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(71)
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Teléfono: Fax:
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Bogotd D.C. ce. 1 omo [
Teléfono: 6181088 Fax: 6350824
E. Mail: iffo@clarkemodetcomco | NUMERO: 41.654.882
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Comprobante de pago por relvindicacién de prioridad

Documento que acredita la exdstencla y representacién legal cuando el solicitante sea persona
Juridica

Poderes, si fuera el caso

Documenio de cesién del inventor al solicitante o a su causante

Declaraciones . .
Copia de la solicitud Intemacional. (Resumen, descripcién, relvindicacién, Dibujos).
Traducdén de la soliciud intemacional al castellano. (Resumen, descripcién, relvindicacién,
Dibujos)

Copia del examen preliminar efectuado por la IPEA

De ser el caso, copla del contralo de acceso

De ser el caso, documento que acrediie la licencia o autorizacién de uso de conocimientos
tradicionales de las comunidades indigenas

De ser el caso, certificado de depéaito del material biolégico

Atefinal 12x12y8x68cm

De ser el caso, informacién sobre olras solicitudes de patente o titulos obteniios en el
exiranjero por el mismo fitular o su causants, relacionados parcial o iotaimente con la
invencién de esia soliciiud.

Xl Otros:

1. Repoite intemacional de bisqueda

2. Sollcitud PCT

11) FIGURA CARACTERISTICA:
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COLOMBIA

Carera 11 n°93-43, OF. 404 Bogouf Colombia Tel: (57 1) 6350813-Fax: (57 1) 6350824-Emall:ciarkemodet @ clarkemodet.com.co

’ PODER POWER OF ATTORNEY
Yo (nasotros), sbajo firmante(s) I (we), Joss Maria RAROLS FERRER the undersigned legal
representative(s) of

_ennd(miuﬂmrd:mmmnmade Labarstorios ded Dr. Esteve 8. A. /
an organization existing under tha laws of /
una socledad organizada y existente de acuerdo con Ins leyes de

SPAIN

yen acwsl cumplimicHin de mu objeto social, con domicilio en snd in present execution of its business activity, domiciled a1 /

Av. Mare de Diu de Montssrrat, E-08041, SPAIN
porel mlwnnﬂ'ﬁﬁhfm)pﬁuawiﬂnﬂw

de DILIA MARIA RODRIGUEZ IYALEMAN, con Cédula de Cludads-
nfa No. 41,654.802 de Bogoud, y tp. 20824 y CLAUDIA LUCIA
CARO RAMIREZ, con Cédula de Cludadania No. 40.017.374 de Tunja,
¥ Ip. 36448, con domicllio en Bogotd, Colombla, para que actuamndo en su
orden e nombre del (de in) otovgame le (In) representen ante cualquier
entldad, antaridad y/o persons, especialmenta anie les deol orden Adminis-
trativn, Contencloso Administrativo, Judiclal, Tribunales de Arbitramento
'. yho cuslquier otro en lo referente & los siguientes asunws:

do bereby grant POWER OF ATTORNEY to DILIA MARIA RODRIGUEZ
D'ALEMAN, identification card No. 41,654.882 of Bogotd, and tp. 20§24 and
CLAUDIA LUCIA CARO RAMIREZ, tp. 36448, ldentification card Nao.
MIIMdMMﬂn;h Bogotd, Colombia, to act In the order of thelr

1) Salicliar, tramitar, obtener y/o registar cualquiera de Iss modalidades '
de Propledad Industrial, tales como: patentes de invencidn, modelos de
uldlidod; discfos industrinles, vuriedades vegemles; marcas, lemas,
nombves ¥ ensefiss comerciales y denominacicnes do origen: asf coma ms
rengvaciones, préroges, transferencias, camblos de nombre y/o domiei-

obtaln andfor register any of the modallities of Industrisl
Property, such as: Patents of Investion, Utility Models; Designa, plant
varieties; Marks, Slogans, Trade Names and embloms and sppellistions of
Origin: as well as their renewahs, ssignments, changes of name and/or

llo, contratos y licencins,

2) Solicitar, ramlinr, ohitoner y/o reglstrar derechos de muar, en coalquie-
ta de sus presentaciones asf como la proteccién de secreton industrinles y

know-how,

« 3) Solicilor. tamitar, obtener y/o registmr registros sanitarios, permiscs
y/o licenclas de funcionamiento; .asf como sus renovaciones o présrogas,

transferencias. cambios de pornbre y/o domicilio, contruos y licencias.

4) Ejereer acciones de oposicldn, ohservacidn, reclamoa, reconsideracldn,
reposicide, spelscifn, cancelacin sdminlstrative © judicial. ouldad,
proieceisn a! consumidor, conceslda de licencias, protecciéa de secretos
industriales y demds acciones y recursos relacionados con derechos
devivadon do los asuntos mvibe indicados ¥ en contra de In competencin
desleal, acciones derivades de la obtencidn o axploweidn do Hicenclas,
acclones de indamnlzacion de perjuicion, Tumbién podri(n) Intervenir en

contencloso-administrarivos, mielas
y de policis; en scclones o juicios promevidos por ¢l (la) mandante o e

Julcios civiles, comorciales, penales,

contra el (ella).
5) Registrar nombres de dominio ants ka entided

campetents.

! 6) Enel clericio de este nundato los mandanrios arriba menclonsdes
. quedan facultados pars: concilinr, cancelsr, transigir, comprometer e
drbltros, desistir, recibir y tomar poscalén de la cosa  objeto de litigio y
renunelar o desistir & derechos concedidos © en curso de concesidn,

admitir los hechos del procesn,
7} Rutificar o no I agencia aficlom.

8) Aal mismo faculio (faculiamos) & los mencioaados spodersdos psm
wrﬂfwﬂymmm-mlﬂdﬂﬂ.

mnludrdmphymhm:luhldm
anyﬁm-dun
alos dias de

Attomey

José Marfe RAFOLS FERRER

domicils, agreements and licenses.

2) To apply. process, obtain and/or register copyrights of any kiad as well s
protection of Industrial secrets or know-how.

3) To epply. process, obtrin andVor register apnitary registrations. cperaling
mthorimtions and/or licenses: as well as thelr renewals or  wsignments,
changes of name and/or domicile, agreemnonts and licenses.

4) To bring actiows of oppoaidon, chwervatians, clalms, reconsideration, appeal
or logal remedies, cancellations, nullity, prosection to the consumer, granting of
leenses, protection of trade sccrets and other sctions reimtad with rights
derived from the shove- mantioned matters and againse the unfalr competition,
sctions resuling from the obliniag or exploittion of licenses, recovering
damages actions. They can also intervene ar participate In Clvil, Commerclal,
Criminal  or Conteotiows-Adminisrsive Trisls; the sctions for writ
mandamus, police actions; in actions, lewsnits or Higations insituted by the
grantor or against him.

5) To register domaln names before the competent entlty.

6) To the effect of this mandate the above-named proxy are empowered to:
concilinte, cancel, pettle, submit (o abitation, withdraw and to recefve and
tnko possesslon of the Hiigation related objet and waive or renounee the rights
granted of In process of grnting, admit the facts of the case.

) To ratify or not tha officlous agency.

8) 1 (we) hereby appoint the afore mentioned attomeys with powers to receive
notifications and 10 designate judicisl and extrgjudicial aftomeys, substitute
this Power of Attorasy and 1o revoke such sustitutions,

Cramted and signed at Barcelona

mss  ayar3y ENE, 2005 ora0s
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-GENCIA.- La extiendo yo, TOMAS GIMENEZ DUART, Notario del llustre
Colegio de Notarios de Catalufia, para hacer constar que la fira que antecede
de DON JOSE MARIA RAFOLS FERRER, como apoderado de la entidad
“LABORATORIOS DEL DR. ESTEVE, S.A.", la considero legitima por haber
sido puesta en mi presencia. Hago constar que tiene concedido un poder
otorgado a su favor, mediante escritura autorizada ante mi el dia 1 de febrero
de 2.000, bajo el nimero 480 de protocolo, que causd la inscripcién 80° en la
hoja nimero B-18079, folio 180 del tomo 21254, en el Registro Mercantil-de
Barcelona, cuyo poder le faculta para este acto. :
Iguaimente hago constar que la sociedad LABORATORIOS DEL DR. ESTEVE,
S.A., es una compafila mercantil de nacionalidad espafiola, que se rige por las

leyes de Espafia, debidamente inscrita en el Registro Mercantil de Barcelona, -

al tomo 21254 , folio 190, hoja niamero B-19079 , inscripcién 76" y con ndmero

de identificacién fiscal A-08-037236.
Y para que asi conste y surta efecto en Colombia, la extiendo en

Barcelona, a 31 de enero de 2005.

Asiento nimero 131, Libro Indicador nimero 8.
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APOSTILLE (; legalizacién finica)
{Conventién de la Haye du 5 de octobre, 1961-Real Decreto/1578,
de 2 de octubre)
1. Pals ESPARNA
El presente documento piblico
2. ha sido firmado por D. Tomis Giménez Duart----------------
3. Actuando en calidad de Notario, en legitimacién de firma--
de D. José Maria RiAfols Ferrer, puesta al ple de un Poder,
en representacién de "LABORATORIOS DEL DR. ESTEVE, S.A.", -
libro indicador n*. 131, de fecha 31 de enero de 2005.----
4. Se halla sellado/timbrado con el de su Notaria.
CERTIFICADO

5. En BARCELONA 6. El 01l de Febrero de 2005.

7. Por DON RAFAEL MARTINEZ DIE, Secretario.

8. Con el N*" : -6155-

9. Sello/timbre: 10. Firma:
6. SELLONE
My | EGITIMACIONES Y
“€5 LEGAUZACIONES

Rafael Martinez Dle
Secretario
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(17) INTERNATIONAL AFFLICATION PUBLISHED UNDER THE PATENT COOPERATION TREATY (PCT)

el Braoes o NI
43) Internstional Publication Dute (10) Intersatiosal PubBcation Nuimber
17 Februury 2008 (17.02.2008) WO 2005014589 Al ,
Infermmfionsl Putent ': 39, E-08191 Rohl (BS). DORDAL m’m
AS1X 31535, ASIP 2540 [ES/ES]); C/Maladets, 26 3° 3a, Barcelona (BS).
FIBAS EBCASANY, Marks Angeis ; C/fEpsiitn
A1) Internafions] Application Numbers // Limm 193" 1a ing, B-0S12S Barenlona (ES).
PCT/EP2004/008507
/(34) Ageutz DAVILA BAZ, A.; Clarie, Modet & Co., CGoys,
(21) Internafionsl Filing Date: 29 July 2004 (29.07.2004) 11, B-28001 Miadkid (ES).

Fling Langmnge: Engtsh (51) Designutal Statws (salcer atherwior tulicated, for svery
@ kind of national protection svailableh AB, A, AL, AM,
(26) Publirniion Langnage: English AZ BA, BB, BO, BR, BW, BY, BZ CA,CH, CN,

/ CA, CU, CZ, DE, DK, DM, DZ, BC, HE, BG, ES, F1,
(% Priorily Detm aD, GR, GH, GM, HR, HU, ID, I, IN, IS, IP, KB,
P 200301812 30 Inly 2003 2008) HS KOG, KP, KR, KZ, LC, LK, LR, L8, LT, LU, LV, MA, MD,

MO, MK, MN, MW, MX, MzZ, NA, NI, NO, NZ, OM, PG,
(71) Applicant (for all designoted Suser fxceps USh LABO- PH, PL, PL, RO, KU, SC, 8D, SE, 50, SK, 5L, Y, TJ, TM,
BATORIOS DEL DR ESTEVE R.A. [RVES]; Av. Mare TN, TR, TT. TZ, UA, UG, US, UZ, VC, VN, YU, ZA. 2,

ds Déu do Montexrat, 221, B-0804]1 Buxsloms (HS). ZW.
(72) Inventors; smd () Designated Stutes (aslexr otherwive imBarted, for cvery
m:--ﬂnl-,‘n (or US/onlyr TOREENS Lind of megional promction avallableh ARIPO (BW, GH,
JOVER, Anteai! 1/R8); B, 2* Zs, BORIOL GM, KB, LS, MW, MZ, NA, 8D, 8L, 52, TZ, UG, 2™,
Tarse (BS). MAB FREQ, Josep [ES/ESE: C/Cal Princep, ZW), Burasian (AM, AZ, BY, X0, KZ, MD, RU, TJ, TM),
{Contimund on rext pags]
(34) Titima ED SULFONAMIDE OOMPOUNDS, THHIR FREPARATION AND UEE AS MEDICA-
MENTS

(37) Alnirecs The present ovention relskes o banrxsxinone-de-
- rived sulphonemids compommds of geneml formuls {T), & proces for
R' thelr preparation, » medicoment comprising thess compounds and

the mse of henxoxaxzinone-dexived sulphonsmide compounds far the
Rl prepuration of meelicamnts for ST, secepior reguistion as well as
fior the reatment of disorders related theresn,
R N
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Bompesn (AT, BE, BO, CH,CY,CZ,DH, DK HE, BS, FI, v fwo-letter coder and ather ablvwvistions, ngfier to the "Guid-
FR,GB,GR, HU, IB, IT, LU, MC,NL, FL. PT. RO, 5B, 31,  ance Notes on Codsr and Abbrevictions” appearing at the bagin-
SK, TR), OAFI (BR, RI, CF, CG, CI, CM, GA, GN, OQ, iy of auck reguiar inme of the PCT Gagetra

GW, ML, MR, NR, SN, TD, TG).
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Benzoxazinone-derfved sulphonamide compounds, thelr preparation and use
' ss madicaments

The presant invantion relates 1o benzoxarinone-derived sulphonamide compounda of
general formula (),

R! RE .
R>
r?
i o
R®
R®

)

a process for their prepanation, a medicament comprising thess compoundas and the
meofb_ermuzlmm-duhndnﬂnrmﬂoeompoundahrﬂnmmﬂmd

medicaments for 5-HTg recaptor reguiation as well as for the treatment of disorders
related thereto.

The superfamily of serotonin recepiors (6-HT) includes 7 ciassss (5-HT-6-HT7)
encompassing 14 human subciaseea [D. Hoyer, et al., Neuropharmacology, 1897,
38, 418]. Tha 5-HTg recepior Is the latest serotonin receptor identified by molecular
cloning bath In rate [F.J. Monsma, et al., Mol. Pharmacol., 19683, 43, 320; M. Ruat, et
al., Blochem. Blophtys. Res. Commun., 1883, 183, 268] and ln humans [R. Kohen, et
al., J. Neurochem., 1896, 68, 47]. Compounda with 5T, receptor affinity are usaful
for the treatment of various disordera of the Central Nervous System end of tha
gastrointestinal fract, such as initable intestine syndrome. Compounds with 5-HT,
receptor affinity are aleo useful in the treatment of amdety, depression and cognitive

1



memory disorders [M. Yoshioka, at al, Ann. NY Acad. Sal., 1008, 801, 244; A.
Bourson, et al, Br. J. Pharmacol. , 1088, 125, 1582; D.C. Rogers, et al., Br. J.
Phamacol. Suppl., 1880, 127, 22P; A. Bourson, et al., J. Pharmacol. Exp. Ther. ,
1686, 274, 173; A.J. Sleight, et al., Bohav. Brain Rea. , 1908, 73, 245; T.A. Branchek,
et al, Annu. Rev. Pharmacol. Taxdcol. , 2000, 40, 319; C. Routledge, et al., Br. J.
Phamacol. , 2000, 130, 1606]. it has been shown that typical and styplcal
antipsychotic drugs for treating achizophrenia have a high affinity for 5-HTs receptors
[B.L. Roth, et al, J. Pharmacol Exp. Ther. , 1884, 288, 1403; C.E. Glatt, et al., Mol.
Med. , 1805, 1, 398; F.J. Mosma, et al, Mol. Pharmacol. , 1603, 43, 320; T. Shinkal,
ot al., Am. J. Med. Genet. , 1999, 88, 120]. Compounds with 5-HT, receptor affinflty
are ussful for treating Infant hyperkineala (ADHD, attention deficit / hyperactivity
disorder) [W.D. Hirst, et al., Br. J. Pharmacol. , 2000, 130, 1697: C. Gérard, et al.,
Brain Research , 1907, 746, 207; M.R. Pranzatsill, Druge of Today , 1907, 33, 376].

Moreover, It has been shown that the 6-1{Ty recepior also plays a role In food
ingestion [Neuropharmacolagy, 41, 2001, 210-218).

Food ingestion disorders, particularly abesity, are a serlous, fast growing threat to the
health of humans of all age groups, since they increase the risk of developing other
sorious, even |fe-threatsning dissases such as diabetee or coronary diseasea.

Thus, it was an object of the present invention o provide novel compounds that are
sultable in particular as active substances in medicaments, preferably in
medicaments for the regulation of 5-HT, recepiors, for cognitive enhancement, for
the prophylaxis end/ar treatment of food-intake related disorders, disorders of the
cantral nervous system, disorders of the gastrointsstinal tract, such as Initable
Intesiine syndrom, amdely, panic, depression, cognitive memory disorders, senfle
dementia disorders, such as Morbus Alzhelmar, Marbus Parkinson and Morbus
Huntington, schizophrenia, peychosis, infantile hyperkinesia, ADHC (attention deficit,
hyperactivity disorders) and other 6-HTy mediated disorders particularly iIn mammals,
including humane.



it has bean found that the berzazinone-derived sulphonamkie compounds of
general formuliaa (1), (Ie) and (Ib) given below show affinity for the 5-HTe-receptor.
These compounde are therefors also sultable for the manufacture of a medicament
for cogniive enhancement, for the prophylaxis and/or treatment of food Ingestion
(food Intake) disorders, particulariy for the regulation of appetits, for the maintenance,
Increase or reduction of body weight, for the prophylads and/or freatment of obealty,
bullmia, anorexie, cachaxia or type || diabetes (Non-insulln Depandent Diabetes
Melitus), preferably type Il diabetes, which Is caused by obesfly, disorders of the
central nervous systom, disorders of the gastrointestinal tract, such as irritable
intestine syndrom, arvdely, panic, deprasaion, cognifive memory disorders, senlls
dementia disorders, such as Morbus Alzhelmer, Morbus Parkinson and Morbus
Huntington, schizophrenia, peychosis, infantile hyperkinesia, ADHC (attention deficit,
hyperactivity disorders) and other 5-HTe mediated disorders particularly In mammals,
Including man.

Thus, one aspect of the present invention are benzoxazinone-derived sulfonamide
compounds of general formula (1),

R R®
RA

% &
2
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R', R%, R®, R* are each independently selectad from the group consisting of
hydrogen, halogen, an unbranched or branched, satureted or unsaturated, optionally
at least mono-substituted aliphatic redical, a saturated or unsaturated, optionally at
least mono-aubstituted, optionally at least ons heteroatom ae ring member containing
cycloaliphatic radical, which may be bonded via an optionally st least mono-
substituted alkylene group andior may be condensad with an optionally at least
mono-subsiiiuted mono- or polycyciic ring-aystem, an optionally at least mono-
substituted aryl- or heteroaryl radical, which may be bonded via an optionally at loast
mono-eubstituted alkylens group and/or may be condensed with an optionally at least
mono-substituted maono- or polycyciic ringaystem, a nitro group, a cyano group, -
OR", -OC(=O)R", _(M,_O_Rﬁ' -8RY, -SOR'2, -SO,R™2, .NH-80:R", -S0:NH;
and a NR¥R™ molety, '

R? representa hydrogen, an unbranched or branched, saturated or unsaturated,
optionally at [sast mono-aubstituted aliphatic radical or a satureted or unsaturated,
optionally at lesst mono-substiiuied, optionally at least one hateroatom as ring
member containing cycloaliphatic radical,

R’ R’, R%, R® are each independently selacted from the group consiating of
hydrogen, an unbranched or branched, ssturated or unsaturated, optionally at laast
mono-substituted afiphatic radical, a seturated or unsaturated, optionally at least
mono-substiuted, optionally at least one hetercatom as ring member containing
cycloaliphatic radical, a cyano group and a -COOR'® molety,

W represents an unbranched or branched, saturated or unsaturated, optionally at
least mono-substituted aliphatic redical,

a saturated or unsaturatad, aptionally at lsast mono-substituted, optionally at least
one hetsroatorn as ring member containing cycioaliphatic radical, which may be
bonded via an optionally mono-substituted alkylene group and/or may bs condensed
MﬂmnMathademmorpolwydbﬂWm.
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an optionally at least mono-substituted hetaroaryl radical, which may be bonded via
an optlonally mono-substituted alkylane group and/or may be condensed with an
optionally at least mono-substiuted mono- or polycyciic ring-system,

an optionally at least mono-substitited, monacyclic aryt radical, which Is condensed
with an optionally at lsast mono-substituted mono- or polycyclic ring-system and
which may be bonded via an optionally at least mono-substituted alkylene group,

a NR'R"-molaty,
& COR"™-molety,

oraphuMmdhd.thutludmawmom_nfhm
selacted from the group consisting of

2,22 -Trifluoroethaxy-, Cs.e-Akenyl-, 1,3-Dihydro-1-ax0-2H-lsoindol-2-y4-, N-
Phthalimidinyt, [{2-chioro-1,3-thiazolyl-5-yi)-mathoxy, Ethyl-t-yi-2-methyl-3-
furoats, Cye.a0-alkyl-, 1,3-Dicxo-2-azaspiro[4,4Jnon-2-yi-, pyrazolyl-, (1,3-maznl-
5-vi)- (5-Methy}-1,3.4-oxadlazol-2-yi)-, difiucromethaxy, dichioromethoxy, 1-
pymolidinylsulfonyl, morpholinosulfonyl, 2-methyl-4-pyrimidiny}-, a phencoxy
group, which Is at least mono-subsiftuted with Cg-alkaxy, a phertyl group,
which Is at least mono-substituted with one of the substituents selectad from the
group coneleting of nitro, Cyg-alkaxy, F, Cl, Br, at least partially fluorinated Cy.s-
alkyl, at least partially chiorinated Cy.5-alkyl, [(2-Chioro-~1,3-thiazol-5-y1)-
methoxy}-, {(C=0)-H and -{C=0)-C.s-alkyl, a pyridinyl group, which Is at least
mono-substitutad with C.s-alkoxy, a pyridinyloxy group, which Is et least mono-
substituted with C,s-alkoxy, a phenoxy group, which Is at least di-substiuted
and a pyridinyloxy group, which b at least di-subeluted,

with the proviso that W does not represent uneubsiituted furyl-, unsubetituted thieryl-
or thienyl substiuted with a substituent selacted from tha group consisting of Cy.5-
akoxycarbonyl, Cis-alkyicarbony!, carboxyl end pyridyl, unsubstituted pyrrolyl-,
unsubstituted naphthyl, unsubstituted indolyl, unsubstituted tstrahydronaphthyl,
substituted or unsubstitted pyridyl, unsubstituted pyrazinyl, unsubstituted quinolinyi-,
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Cys-aikylasubsiiiuted pymolyl-, and unsubstituted cyciohexyl or cycliohexyl substituted
with one or two membera aslactad from the group consisting of oxo, hydraxyl, Cis-
alkoxyl, Cy.z-alkoxy-carbonylamino-C+ 5 akyl and amino-Cy.5 alkyl,

R* represents hydrogen, an unbranched or branched, saturated or unsaiurated,
optionally at least mono-eubstitutad aliphatic radical, a saturated or unsaturated,
optionally at laast mono-substituted, optionally at laasat one heteroatom as ring
member contalning cydloaliphatic radical, which may ba bonded via an optionally at
least mono-substituted alkylene group and/or may be condensed with an optionally at
least mono-substituted mono- or polycyclic ring-eystem, or an optionally at least
mono-eubstiiuted aryl- or heteroaryl radical, which may be bonded via an optionally
at least mono-subsiituted alikylene group and/or may be condensad with an oplionally
at least mono-eubstiiuted mono- or polycyciic ring-systam,

R represants hydrogen, an unbranched or branched, saturated or unsaturated,
optionally at least mono-substituted aliphatic radical, a ssturated or unsaturated,
optionally at least mono-substituted, optionally at least one hetercatom as ring
member containing cycloaliphatic radical, which may be bonded via an optionally at
least mono-substituted alkylene group and/or may be condensed with an optionally at
least mono-substiuted mono- or polycycic ring-system, or an oplionally at least
mono-substituted aryl- or heteroaryl radical, which may be bonded via an optionally
at least mono-substituted alkylene group and/or may be condensed with an optionally
at least mono-substiiuted mono- or polycyclic ring-system,

R represents an unbranched or branched, ssturated or unsaturated, optionally at
least mono-subséiuted allphatic radical, a saturated or unssturated, optionally at least
moho-substituted, optionally at lsast one hetsroatom as ring member containing
cycloallphatic radical, which may be bonded via an optionally at lsast mono-
substhuted alkylene group and/or may be condensed with an optionally at least
mono-substituted mono- o polycycllc ring-system, or an optionally at lsast mono-
substituted aryl- or hetercaryl radical, which may be bonded via an opiionally at least
mono-substituted alkylene group and/or may be condensed with an optionally at least
mono-substituted mono- or polycyciic ring-aystam,
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R" and R* each are Indepandently selected from the group consisting of hydrogen,
an unbranched or branched, satureted or unsaturated, oplhmlyatlultmm-
Mhdulbrnﬁeml:d,lmmdormmd optionally at least mono-
substituted, optionally et least one hetercatom as ring member containing
cycloaliphatic radical, which may be bonded via an optionally at lsast mono-
subetituted alkylene group and/or mey be condensed with an optionally at laast
mono-substituted mono- or polycyclic ring-system, or an optionally at least mono-
substituted aryl- or hetercaryl radical, which may be bonded via an optionally at least
mono-eubstituted alkylene group and/or may be condensed with an oplionally at loast
mono-aubstitutad mono- or polycyciic ring-system, '

or R and R* together with the bridging nirogen atom form a eaturated, unsaturated
orammlhhuuocydcm.whld\mybealhunwmummln
at least one further heteroatom as a ring member,

R'" represents hydrogen, an unbranched or branched, satursted or unsaturated,
oplionally at least mono-substituted aliphatic radical, a saturated or unsaturated,
optionally et least mono-substituted, optionally at least one heteroatom as ring
member containing cycloalphatic radical or an optionally at least mono-substituted
aryl- or heteroaryl radical, which may be bonded via an optionally at least mono-
substituted alkylene group and/or may be condensed with an optionally at ieast
mono-substituted mono- or polycycilc ring-systam,

R represents an unbranched or branched, seturated or unsaturated, optionally at
least mono-substituted aliphatic radical,

R"mpmhununbmhadorbmndnd.mu'lormw.opuomlyat
least mono-substihited allphatic radical, and

R represents an optionally at least mono-substituted aryl radical,
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optionally in form of one of s sterecisomers, preferably anantiomers or
diastersomers, s racemals or in form of a mbdure of at least two of its
sterecisomers, preferably enantiomers or diastereomers, in any mixing ratio, or a
corresporxiing salt thereof, or a comresponding solvate.

A mono- or polycyciic ring-sysiem acconding to the present invention means a mono-
or polycyclic hydrocarbon ring-system that may be saturated, unsaturated or
aromatic. if the ring system le polycydlic, each of ite different rings may ehow &
different degree of saturation, Le. it may be saturated, unsaturated or aromatic.
Optionally each of the rings of the mono- or polycyclic ring system may contain one
or more heteroatoms &s ring members, which may be Identical or different and which
can preferably be selected from the group conalsting of N, O, 8 and P, more
preferably be selécted from the group consisting of N, O and S. Prefarably the
polycyclic ring-system may comprise two rings thet are condensed. The rings of the
mono- or polycyclic ring-system are prefarably 5~ or 8-mambered.

If one or more of the reakiues R'-R"” and W represents an sliphatic radical, which ls
substituted by one or more substituents, unjess defined otherwies, each of these
substiiuents may preferably be selectsd from the group conalsting of hydroxy,
halogen, branched or unbranched Cy.¢-alkoxy, branched or unbranched
Crs-perfiuoroalkoxy, branched or unbranched Cy.e-perfiucroaliyl, amino, carboxy,
amikdo, cyano, nitro, -SONHy, ~CO-Cy.4-alkyl, ~SO-Cys-alicyl, -802-Cy-alkyl,
-NH-807-C+.salkyl , wherein the C,r-akyl may In each case be branched or
unbranched, an unsubstituted or at least mono-substituted phenyl or naphthyl radical
and an unsubstiutad or at laast mono-substituted furanyl-, thienyl-, pyrrolyt-,
Imkiazolyl-, pyrazoiyi-, pyridinyl-, pyrimidinyt-, quinoiny- and lsoquinoliny! radical,
more preferably be selectsd from the group conslsting of hydroxy, F, Cl, Br, methoxy,
ethaxy, CFy and an unsubstituted phenyl radical. If any one of the above mentioned
substitutents iself Is at least mono-substituted, sald subsiftuents may preferably be
sslectad from the group conalsting of F, C1, methyl and methoxy.



If one or more of the residues R'-R' represents or comprises a cycioaliphatic radical,
which la substituiad by ons or more substituents, unless defined otherwise, each of
these substiuents may preferably be sslecied from the group congisting of hydroxy,
halogen, branched or unbranched C+.s-alkyl, branched or unbranched C4-alkoxy,
branched or unbranched C,.¢-perfiucroallany, phenooty, benzoyl, cyciohexyl,
branched or unbranched C.¢-perfiucroalikyl, -NRR® wherein R, R® ale each
independently salectad from the group consisting of H, a branched or unbranched Cs.
«+akyhradical, -CHx-CHz-OH and phenyl, carboxy, amido, cyano, nitro, -8OsNHa, -
CO-Cy+-alkyl, -CO-OCy+-alkyl, -SO-Cys-alkyl, -802-Cys-alkyl, -NH-SOx-Cy+-alkyl,
whereain Cis-alkyl may In each case be branched or unbranched, unsubsiituted or at
least mono-eubstituted phanyl or naphthyl and unsubstitubed or at least mono-
substituted furanyt-, thienyl-, pyrolyl-, imidezolyl-, pyrazolyl-, pyridinyt-, pyrimidinyt-,
quinolinyl- and Isoquinolinyl radical, more preferably be selected from the group
conalsting of hydroxy, F, Cl, Br, methyl, ethyl, methaxy, ethaxy, benzoyl, phenaxy,
cyclohexyl, -CF3, -CO-CHs, -CO-OCH,, -NR*R® wherein R*, R® are each
Independently selected from the group conelsting of H, a branched or unbranched
Crsalkyl-radical, ~CiHy-CHy-OH and phenyl, and an unsubstituted phenyl radical. if
any one of the above mentionad substittents keelf s at lsast mono-substituted, sald
subsitivents may preferably be selacted from the group consiating of F, Cl, methyl
and methoxy. )

If one or more of the residues R'-R*, R®-R'® and W comprises an alkylene group,
which |s substituted by one or more substituents, uniess defined otherwise, each of
these subsiituents may preferably be salected from the group consisting of hydroxy,
halogen, branched or unbranched Cy-alkacy, branched or unbranched
Cr.operfisoroakoxy, branched or unbranched Cy-perfiuoroakyl, amino, carbaxy,
amido, cyano, nitro, -SOpNHs, -CO-Ci-alkyl, -80-Cr4-alkyl, -SOx-Coraliyl,
~NH-80z-Cy+-alkyl, wherein C.c-alkyl may be branched or unbranched, an
uneubstiiuted or at least mono-substituted phenyl or naphthyl redical and an
unsubstiuted or at least mono-substitutad furanyl-, thisnyl-, pyrrolyl-, imidazolyl-,
pyrazolyl-, pyridiny}-, pyrimidinyt-, quinolinyl- and lsoquinolimyl radical, more
preferably be selected from the group conalating of hydroy, F, Cl, Br, methoxy,
ethoxy, CF; and unsubstituted phenyt. if any one of the above mentioned



substiiutents kseif is at least mono-substituted, sald subsituents may preferably be
selactad from the group conelsting of F, Cl, mathyl and methoxy.

If one or more of the residuas R'-R* and R'".R'® comprises a mono- or polyoyclic
ringsystem, which Is substiuted by one or more substituents, uniess definod
otherwise, aach of these substituents may preferably be seleciad from the group
conelsting of hydroxy, halogen, branched or unbranched Cs-alkyl, branched or
unbranched Cy+-alkoxy, branched or unbranched C,4-perflucroalimxy, branched or
unbranched Cy¢-perfluoroalkyl, amino, carboxy, amido, cyano, keto, nitro, ~SOsNHz,
“CO-Cy4-akkyl, -80-Crealkyl, -SOr-Cyrakyl, -NH-80,-Cis-alkyl, wherein Cyc-allvl
may be branched or unbranched, an unsubstituted or at least mono-substituted
pheny or naphthyl radical and unsubstituted or at least mono-substituted furanyl-,
thienyl, pyrrolyt-, imidazolyl-, pyrezolyt, pyridinyl-, pyrimidinyt-, quinoliny- and
isoquinolinyl, more prafarably from the group conelsting of hydroxy, F, Cl, Br, methyl,
othyl, methoxy, ethaxy, CFs, kelo, cyano and an unsubstiuted phenyl radical. If any
one of the above mentionad substifiiants lteelf Is at least mono-subsiituted, sald

substituents may preferably be eelected from the group consisting of F, Cl, matinyl
and methoxy.

if ane or more of the reskiues R™-R*, R*™-R" and R represents or comprises an aryl
radical, which Is subetituted by one or more substiuents, uniess delined otherwise,
each of these subsetituents may preferably be selectsd from the group consisting of
hydroxy, halogen, branched or unbranched Cs¢-alkoxy, branched or unbranched
Cs+-akyl, branched or unbranched Cy.4-perflucroalkoxy, unsubstituted or at least
mono-eubsiituted phenaxy, unsubstituted or at least mono-substituted benzovl,
tyclohexyl, branchsd or unbranched Cy-perfiusroalkyl, NR*R® wherein R*, R® are
each Independently selected from the group conaisting of H, a branched or
unbranched Cy-alkyl-radical, -CHe-CHe-OH and phanyl, carboxy, amido, cyano,
-CH(OH)phenyl), nitro, -50aNHs, ~CO-Cy-alkyl, -CO-OCy¢alkyl, -SO-Cyaliyl, -
SOx-Crsalkyl, -NH-SOr-C14-alkyl, wherein Cyalkyl may be branched or
unbranched, an unsubestliuted or at least mono-substituted phenyl or naphthyl radical
and unsubsiftuted or at least mono-eubstituted furanyl-, thienyl-, pyrrolyl-, midazolyl-,
pyrazolyl-, pyridinyt-, pyrimidinyl-, quinoliny- and lsoquinolinyl radical, more
preferably be selected from the group conalsiing of hydroxy, F, Cl, Br, methyl, ethyl,
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cyano, -CH(OH)phenyl), methoxy, ethaxy, unsubstituted or at least mono-substituted
benzuyl, unsubsiituted or at least mono-substituted phenoxy, cyciohexyl, CFs, -CO-
CHj, <CO-OCHs, -NR*R® whersin R*, R® are each iIndependantly selected from the
group consisting of H, a branched or unbranched Cy-akyl-radical, -CHy-CH>-OH
and phenyl, and an unsubstihuted phenyl radical. If any of the above mentionad
subsifiutents liself is at least mono-subetituted, sald subatituents may preferably be
salected from the group consisting of F, Cl, methyl and methoxy.

if one or more of the residuse R'-R* and R'-R"® represents or comprises a
heteroary! radical, which ls substituted by one or more substiiuents, unieas defined
otherwise, each of thess substituents may preferably be selectad from the group
consisiing of hydroxy, halogen, branched or unbranched Cy-alkoxy, branched or
unbranched Ci-alkyl, branched or unbranched C:¢-perfilucroalkoxy, unsubstituted or
at least mono-subsiituted phenoxy, unsubsiitutad or at loast mono-substihubed
benzoyl, cycichenryl, branched or unbranched Cy-perflucroalkyl, NR*'R® wherein R*,
R® are each independantly selectad from the group conaisting of H, a branched or
unbranched Cy4-alkyl-radical, -CHa-CHz-OH and phenyl, carboxy, amido, cyano,
nitro, -CH(OH)(phenyl), ~-80:NHz, -CO-C1.c-alkyl, -CO-OCy-alkyl, SO-Ci-alkyl,
SOz-Ci+-akyl, -NH-802-Cy.s-alkyl, wherein Cy-alkyl may be branched or
unbranched, an unsubstituted or at least mono-subatituted phenyl or naphthyl radical
and an unsubetituted or at least mono-substituted furanyl-, thienyi-, pymolyl-,
imidazolyl-, pyrazolyl-, pyridiny}-, pyrimidinyl-, quinolinyl- and lsoquinoliny! radical,
more preferably be salactad from the group consisting of hydroxy, F, Ci, Br, methyl,
athyl, cyano, methoxy, ethoxy, unsubstiiuted or at least mono-substituted benzoyl,
unsubstituted or at least mono-substiuted phenoxy, cyclohexyl, CFa, -
CH{OH)(phenyl), -CO-CHa, ~CO-OCHs, -NR"R® wheraln R*, R® are each
independently selectad from the group consisting of H, a branched or unbranched
Ci+-akyl-radical, -CHy-CHz-OH and phenyl, and an unsubstituted pheny! radical. if
any one of the above mentioned substitutents keelf Is at least mono-substituted, sald
substituents may preferably be salactad from the group conalsting of F, Ci, mathyl
and methaxy.

1
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IfR™ and R™ form a heterocyclic ring, which Is substituted by one or more
substiuents, uniess defined otherwiss, each of these substituents may preferably be
salected from the group conalsting of hydrooy, halogen, branched or unbranched
Ci-akoxy, branched or unbranched Cs.c-alkyl, branched or unbranched C1.«
perfiuoroalkoxy, branched or unbranched Cs.c-perflucroalkyl, amino, carboxy, amido,
cyano, nkro, -80zNH;, -CO-Cy.ralkyl, -80-Cy-alkyl, -SOr-Cyy-alkyl,
“NH-802-C14-alkyl, wherein C:.c-aliyl may be branched or unbranched, an
unubdﬂlndoruthutmn-ubaﬂhhdplnnylormpllhylmdhl_mdan
ungubsiituted or at least mono-eubstituted furanyl-, thienyl-, pyrrolyl-, Imidazolyl-,
pyrazolyl, pyridinyt-, pyrimidinyl-, quinolinyl- and lsoquinaliny! radical, more
preferably be selected from the group conslsting of hydroxy, F, Cl, Br, methoxy,
ethoxy, methyl, CF, and an unsubstituted phenyl radical. If any of the above
mentioned substiutents lteelf ks at loast mono-substituted, sald substituents may
preferably be salected from the group conslsting of F, Cl, methyl and methoxy.

If R™ and R form a heterocyciic ring, which contains one or more further
heteroatoms as ring members, uniess defined otharwise, each of thess heteroatoms

may preferably be seleciad from the group consisting of N, O and S, more preferably
from the group consisting of N and O.

If one or more of the residues R™-R'® and W represeants or comprises a cycloaliphatic
radical, which containe one or more heteroatoms as ring members, uniess defined

Muﬁdﬁmhﬁuﬂmmnﬂaﬂhuﬁbﬂﬁmﬁqu@
consisting of N, O, 8 and P, more preferably from the group consisting of N, O and 8.

if one or more of the residuss R'-R*, R"-R" and W represenis or comprises an
heteroaryl radical, which contains one or more hetercaioms as ring members, uniess
defined otherwise, each of these hetercatoms may preferably be selecied from the

group coneleting of N, O, S and P, more preferably from the group conalsting of N, O
and 8.



KW represents or comprises a cycloaliphatic radical, a heteroaryl radical, an aryl
radical and/or @ mono- or polycyciic ring system, which is subetituted by one or more
substituents, uniess dafined otherwise, aach of thess substituents may preferably be
selacted from the group consisting of hydraxy, nitro, carbaxy, cyano, keto, halogen,
Cra-alkyl, partially fluorinated C., alkyl, partially chiorinatad C14 akyl, partially
brominated C14 alkyl, Cis-alkoxy, partially fluorinatad Cy alkaxy, partially
chiorinated Cy.4 allcoxy, partially brominated Cy4 alkoxy, Cag-alienyl, SO-Cyc-alkyl, -
(C=0)-Cialkyl, {C=0)-0-Cs5-alkyl, {C=0)-Cl, -8-Cy+-tlkyl-, {C=O)-H, -NH-
(C=0)-NH-C1 g-akyl, {C=0)-C1,-perfiuoroakyl, -NR'R®, wherein R* and R® are
independently selected from the group consisting of H, Cy-alkyl and phenyl, NH-
(C=0)-Crg-aliyl, -C1.s-alkylan{C=0)-Cys-alkyl, (1,3-Diydro-1-ox0-2H-solndol-2-yi),
N-Phthalimidiny}-, (1,3-Dicom-2-axaspirol4,4}-non-2-yl, substituted or unsubstituted
phenyl, -SOz-phenyl, phenoxy, pyridinyl, pyridinyloxy, pyrexolyl, pyrimidiny],
pyrroildinyt-, -8Oz-pymrolidinyl, morpholinyl, §Oz-morpholinyl-, thiadianiyl,
oadiazolyl, axazolyl, thiszolyl, lsoxazolyl, O-CHe-thiszolyl,-, NH-phenyl, and -Cy.¢
Alkylen-NH{(C=0)-phenyl, more praferably from the group coneisting of hydroxy, -
niiro, carboxy, cyano, keto, F, Cl, Br, |, Crir-alkyl, CHeF, CHFs, CFs, CHCl, CHoCla,
CCly, CH;Br, CHBry, CBry, OCFs, OCHFy, OCHsF, O-CHe-CF;, vinyl, SO>-CHa, -
(C=0)-CHy, {C=0)-CsHs, (C=0)-0-CHj, {C=0)-0-C+CHs, (C=0)-Cl, -5-CHy-, -
(C=0)H, -NH{C=0)-NH-CHs, {C=0)-CF;, dimathylamino, diethylamino, d-n-
propylamino, di{ec-propylamino, di-n-butylamino, di-ert-butyamino, NH-{C=0)-CH, -
CHy{(C=0)-CH,, -CHy{C=0)-C;Hj, (1,3-Dihydro-1-amx-2H-isoindol-2-4), N-
Phthallmidinyl-, (1,3-Dioxo-2-axaspiro]4,4]-non-2-yl, substituted or unsubstituted
phenyl, -S0z-phenyi, pherioxy, pyridinyi, pyridinyloxy, pyrezolyl, pyrimidiny,
pymoiidinyt-, -SOz-pymolidinyl, morpholinyl, SO;-morpholiny-, thiadlazolyl,
oxadiazolyl, oxazolyl, thiazolyl, lsoxazolyl, O-CHx-thiazoiyl,-, NH-phenyl, and —-CHj-
NH{C=O)-phenyl.

i any of the afore mentioned substituents itself ls substitutad by one or more
subatituents, sald substituents may preferably be selectad from the group consiating
of halogen, nitro, cyano, hydroxy, -(C=0)-C,.alkyl, Ci-alkyl, at least partially
fiuorinated Cy-alkyl, at ieast partially chiorinatad Cy-alkyl, at least partially
brominated C1alkyl, ~8-Cs-alkyl, -C(=0)-O-C1.g-alkyl, {C=0)-CHa-F, {C=0)-CHxr
Q, {C=0)-CH-Br, preferably from the group conelsting of F, Cl, Br, CHsF, CHF»,

13
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CF3, CHCl, CHCl, CCla, CHsBr, CHBry, CBra, nitro, cyano, hydroxy, {C=0)-CHa,
CHy, CzHe, -8-CHs, -C(=O}-0-CHy, -C(=0)-0-CaHs, ~(C=0)-CHy-F, {C=0)-CHz-C
and (C=0)-CHy-Br.

Prefarred compounds of general formula (T) are thoes, wharein R!, R®, R®, R* are
each independently selected from the group coneisting of H, F, Ci, Br, an unbranched
or branched, saturated or unsaturatad, optionally at least mono-substitutad Cq.¢-
aliphatic radical, a saturated or uneaturated, optionally at least mono-substiiulad,
optianally at least one heteroatom as ring member containing Cys-cycloaliphatic
radical, which may be bonded via an optionally at lsast mono-substituted Cy 5
alkylene group and/or may be condensed with an optionally at least mono-substifuted
mono- or palycyclic ring-system, an optionally at least mono-substiiuted, 5- or 8-
membered aryl- or hateroaryl radical, which may be bonded via an optionally at least
mono-substituted Cy.e-alkylene group end/or may be condensed with an optionally at
least mono-substituted mono- or polycychic ringsystem, & nitro group, a cyano group,
-ORY, -OC({=0)R™, -SR', -80R™, -S0;R™, -NH-80;R2, -80-NH: and a

NR™R'* molaty,

preferably selected from the group conslsting of H, F, Cl, Br, a saturated, branched or
unbranched, optionally at least mono-subetituted C.s-aliphatic radical, a satunated,
optionally at least mono-substituted, optionally at laast one heteroatom as ring
member containing Cy- or Cy- cycloaliphatic radical, which may be bonded via an
optionally et least mono-subetituted C4- or Cralkylene group, a nitro group, a cyano
group, -OR™, -OC(=O)R", -SR'? and -NR™R™ molety,

more preferably selected from the group conslsting of H, F, Cl, -CHs, -CHaCHj, -CFs,
~CFF2CF», cyclopentyl, cydichexyl, a nftro group, a cyano group and -OR'°,

and R-R'* and W have the meaning as definad above, optionally In form of one of
fheir sterecisomers, preferably enantiomers or disstereomers, thelr racemates or In
form of a mixture of et least iwo of Its aterecisomers, preferably enantiomers or

diastsreomers, In any mbdng ratio, or cormesponding salis thereof, or cormesponding
solvatos,

14
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Also preferred are compounds of generals formula (I), wherein R? represents
hydrogen, an unbranched or branched, saturated or unsaturated, optionally at least
mmimumrﬂphﬁcmdhlwaumhdormw.optbmnyat
least mono-substituted, optionally at least one heteroatom as ring member containing
Cs.e-cycloaliphatic radical,

preferably represents H or & branched or unbranched C,.g-alkyl radical,
more preferably H, CHy or CHsCHs,

and R'R’, R*-R"® and W have the meaning given above, optionally In form of one of
their sterecisomers, preforably enantiomers or diastareomers, thelr racemetss or In
form of a mbdure of at least two of Its sierecisomers, preferably enantiomers or
diastereomaers, in any mbdng ratio, or comesponding salts thereof, or comesponding
solvates.

Preferred compounds of general formuda (i) are aleo those, wherein R®, R’, R®, R®
are each Independently selected from the group consisting of hydrogen, an
unbranched or branched, saturated or unsaturated, optionally at least mono-
subetitutad Cy.¢-allphatic radical, a saturated or unssturated, optionally at least mono-
substituted, optionally at leest one hateroatom aa ring member containing Ca.s-
cycloaliphatic radical, & cyanc group and a -COOR" molety,

preferably selectad from the group conalsting of H, a branched or unbranched C.s-
alkyl radical, a cyano group and a -COOR™ group,

more preferably from the group conslsting of H, -CHs, ~CHzCHy and a cyano molety,

and R'-R%, R"™-R" and W have the meaning given above, optionally in form of one of
thelr sterecisomers, preferably enantiomers or diastereomers, their racemates or In
form of a mixiure of at least two of its eterecisomers, preferably enantiomers or
dlastereomers, In any mbdng retio, or cormeaponding saits thereof, or cormesponding
solvates.

13



Also preferred are compounds of gensral formula (1), wherein W represents an
unbranchad or branched, optionally at laast mono-subsiituted C1s-g0-alkyl radical, a
napthyl group, which is at least mono substituied, a quinoliny! group, which Is at least
mmm.nmumwhhbatummeWa '
substituent other than C..s-alkyl, an optionally at least mono-substituted thiazolyt,
benzob}-thiophenyl-, benzojbHuranyl-, isoquinolinyt-, tatrahydrolsoquinolinyl-,
pyrazolyl-, isoazolyl-, chromanyl-, benzothiadiazolyl-, imiiezolyl-, benzofurazanyl-,
dibsnzo[b,dHuranyl-, banzoxadiazolyl-, imidezo[2, 1-b}-thiazolyl-, anthracenyl-,
coumarinyl-, 2,3-Dihydro-1,4-berzodioxdnyl-, 2,3-Dihydrobenzofbjfuranyt-, 3,4~
Dihydro-2H-1,4-Benzoxezinyt-, 3,4-Dihydro-2H-1,5-Benzodicomapinyt-, Berzothlazolyl-
» Imidazo{1,2-s}-pyridinyl-, a chramonyl- group, an Isatinyl group, a
pentamethyidihydrobenzofurany! group, an optionally at lsast mono-subsiftuted
cyclopropyi- or cyciopentyl-group, a 2-{1,3-Dioxo-1,3-dihydro-isoindol-2-yi-)-ethyl, a
thienyl group, which le at least mono-subsiftuted by one or more substituents
Indepandently selected from the group conaisting of F, Cl, Br, Cy.g-alkaxy-, CFs,
-SOr-Crs-alkyl and optionally at least mono substituted benzoylaminomethyt-,
phenyfeulfonyl-, Isoxazolyl-, banzamidomethyt-, pyrimkiyl-, thiazolyl-, pyrazolyl-,
phenyt, 1,2,4-thiadiaznlyl-, 1,3-oxezolyl- or 1,2,4-oxddiazolyl-, a furyl group, which Ie
at least mono-substituted by one or more subsitutents independently selected from
the group conalsting of a C..g-alkyl radical, which may be at least partially fluorinated
or chiorinated, an optionally at least mono-substituted phenyl and a {C=0)-0-C1
alkyl group,

a NR" R"-molety,
a COR™-molety,

or a phenyl radical, which Is at least mono-subetituted with one of tha substituenis
selacted from the group consisting of

2,2,2-Trifluoroethoxy-, Ca.q-Alkenyl-, 1,3-Diydro-1-0x0-2H-solndoH-2-yi-, N-
Phthalimidinmyl-, [(2-chloro-1,3-thiazolyl-5-yi)-methoxy, Ettyl-6-yi-2-methyl-3-furoats,
Cri.ac-alkyk, 1,3-Dioxo-2-azaspiro[4 4Jnon-2-y1-, pyrazolyt-, (1,3-coezol-5-yl)-, (5-
Methyl-1,3,4-axadiazol-2-yi)-, diflucromethaxy, dichloromethaxy, 1-



pymolkdinyleutionyl, morpholinosuifonyl, 2-methyl-4-pyrimidinyt-, a phenaxy group,
which Ie at least mono-eubstituted with C4 g-alkoxy, a phenyl group, which Is at least
mono-subsiituted with one of the substituents salectad from the group consisting of
nitro, Grg-alkay, F, Cl, Br, at least partially flucrinated Cys-akyl, at least partially
chiorinated C+.s-alkyl, [(2-Chloro-1,3-thiazol-6-yl)-methaxy}-, {(C=0)-H and {C=0)-Cs.
s-aky), a pyridinyl group, which Is at lsast mono-eubstituted with Cyg-alkoxy, a
pyridinyloxy group, which Is at [east mono-substituted with C4s-alkoxy, a phenoxy
group, which Is at least di-eubstfiuted and a pyridinyloxy group, which Is at least d-
subsituted,

more preferably W represents a molety selectad from the group consisting of 5-
Dimethylamino-napth-1-yi, 2-Acetamido-4-methyl-5-thiazolyl-, Triflucromethyl-,
Trichioromethyl-, lsopropyt-, Methyl-, 2,2,2-Triflucroethyl-, Ethyl-, Hexadecyl-, 2-
Chioroethyl-, n-Propyi-, 3-Chioro-propyl-, n-Butyl-, Dichioromethyl-, Chioromethyl-,
Dodecyl, 1-Octyl-, 8-(p-ioluidino)-naphth-2-y}-, 4,6-Dibromo-thiophene-2-yi-,
Berzoyichioride-2-yi-, 1-Octadecyl-, 4-Bromo-2,5-dichioro-thiophene-3-yi-, 2,5
Dichioro-thiophene-3-y1-, 5-Chioro-thiophene-2-yi-, 1-Decyl-, 3,5-Dichioro-4-(2-chloro-
4-nitrophencocy)-phenyl-, 2,3-Dichiorothiophene-5-yi-, 3-Bromo-2-chioro-thiophene-5-
yk, 3-Bromo-5-chioro-thlophene-2-1-, z{mmmwwmm 4
(Phenyl-suiphonyl)-thiophene-2-yi-, 2-Phaenyl-sulphonyl-thiophene-&-yi-, 2-{1-Methyl-
S-{trifluvoromethyl)pyrazoi-3-vi}-thiophene-6-yI-, 5-Chioro-1,3-dimethyipyrazole4-yi-,
3,6-Dimethylisaxazole-4-vi-, 2-(2,4-Dichiorophencxy)-phenyl, 4-(2-Chioro-8-nitro-
phenaxy)-phenyl-, 4-(3-chioro-2-cyanophenaxy)-phenyl, 2,4-Dimethy}-1,3-thiazole-5-
Y+, Methyl-methane-sulfonyl-, 2,6-Ble~(2,2,2-Trifluoroethoxy)-phenyl-, 5-(Dkn-
propylamino)-naphih-1-y-, 2,2,5,7,6-Pentamethyl-chroman-8-yi-, 5-Chloro-4-nitro-
thiophene-2-yi-, 2,1,3-Benzothladiaznie-4-yi-, 1-Methy-Hmidezole-4-yi-,
Benzofurazan-4-yi-, 5-{lsoxazni-3-yi)-thiophene-2-yi-, Vinyl-phenyl-4-yi-, 5-Dichioro-
methyl-furan-2-yi-, 5-Bromo-thiophene-2-y1-, 5-(4-Chlorobenzamidomethyl)-
thiophane-2-y-, Dibenzob,d}Huran-2-yi-, 5-Chioro-3-methybanxo[b}-thiophans-2-yi-,
3-Methaxy-4-{methoxycarboryl)-thiophene-2-yi-, 6-[2-(Mathylthio)-pyrimidin-4-yi-}-
thiophene-2-y}, 4-Chioro-2,1,3-Benzaoxadiazole-7-yi-, 8-Chioro-2,1,3-
Benzoxadlazole-4-yi-, 8-Chioro-imidaxn(2, 1-B)-thiamle-5-yi-, 3-Methyl-banzofb]-
thiophene-2-y}-, 4{[3-Chioro-5-(Triffuoromethyl)-2-pyridyljoxy-phenyt-, 5-Chioro-
naphth-1-yi-, 5-Chioro-naphth-2-yi-, §,10-Dibromoanthracene-2-yi-, lsoquinoline-5-yi-,
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4-Methoxy-2,3 ,6-trimethylbenzoyl-, 4'Nitro-biphenyl-4-yi-, (1,3-Dihydro-1-oxo-2H-
Ieoindol-2-yi-}-4-phenyl-, 5-{2-Methyl-1,3-thiszmie-4-yl)-thiophene-2-y-, &-(1-Methyl-3-
(trifiuoromethyl)pyrazol-6-yi-}-thiophene-2--, 6-I5-Trifluoromethyl)-iecxazni-3-yi}-
thiophene-2-yi-, p-Dodecyl-phemyl-, 4-}(3-Cyano-4-methaxy-2-pyridinyl)oxy}-phenyt-,
4-(N-phthalimidinyl)-phenyl-, 1,2,3,4-Tetrahydro-2-(triflucroacetyl)-soquinoline-7-y1-,
1,2-Dimethylimidaznle-4-yi-, 2,2,4,8,7-Pentamethyidihydrobenzofuran-5-yi-, 4-Chioro-
naphth-1-y{-, 2,6-Dichloro-4-nitro-thiophene-3-yi-, 4-{4-Msthaxy-phenoxy)-phenyl-, [4-
(3,6-Dichiorophencory)phenyl}-, [4-(3,4-Dichiorophenoxy)phenyl}-. [4-3,6)-
Bis{trifiuoromethylphencoy)phenyll-, 3-{2-Methoxy-phenaiy)-phenyl, 3-(4-Methaxy-
phenyl)-pheny-, 3-(4-Chioro-phenyl)-phenyl-, 3-(3,6-Dichioro-phenyl)-phenyl-, 3-(3,4-
Dichioro-phanyl)-phenyt-, 3-{4-Fluorophenyl)-phenyl-, 3-4-(Trifluoromethyl)-phenyi}-
phenyl-, 3-43,5-Bla-(Trifluoromethyl)-phenyl}-phenyt-, 4-(2-Methaxy-phencaxy)-phenyt-,
4{2-Mathyl-phencxy)-phenyl-, 4-{4-Methaxy-phencxy)-phenyl-, 4-(4-Chiorophenyl)-
phenyt-, 4-(3,5-Dichlorophanyl)-phenyl-, 43,4-Dichiorophenyl)-pheryl-, 4-(4-
Fluorophenyl)}-phenyt-, 4-{4-(Triftusrmethy!)-phenyl}-phenyt-, 4-3,5-Bls-
(Trifluorometind)-phenyl}-phenyt-, Cyclopropyt-, 2-(2-Chiorophenyl)-2-Phenylethyt-, 2-
(2-Trifluoromethyiphenyl)-2-phenylethyl-, 5-{4-Cyano-1-methy}-5-(msthyithlo)-1H-
pyraxol-3-yH-thiophene-2-yi-, 3-Cyeno-2,4-ble-(2,2, 2-Trifluorothoxy)-phanyl-, 4{(2-
Chicro-1,3-Thiazol-5-yi)-methoxyl-phenyl-, 2-(1,3-Dicxo-1 ~~dihydro-isoindol-2-yi)-
ethyt-, 5-lodo-naphth-1-yi-, Ethyl-2,5-dimethyt-1-phenyipyrrole<4-carboxylate-S-yi-,
Ethyl-2-methyi-1,6-diphenyl-1H-pyrrole-3-carboxylate-4-yl-, Ethyl-8-(4-chiorophenyl)-
2-methyl-3-furcate-4-yl, Ethy-5-(4-chiorophenyl)-2-msthy}-1-phenyl-3-carbaxylate-4-
. Ethyi-2,5-dimethyl-3-furoate-4-yi-, 3-Chloro-4-(1 3-dioxo-2-Azaspirof4,4]non-2-yl)-
phenyl-, Coumarin-8-yl, 3-(4-Methaxy-phanoxy)-phanyl-, [3-(3,5-Dichiorophenoxy)}-
phenyt-, [33,4 Dichioraphenoxy)}-phenyt-, 3,5-Bis(Trifluoromethyliphenoxyphenyl-,
22-Diphenylsthyl-, 4-Phenyl-5-(triflucromethyl)-thiophene-3-yi-, Methyl-4-Phenyl-5-
Gﬂmmﬂow-carbmqhba-yl-, Metiyl-1,2,5-rimethylpyrrole-3-
Carbaxylate-4-yi-, 4Fluoro-naphth-1-yi-, &-Fluoro-3-methylberzobHhlophene-2-yk-,
Methyl-2,5-dimethyl-3-uroate-4-yi-, Methyl-2-furoate-8-yi-, Methyl-2-methyl-3-furcate-
6-yi, MathyH-1-methyl-1H-pymrole-2-Carboxylate-5-yi-, 2{6-Chioro-1,2,4-Thiadlaznl-3-
Yi}thiophene-5-y+-, 1,3,5-Tiimethyl-1H-pyrazole-4-yi-,
Pentafluorosthoxytetrefiuoroethyt-, 6-(6-lacazyf)-thiophene-2-i-, 5~(6-1soaznl-yl)-2-
furyl, 5-Methyl-2,1,3-benzothiadisznie4-yi-, 2,3-Dihydro-1 4-benzodioxine-8-yi-, 4-
Methyi-Naphth-1-yi-, 5-Methy-2(Trifluormethyl)-3-Furyl, 2,3-Dihydrobenzolbifuran-



5-yi, 1-Berzvthiophene-3-yi-, 4-Methyl-3,4-dihydro-2H-1,4-Benzoazine-7-yi-, 5-
Methyl-1-phermyl-1H-pyrazole-4-yi-, 8-Morpholino-3-Pyridinyt-, 4-{1H-Pyrazol-1-v)-
phenyl-, 8-Phenaxy-3-Pyridyl-, 3,4-Diydro-2H-1,6-benzodioxepine-7-yk-, 5-(1,3-
Oxuzol-6-¥1)-2-thienyt-, 4-(1,3-Oxazol-5-yi)-phenyt-, 5-Methyl-4-isoxazolyl, 2,1,3-
Benzothladiazole-5-yi-, 8-Acetamiio-naphth-1-yi-, 3-Methyl-8-Quinolnyl-, 1,3-
Benzothiazoie-8-yi-, 2-Morpholino-3-Pyridyl-, 2,6-Dimethyl-3-thienyl, 5-{5-
(Chiorometiryl)-1,2 4-axadiazol-3-yi1-2-thienyl-, Ethyl-3-[6-yi-2-thieny}-11,2,4-
oxadiazole-5-carboxylate-, 3-(6-Methyi-1,3 4-oxadiazol-2-yl)-phermyl-, 4-
{(Diftuoromethoxy)-phenyl-, 3-(Difluoromethaxy)-phenyl-, 2,2-Dimethyl-6-Chromanyl-,
Ethyi-3,6-dimethyl-1H-pymrole-2-carboxylate-4-yi-, imidazo[1,2-Alpyridine-3-yi-, 3-
(1,3-Oxazol-6-yi)-phenyl-, Ethyl-6-{4-yl)-phenyl}-2-methyl-3-furoats, 1-
Pymokdinyipheryisulfonyl-, Wﬂmm. Methyl-3-
y4-{lsopropyisulfonyl)-2-thiophene, 7-Chiorochromone-3-yi-, 4'-Bromobiphertyl-4-yi-,
4'-Acetyl-biphenyl-4-yi-, 4'-Bromo-2-fluoro-biphenyl-4-yi-, 1-Methyi-5-lsatinyl-, 2-
Chioro-3-thiophenecarboxylic-acid-5-yi-, 2-Methoxy-5-(N-phthakmidinyl)-phenyt-, 1-
Berzothiophene-2-yi-, Morpholinophenyisutionyl- and 3-(2-Methyl-4-pyrimidinyl)-
phenyl- and R'-R'® have the meaning given above, optionally In form of one of thelr
eterecisomers, preferably enantiomers or diastereomers, their acemates or in form
of a mixture of at least two of lis sterecisomers, preferably enantiomers or
diestsreomers, in any mbdng ratio, or comesponding salts thereof, or comresponding
solvates.

Furthemmore, compounds of general formula () are preferred, wherein R'° represants
hydrogen, en unbranched or branched, saturated or unsaturated, optionally at least
mono-substituted Cqe-allphatic radical, a saturated or unsaturated, optionally at least
mono-substituted, optionelly at laast one heteraatom as ring member contalning Ca.s-
cycioaliphatic radical, which may be bonded via an optionally at least mono-
substituted C4s-alkylene group andfor may be condensed with an optionally at least
mono-substitried mono- or polyoydiic ring-system, or an optionally at least mono-
substituted, 5- or 8-membered aryl- or heteroaryl radical, which may be bonded via
&an optionally at least mono-subsiituted C+.s-alkylsne group and/or may be condensed
with an optionally at least mono-substituted mono- or polycyeiic ring-system,
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radical,

moare preferably H, -CHa, ~CaHg or phanyl,

and R'-R’, R%-R" and W have the meaning given abave, optionally in form of one of
their sterecisomers, preferably enantiomers or dinstereomers, their raceamates or In
form of a mixiure of at least two of ita stereoisornars, prefarably enantiomers or
diastereomers, In any mbdng ratio, or comespanding salte thereof, or cormesponding
solvaies. )

Morsover, compounds of general formula (1) are preferred, wherein R"! represents
mmmmmmuwww.muwmm.mwnm
mono-subsiftuted-Cy.c-aliphatic mdical, a saturatad or unsaturated, optionally at laast
mono-subsituted, optionally at least one heteroatom as ring member containing Cy.¢-
cycloallphatic redical, which may be bonded via an optfonally at least mono-
substituted C1.s-alkylens group and/or may be condensad with an optionaBly at least
mono-substituted mano- or polycyciic ring-aystam, or'an aptionally at least mono-
subsiituted, 5- or 6-membered aryl- or heteroaryl radical, which may be bonded via
an optionally et least mono-substituted Cs.r-alkylene group and/or may be condensed
with an optionally at least mono-substituted mono- or polycyclic ring-systam,

mwn.anmrammqmmmammaam
radical, more preferably H, -CHs, -CzHs or phenyl,

and R'R™, R.R" and W have the meaning given above, optionally In form of one
of thelr starecisomere, preferably enantiomers or diastereomers, thelr racemates or
In form of a mbdure of at least two of Its slereclsomers, preferably enantiomers or
disstereomers, In any mixing ratio, or cormesponding salis thereof, or cormeaponding
solvates.
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Preference ls aleo given fo compounds of general formula (1), wherein R'2 represents
an unbranched or branched, seturated or unaaturated, optionally at least mono-
substituted C ¢-aliphatic radical, a saturated or unsaturated, optionally at least mono-
substituted, apionally at leaat one heteroatomn as ring member containing Cs.s-
cycioaliphatic radical, which may be bonded via an optionally at least mono-
substitited Cy.s-alkylene group and/or may be condensed with an optionally at laast
mono-substituted mono- or polycyciic ring-eystem, or an optionally at least mono-
substituted, 5- or 8- membered aryl- or heteroaryl radical, which may be bonded via
an optionally at least mono-substiiuted C+.s-alkylene group and/or may be condensed
with an optionally at least mono-substituted mono- or polyeyclic ring-system,

preferably represents H, a inear or branched Ci-+-alkyl radical, a cyciohexyl radical
or a phenyl radical,

more preferably H, -CHa, -CaHs or phenyl,
end R'-R", R“-R"® and W have the meaning given above, aptionally In form of one

of their stersclsomers, preferably enantiomers or diastereomers, thelr racemates or
in form of & mixture of at least two of lia sterecisomers, preferably enantiomers or

- diasteraomers, in any mixing retio, or comesponding salts thersof, or comesponding

solvates,

Aleo preferred are compounds of general formula (1), wheretn R™ and R™ are each
independently selected from the group consisting of hydrogen, an unbranched or
branched, astureted or unsaturated, optionally at least mono-substitted Ci.q-
aliphatic radical, a saturated or unsaturated, optionally at least mono-substituted,
omwammMmunmwmwm
radical, which may be bonded via an optionally at least mono-substitutsd C1.¢-
alkylene group and/or may be condaneed with an optionally at leest mono-substituted
mono- or polycyciic ring-aystem, or an optionally at leaet mono-substituted, 5- or 8-
membered ary- or heteroaryi radical, which may be bonded via an optionally at least
mono-gubstituted Cy.s-alkylene group and/or may be condensad with an optionally at
least mono-substituted mono- or polycyclic ring-system,



preferably are each independently selected from the group conslsting of H, a linear or
branched C+-¢-alkyl radical, a cyciochexyl radical and a phenyl radical,

more preferably are each independently sslected from the group consieting of H,
CHa, CzHs and phenyi,

and R'-R™, R¥-R" and W have the meaning given above, optionally In form of one
of their sterecisomers, preferably enantiomers or diastereomers, thelr racematea or
tn form of @ mbdure of at least two of s stereclsomers, preferably enantiomers or

diastereomers, in any mixing ratio, or comesponding ealis thereof, or comesponding
solvates. .

Furthermore, compounde of general formula I are preferred, wherein R and R
fogether with the bridging nitrogen atom form a saturated, unsaturated or aromatic, 5-
or 8-membered heterocyciic ring, which may be at least mono-substituted and/or
contain at least one further heteroatom ss a ring member,

preferably form an unsubstituted piperidin or morphoiine group,

and R'-R*, R¥.R" and W have the meaning given above, optionally In form of one
of thelr stersoisomers, preferably enantiomers or diastsreomers, thelr racamates or
in form of a mbdure of at least two of s stereclsomers, preferably enantiomers ar
diastereomers, in any mixing ratio, or cormesponding salts thereof, or corresponding
solvates.

Also preferred are compounds of general formula (1), wherein R'® represents
hydrogen, an unbranched or branched, saturated or unsaturated, optionally at least
mono-aubstituted C,.¢-aliphafic radical, a saturated or unsaturated, optionally st least
mono-substituted, optionally at ledst one hetercatom as ring member containing Cs.e
cycloaliphatic redical or an optionally at least mono-substituted, 5- or 8- membered
aryl- or heteroaryl radical, which may be borded via an optionally at least mono-
subetituted Cy.o-alkylene group and/or may be condensed with an optionally at least
mono-subsiituted mono- or polycyclic ring-eystem,
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preferably represents H, a [inear or branched C;~-alkyl madical, a cyclohexyl radical
or a phanyl radical,

more prefarably represents H, -CHa, -CaH; or phenyl,

and R'-R*, R", R", R" and W heve the meaning given above, optionatly In form of
one of their sterecisomers, preferably enantiomers or diastereomers, their racomates
or In form of a mibxiure of at least two of its sterecisomers, preferably enantiomers or

dm.hmymm.wmmdbw.ormm
solvates.

Also preferred are compounds of ganeral formula (1), wherein R' represents an
unbranched or branched, saturated or unsaturated, optionally at least mano-
subetituted C..4 aliphatic radical,

preferably an unbranched or branched, eaturated, uneubstituted C.» alkyl radical,
more preferably a methyl radical,

and R™-R", R", R" and W have the meaning given above, optionally In form of one
of their sterecisomers, preferably snantiomers or diastsreomers, their racemates or

In form of a mixture of at least two of fts stereoisomers, preferably enantiomers or

diastereomers, In any mixing ratio, or cormesponding sahs thereof, or commesponding
soivates.

Also preferred are compounds of general formula (1), whereln R'7 represents an
unbranched or branched, eaturated or unsaturated, optionally at least mono-
substituted Cy.5 allphatic redical,

preferably an unbranched or branched, saturarted, unsubstituted C+.5 alkyl radical,

more prefarably a methyl radical,
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and R'R'", R and W have the meaning given ebove, optionally in form of one of
thelr stereclsomers, preferably enantiomers or diastereomers, thelr racemsies or In
form of a mixture of at least two of Its stereclsomers, preferably enantiomers or
dlastereomers, [n any mbdng retio, or comesponding ealts thereof, or comesponding
solvatos.

Also preferred are compounds of general formula (1), wherein R represenis a
phenyl radical, which Is optionally et least mono-substituted by & C+. aliphatic
radical, more preferably a phenyl radical, which Js optionally at least mono-
substituted by a methy! group,

and R'-R" and W have the meaning given above, optionally in form of one of their
storecisomers, prefembly enantiomers or diastsreomers, thelr racemates or In form
of a mixiure of at ieast two of its stereolsomers, preferably enantiomers or

diastereomers, In any mbdng ratio, or cormesponding salts thereof, or cofresponding
solvatas.

Parficularly prefermed are compounds of general formula (1) selected from the
following list A

List A:



1-11-{Nephihalens-2-sulforyl)-piperidin-4-y1}-
1.4-:!‘Iwo-hunidl‘lm

1-{1-(Toluene-4-sulfornyl)-piperidin-4-yi}-1,4-
divydro-benaofd1, Siamzin-2-one

1-{1-Phenyimaihanssulfonyl-piperidin-4-yi)-1.4-
. diydro-baroeofdl 1  Jcomzin-2-one

1-{1-Benzenesulfonyl-piperidin-4-yi)-8-chioro-~
14-dihydro-benzojd]l 1, Sjoxazin-2-one

6-Chioro-1-{1-(loluene-4-sulformyl)-piperidin-4-
¥ A-dihydro-berzold][1, Somzin-2-one

6-Chioro-1-(1-phanyimethanssulfonyl-piperidin-
4-i)-1 4-dihydro-bercnfd][1, 3] oxazin-2-one
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1{1-{4-Acotyl-benzsnasulfonyl)-piperidin-4-yi}-
1fmmm

244-{2-Oxo-4H-baraofd]1 , 3)covacrin-1-4)-
piperidine-1-sulfonyl}-bernzoniirie

1-1-{2.4-Dimatiy-benzonasulionyl)-plperidin-
ﬁimm.m



141-{4-Mathaxy-barzsnesulfonyl)-piperidin-4-
Y1 4-dihydro-bercen{d][1. Sjocezin-2-ore

4-(2-Oxo-4t-berz{d][ 1, Sjcousxin-1-y1)-
piperkiine-1-sulfonic acid dimetiyiamide

1{1-(2-Naphthalen-1-yi-ethanssulfonyl)-
piperidin-4-yi}-1

S-Mathyl-1-{1-{thiophene-2-auifonyf)-piperidin-
4-y{}-1,4-dihydro-benzojd] 1, 3joezin-2-one

1{1-{4-Acetyl-beraenesuifonyl)-piperidin-4-yi}-
:-MW1MMM

2-J4-(8-Metiry)-2-mx0-4H-benzold 1, Fjomzin-1-
y-piperidine-1-sulfonylj-barconitrie

1{1-{2,4-Dimathyl-barzencsutiony!)-piparidin-
mmdwﬁ-dwmm



1L1-(4-Mathoxy-benzenssuliomyl)-piperidin-4-
yi8-methyl-1 4-dihydro-benzold]1, Sjaazin-2-

4-{0-Chioro-2-oato-4H-banzofd][ 1, Sjaxazin-1-
¥)}plperidine-1-eulionin ackl dimethylamide

244-(2-O0x-4H-barem[d][1 Sjoocazin-1-y1)-
piperkiine-1-sulforyl}-berzoic acld maltin ester

1{1-{3-Trifluorometiyt-barenesulfonyl)-
MM1MMHM

2-4-{8-Mothyi-2-0om-4£H-banzofdJ1, Sjosmrin-1-
“WM'IMMIE methyt
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+{1-{4-Acstyl-benxsnesulfonyl)-piperidin-4-yi}-
6-ghioro-1,4-dthydro-banzold1, Fkoeakr2-one

244-{8-Chioro-2-oxo-4H-benzofd , S)owezin-1-

8-Chioro-1-[1-(4-methoy-benzanesutfonyl)-
piperidin-4-y}-1,4-dihydro-bevaoid] 1. 3)cszin-

2-j4-{8-Chioro-2-oxo-4H-ben=n[dJ1, Slomzin-1-
yl-);huldlbﬂ-uluull-humh acki metiyl

6-Chioro-1-{1
me.qm

G-G'qu-1-[‘l-(l-l'll|uwulul-1
bevcsnssulfonyl)-piporidin-4-yi}-1,4-dihydro-
bevenjdi1 , Jjoxazin-2-0nn
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sulfonyl)-piperidin-4-3{]-8-metihy-1,4-diiydro-
benzo{d[1, Sjaxazin-2-one

1-{1-{4-(4-Bromo-phenoxy)-berzenssulionyl}-
piparidin-4-yi}-8-meltyl-1
banzo{d][1,3jemzin-2-ona

1{1-{4-Fuoro-benzanenlfonyl

8-Methyl-1-f1-{naphthalans-2-sulfonyl)-
plperidin-4-y{-1,4-dihydro-barzo{d]1, Slomzin-
8-Maftiyl-1-(4

-phenyimethanesulfony!-piperidin-
4-yi)-1,4-dihydro-banzo{d][1,3joxazin-2-one

1-{1-{4-Bromo-benzanasulfonyl)-piperidin-4-yi}-

bcn;ﬂm-pmm.#dm
Ficomazin-2-one



141-{Butene-1-sulionyl)-plperidin4-y1-6-
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141-(4-Bromo-bermenssulfornyl)-piperidin-4-yi}-
STt Ao b S g,
one

1-{1-{4-Mathanasulionyl-berzenesulfony)-
M g g
bermojd]1,3jcaxzin-2-0ne

1 ~sulfonyl)-piperidin-4-y1]-8-
ot 14 G Do gt e 2-cne

8-Chioro-1-{1-(2-niiro-barcenesuifony)-
Wﬁdmm.wl-

1-{1-(Biphenyl-4-sullomyl)-piperidin-4-y1|-6-
d-lnh'b-'| A-divydro-beron{df1, Sjoxezin-2-cne
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plperidin-4-y]-1,4-dihydro-baronold] 1, S]oxszin-
Zame

1-{1-(Biphanyt-4-aulfony!)-plperkiin4-y}-8-
metiyi-1,4-dihydro-bercold]l, 3loxezin-2-one

8-Malhyl-1-{1-{4-nltro-barzenseulfonyl)-
plperidin-4-y{}-1,4-dhydro-benxofd] 1
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1<1-Ehanssulfony-piperidin4-i)-1,4-dhydro-
berco{dl1, S)cvazin-2-one

1-1-(Propana-1-sulfonyl)-piperidin-4-yi}-1,4-
dihydro-berzo[d[1,3joxazin-2-one

+{1-{Propane-2-aulfony!)-piperkiin-4-yi}-1,4-
dinydro-banaofd)1 , Sjosmxin-2-one

6-Chioro-1
S ﬂmm

6-Chioro-1-{1-{propane-1-sulfonyl)-piperidin4-
yi}1,4-divydro-berzojd)[ 1, Sjoxazin-2-one

6-Chioro-1{1-{propane-2-aulfonyl)-plpertdin-4-
¥, A-dhydro-benzofdl[, Slcomzin-2-ane



oof %

2%

PCT/EP2004/008587
8-Chioro-1-{1-{quinuline-8-sulforryl)-plperidin-4-
¥IH A-dhydro-banzojdl 1, Sloxaxin-2-one

6-Matiyl-1-{1-{quinoline-8-sulfornyl)-plperidin-4-
yIH1,4-dihyciro-berzofd)f 1, Sjcain-2-one

O-Msthyl-1-{1-{2-naphthelen-1-4-
sthanesulfonyl)-piperidin-4-yi}-1
beruxid]1, Jjcxazin-2-0ne

8-Methyl-1-{1-(ioluene-4-sulfonyl)-piperiin-4-
v A-dihydro-banzold] 1, 3joxszin-2-one

1{1-{4-Fuoro-benzenesuifony)-piperidin-4-y}-
o-muﬂuH.nl-dlhydm-bmm[dn WSjoxezin-2-



O-Mathyl-1-{1-{naphthaiene-1-aulfonyl)-
Wiﬁwﬂ‘lm

6-Mathy-1-{1-{nephthalons-2-sullonyl)-
piperkiin-4-yH1,4-dlhydro-benzold][{

11-{5-Chioro-3-methyl-banzoibRhiophens-2-
banzojd)1,Sjoxazin-2-cne

8-Methyl-1-1-{4-niiro-bermxsnasulfonyl)-
piperidin-4-yi}-1,4-dihydro-berzo[d]1



8-Chioro-1-{1-{5-dimethylamino-naphthalens-1-
sulforyl}-piperidin-4-yi}-1,4-diydro-
benzofdl[1, Jjouarin-2-one

1-{1-{4-Methoxy-2,3,6-rimethyl-
benzenasuliomyl)-piperidin-4-J-1.4-dlycro-



6-Chioro-1-{1-(2,3-dichioro-benzenseulionyl)-
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1-1-{2,3-Dichioro-beraanesulfonyl)-piperidin-
4-y(}-6-methyl-1 4-diydro-bermo{d] 1, Sjoxazin-
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Trichioro-benzenesulfonyl)-
mlumd A-diydro-banzold] 1, 3jcomzin-

S-Mathyl-1-11-(2,4,6-trichioro-benmmnesulfonyl)-
plperidin-4-yil-1.4-dindro-banzofdi 1, Slowexin-

8-Chiaro-1-{1-{2.4.5-trichioro-banzanssulionyl)-
plperidin-4-y}-1,4~Ahydro-benzo{d1, Toein-

2ome
O-Methyl-1{1-{2.4,5-trichioro-banzsnesulfomyl)-
mlmmuwmmﬂm

1-{1-(8-Bromo-2-methaxy-berzenssutforyl)-
plparidin-4-y{}-1,4-dihydro-bonzofd)[1,3]osazin-

141-(5-Bromo-2-methoxy-bemmnesulfonyl)-
piporkiin-4-yi}-5-methyi-1,4-dihydro-
berzzo[d][1, Sjmeazin-2-ana

14{1-(8-Bromo-2-meathtxy-barzenssutfonyl)-
berao{d][1,3jcomzin-2-onm
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eliny-1
benzo[d)1 Sjoxazin-2-one
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={2,8-Dimathoxy-benzenesutfonyl)-
W‘lwﬂm

1{1-(2,6-Dimethaxy-benzanesuifonyl)-
boraoidl1 Sjoazin-2-0n0

8-Chioro-14{1-(2,6-dimathoxy-
banzo{d1,joxexin-2-one

1-{1-Pentamethylbenzenssulfonyl-piperiiin-4-
yi)-1.4-dihydro-benaoidl1, Sjoxezin-2-ons

8-Methyl-1-{1-pentamefirylberzanenuifonyl-
piparkiin-4-yi)-1 4-ciwdro-bero{d][1, Ajmazin-



@-Mathyl-1-{1-pentamethylberzenesuliornyl-
W‘l vA-dihydro-benxo{d][ 1, 3jowsain-

6-Chioro-1-{1-{2-(2.2,2-tflucro-acetyl)-1,2,3,4-
ne-7-sulloryl]-plperidin-4-

telrahydro-isoquinoline-
" Y1 A-dihydro-beraoidI 1, Sjovzin-2-one

6-Mafhyl-1-{1-{2-(2.2,2-rflucro-acety)-1,2,3.4-
Wm‘rmm
J-dihydro-banzold][1

1-{1-(2-Meihyl-5-nitro-bermenssulfonyl)-
piparidin-4-y{}-1 4-dihydro-banzojd) 1, Sjommzin-
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i 1.4-dihydro-
banzenasulfonyl)-piperidin-4-y{}-
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bereenesulionyt)-piparidin-4-yi}-1 4-dihydro-
benzo{d][1,3comxin-2-one

1+11-{4-Bromo-2.5-difiuoro-benzeneeuifonyl)-
W1mldl‘lm

1-{1-{4-Bromo-2,6-dilucro-berzanasulionyl)-
piperidin-4-y{]-5-meathyl-1
berax{d][1. Fjomxin-2-ons

1-[1-(4-&|-Im-2.5-¢lll.mo-buuluhul}-
piparidin-4-yi}-8-chioro-1,4-dihydro-

1{1-{(4-Bromo-2,5-dilucro-benrenssuifonyl)-
piparidin-4-yi}-8-methyl-1,4-dihydro-
benzo{df 1, Sjoxazin-2-one
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141-{4-Ctioro-2,5-dimstiyl-benzanesullomyl)-
piparidin-4-y1}-1,4-dhydro-benzof 1, Sjmain-
ao0me

14{1-(4-Chioro-2,5-dimethyl-berxansautfonyl)-
piparidin-4-yi]-8-methyl-1 4-dhydro-
benzoldil, Jiamzin-2-one

&-Ghioro-1-{1-{4-chioro-2,5-dimetiyl-
beruenesulfonyl)-plpeitdin-4-y[-1,4-d
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Ihydro-

1-{1-{(4-Chioro-2.5-dimeliwyi-benzensstifonyl)-
piperidin-4-y{1-8-metiyl-1
barx]d]1, Sjoxaxin-2-0ns

1-{1-{4-Meathoxy-beraanesuifonyl)-piperidin-4-
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8-Chioro-1-{1-{4-sopropyl-benzanesulfonyl)-
piperidin-4-yi}-1,4-dlhydro-benzofd]1  Sjoxexin-

1-{1-{4-sopropyl-berzenesifformyl)-piparidin-4-
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14{1-{3-Chioro-4-flucro-benzenesulfonyl)-
piperidin-4-yi}-1

141-{3-Chioro-4-flucro-benzanssulfornyi)-
piperkiin-4-yi}-8-methyl-1
barcxjd]1,3cxaain-2-one

O-Ghn-iﬂ-(a-diun-d-ﬂluo-1
barzmnasulfonyl)-piperidin-4-y{}-
barax[d1,Sloxaxin-2-one

1{1-{3-Chioro-4-flucro-benzenseutionyl)-
piperidin-4-y{1-6-metiryl-1,4-dhydro-
barx[d]1,3joxazin-2-ons

1-{1-{(4-Bromo-berzanesulforyl)-piperidin-4-yli}-
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barzsnesulforyd)-piparkiin-4-yi}-1
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1-[1-(4-T|ﬂn|:lndwhn-lmyl)-
piparidin-4-yij-1,4-aEwdro-benzo[d] f,Sjoxazin-
2-ome

141-{2-Nitro-4-trifiucromethyl- .
benzenesulfony!)-piperidin-4-yi}-1 ,4-dilnydro-
bereojdi1

1-{1-(3-Fuoro-berasnesulforry!)-piperidin-4-yi}-
1,4-dihydro-benzofd]1 ,Sjamazin-2-one

1{1-{24-Dichioro-benzanesulfonyl)-piperidin-
441 4-diinydro-benzn[d[[1, joczin-2-ona

1+{1-{2,4,6-Trimathyl-berzenesutfonyl)-
plperidin-4-y}-1,4-dirydro-banzojd] 1, 3jowazin-
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1{1-(2-Trikoromethyl-berzenssulfonyl)-
piperiin-4-yi}-1,4-dihydro-barcojd] 1, Sjeacarin-

8-Mathyl-1-{1-{(4-triMuoromeathoxy-
banzsnestifonyl)-piperidin-4-y{}-1,4-dinydro-

O-Methyt-1-1
banzo[d][1,3jcxin-2-ons

vA-diydro-

1-{1-(3-Fuoro-banmnasulionyl)-piperidin-4-4()-
&-nethyl-1,4-dhydro-baran{d]1, Sjcomzin-2-

1-{1-{2,4-Dichiaro-benanesulfonyl)-piperidin-
wmm1ﬂmm

S-Mathyl-1-1-(2.4,8-trimelhyl-

-dinydro-
benzoid]1,Jjoxazin-2-ona

lw1-[1-{2-ﬂnundhyl-1
benzanesulfony!)-piperidin-4-4{}-
benzo{d[[1, 3jomzin-2-one
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1{1-{4-Fluoro-benzenesuliornyl}-piperidin-4-y1}-
1{MM

1{1-{4-Bromo-benxanssulionyl)-piperidin-4-yi]-
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1-{1-(3-Nitro-bercenssulforyl}-piperidin-4-y1}-

§4-dthydro-banznfdl1, Yjomein-2-one
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5%:#4—»1”“@”

11-{3-Mathaxy-bercenesulfonyl)-piperidin-4-
Y 4-diydro-boraofdll1, Scomin-2-one

1{1-(2-Nitro-banzenesulfaryl)-piperidin-4-yi}-
1ﬂmm

8-Mathyl-1-{1-{tolusne-4-sulfonyl)-piparidin-4-
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1{1-Barzanseulionyl-plperidin-4-y)-8-metini-
1,4-dihydro-benzo[dlf1,3jcxazin-2-ane

1-J1-{3-Mathoory-benenesulionyl)-piperidin-4- .
¥i-8-metiny-1

0-Mathyl-1-[1-{thiophene-2-sulforyl)-piperidin-
441 A-dihydro-benzo{d]1,3)muzin-2-one

1{1-{Talusre-3-suifarmyl)-piparkiin-4-y1-1,4-
dihydro-benzo{d{ ,3}mezin-2-one

11-{8-Fluoro-2-matiy!-benzenesulfonyl)-
w1.+w.l]m
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11{4-lsopropcxy-banzanesulforryl)-piperidin-
41 A-dihydro-berzofd][1, Jjcomzin-2-one

1
1,4A-dlhydro-beruzojd 1 jceamxin-2-ono

1-{1-Paniafiucrobenzanasuliormyl-piperidin-4-
¥ 4-dihydro-benzofd] 1, 3joacazin-2-one

8-Mothyl-1-{1-{tok:ana-3-sullomyl)-piperidin-4-
¥-1,4-dihydro-benaold][1, Sjoxazin-2-one

141-{(6-Fhioro-2-mefhyl-bernmnasulfonyl)-
piperidin-4-y{}-8-metiyi-1.4-dhydro-
benzo[dl1, Sjoxazrin-2-one

1{1-{4- scpropoxy-berxenesulfonyl)-piperdin-
43}-8-methyi-1,4-dlhydro-benzojd][1, Sjoxazin-



1-{1-(3-Chioro-benzanesulforyl)-piperidin-4-4i}-
:ﬂwmmmmm

1-{1-(3.4-Dimethaxy-benzenesullonyl)-
piperidin-4-y{}-8-methyl-1,4-dlinydro-
berzzofd){, Sjoxaxin-2-one

8-Motiyl-1-{1

=panisfiuorobenzencaulfonyl-
W1Md[‘lm

6-Mothyl-1-{1-{icluane-3-suifony()-piperkiin-4-

14{1-{3-Chioro-henzenesulfonyl)-piperidin-4-yi}-
:‘mdul-'l.l-dlww



G-Mathyl-1-{1-{2-nliro-4-triftucromstiyl-
baraonguifonyl)-piperidin-4-y11-1,4-diydro-
barco]dj[1,Jjoxezin-2-one

1-{1-{3-Fuoro-benxenasulfonyl)-pipecidin-4-yi}-
::-hyld A-diinydro-benex]d1, Soazin-2-

1{1-{2,4-Diohioro-benxenasuifonyl)-piperidin-
4-y}-8-methyi-1,4-dihydro-borald][1,3joxa=in-
2-ome

6-Methyl-1-{1-(2,4,8-¥imathy}-
banzenesulfomyd)-piperidin-4-yi}-1,4-dihydro-
benaofd]1,jcocsin-2-ona
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14{1-(3-Methmey-benzsnesulfonyl)-piperidin-4-
wmmm

S-Meliny-1-{1-(2-niro-benzencsulionyl)-
piperidin-4-yi}-1,4-dihydro-baram{dif 1, Sjoxazin-

1-{1-{4-Acetyl-berzenssulionyl)-piperidin-4-yI]-
G-metint-1.4-cihydro-berzo[d1

1-{1-{4-Methwwatifonyl-bermenssulfonyl)-
piparidin-4-yi}-8-madhyl-1.4-dihydro-

@-Mathyl-1-{1-pharyimethanssulforyl-piperidin-
4+4)-1,4-dihycdro-benzofd][1 Jjoemrin-2-one

244-(8-Mathyl-2-mo-4H-bercold][!, o
Y- plerkdine-1-eullory - benzoko i met



O-Mathwi-1-[1-{2-co-2H-chramaene-8-sulfomyl)-
piperiin-4-4{]-1,4-dihydro-berem{d][1,3joomzin-

8-Chioro-1 4fuoro-banom
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6-Chioro-1-{1-(3,5-dichioro-barzanasulfornyl)-
pipearidin-4-y1]-1,4-dilydro-benzofd] 1, Sjcscazin-
2-one

1-{1-{4-{4-Bromo-phanaxy)-bercenasulfonyl]-
piparkiin-4-yi)-8-chioro-1,4-dihydro-
benznid]1,3jcszin-2-ona

8-Chioro-1-{1-{thiophene-2-sulforyi)-piperidin-
4y A-dihydro-benzo[d][1,S]jcazin-2-0ne

0-Chioro-1-{1-{3-mathooty-barmsnssulfonyl)-
mlﬂ-‘-ﬂ-" J-dihydro-benzo{d[1,3)cmzin-

plperidin-4-y{}-1,4-dihydro-benzold] 1 .3jcomzin-
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€-Chioro-1-]1-{inlusne-3-aulfortyl)-piperidin-4-
¥IH A-dihydro-benzo[df1, Sicoazin-2-one

b’ 1 A-dinydro-
benzsnesulfonyl)-piperidin-4-yi).

8-Chioro-1-{1-{4-isopropoxy-benzenesulfonyl)-
piperidin-4-yi}-1,4-dihydro-benzod] 1, 3jcmzin-

8-Chioro-1-{1-{3-chioro-benzenssulfomnyl)-
piperidin-4£-yi]-1,4-dinxiro-benzojd] 1, 3jcxmzn-

6-Chioro-1-{1-{3,4-dimethoxy-
J-dihydro-
berzojdl[1,3joxuzin-2-one

6-Chioro-1-{1-peniafiucrobansanesulfomyl-
mhﬂ)ﬂ -dihydro-berao[d[1,3joxazin-

6-Chioro-1-{1-{4-rifucromethcoty-
benzenesulfomyl)-piperidin-4-yi}-1 4-dihwydro-
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piperidin-4-y{}-1,4-dfiydro-benzajd] 1, Jjoxazin-

8-Chioro-1-{1-(2.4,8-trimathyl-
benzanasulfomyl)-piperidin-4-y!
berzold] 1, Simmrin-2-one

,4-dihycdro-

0-0hluo-1-[1-m-lllum1
berzensetiforyl)-plperidin-<4-y}-
banzoid] 1 Jczin-2-0ne

11-(2-Cx0-2H-chromena-8-sulfonyl)-plperidin-
4y-1,4-dhydro-banzofd][1, Saci-2-0ne

141-(3,5-Dichioro-benzenesullonyl)-piparidin-
491 A-divydro-banzoldl1, Sjoxazin-2-one
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1-{1-(2,5-Dichioro-berzmnesulforryl)-piparidin-
4-y[1-1 A-dihydro-benzofd][1, 3joxazin-2-one

14{1-{6-Bromo-8-chioro-pyridine-3-aullonyl)-
W1#Mﬂ1m

1-{1-{4-Chiaro-berzanasulloryl)-piperidin-4-yi}-
1 A-dihydro-benzold]1, Sjosazin-2-one

1-1-{2,8-Dichioro-benxenesulfonyl)-plperidin-
4-y{}-1,4-diydro-berseofd]]1, Fooezin-2-ons

8-Malhyl-1-{1-{2-ox0-2H-ghromene-8-aulfornd)-
mwﬂw.ﬂm
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11-{2,5-Dichioro-berzenseulfony!)-piperkiin-
4¥}-8-methyi-1,4-dihydro-benxoidJ1  Sjoxazin-



11-{5-Bromn-8-chioro-pyridine-3-sulformyl)-
piperidin-4-yl}-8-matiyt-1 4-dihydro-
bero[d)i Sloaxin-2-one

11-{4-Chioro-banzanesulionyl)-piperidin-4-]-
Wumwﬁ

141-{2,6-Dichioro-berzenesutforiyl)-piperidin-
W1MWM

+{1-{Biphenyl-4-sulfonyl)-plpsridin-4-4H1 A-
dihydro-benzid] 1, 3)oezin-2-0ne

8-Chioro-1-{1-(2,6-dichioro-barmanesullonyl)-
piporidin-4-41]-1,4-dlhydro-banznjd] 1, Sjoxszin-
2-one

1{1-{6-Bromo-6-chioro-pyridine-3-eutiony)-
piperidin-4-y{}-8-chioro-1 4-dhydro-
benzo{d[1,3jcaazin-2-ane .

6-Chiaro-14{1-{4-chiaro-baroanesulfomyf)-
piporidin-4-y}-1,4-dhydro-banzo{df'1, Sjcoazin-
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1-{1-{Biphenyl-4-sulfonyl)-piperidin-4-y1}-6-
metiyt-1,4-cihydro-benzo{d]{,3)aazin-2-one

244-(0-Mothyl-2-com-4H-berumid][1
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14{1-(2,5-Dichicro-benzenesulforyl)-plperikiin-
¥ 8-metivh1 4 diyiro bermofd1 -

141-{5-Bromo-8-chioro-pyriiine-3-aulfonyl)-
piperidin-4-y{}-6-metini-1,4-dihydro-
Spaazin-2-ona

1-{1-{4-Chioro-benzanesulforyy)-piperkiin-4-yi}-
6-metinyi-1,4-dihydro-banzofd)[1, Tjmozin-2-

1-{1-(2,8-Dichioro-benzsnesulfonyl)-piparidin-
4-¥(}-8-methyi-1

A-dihydro-bermojd[{, 3jcsarin-
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6-Methyl-1-{1-{1-meiiryl-1H-imidazole-4-
sulforyl)-piperidin-4-y}-1 ,4-diirydro-
banzo{d]l', 3coazin-2-0ne

1-{1-{4-Mathanesulfonyl-berzenesulfonyl)-
piperidin-4-y{}-1,4-dihydro-benzoid]1,3)omzin-
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1-{1-(4-Efryt-barconesulfonyl)-piperiiin-4-yi}-
1 A-dihydro-boreo{d] 1, 3oxazin-2-one

1

8-Chioro-1-1-{4-athyl-barxe nasullomyl)-
piperidin-4-y]-1,.4-diycdro-berofd]1, Sjoxaxin-
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1{1-(B-Gh'o-lnﬂmﬂ.1-lﬂhin1lb-ﬁ- o
benzojdj1,3jmmzin-2-ons
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4-Bhyl-banzanssulfonyl)-piperidin-4-yij-8-
methyl-1,4-dihydro-banmofdl 1, 3joxazin-2-one

1-{1-(Banzofbthiophense-3-sullayl)-plperidin-
ﬂ&mmﬂmm.m

1{1~{7-Chioro-banzo[1 2, S}xmdisrnie-4-
sulforryl)-piperidin-4-y{l-1,4-dihydro-
berzofd]1,3)cmzin-2-one
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piparidine-1-aulforyll-phernyf}-proplonia acid
melinl eslar

AN



1-{1-(2,4-Dinftro-benxsnasulionyl)-piperidin-4-
v

vi-dihydro-benxofdll Sjoxuzin-2-one

1-{1-{2-Meathoxy-4-methyl-benzenesulionyl)-
piperidin-4-yi]-8-metint-1.4-dliydro-
banzoid1 ,Sjoxazin-2-one

3{4-J4-({B-Methyl-2-cxco-4H-
bancao{d)1,3jcocazin-1-yi}-piparkiine-1-sulfonyl}-
phenyi}-propianic adld maihyl ester

1{1-{24-Dinfiro-benzsnesuliany!)-plperidin-4-
yi}-8-mefhyi-1 4-diwdro-benzofdi[1, joomzin-2-

1-1-{2-Mathoxy-4-mstinyl-berzenesutfonyl)-
pfuﬂn-d-ﬂ]-o-nﬂul-m-dm
baraoldl Sjccrin-2-one
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6-Chioro-1-{1-(2-methaxy-4-methyl-
berasnesulfonyl)-piperidin-4-y{}-1,4-dihydro-
benzxid)1,3)mmzin-2-one

3-{4-{4-(5-Chioro-2-com-4H-
barzo{di[1, Sjcoszin-1-y)-piperiiine-1-sulforyl}-
phamyf}-propionic acki methyl ester

8-Chioro-1-{1-(2,4-dinfiro-benzanesuifonyl)-
piperidin-4-y{}-1,4-dhydro-benzofd} 1, 3jcmzin-
2-0me

6-Chioro-1-{1-{1-methyl-t H-imidarnie-4-
-piparidin-4-y}-1,4-dihydro-
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1-{1-(2,5-Dilkuoro-benmnssulfomyl)-
barxofdf1, Sikoazin-2-ona



W

1-{1-{4-Chioro-2,5-cifluoro-

8-Methyi-1-{1-{2 4,8-trifluoro- -
barcenesulforyl)-piperidin-4-y{}-1
dihydro-bere{d)1,Slwezin-2-one

8-Chioro-1-{1-(2.4,6-rillucro- "
berzenasulfonyf)-piperidiin-4-1-
dihydro-berceold][1, Sjmmzin-2-cne



14-(2,6-Difyioro-berzenesulonyl)- a5

piperkin-4-i}-8-maetyl-1,4-dliydro-
berzo{dJ1,Sjecxrin-2-0no

8-Chioro-1-{1-{2,6-difluoro- -
banzenasulfornyl)-piparidin-4-yij-1
dhydro-banzo{d][1, Jjoxayin-2-one

1{1-{2,6-Difivaro-hbenzanesulfonyl)-
piperidin-4-y{1-6-methyl-1 4-dihydro-
Somrin-2-one

1-{1-(5-Chioro-2 4-difuoro-
14-

1-{1-(8-Chicro-2,4-diflucro-

mothyl-1.4-dhydro-
berzo[d][1,Sjoxezin-2-0ne

1-{1-{5-Chiaro-2 4-diftuore-
benzanssuliomyl)-piperidin-4-yi}-8-



11-(2-Chicro-benzanesulionyl)-
MMM
baraoidi1,Jjmaxin-2-one

1-{1-(2-Chioro-berzenesulionyl)-
plperkiin-4-yi}-8-methyl-1,4-dihydro-
bonxo{d 1. mzin-2-one

8-Chioro-1-[1-(2-naphthalen-1-y1-
othanssulfony!)-piperidn-4-y(}-1,4-
Joxazin-2-one

8-Bromo-1-{1-{4-bramo-
barzenesu
cihydro-benamid, Sjeexin-2-one

6-Bromo-1-{1-{toluane-4-sulfonyl)-
piperidin-4-yi]-1,4-dlhydro-
banxo[d]1, Sjoxazin-2-ona
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6-Bromo-1-{1-{quinoline-8-sutforryl)-
piperkiin-4-yi}-1.4-dihydro-

6-Bromo-1-{1-(5-chioro-3-mathyl-
bercxibihiophene-2-aulfornyl)-
piperidin-4-y{}-1.4-dhydro-
bercold1.3jceazin-2-ane



1-<{1-Barzanasulfonyl-plperidin-4-
yi)-8-bromo-1 4-dihydro-
benzofd][1, Sjcoaain-2-ane

m"ﬂﬂmm
phenoxy)-benzanesu
pipevidin-4-y(}-1,4-dhydro-
banzojd] 1. Sjoxarin-2-one

6-Bromo-1{1-{thiophene-2-

O-Blum-1-[1-(4-blum-2.5-cluuo-
M-bum[d[i.a]wnm

8-Bromo-1-{1-{toluane-3-sulfornyl)-
piperidin-4-y1-1
berzofdI1
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6-Bromo-1-{-{4-lsoproposcy-
bersanssulfortyl)-piperidin-4-yi}-1

6-Bromo-1-{1-{3-chioro-

8-Bromo-1-(1-

pentafiuorchenzenesulfonyl-
piperidin-4-yi)-1,4-dihyiro-
W  beranidf1 Sjowszin 2-one

6-Bromo-1-{1-{4-chioro-2,6-

dimathyl-benzanssulfonyl)-
piperidin-4-yi}-1,4-dihydro-
benxnldl1,3joxazin-2-one

6-Bramo-1-{1-{3-mathoxy- ”
benzenesutfony!)-pipecidin-4-y}-

6-Bromo-1-{1-(4-sopropyl-

berzenessulforyl)-piperidin-4-yi}-1.4-
M diyciro-bermid1, Sjoxazin-2-one



ﬁ
8-Bromo-1-{1-{4-fuoro-
berzranamuifomyl)-p

tperidin4-y1-1,4-
diwdro-berzo{d][1, Jowazin-2-0ne

6-Bramo-1-{1-{3-chioro-4-flucro-
banzanesulfornyl)-piparidin-4-yi}-1.4-
dhydro-beraojd{, Sjoezin-2-ans

&-Bromo-1-(1-

penlametiybanzenssulioryl-
piperiiin-4-yi)-1 4-diydro-
benzo[d1, Jjoxaxin-2-0ne

@-Byomo-1-{1-{2-nlro- 14

8-Bromo-1-{1-{4-chioro-3-niro-
bermenesulfonyl)-piperidin-4-yi]-1
dihydro-beran{d][1, 3joxazin-2-cne

8-Bromo-1-{1-{5-dimethylamino-
naphthalene-1-aulfonyl)-piperidin-4-



1-{1-{(4-Acetyl-berransauifonyl)-
piperidin-4-y{}-8-hwomo-1
beroojd]1, Sloxazin-2-one

D-Bmo-1-[1-(4-mmmk
benzenesulformyl)-pipeariiin-4-y1-1
dinydro-benzo{dl, Sjcsazin-2-one

1-{1-(Biphanyl-4-sufonyl)-piperidin-
4-y[}-8-bromo-1 :

6-Bromo-1{1-

phenyimsthanesulforyl-piperkiin-4-
1.4-dihydro-berzoid]1

e A

6-Bromo-1-{1-(2,5-dmallwxxy- “
benzanesulonyl)-piperidin-d-yi}-1
dihydro-benzojd][1, 3omzin-2-0ne

8-Bramo-1-{1-[2-{2.2, 2-rifluoro-
)1,2,3,4-4slrahydro-
Isoquinoline-7-sulforyl]-plperidin-4-
vi-didro-banzojd 1, Sjcomzin-

6-Bromo-1-{1-(2,3-dichioro-
bercsnesulfonyl)-plperidin-4-4{}-1,4-
Smmzin-2-one



rifluarometind-benxenasulforyl)-

+-dihydro-
benzoldl't, Sjoxazin-2-one
S-Bromo-1-{1



T4

!-aluno—1-[1-(z-u-lnundwl-1.+
dihydro-benzn{djf1,3jcoazin-2-one

8-Bromo-1{1-(2-bromo- "
bencenesulfonyl)-piparidin-4-34]-
dihydro-berzoldl1 , Sjemrin-2-ona

{1

mathy-1,4-diydro-
banza[d][1,30xm2in-2-ona



of 2P gef

6-Bromo-1-{1-(3,5-dlchioro-4-

4-yi}-1,4-dltrycro-
banzofdl1, Sloxaxin-2-one

8-Chiaro-1-{1-(3,6-dichioro-2-

4-y-1,4-clilyciro-
barzojd)1,Slcazin-2-cne

G-Bromo-1-{1-{4-methosy- "
bercansaulforyl)-piperidin-4-y{-
dihydro-benznjd1,Jjoxarzin-2-one

dihydro-benzofd



wof  gofl pof

6-Bramo-1-1+(3,.5-diohioro-

:n-&unn-1-[1-{1-mdlwl-1l-l-
1 A-dihydro-hemmfdi§, Sloxecin-2-
one
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More particularly prefermed are compounds of general formula (J) eelected from the t‘b&
group cohsisting of

1{1-(5-Chioro-3-methyl-berzojbjthiophenyl-2-eulfonyl)-piperidine-4-yi}-1 4-dihydro-
benzo{dl[t,3jcxazin-2-one,

1{1-{6-Dimathylamino-naphthy}-1-autfonyi)-piperidine-4-yl}-8-msthyl-1,4-diydro-
benzo[dJ1,3joxazin-2-one,

1-{1-{5-Dimethylamino-naphthyl-1-sulfonyl)-piperkiine-4-yi}-1,4-dihydro-
benzo[d][1,3}oxazin-2-one,

and comesponding salts thereof, and cormesponding eolvates.

In a further aspect the present invention also provides a process for the prepamation
of benzmmzinons-derived sufphonamide compounds of general formula (1), whereln
R'-R® and W have tha meaning given above, compriaing reacting at least one
piperidine compound of general formula (1) and/or e corresponding salt thereof,
praferably a hydrochloride sak,
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wherain R! 1o R? have the meaning given above, with at least one compound of

K

] (uny

wherein W has the meaning given above, in a sultable reaction medium, optionally In
the presence of at least one base and/or at least one auxdliary agent, to yleld a
compound of general formula (I).

Sultable reaction media include e.g. organic soivents, such as ethere, preferably
diethyl ether, dioxane, tetrahydrofurane, dimethyl glycol ether, or alcohole, e.g.
methanol, ethanol, propanol, lsopropanol, butanol, isobutanol, tert-butanol, or
hydrocarbons, preferably benxane, tolusne, xyiene, hexane, cyclohsxane, petroleurn
ether, or halogenated hydrocarbons, e.g. dichioromethane, trichioromethane,
tetrachioromsthane, dichiorosthylene, trichioroethyiene, chiorobenzene orfand other
solverts, preferably ethyl acatate, tristhylamine, pyridine, dimethylsuifoxide,
dismthyiformamide, haxamethyiphosphoramiie, acetonlirl, acetone or nkromethane,
are included. Mixtures based one or more of the afors mantionad solvertts may also
be used.

Basee that may be used In the proceeses according to the present invention are
generally organic or Inorganic bases, preferably alkall metal hydroxides, e.g. sodium
hydroxyde or potassium hydroxyds, or abiained from other metals such as bartum
hydraxyde or different carbonates, preferably potassium carbonate, sodium
carbonate, calcium carbonate, or alknddes, a.g. sodium methaxide, potassium
methaxide, sodium ethoxdde, potassium methodde, potassium ethoxdde or potassium
tart-butoxide, or organic amines, preferably tristhylamine, dBsopropyethylamine or
heterocyciss, e.g. 1,4-dlazabicyciof2.2.2] octane, 1,8-diazabicycio[6.4.0)undec-7-ene
pyridine, dlamino pyridine, dimethylaminopyridine, methyipiperidine or morphotine.

p
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Alksll metals such as sodium or let hydrides, e.g. sodium hydrkie, may also be used.
Mbdures based one or more of the efore mentioned bases may also be used.

During the synthetic reactions deacribed above or while preparing the compounds of
general formulas (Il) or (Ilf) the protection of sensitive groups or of reagents may be
necessary and/or desirable. This can be performed by using conventional protactive
groups ke those describad In the literature [Protective groups in Organic Chemistry,
ed. J. F.W. McOmie, Plenum Preas, 1873; T.W. Gresne & P.G.M.Wuts, Proteciive
Groups In Organic Chemistry, John Wiey & sons, 1601. Said IXerahure description Is
hersby Incorporated by refarence as part of the disclosure. The protactive groups
may also be eliminated as convenient by means welknown o those ekilied In the
art.

The compotrxis of gananal formulas (Il) and (lil) are elther commerdially avallable or
can be produced according to methods known to those skdlled in the art. The reaction
of compounde of general forrmias (1) and (Ii) o yleld benzoxazinone-derived
sulphonamide compounda of ganaral formula (I) may aiso be faciitated by
conventional methods known o those sidiied In the art.

The substiuted banzmazinone compounds of general formula (1), wherein R®
represents H, are prefarably aynthesizad from substitsted anthraniiic acld ora
comesponding ester via the comesponding substituted berzylalcohol (sse scheme 1,
method A). By reductive amination with 1-Boo-(tert.-Butylcarbonyloxy)-4-piperiions
the Boc-piperidin-molety s Introduced Into the eubstituted benzylaicohol. The
benzoxazinone-1ing Is formed by cycllsation with triphosgane. The elimination of the
Boc-protecting group Is caried out by treatment In acidic media according to the
method deecribed in Willams et al., J. Med. Chem. 1006 38, 4634 and !ater by Bell ot
al, J. Med. Chem., 1888, 41, 2148 which are hereby Incorporated by refererice and
form part of the discloaure. By reacting such a subsiituted bercamazinone compound
of genaral forrmula (II) with a subetiuted sulfuryl chloride of general formua (llI)
compounds of general formule (1) are obtained.

By reduction of the comeaponding kedones via conventional methods known to those
skillad In the art, e.g. by reduction with sodium borohydride (sea scheme 4, method
B, R5=Z) benzaxazinone derived sulphonamide compounds of general formula (1),



wherein R® represents an unbranched or branched, saturated or unsatursted,
optionally at least mono-subsiituted afiphatic radical or a saturated or unsaturated,
optionally at least mono-substituted, optionally at least one hetercatom as ring
member containing cycicaliphatic radical (denoted by Z In method B) can be
obtained.

The respaciive reagents used In sald process for the preparation of benzmazinone
derived suiphonamiie compounds of gensral formuia (1) are elther commarcially
avaliable or can be obtained by methods well known to thoss sidiied in the art.

Schame 1:

. MT“;-:(}&%

melod A(RAH)  Asmn

s

mathod B (Rf=2)

'j:: Ha #®
== -
R Hal 4
o ’ m

in a further espect the present invention also provides a process for the preparation
of salta of banzoxazinone-derived suiphonamide compounde of general formuia (1),
wherein at least ane compound of general formula (1) having at least ons basic group
ls reacted with at least one Inorganic and/or organic acld, preferably in the presance

of a sultable reaction medium. Suitable reaction media are, for example, the ones
0




given above. Sultable Inorganic ackla Include hydrochiaric acld, hydrobromic acid,
phosphoric acid, sulfuric acid, niiric acid, suitable organic ackds are e.g. cltrkc ackl,
melelc ackd, fumaric acid, tartaric acd, or derivatives thereof, p-tolusnesullonic acid,
methanesulfonic acki or camphersuifonic ackd.

In yet a further aspect the present invention also provides a process for the
preparaiion of salts of berzmazinone-derived sulphonamide compounds of ganeral
formula (1), wherein at least one compound of general formula (1) having at least one
acidic group Is reacted with one or more sultable bases, preferably in the.presence of
a suliable reaction medium. Sultable bases am e.g. hydroxides, carbonates or
alkoxides, which include sultable cations, derived e.g. from alkaiine matals, alkaline
earth metale or organic cations, a.g. [NH:R4.]', wherelnnis 0, 1, 2, 3or4 and R
represents a branched or unbranched Ci.¢-alkyl-radical. SuRtable reaction media are,
for axample, the ones givan above.

Solvates, preferably hydrates, of the Berxnmazinone-derived sulphonamide
compounds of general formula (1) or of the salts thereof may also be obtained by
standard procadures known to those skilled in the art.

if the Banzzaxzinone-derived compounds of general formula (1) are obtained In form
of a mixture of stareolsomers, particularly enantiomers or diastereomers, said
mixhures may be separated by standard procedures known to thoee skilled In the art,
o.g. chromatographic methods or crystalization with chiral reagents.

The purification and lsolation of the Benzxaaznone-derived sulphonamide
compounde of general formula (I) or a comesponding sferecisomer, or salt, or solvate
respectively, If required, may be carried out by conventional methods known to those
siilled In the art, .. chromatographic methods or recrystalization.

The Benzoxazinone-derived sulphonamide compounde of genenal formula (1), their
stareoisomers, the comaesponding salts and the corresponding solvaies are
fmdcologically acceptable and are therefore sultable as pharmaceutical active
substances for the preparation of medicaments.
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The present Invention therefore also proviies for a medicament comprieing at least f‘
one benzmcazinone-derived suiphonamide compound of general formula (1),

optionally in form of one of Its sterecisomars, prefarably enantiomers or
diastereomers, Its racemsts or in form of a mbdure of at least two of Its
m.mwam«dmmhwmmm.on

phyeiologically acceptable salt thereof, or a comesponding solvate, and optionally

one or more pharmaceutically acceptable adjuvants.

Furthermore, the present Invention also provides for a pharmaceutical composition
comprising at least one benzoxazinone-derived suiphonamide compound of general
formula (1), optionally in form of one of Its sierecisomers, preferably enantiomers or
diastereomars, Its mcemats or in form of a mixiure of at least two of Iie sterecisomers
In any mixing ratio, or a physiologically acceptable salt thereof, or a corresponding
solvate and optionally one or more pharmacsutically acceptable adjuvants, which is
not yet formulatad into a medicament.

Preferably the medicament Is sultable for 5-HTe-receptor regulation, for cognitiva
enhancement, for the prophylaxis and/or trestment of food ingestion (food Intake)
disorders, particularly for the regulation of appetite, for the maintenance, increass or
raduction of body weight, for the prophylaxds and/or treatment of obesity, bullmia,
anorexda, cachexda or type |l diabetes (Non-insulin Dependent Diabetss Mollltus),
preferably type il diabetes, which Is caused by obesity, disorders of the central
nesvous system, disorders of the gastrointestinal tract, such as iitabla intestine
syndrom, amdety, panic, depression, cognitive memory disorders, senlie dementia
disorders, such as Morbus Alzhelmer, Morbus Parkinson and Morbus Huntington,
schizophrenia, psychoals, Infantie hyperkinesia, ADHC (attention deficit,
hyperactivity disorders) and other 5-H Ty mediated disorders particularly in mammals,
including humana.

A further aspect of the present Invention Is the use of at least one benzoxezinone-
derivad compound of general formula (1) for the manufacture of a medicamant for 5-
HTe-receptor regulation, for cognitive enhancement, for the prophylexds and/or
freatment of food Ingestion (food intake) disorders, particularly for the regulation of
appetite, for the maintenance, increase or reduction of body welight, for the
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prophylaxds and/or treatment of obesity, bulimia, anorexia, cachexda or type II
diabetes (Non-insulin Depsndent Diahetes Mellitus), preferably type 1| diabetes,
which ls causad by obesily, disorders of the central nervous system, disorder of the
gastrointestinal tract, such as initable intestine syndram, arndely.pamc.doplu-bn
cognitive memory disorders, sanlle dementia disorders, such as Morbus Alzhelmer,
Morbus Parkinson and Morbus Huntington, echizophrenia, psychosis, infantlie
hyperkinesia, ADHC (attention deficit, hyperactivity disorders) and other 5-HTa
mediated disorders particularly in mammnals, including wsnans.

In yet a further aspect, the present Invantion also providee for the uss of at least one
benzoxazinone-derived sulphonamide compound of general formula (la)

R* g%
R™
R™ N
R4l
R . _R™
R™

R'l'l

(la)

whaerein

R, R™, R®, R* are each Independently selected from the group consisting of
hydrogen, halogen, an unbranched or brenched, saturated or unsaturated, aptionally
at least mono-substituted aliphatic radical, a saturated or unsaturated, optionally at
least mono-substituted, optionally at isast one heteroatom as ring member contalning
Cycloaliphatic radical, which may be bonded via an optionally at lesat mono-
substituted akylene group an/or may ba condensed with an optionally at least
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mono-substifuted mono- or polycyclic ring-system, an optionally at least mono- q
subetfiuted aryl- or heteroaryl radical, which may be bonded via an optionally at least
mono-subetituted alkylene group and/or may be condensad with an optionally at least
mono-eubsiitited mono- or polycyciic ringaystem, a nitro group, a cyano group, -

°R1h' _oc(mmﬂl. _c(m}_mﬁa' _snihl _smih' wﬁ' -hI-I-SO;R".-

SOsNH; and a -NR'™R'* molety,

R represents hydrogen, an unbranched or branched, saturated or unsafurated,
optionally at lsast mono-eubstiituted aliphatic redical or a saturated or unsaturated,
optionally at least mono-substituted, optionaily at least one heteroatom as ring
meamber containing cycioaliphatic radical,

R®, R™, R®, R™ are each indepandently selected from the group consisting of
hydrogen, an unbranched or branched, saturated or unsaturated, optionally at least
mono-substiuted aliphatic radical, a saturated or unsaturated, optionally at least
mono-subatituted, optionally at least one hetarcatom as ring member contalining
cycloaliphaiic radical, a cyano group and a -COOR™ molety,

W* represents an unbranched or branched, ssturated or unsaturated, optionally at
least monc-substituted allphatic radical, a saturatad or unesturated, optionally at least
mono-subsiituted, optionally at least one heteroatom es ring member contalning
cycloaliphatic radical, which may be bonded via an optionaly at least mono-
substiuted alkylene group and/or may be condensad with an optionally at least
mono-subetituted mono- or polycyclic iing-systam, an optionally at least mono-
substituiad aryl- or heteroaryl radical, which meay be bonded via an optionally at least
mono-substituted alkylene group and/or may be condensed with an opticnally at least
mono-substituted mono- or polycyclic ring-ayatem, a NR™R"™.molety or a -COR™.-
moalety,

R'™ represents hydrogen, an unbranched or branched, saturated or unesturated,
optionally at least mono-substituted aliphatic radical, a saturated or unsaturated,
optionally at least mono-substiutad, optionally at lsast one hateroatom as ring
member containing cycloaliphatic radical, which may be bonded via an optionally at
least mono-substtuted alkylens group and/or may be condensed with an optionally at
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least mono-substiiuted mono- or polycyclic ring-eystem, or an optionally at least qz
mono-subatittited aryl- or heteroaryl radical, which may be bonded via an optionally

at least mono-substituted alkylens group and/or may be condensed with an optionally

at least mono-substituted mono- or polycycic ring-eystem,

R'* represents hydrogen, en uribranched or branched, saturated or unsaturated,
optionally at least mono-substituted aliphatic radical, a saturated or unsetursted,
optionally at least mono-eubsithuted, optionally at least one heteroatom as ring
member containing cycioaliphatic radical, which may be bonded via an optionally at
least mono-substituted alkylena group and/or may be condensed with an optionally at
least mono-substituted mono- or polycyclic ring-system, or an optionally at laast
mono-substiuted aryl- or hatercaryl radical, which may be borkied via an optionally
at least mono-substituted alkylene group and/or may be condensed with an optionally
at least mono-substiitad mono- or polycycdic ring-eystem,

R'™ represents an unbranched or branched, saturated or unsaturated, optionally at
least mono-subsiituted aliphatic radical, a saturated or unsaturated, optionally at least
mono-substituted, optionally at lsast ons heteroatom as ring member containing
cycioaliphatic radical, which may be bonded via an optionally at least mono-
substiluted akylene group and/or may be condensad with an optionally at least
mono-substituted mono- or polycycilc ring-system, or an optionally at jeast mono-
substituted aryl- or heteroaryl radical, which may be bonded via an optionally et least
mono-aubetituted alkylene group and/or may be condensed with an optionally at least
mono-substituted mono- or polycyclic ring-system,

R'™ and R** each are Independently salected from the group consisting of
hydrogen, an unbranched or branched, saturated or unsaturated, oplionally at least
mono-substitted allphatic radical, a saturated or unsaturated, optionally at least
mono-aubsiftuted, optionally et least one hetercatom as ring member containing
cycloaliphsatic radical, which may be bonded via an aptionally at least mono-
subsfituted alkylsne group and/or may be condeneed with an optionally at least
maono-subsiituted mono- or polycyciic ring-ayatam, or an optionally at least mono-
substituted aryl- or heteroary! radical, which may be bonded via an optionally at least
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mono-substituted akylens group and/or may ba condensed with an optionally at least

mono-substituted mono- or polycycilc ring-system,

or R'™ and R'* together with the bridging nitrogsn atom form a saturated,

. unsahurated or aromatic heterocycllc ring, which may be at least mono-substituted
and/or contain at least one further heteroatomn as a ring member,

R'™ represents hydrogen, an unbrenched or branched, saturatad or uneaturated,
opticnally at least mono-substitutad aliphatic radical, a saturated or unsaturated,
optionally at least mona-subetituted, optionally at least one heteroatom as ring
member containing cycioaliphatic radical or an optionally at loast mono-subatituted
aryl- or heteroaryl radical, which may be bonded via an optionally at lsast mono-
wadlemwpaMbrmbamndeﬂgmoMlyaﬂnl
mono-substiiuted mono- or polycycilc ring-system,

R'™ represents an unbranched or branched, saturated or unsaturated, optionally at
least mono-subeiituted aliphatic radical,

R™ represents an unbranched or branched, saturated or unsaturated, optionally at
least mono-substituted afiphatic radical,

R'™ represents an optionally at least mono-substituted aryl radical,

optionally In form of ans of Its aterecisomers, preferably enantiomers or
diasiereomers, iis recemats or In form of a mixiure of at least two of Its
stereoisomers, preferably enantiomers or diastereomers, In any midng ratio, or a
physiologically acceptable salt tharecf, or a solvate, respectively,

for the manufaciure of a meadicament for 5-HTe-receptor reguiation, for cognitive

. anhancement, for the prophylaxde and/or treatment of food ingestion (food intake)
disorders, parficularly for the reguiation of appetite, for the maintenance, Increase or
reduction of body weight, for the prophyisxds and/or treatment of abesRty, bulimia,
anorexia, cachenda or type i diabstes {Non-insulin Dependent Diabetes Melliiua),
preferably type Il diabetes, which Is caused by obesity, disorders of the
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gastrointestinal tract, such ss inttable intestine syndrom, anxiety, panic, depression,
cognitive memoary disorders, senfle dementia disorders, such as Morbus Alzhelmer,
Morbus Paridneon and Morbus Huniington, schizophrenia, peychosis, infantile
hyperidneaia, ADHC (attention deficit, hyperaciivity disorders) and other 8-HT,
mediated disorders particularly In mammals, preferably humnans.

If one or more of the residues R**-R™ and W* represents an aliphafic radical, which
Is substituted by one or more substituents, unless defined otherwise, each of these

. subatituents may prefarably be sslected from the group consisting-of hydraxy,
halogen, branched or unbranched C,-alkoxy, branched or unbranched
Ci+perflucroalkaxy, branched or unbrenched Csperfiucroalkyl, amino, carboxy,
amido, cyano, nitro, -S0aNH,, -CO-Cy¢-aliyl, -S0-Crralkyl, -SOx-Ci-alkyl,
-NH-8Ox-Cic-alkyl , wherein the Cy-alkyl may in each case be branched or
unbranched, an unsubstituted or at least mono-substiutad phenyl or naphthyl radical
and an unsubstiluted or &t least mono-subatituted furanyl-, thienyl-, pyrrolyl-,
imidazolyt-, pyrezolyl-, pyridinyl-, pyrimidinyl-, quinolinyl- and lsoquinolinyl radical,
more preferably be eslected from the group conalsting of hydroxy, F, Cl, Br, methoxy,
ethoxy, CF; and an unsubstituted phenyl radical. Iif any one of the above mentioned
substitutents Itself is at least mono-substituted, sald substituents may preferably be
salacted from the group conslsting of F, Cl, methy! and methoxy.

If one or more of the reskiuee R'-R'™ represents or compriaes a cycioaliphatic
radical, which Is subetituted by one or more substituents, uniess defined otherwise,
each of these substituents may preferably be salected from the group consisting of
hydraxy, halogen, branched or unbranched Cy¢-alkyl, branched or unbranched Cy.¢
alkoxy, branched or unbranched C-perfluoroalkoxy, phenoxy, barzoyl, cyclohexyl,
branched or unbranched C,.-parflucroalkyl, -NRR® wherain R*, R® are each
independently selacted from the group consisting of H, a branched or unbranched Cs.
selkylradical, -CHy-CHy-OH and phenyl, carboxy, keto, amido, cyano, nitro, -
S0aNH,, -CO-Crs-8lkyl, -CO-OCy-alkyl, -80-Crs-alkyl, -8Or-Csalkyl, -NH-SOr-C+.
s-alkyl, wharein Cy.4-alkyl may in each case be branched or unbmanched,
unaubstituted or at lsast mono-substituted phenyl or naphthyl and unsubstituted or at
least mono-substituted furanyl-, thienyl-, pyrrolyl-, imidazolyl-, pyrazolyi-, pyridinyt-,
pyrimidinyl-, quinolinyl- and lsoquinolinyl radical, more preferably be selected from



the group consisting of hydroxy, F, CI, Br, methyl, athyl, methaxy, ethaxy, keto,
benzoyl, phenoxy, cyclohexyl, ~CF, -CO-CHs, ~CO-OCH;, -NR*R® whersin R, R®
are each independently seleciad from the group conalsting of H, a branched or
unbranched C,-4-alkyl-radical, -CHy-CHs-OH and phenyl, and an unsubstitutsd phenyl
radical. if ary one of the above mentioned substitutents Reelf la at least mono-
substituled, sald subafituents may preferably be selected from the group conslsting of
F, C1, methyl and methaxy.

If one or mors of the reeidues R'*-R* and R™™-R'™ and W* comprises an alkylane
group, which Is subetituted by one or more subatituents, uniess defined otherwiae,
each of these substibuents may preferably be asiacied from the group conslating of
hydroxy, halogen, branched or unbranched Ci-alkoxy. branched or unbranched C,
«akyi, branched or unbranched Ci¢-perfluoroalkoxy, branched or unbranched Cq+
perfiucroalkyl, amino, carbaxy, amida, cyano, nitro, -SOsNHs, -CO-Cye-alig, -S0-Cy
sakyl, SOr-Cys-alkyl, -NH-807-Cyr-alkyl, whersin Ciakyl may be branched or
unbranched, an unsubetituted or at least mono-substituted phenyl or naphthyl radical
and an unsubstituted or at least mono-substituted furanyl-, thienyl-, pymolyl-,
imidazoiyl-, pyrazolyl-, pyridinyl-, pyrimidiny-, quinolinyl- and lsoquinolinyl radical,
more preferably be selected from the group consisting of hydroxy, F, Cl, Br, methyl,
methoxy, ethoxy, CF; and unsubstituted phenyl. if any one of the above mentioned
subsiiitents kaelf Is at least mono-substituled, saki substituents may preferably be
selecied from the group conelsiing of F, Cl, methyl end methaxy.

if one or more of the residues R*-R* and R'™-R'™ compriasa & mono- or polycyciic
rfingsystem, which s subsiituted by one or more substituents, uniess defined
otherwise, each of theee substhusnis may preferably be selected from the group
conaisting of hydraxy, halogen, branched or unbranched C,.¢-akyl, branched or
unbranched Cy.¢-allaxy, branched or unbranched Cy.¢-perfluoroalioxy, branched or
unbranched Csc-perfiusrocarbony!, branched or unbranched Cy.¢-perfiuoroatkyl,
amino, carboxy, amido, cyano, kefo, nitro, -80;NHs, -CO-Cialkyl, -80-Cyc-alkyl, -
802-Cy4-akyl, -NH-SOr-C1s-alkyl, wherein Cy+-alkyl may be branched or
unbranched, an unsubstituted or at lsast mono-substiuted phenyl or naphthyl radical
and unsubstituted or et least mono-subetituted furanyl-, thienyt-, pyolyl-, imidazolyl-,
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pyrazolyl-, pyriiinyl-, pyrimidinyl-, quinoliny- and lsoquinolinyl, more preferably from
the group conslsting of hydroxy, F. Cl, Br, methyl, ethyl, methonty, ethoxy, CFs,
«C=0)-CF;, kato, cyano and an unsubaittuted phenyl radical. If arry one of the above
nmﬂomdwbﬂhhnhlheﬂbatbﬁmW.nHmMm
preferably be sslsciad from the group consisting of F, CI, methyl and methoxy.

If ona or more of the residues R'"-R*, R"™.R"* and R™ represents or comprises an
aryl radical, which Is substituted by one or more subsiituents, uniess definad

- otherwise, each of these substiiuents may preferably be selected from the group
consisting of hydraxy, halogen, branched or unbranched Cy¢-allkoxy, branched or
unbranched Cqralkyl, branched or tnbranched C.+-perfiucroalicay, unsubstfiuted or
at least mono-subetituted phenoxy, unsubsiiiutad or et least mono-substituted
benzoyl, cyclohexyl, branched or unbranched Cycperflucroalkyl, NR*R® wherein R*,
R'manhhdq:mdmﬂyuhdadfmmﬁogmupcomlﬂhgdmabmﬂudor
unbranched Cs.¢-alkyl-radical, -CHy-CHy-OH and phanyt, carbaxy, amido, cyano,
~CH(OH)(phenyl), nitro, -SOxNHy, ~CO-C1-alkyl, -CO-OC1r-alkyl, -SO-Crs-aky, -
S0z Cy-alkyl, -NH-SOr-Cyralkyl, wherein Cy-alkyl may be branched or
unbranched, an unsubesifiuted or at least mano-substituted phemyl or naphthyl radical
and unsubstiited or et least mono-substituted furanyl-, thienyl-, pyrrolyl-, imidazohy-,
pyrazolyt-, pyridinyl-, pyrimidiny}-, quinoliny- and isoquinoliny! radical, more
preferably be selected from the group consiating of hydroxy, F, Cl, Br, methyl, othyl,
cyano, nitro, -CH(OH)(phanyl), methoxy, ethoxy, unsubstituted or at laast mono-
subeiituted banzoyi, unsubstituted or st lsast mono-eubstituted phenoxy, cyclohexyl,
CFj, OCF3,-CO-CHj, “CO-OCH3, SOx-CHj, -NR*R® wherain R*, R® are each
independently selscied from the group consisting of H, a branched or unbranched Cy.
+alkyl-radical, -CHy-CHy-OH and phenyl, and an unsubastituted phenyl redical. K any
of the above mentioned substitutents iseif Is at least mono-aubstituted, sald
Mmhmymuyhomﬁomﬂ\emmaﬁ Cl, Br, CF3,
OC¥3, mathyl and methaxy.

If one or more of the residuss R'.R* and R'™-R'** represents or comprises a
heteroaryl radical, which Is substituted by one or more substituents, uniess defined
mmammmmmmmuﬂgwp
consisting of hydraxy, halogen, branched or unbranched Cy.¢-allaxy, branched or

%
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unbranched C.¢-alkyl, branched or unbranched Ci-perflucroalinxy, unsubstituted or 7{
at least mono-substituted phenoxy, unsubstituted or at laast mono-subsiftuted _
berzoyl, cyciohexyl, branched or unbranched Ci-perflucroalicyl, NR*R? wherain R,

R® are each Independantly selected from the graup consisting of H, a branched or
unbranched Cs.4-alkyl-radical, -CHe<CHy-OH and phenyl, carboxy, amido, cyano,
“CH(OH)(phenyl), nkro, -80;NH,, -CO-Cy.-alkyl, -CO-OC1.4-akyl, -SO-Cy-alkyl, -
80;-Crrakkyl, -NH-SO-Cy-akyl, wherein Cy.-alkyl may be branched or
unbranched, an unsubstituled or at least mono-eubstituted phenyl or naphthyl radical
and unsubstituted or at least mono-substituted furanyl-, thienyl-, pyrrolyl-, Imidexolyl-,
pymazolyl-, pyridinyt-, pyrimidinyt-, quinoinyl- and lsoquinolinyl radical, more
praferably be salected from the group consisting of hydroxy, F, CI, Br, methyl, ethyi,
cyano, nitro, -CH(OH)(phenyl), methaxy, ethoxy, unsubstituted or at least mono-
substituted benzoyl, unsubstiiuted or at lsast mono-subsiituted phenaxy, cyciohaxyl,
CFa, OCF3,-CO-CHy, -CO-OCH,, 8O,-CH,, -NR*R® wharein R*, R® are each
Independently selected from the group consisting of H, a branched or unbranched C;.
salkyradical, -CH>-CHz-OH and phenyl, and en unsubstituted pheny! radical. If any
of the above mentioned substitutents Nseif is at least mono-subsiituted, sald
subsiituents may preferably be selected from the group consisting of F, Ct, Br, CFs,
OCF;, methyl and methaxy.

If R'™ and R form a heterocyciic ring, which Is substituted by one or more
substiuents, uniess defined otherwise, each of these subsiituents may preferably be
selacted from the group consisting of hydraxy, halogen, branched or unbranched
Cisalloxy, branched or unbranched Ci.4-alkyl, branched or unbranched Cy.
perfluoroalkaxy, branched or unbranched Cs.s-perfluoroalkyl, amino, carbaxy, amido,
ayano, nitro, -80;NHz, -CO-Cy.4-alkyl, -80-Cyr-alkyl, -80x-C.4alkyl,
“NH-80x-C1-+-alkyl, wherein C,_+-alkyl may be branched or unbranched, an
unsubstiited or at least mono-substituted phenyl or naphthyl radicel and an
unsubstituted or at least mono-subsiftuted furanyl-, thienyl-, pymrolyl-, imidaxolyt-,
pyrazolyl-, pyridinyl-, pyrimidinyl-, quinaliny- and Isoquinoliny! radical, mors
preferably be salected from the group consisting of hydraxy, F, Cl, Br, methoxy,
athoxy, methyl, CFs and an unsubstituted pheryl radical. If any of the above
mentioned eubstitutents iteeif s at least mono-substituted, sald substituents may
preferably be sslectad from the group consisting of F, Cl, methyl and maethaxy.
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if R™ and R¥* form a hetsrocyciic ring, which containe one or more further
heteroatoms as ring members, unless defined otherwise, each of these heteroatoma
may preferably be selected from the group consisting of N, O and S, more preferably
from the group conslsting of N and O.

If one or more of the residues R'™-R'™ and W* repreeants or comprises a
cycioaliphatic radical, which containe one or more hetercatoms as ring members,
unless defined otherwise, each of thess heteroatoms may preferably be selectad
from the group conalating of N, O, S and P, more preferably from the group
consisting of N, O and 8.

if one or mor of the residuss R'*-R*, R'™.R'"™ and W* represents or comprises an
heteroaryl redical, which containe one or more heteroatomns as ring members, uniess
defined otherwiss, sach of these hetsroatoms may preferably be selected from the

group consisting of N, O, S and P, more preferably from the group consleting of N, O
and S.

H'W* represents or compriees a cycloallphatic radicel, a heteroaryl radical, an aryl
radical and/or @ mono- or polycyciic ring system, which Is substituted by one or more
substituents, uniess defined otharwiss, each of these substituents may preferably be
sslocted from the group consisting of hydroxy., nltro, carboxy, cyano, keto, halogen,
Cra-alkyl, pertially fuorinated C1. alkyl, partially chiorinated Cy.4 alkyl, partially
brominated C.4 alkyl, C+.-alkoxy, partially fluorinated Cq alkoxy, partially
chiorinated C1.4 alkoxy, partially brominated C akoxy, Cz-alkenyl, SOr-Ciralkyl, -
(C=0)-Cys-akkyl, {C=0)-0-Cys-alkyl, {C=0)-Cl, -8-Cyrakeyl, (C=0)H, -NH-
(C=O)-NH-C1salkyl, {C=0)-C1.-porfiucroakyl, -NR*R®, wherein R* and R® are
independently selected from the group consisting of H, Cy-alkyl and phenyl, NH-
(C=0)-Cyralky}, -Cys-alkylen-{C=0)-Cy.;-alkyl, (1,3-Dihydro-1-axo-2H-isoindol-2-yl),
N-Phthalmkiinyt-, (1,3-Dioxo-2-azspirof4,4}-non-2-yl, substituted or unsubstituied
phenyl, -SOr-phenyl, phancuy, pyridinyl, pyridinyloxy, pyrazolyl, pyrimidinyl,
pymolidinyl-, -SOx-pymolidinyl, morpholinyl, SOy-morpholnyl-, thiadiaaolyi,
oxadiazolyl, oxazolyl, thiazolyl, lecxazolyl, O-CHy-thiazolyl,-, NH-phenyl, and -Cs.
Alkylen-NH-{(C=0)-phenyi, more preferably from the group consisting of hydroxy,



nitro, carboxy, cyano, keto, F, Cl, Br, |, Cy.ie-alkyl, CHaF, CHFz, CFs, CH:Cl, CHClo.
CCly, CHyBr, CHBry, CBry, OCF3, OCHF2, OCHeF, O-CHyrCFy, vinyl, SOz-CH, -
(C=0)-CHa, {C=0)-CsHe. (C=0)-0-CHs, -(C=0)-0-CsCHs. {C=0)-C}, -S8-CHy-, -
(C=0)H, -NH{C=0)-NH-CHs, {C=0)-CF3, dimethylamino, diethytamino, di-n-
propylamino, dHso-propylamino, di-n-butylamino, di-tert-butyamino, NH-{C=0)-CHs, -
CHx{C=0)-CHy, -CHz-(C=0)-CHj, (1,3-Dihydro-1-oxo-2H-isoindol-2-yi), N-
Phthalimidinyl-, (1,3-Dico-2-azaspirof4,4}-non-2-yi, substituted or Lnaubstituted
phemy, -SOg-phenyl, phenoxy, pyridinyi, pyridinylaxy, pyrazolyl, pyrimidinyl,
pynoiidinyt, -SO;-pyrroldinyl, morpholinyl, 8Oy-morpholinyl-, thiadiazolyl,
oxadiaxolyl, omzolyl, thiezolyl, lsoxazolyl, O-CHe-thiazolyl,-, NH-phenyl, and —-CHy-
NH-{C=0}-pheryl,

nwdmmmmuhm by one or more
substituents, sald eubsttiuents may preferably be sslected from the group consisting
of halogen, nitro, cyano, hydroxy, (C=0)-Cyc-akyl, Cr+-allcyl, at least partially
fluorinated Cq-akyl, at least partially chiorinated Cyc-aikyl, at loast partially
brominated Csc-alkyl, -8-Cs-alkyl, -C(=0)-0-C1.z-alkyl, {C=0)-CHz-F, {C=0)-CHy-
Cl, {C=0)-CHg-Br, preferably from the group conalsting of F, Cl, Br, CHaF, CHFa,
CFs;, CH,Cl, CHCl;, CCl, CHzBr, CHBry, CBry, nitro, cyano, hydroxy, {C=0)-CHs,
CHa, CzHe, -8-Chh, -C(=0)-0-CHy, -C(=0)-0-CaHy, {C=0)-CHxF, (C=0)-CHyC}
and {C=0)-CHz-Br.

Prefeed ls the use of compounds of general formula (la), whersin R™, R™, R™, R*
are each independently selected from the group consisting of H, F, Cl, Br, an
unbranched or branched, saturated or unsaturated, aptionally at least mono-
subatiuted C,.s-aliphatic radical, a saturated or unsaturated, optionally at least mono-
substituted, optionally at least one heteroatom as ring member contalning Cay-
cycloaliphatic radical, which may be bonded via an optionally at least mono-
substiuted C+s-alkylene group and/or may be condensed with an optionally at least
mono-substituted mono- or polycyclic ring-system, an optionally at least mono-
substituted, 5~ or 8-membered aryl- or hateroaryl radical, which may be bonded via
an oplionally at least mono-subsiftuted C+.-alkylene group and/or may be condensed
with an optionally at least mono-substituted mono- or polycyclic ringsystem, a nitro

<



group, & cyano group, -OR'™, -OC(=0)R'!%, .SR'™, .SOR'™ .§O,R'™ -NH-
SO;R'%, -SO:NH; and a -NR'™R" moiety,

prefernbly salected from the group consieting of H, F, Cl, Br, a saturatad, branched or
unbranched, optionally at lsast mono-substituted C, s-aliphatic mdical, a saturated,
optionally at least mono-subsiituted, optionally at least one hetercatom as ring
member contalning Cg- or Ce- cycloaliphatic radical, which may be bonded via an
optionally a laast mono-subsiituted C+- or Cz-alicylens group, a niro, cyano, ~OR'™, -
OC(=0)R', -SR™™ and -NR™R'** moiety, -

imore preferably eslected from the group conalsting of H, F, Cl, CHs, CHzCHs, CFs,
CFzCFs, cyclopentyi, cyclohexyl, a nitro group, a cyano group and -OR'™,
mn‘«"wwmmmmmmmmmdmof
thelr sterecisomers, mm«ammmwh
form of a mbdure of at least two of Ite sterecisomers, preferably enantiomers or
dhﬁmnhwnmmb.ormmmw. or comesponding
solvates.

Aleo preferred Is the use of compounds of genaral formula (la), wherein R™
represanis hydrogen, an unbranchad or branched, saturated or unsaturated,
oplionally at least mono-substihited C.s-allphetic radical or a saturated or
unsaturated, optionally at lsast mono-subetituted, optionally at least one hetsroatom
as ring member contalning Cyy-cycloaliphatic radical,

praferably represents H or a branched or unbranchad Cy.s-alkyl redical,
more praferably H, ~CHy or -CHyCH,,

and R".R*, R".R'™ and W* have the meaning given above, optionally in form of
one of thelr sterecisomers, preferably enantiomers or diastereomers, thelr mcematea
or In form of a mbdure of at least two of s sterecisomers, prefersbly enantiomers or
diastereomera, In any mixing retio, or comesponding salte thersof, or comesponding
solvates.

Hio
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Preferanca Is also given to the use of compounds of general formula (ia), whersin \0\
R™, R™, R™, R™ are each Independently selectad from the group conalsting of

hydrogen, an unbranched or branched, saturated or unsaturabed, optionally at lesst
mono-substituted Cy.q-aliphatic radical, a satrated or unsaturated, optionally at loast
mono-subsiXuted, optionally at least one heteroatom as ring member containing Ca.e-
cycloaliphatic radical, a cyano group and a -GOOR'™ molety, '

preferably selected from the group conelsting of H, a branched or unbranched Cy.s-
alkyl radical, a cyano group and a ~COOR'™ group,

more preferably from the group consisting of H, -CHa, -CHzCHs and & cyano molety,
and R™-R™, R"™-R'* and W* have the meaning given above, optionally In form of
one of thelr sterecisomers, preferably snantiomers or diasiereomers, thelr racemates
or in form of a mixture of at least two of ke sterecisomers, prafarably enantiomers or
diastereomsrs, in any mhdng ratio, or comresponding salts thereof, or comesponding
eolvates.

Also prefermed [s the use of compounda of ganaral formula (Ia), wherein W
repressnis an unbranched or branched, saturated or unaaturated, optionally at least
mono-eubstituted C.. aliphatic radical, a saturated or unsaturated, optionally at least
mona-aubsiituted, optionally at least one heteroatom as ring member contalning Cs
cycloaliphatic radical, which may be bonded via an optionally at least mano-
substituted Ci.o-alkylene group and/or may be condensed with an optionally at least
mono-subsiituted meno- or polyoyciic ring-aystemn, an optionally at least mono-
substifuted, 5- or 8-membered aryl- or heteroaryl radical, which may be bonded via
an optionally at least mono-substitutad Cy.4- alkylene group and/or may be
condensed with an aptionally at least mono-substituted mono- or polycyciic Hng-
aystem, & NR'™R'™.molsly ora COR"™.molaty, -

preferably Is selected from the group consisting of 1-Naphihyi-, 5-Dimethyiamino-
napth-1-yi, 2-Naphthyl-, 2-Acotamido-4-methyl-6-thiazolyt-, 2-Thienyl-, 8-Quinolinyt-,
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Phenyl-, Pentafluorophenyl-, 2,4,5-Trichloro-phenyl-, 2,5-Dichloro-phenyl-, 2-
Nirophenyl-, 2,4-Dinitro-phenyl-, 3,5-Dichloro-2-hydroxy-phenyl-, 2,4,6-Trislsopropyl-
phenyl-, 2-Mesiiyl-, 3-Nitro-phenyl-, 4-Bromo-phenyl-, 4-Fluoro-phenyl-, 4-
Chiorophenyt-, 4-Chioro-3-nitro-pheny}-, 4-lodo-phenyl-, N-Acety-sulfanlyl-, 4-Nitro-
phenyi-, 4-Methoxy-phenyt-, Benzoic-acid-4-yi-, 4-tert-Butyl-phenyl-, p-Tolyl-,
Triflucromethyl-, Trichioromethyt-, lsopropyl-, Methyl-,

Benzyl, trans-styryl-, 2,2,2-Trifluorosthyt-, Ethyl-, Hexadecyl-, 2-Chioroethyl-, n-
Propyl-, 3-Chioro-propyl-, n-Butyl-, Mathyl-benzoate-2-yi-, 2-Nitro-4-(trtflucromethyl)-
phenyk, Pentameathyl-phenyl-, 2,3,5,6-Tetramethyl-phenyl-, 3-(Trifluoromsthyl)-
phenyl-, 3,6-Bls-(Trifluoromethyl)-phenyl-, Dichloromethyl-, Chioromethyl-, Dodecyt-,
1-Octyl, 2,34-Trichioro-phenyt-, 2,5-Dimethoxy-phenyt-, o-Tolyl-, p-xylyl-2-yi-,
Benzoic-acki-3-yi-, 4-Chloro-3-{trifluoromethyl)-phenyl-, 4-Chioro-5-nitro-benzoic
ackl-3-yi-, 6-(p-tohildino)-naphth-2-y-, 4-Methoxy-2,3,0-trimethyiphenyt-, 3,4
Dichlorophenyt-, 4,6-Dibromo-thiophene-2-y-, 3-Chioro-4-flucro-phenyl-, 4-Ethyl-
phenyt-, 4-n-Propyl-phanyl-, 4-(1,1-Dimethyipropyl)}-phernyl-, 4-{sopropyl-phenyl-, 4-
Bromo-2,5-diflucro-phenyl-, 2-Fluoro-phenyt-, 3-Fluoro-phenyl-, 4-(Triflucromethoxy)-
phenyl-, 4(Triflucromethyl)-phenyl-, 2,4-Diflucro-phenyl-, 2,4-Dichloro-5-methyl-
phenyl-, 4-Chioro-2,6-dimethyl-phenyl-, 5-Diethylamino-napth-2-yi-, Benzoyl chioride-
3-yi-, 2-Chioro-phenyl-, 1-Octadecy}-, 4-Bromo-2,6-dichioro-thiophene-3-yi-, 2,5-
Dichioro-thiophene-3-yi-, 5-Chioro-thiophene-2-yi-, 2-Mathyl-5-nitro-phenyl-, 2-
(Trifluoromethyl)-phenyl-, 3-Chioro-phenyl-, 3,6-Dichloro-phenyl-, 1-Decyl-, 3-Methyl-
phenyl-, 2-Chioro-8-maethyl-, 6-Bromo-2-methoxy-phenyl-, 3,4-Dimethoxy-phenyt-, 2-
3-Dichloro-phenyl-, 2-Bromo-phenyl-, 3,5-Dichioro-4-(2-chioro-4-nitrophenoxy)-
phanyi-, 2,3-Dichloro-thiophene-5-yi-, 3-Bromo-2-chioro-thiophene-5-yi-, 3-Bromo-5-
chioro-thiophene-2-yi-, 2-(Bsirzoylaminomethyl)-hiophene-5-44-, 4-(Phenyl-
suiphonyl)-thiophene-2-yi-, 2-Phenyl-sulphonyl-thiophene-5-y1-, 3-Chloro-2-methyl-
phenyl-, 2{1-Methyl-5-(triflucromethyl)pyrazol-3-y{}-thiophane-8-yi-, 5-Pyrid-2-y-
thiophene-2-yi-, 2-Chloro-5-(trifluoromethyl)-phenyt-, 2,8-Dichioro-phenyl-, 3-Bromo-
phenyl-, 2-(Trifluoromethoxy)-phenyl-, 4-Cyano-phenyl-, 2-Cyano-phenyl-, 4-n-
Butaxy-phenyl-, 4-Acetamido-3-chloro-phenyl, 2,6-Dibromo-3,6-diflucro-phenyl-, 6-
Chioro-1,3-dimethylpyrazole-4-yi-, 3,5-Dimethyliscoazole-4-yi-, 2(2,4-
Dichlorophenoxy)-phenyl-, 4-{2-Chioro-8-nitro-phencxy)-phenyl-, 4-(3-Chioro-2-
cyano-phenaxy)-phenyl-, 2,4-Dichioro-phenyl-, 2,4-Dimethyl-1,3-thiazole-5-y1-,
Methyl-methane-sulionyl-, 2,5-Bis(2,2.2-Trifluoroethoxy)-phenyl-, 2-Chioro-4-



(trifluoromethyl)-phanyl-, 2-Chioro-4-fluoro-phenyl-, 5-Fluoro-2-methyl-phenyl-, 5-
Chioro-2-methoxy-phenyt-, 2,4,8-Trichioro-phenyl-, 2-Hydroxy-benzolic acid-6-y1-, 65-.
(DHn-propylamino)-naphth-1-yi-, 8-Methoxy-m-iolyt-, 2,5-Diffuoro-phenyt-, 2,4-
Dimethoxy-phanyl-, 2,5-Dibromo-phenyl-, 3,4-Dibromo-phenyl-, 2,2,5,7,8-
Pentamathyl-chroman-8-yi-, 2-Methoxy-berzoic-acki-5-yi-, §-Chioro-4-nitro-
thiophene-2-y1-, 2,1,3-Benzothiadiazoie-4-yi-, 1-MethyHmidezole-4-yi-,
Benzofurazan-4-yi-, 2-{(Methoxycarbonyl)-thiophene-3-41-, 6-(lscoazol-3-41)-
thiophene-2-, 2,4,&-Trifluoro-phenyl-, Biphenyi-4-yi-, Vinyl-phenyl-4-yt-, 2-Nitro-
benzyl-, 5-Dichioro-methyl-furan-2-yi-; 5-Bromo-thiophene-2-yi-, 5-{4- -
Chioroberzamidomethyl)-thiophane-2-y1-, 2,6-Diflucro-phenyl-, 2,5-Dimethoxy-4-
nitro-phenyl-, Dibenzob,d}-uran-2-yi-, 2,3,4-Trifluoro-phenyl-, 3-Nitro-p-tolyl-, 4-
Mathoxy-2-niiro-phenyl-, 3,4-Diflucro-phenyl-, 4-(Bromoathyl)-phenyl-, 3,6-Dichloro-
4-hydraxy-phenyl-, 4-n-Amyl-phenyl-, 5-Chloro-3-methylbenzofb]-thiophene-2-y1-, 3-
Methoxy-4-{methoxycarbonyi)-thlophane-2-yi-, 4-n-Butyl-phenyl-, 2-Chioro-4-cyano-
phenyl-, 5{2-(Methylthio)-pyrimidin-4-y}-}-thidphene-2-y}-, 3,5-Dinitro-4-mathouxy-
phenyl-, 4-Bromo-2-(trifiuoromethoxy)-phenyl-, 4-Chloro-2,1,3-Benzoxadiazole-7-yi-,
2-(1-Naphthyl)-ethyl-, 3-Cyano-phenyl-, 5-Chioro-2,1,3-Benzoxadiazoie-4-yi-, 3-
Chioro-4-methyl-phenyl-, 4-Bromo-2-athyl-phenyl-, 2,4-Dichioro-8-methyl-phenyl-, 8-

Chioro-imidezo(2,1-B)-thiazole-5-yi-, 3-Methyl-benzofb}-thiophene-2-yt-, 4-Methyl-

sulphonyl-phenyl-, 2-Methyl-eulphonyl-phamyl-, 4-Bromo-2-methyl-phenyl-, 2,6-
Dichioro-4-{trifitucromethyl)-phenyl-, 4-{13-Chioro-6-(triflucromethyl)-2-pyridinyfjoxy}-

phenyl-, 5-Chioro-naphth-1-yt-, 5-Chioro-naphth-2-yi-, 8, 10-Dibromoanthracene-2-yl-,

Isoquinoline-5-yi-, 4-Methoxy-2,3,6-trimettyl-phenyt-, 4'-Nitro-biphenyl4-y-, [(4-
Phenaxy)-phenyl-, (1,3-Dilydro~1-oxo-2H-soindol-2-yi-)}-4-phenyt-, 4-Acetyl-phenyl-,
6-(2-Methyl-1,3-thiazole-4-yi)-thiophene-2-yi, 5-1-Methyl-3-(triflucromethyl)pyrazol-
phenyt-, p-Dodecyl-phenyl-, 4-{(3-Cyano-4-methoxy-2-pyridinylJoxy}-phenyl-, 4-{(N-
phthalimidinyl)-phenyt-, 1,2,3,4-Tetrahydro-2-{iriflucroacetyl)Hsoquinolina-7-yi-, 4-
Bromo-2-fluoro-phenyl-, 2-Fluoro-5-{triflucromethyl)-phenyl-, 4-Fluoro-2-
(trifiuoromethyf)-phenyl-, 4-Fluoro-3-(triflucromethyl)-phenyl-, 2,4,6-Trifluoro-phenyl-,
3-(Triflucromethoxy)-phenyl-, 1,2-Dimethylimidazole-4-yi-, Ethyl-4-Carboxylate-3-yi-,
2,2 4,8,7-Pentamethyidydroberzofuran-5-yk-, 3-Bromo-2-chioropyridine-6-yt-, 3-
Methaxy-phenyt-, 2-Methoxy-4-methyl-phenyt-, 2-Chioro-4-fluorobenzolo-acid-6-yi-,



phenyt-, 34-Methoxy-phenyi)-phenyt-, 3-{4-Chioro-phenyl)-phenyt-, 3-(8,5-Dichioro-
phenyl)}-phenyl-, 3-(3,4-Dichioro-phenyl)-phenyl-, 3-(4-Fluorophenyl)-phenyl-, 3-{4-
Methyiphenyl)-phenyl-, 3-[4-(Triflucromathyf)-phenyll-phenyt-, 3-13,6-Bls-
(Trifluorometityl)-phenyi}-phenyl-, 4-{4-Pyridyloxy)-phemmyl)-, 4-(2-Methoxy-phenoxy)-
phenyl, 4-(2-Chiloro-phenaxy)-phenyl-, 4-(2-Methyl-phencxy)-phenyl-, 4-{(4-Methoxy-
phenoxy)-phenyt-, 4-{4-Chlorophenyl)-phenyl-, 4-(3,5-Dichiorophenyl)-phenyl-, 4-(3,4-
Dichiorophenyl)-phenyl-, 4-{4-Flucrophanyl)-phenyt-, 4-(4-Methyiphenyl)-phenyl-, 4-
[4-(Trifluormethyl)-phenyl]-phenyt-, 4-3,5-Ble-{Trifluoromethyl)-pheryyl}-pheny-, [3-
(Trifluoromethyi)-phenylHmethyl-, (4-Chlorophenyl)-methyl-, (3,5-Dichiorophenyl)-
methy}, (3,5-Dichlorophenyl)-methyt-, (4-Fluorophenyl)-methyl-, 4-
Methyiphernyimethyl-, [4-{Trifluoromethyl)-phenyi}-methy}-, Cyclopropyt-, 22
Chiorophenyl)-2-Phenylethyl-, 2-(2-Trifluoromethylphenyl)-2-phenyisthyt-, 544-
Cyano-1-methyh-6-(methyithio)-1H-pyrazol-3-yhthiophene-2-yi-, 3-Cyano-2,4-bis-
(2.22-Trifiuorothoxy)-phenyl-, 4-{(2-Chioro-1,8-Thiaxol-5-yf)-methoxy}-phenyl-, 3-
Nitro-phenyimethyl-, 4-Formyipheny-, 2-(1,3-Dioxo-1,3-dihydro-isoindok2-yl)-ethyt-,
[3,5-Bis-(Trifluoromethyl)-phenyll-methyl-, (4-(2-Pyridyloxy)-phenyl)-, (4-(3-
Pyridyloxy)-phenyl)-, S-lodo-naphth-1-yi-, Ethy}-2,5-dimathyi-1-phenyipymrole-4-
carboxylate-3-yi-, Ethyl-2-methy}-1,6-diphenyl-1H-pyrrole-3-carboxylate-4-yi-, Ethyl-5-
(4-chiorophenyl)-2-mettyl-3-furoate-4-y, Ettyi-5-(4-chloropherryl)-2-methyt-1-phenyl-
3-carbaxylate-4-yi, Ethyl-2,6-dimethyl-3-furcate-4-yi-, 3-Chioro-4-(1,3-dion-2-
Azaspirof4.4Jnon-2-vi)-phenyl-, 5-Bromo-2,4-dfivoro-phenyt-, 5-Chiloro-2 4~
difiuorophenyl-, Coumarin-8-yl, 2-Mathoxy-phenyl, (3-Phenaxy)-pheryk, 3-(4-
Methaxy-phencaty)-phenyt-, 3-(4-Chiorophenay)-phenyl-, 3-(3,5-Dichlorophenaxy)-
phenyt, 3-(3.4-Dichiorophencxy)-phenyt-, 3-(4-Fluorophenasxy)-phenyl-, 3-(4-
Methyiphencxy)-phenyt-, 3-I4-(Trifluoromethyl)-phenoxy}-phenyt-, 3-43,5-
(Triftuoromethyl)-phenoxy}-phenyl-, 3-{2-(Triflucromathyl)-phencoy}-phanyt-, 2,2-
Diphanylethyl-, 4-Phenyt-6-(iriffuoromsthyl)-thiophene-3-yi-, Mettyl-4-Phany}-5-
(Trifluoromethyl)-thiophane-2-carboxylate-3-yi-, Methyl-1,2,5-timethylpyrrole-3-



Carboxylate-4-yi-, 4-Fluoro-naphth-1-yi-, 3,5-Difiuorophenyl-, 3-Fluoro-4-methoxy-
phenyt-, 4-Chioro-2,5-difluorophenyt-, 2-Chioro-4,5-diflucro-phenyl-, 5-Fluoro-3-
methylbenzo[b}-thiophene-2-yi-, Methyl-3-phenyipropionate-4-yi, Dihydrocinnamic
Ack-4-y}, Mathy}-2,5-dimethyl-3-furoate-4-yi-, Methyl-2-furoate-6-yi-, Methyl-2-
methyl-3-furoate-5-yi-, Methyl-1-methy)-1H-pyrrole-2-Carboxylate-5-yi-, 2-(5-Chloro-
1,2 4-Thiadiazol-3-yl)-thiophene-6-yi-, 1,3,5-Trimethyl-1H-pyrazole-4-yi-, 3-Chioro-5-
fluoro-2-methyiphenyl-, Pentafluoroethoxytetrafiuorosthyl-, 5-(5-lemazyl)-thiophene-
2-yi-, 5-{6-lsoxazoi-yi)-2-furyl-, 5-Methyl-2,1,3-benzothladiazoie-4-yi-, Biphermyl-2-yi-,
2,3-Dihydro-1,4-benzodioxine-8-yl-, 4-Methyl-Naphth-1-yi-; 5-Methyi-2-
(Trifuormethyl)-3-Furyt-, 2,3-Dihydroberzo{buran-5-yi-, 1-Benzothiophena-3-yi-,
4-Methyt-3,4-dhydro-2H-1,4-Benzoxazing-7-yi-, 6-Methyl-1-phenyl-1 H-pyrazole-4-yi-,
6-Morpholino-3-Pyridinyl-, 4-(1H-Pyrazol-1-yl)-phenyl-, 8-Phenoxy-3-Pyridyt-, 3.4-
Dihydro-2H-1,6-benzodioxepine-7-yi-, 5-{1,3-Oxazol-5-yl)-2-thienyl-, 4-(1,3-Oxazok-5-
v)}phenyt-, 6-Methyl-4-lscxazolyl, 2,1,3-Berzothiadiazole-5-y1-, 3-Thienyl-, 2-Methyl-
benzyl-, 3-Chioro-benzyl-, 5-Acstamido-naphth-1-yi-, 3-Methyl-8-Quinolinyt-, 4-
Chioro-2-nitrophenyt-, 8-Quinolinyl-, 1,3-Benzothiazole-6-yl-, 2-Morpholina-3-Pyridyk,
2,6-Dimathyi-3-thienyl-, 5-{5-(Chloromethyl)-1,2,4-cxadiazol-3-yi}-2-thianyl-, Ethyl-3-
[6-y-2-thienyl-11,2,4-comdlazole-6-carboxylate-, 3-{5-Methyl-1,3,4-axadiazo}-2-yi)-
phenyt-, 4-lsopropaxypheny}-, 2,4-Dibromophenyl-, 3-Cyano-4-fluorophenyt-, 2,5-Bls-
(Trifluoromethyl)-phenyl, 2-Bromo-4-fiuorophenyl-, 4-Bromo-3-flucrophenyl-, 4-
(Difiuoromethaxy)-phenyl-, 3-{Diflucromethoxy)-phenyt, 5-Chioro-2-fluoro-phenyl-,
8-Chioro-2-flucrophertyl-, 2-Fluoro-4-methyiphenyi-, 4 Nitro-3-{trifluoromethyf)-
(tfiuoromethyl)-phenyl-, 4-Bromo-2-(trifiuoromethyl)-phenyi-, 3-Bromo-5-
{tifluoromethyl)-phenyl-, 2-Bromo-4-{triflucrometiyl)-phenyt-, 2-Bromo-5-
(b¥fiuoromethyl)-phenyl-, 2,4-Dichioro-5-fluorophenyl-, 4,5-Dichioro-2-fluorophertyl-,
3,4,6-Trifluorophenyt-, 4-Chioro-2-flucrophenyl-, 2-Bromo-4,6-Difiuoropheryt-, 2-
Ethylpheny}-, 4-Bromo-2-chlorophenyl-, 4-Bromo-2,8-dichiorophenyl-, 2-Bromo-4,6-
dichioro-phenyl-, 4-Bromo-2,6-dimethyiphenyl-, 3,5-Dimethyiphenyl-, 4-Bromo-3-
methyiphenyt-, 2-Methaxy-4-nftrophenyt-, 2,2-Dimethyl-8-Chvomany}-, Ethyl-3,5-
dimethyl-1H-pyrrole-2-carboxylate-4-yi-, Imidazo[1,2-A]pyridine-3-y+, 3-(1,3-Oxazol-
S-yl)}-phenyl-, Ethyl-54-yi)-phenyl}-2-methyl-3-furoate, Methyl-3-(yi)-4-
methaxybenzoate, 1-Pynrolidinyiphenylsulfory-, Methyl-6-yi-4-methyl-2-thiophene-
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carboxylate, Methyl-3-yi-4-(lsapropylsuiforryl)-2-thiophene, 2-Pyridyl-, 3-Fluoro-4-
nirophenyl, 7-Chiorochromone-3-yi-, 4'-Bromobiphenyl-4-yi-,
4'-Acetyl-biphenyl-4-yi-, 4'-Bromo-2'-flucro-biphenyl-4-yi-, 2-Chioro-4-{3-propyl-
Urekio)-phenyt-, 3-(-Bromoacetyl)-phenyl-, 2-Bromo-3-{triflucromethyl)-pheny}-, 1-
Methyl-5-satinyl-, 4-lsopropyl-benzolc-acid-3-yi-, 2-Chioro-3-thiophenecarboxylio-
acid-5-yi-, 3-Pyridyt-, Cyclohexyimethyl-, 2-Methoxy-6-(N-phthalimidinyl)-phenyl-, 1-
Berzothlophens-2-yi-, Morpholinophenylsulfonyl-, 3-(2-Mathyl-4-pyrimkiinyl)-phenyi-,
and 2-Cyano-5-mefhyiphenyl-, and R™-R'™ have the meaning given above,
optionally in form of one of their sterecisomers, preferably enantiomers or
diasterecmers, their racemates or in form of a mbxure of at least two of Is
stereolsomere, prefarably enantiomers or diastsreomers, in any mixing ratio, or
correspornding saits thereof, or commesponding solvates.

Furthermore, the use of compounda of general formula (ia) ls preferred, wherein R'™
represents hydrogen, an unbranched or branched, saturated or unsaturated,

optionally at least mono-subsiiiuted Cys-aliphatic radical, a saturated or nmsaturated, |

optionally at least mono-substituted, optionally at least one heteroatom as ring
member containing Cs-¢-cycloaliphatic radical, which may be bonded via an oplionally
at least mono-subsiituted C1.s-alkylene group and/or may be condensad with an
optionally at least mono-subsiituted mono- or polycyciic ring-systam, or an optionally
at least mono-substituted, - or 8-membered aryl- or heteroaryl radical, which may be
bonded via an optionally at least mono-substituted C1e-alkylene group and/or may be
condansed with an optionally at least mono-substituted mono- or polycycic ring-
aystam,

proferably H, a linear or branched Cr-alkyl radical, a cyciohexyl radical or a phenyl
radical,

more preferably H, -CHs, -CoHs or phamyl,

end R"™-R"™, R™.R'™ and W* have the maeaning given above, optionally In form of

one of thelr sterectsomers, preferably enantiomers or diasteraomers, thelr racemates
of in form of a mbdire of at least two of its sterecleomers, preferably enantiomers or
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diastereomers, in any mhdng ratio, or corresponding eaits thereof, or correaporxiing
solvaloe.

Moreover, the use of compounds of general formula (la) Is preferred, wherein R**
represents hydrogen, an unbranched or branched, saturated or unsaturated,
optionally at least mono-eubstiiuted Cy g-afiphatic radical, a saturated or unsaturated,
optionally at least mono-substituted, optionally at least one heteroatom as ring
member containing Cy s-cycioaliphatic radical, which may be bondad via an optionally
at least mono-subetituted C..g-alkylene group and/or may be condensed with an -
optionally at least mono-substituted mono- or polycyciic ring-eystem, or an optionally
at least mono-substituted, 5- or 8-membered aryl- or heteroaryl radical, which may be
bonded via an optionally at laast mono-substiiuted C..s-afkylans group and/or may be
condensed with an optionally et least mono-substituted mono- or polycyciic ring-
system, °

preferably H, a linear or branched Cy~¢-alikyl radical, a cyciohexyl radical or a phenyl
radical, more prefarably H, -CHa, -CzHg or phenyl,

and R“.R'™, R=.R'™ and W* have the meaning given abave, optionally In form of

one of their siereciaomers, prefarably enantiomers or diastereomners, their racemates
or In form of a mbdure of at least two of its sterecisomers, preferably enantiomers or
diastereomars, in any mixing ratio, or corresponding ealte thereof, or cormesponding

soivates.

Prefersnce Is aleo given fo the use of compounds of general formula (la), whereln
R™ represents an unbranched or branched, saturated or unsaturated, optionally at
least mono-subsiituted C.e-aliphatic radical, a saturated or unsaturated, optionally at
least mono-substihuted, optionally at least one hetercatnm as ring member containing
Cae-cycloaliphatic radical, which may be bondad via an optionally at least mono-
substituted Cyy-alkylene group and/or may be condenssd with an optionally at least
mono-substituted mono- or polycyclic ring-system, or an optionally at ieast mono-
substttuted, 5- or 8- membered aryl- or hetercaryl radical, which may be bonded via
an optionally at least mono-auhetided Cq.g-alkylene group and/or may be condensed
with an optionally at least mono-subsiiiuted mano- or polycyclic ring-eystem,
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preferably represents H, a linear or branched Cr--alkyl radical, a cycichexyl radical
or a phenyl radical,

more preferably H, -CHy, -C;Hs or phemyt,

and R™“.R""", R™.R'™ anq W* have the meaning given above, optionally In form of
one of thek stereolsomers, preferably enantiomen or diastereomers, their racematss
--.or In form of a mbdure of at lsast two of iis sterecisomers, preferably enariomars or
dlastereomers, In ary mbdng ratio, or correapanding salts thereot, or corresponding
oolvates.

Alzo prefered Is the use of compounds of ganeral formula (la), whereln R™ and RMe
muﬁlwmmugmpMdhwmm.m
unbranched or branched, saturatad or unsaturated, optionally et least mono-
substituted C:.s-aliphatic radical, a saturated or unsaturated, optionally st least mono-
w.wﬂonﬂydhaumhmmmummbummcgf
cycloaliphatic radical, which may be bonded via an optionally at least mono-
substiiuted C..¢-alkylens group and/or may be condensed with an optionally at jeast
mono-substitiied mono- or polycycilc ring-systam, or an optionally at least mono-
aubstituted, 5- or 6-membered aryl- or heteroaryl radical, which may be bonded via
an optionally at least mono-substituted C,.s-alkylens group and/or may be condensed
with an optionally at least mono-gubstitutad mono- or polycyclic ring-system,

preferably are sach independently selected from the group conslating of H, & linear or
branched C1~-alkyl radical, a cyciohexyl radical and a phenyl radical,

more preferably are each independently selected from the group consisting of H, -
CHy, -CzHy and phenyl,

and R'AR™, R™.R'% gnd W* have the meaning given above, optionally In form of

one of thelr sterecisomers, preferably enantiomers or diastareomers, their racemates
orinfoornofa mixture of at least two of its stereoisomers, preferably enantiomers or

n
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diastereomers, In any mixing retio, or correapanding salts thereof, or correaponding
solvates.,

Furthermore, the use of compounds of gensral formula (Ia) Is preferad, wherein R™
and R'* together with the brkiging nitrogen atom form a saturated, unsaturated or
aromatic, 5- or 8-membered heterocycic ring, which may be at least mono-
substiuted and/or contain et least one further hetercatom as a ring member,

preferably form an unsubstituted piperidin or morpholine group, -

and R™.R'™, R"™.R'™ and W* have the meaning given above, optionally in form of

one of thelr aterecisomers, preferably enantiomers or diastereomers, thelr racemates
or In form of a mbdure of at least two of Ita sterecisomers, preferably snantiomers or
diastereomers, in any mbdng retio, or comeaponding saits thersof, or corresponding

solvaies. '

Aleo preferred are compounds of general formula (Ia), wherein R'™ represants
hydrogen, an unbranched or branched, saturated or unasturaied, optionally at least
mono-substituted C:s-allphatic radical, a saturated or unsaturated, optionally at least
mww.ommﬂhdmmmnummmcw
cycioaliphatic radical or an optionally at least mono-subsitiuted, 5~ or 8- membared
aryl- or heteroaryt radical, which may be bonded via an optionally at least mono-
subsiftuted C,.g-alkyiene group and/or may be condensed with an optionally at least
mono-subsiiiuted mono- or polycyclic ring-systam,

mwmn.anuumm&mmawwmu
or a pheny! radical,

more preferably represents H, ~CHs, -C2Hs or phanyl,

and R™.R', R"™ - R" and W" have the meaning givan abave, optionally In form of
one of their atsracisomers, preferably enantiomers or diastereomers, thelr racemates
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or In form of a mixture of at least two of i stersolsomers, prefarably enantiomers or \O
diastereomers, in any mixing ratio, or correaponding ealts thereof, or corresponding
solvates.

Also preferred Is the use of compounds of general formula (la), wherein R'™
represents an unbranched or branched, saturated or unsaturated, optionally at least
mono-substituted C.¢ aliphatic radical,

preferably an unbranched or branched, sahurated, unsubstituted C1.; alkyl radical,
more preferably a methyl radical,

and R'“R'™, R", R'™ and W* have the meaning given above, optionally In form of
one of their stersoisomers, preferably enantiomers or diastereomers, their mcemates
or in form of & mixhure of at lsast two of s sterecisomers, preferably enantiomers or
diastereomers, in any mbdng ratio, or cormesponding ealts thereof, or corresponding
solvates.

Aleo preferred Is the use of compounds of general formula (la), whereln R™™
represenis an unbranched or branched, saturated or unsaturated, optionally at least
mono-substituted Cq.4 allphatic radical,

preferably an mwmm.m.muc,;dqlmm.
more preferably a methyl radical,

and R'*R'™, R'* and W* have tha meaning given above, optionally In form of one of
their sterecisomers, preferably enantiomers or diastereomers, their racemates or In
form of a mixture of at ieast two of is stereciscmers, preferably enantiomers or
diastersomers, In any mbdng ratio, or corresponding salts thereof, or commesponding
solvates.

Ahoprufunda.mmpourmafgonmlihnnuh(h).man‘-Ma
MMHL“HEOMHHWWGOHM

103



WO 2008014589 PCT/EFI0040008507

radical, more preferably a phenyl radical, which Is optionally at least mono-
substiiuted by a methyl group and R'-R™ and W* have the meaning given above,
optionally In form of one of their sterecisomers, preferably enantiomers or
diaatsreomers, their racemates or in form of a mixture of at least two of lta
sterecisomers, preferably enantiomers or diastereomers, In any mixing ratio, or
cormesponding salts thereod, or corresponding solvates.

Particularly preferred Is the use of one or more berzoxazinone-derived sulfonamide
compound of general formula (la) selected from the (st A given above.

More particularly preferred Is the use of one or more berzmmzinone-derived
suifonamide compound of general formula (la) selectsd from the group consisting of

1-{1-(Naphthyi-1-sulfonyl)-piperidine-4-yi}-1,4-diydro-berzojd][1,3]oxazin-2-0ne,

1-{1-Phenylsulfonyl-piperidine-4-y(}-1,4-dilnyiro-benzo{d][1,9}-cxazin-2-one,

1-{1<(5-Chiloro-3-methyl-benzojbthiopheryl-2-sulforyl)-piperidine-4-yi}-1,4-dihydro-

benzo[d)[1,Ijoxazin-2-one,

&-Methyl-1-{1-naphthyl-1-sulfonyl)-piperidine-4-yi}-1,4-dhydro-berzo]d]1, 3joxazin-2-

1{1-(Quinoline-8-sulfonyl)-plperkiin-4-yl}-1,4-dihydro-benzofd][1, 3joxaxin-2-one,

8-Methyt-1-{1-(quinoline-8-sulfonyf)-piperidin-4-yi]-1,4-dihydro-benzo[d] 1, 3]cxazin-2-

1-{1-(6-Dimethylamino-naphtiwyi-1-sutforyl)-piperidine-4-yi]-8-methyl-1,4-
dihydrobenzo{d1,3jcmzin-2-one,
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1-{1-(5-Dimethylamino-naphthyl-1-sulionyl)-plperidine-4-yll-1,4-dihydro- \\’U |
benzo{d][1,3joxazin-2-one,

1-{1-(2.3-Dichloro-phenyisulforsyl)-piperidine-4-yi}-1,4-dlhydro-benzo[d] 1, 3]osezin-2-
one,

1-{1{2,3-Dichioro-phenylsuiforyi)-piperidin-4-yl-8-methy}-1,4-dihydro-
benzojdj[1.3jmmazin-2-one, and

commeaponding salts thereof, or cormesponding solvates thereof.
The compounds of general foniula (Ia), thelr sterecisomers, cormesponding salts and
corresponding solvates may be obtained analogously by the methods described
above for compounds of general formula (1).

In another aspect the present Invention relatss to benzoxazinone-derived
sulfonamide compounda of general formula (lb),

R®* R®
Rﬁ

R®

(Ib)



e el

R™, R®, R®, R® are each Indepandently selecied from the group conalating of \K)
hydrogen, halogen, an unbranched or branched, saturated or unsaturated, optionally
at least mono-substiiuted aliphatic radical, a saturated or unsaturated, aptionally at
laast mono-substituted, optionally at least one heteroatom as ring member containing
cyclaliphatic radical, which may be honded via an optionally at least mono-
substituted alkylene group and/or may be condensed with an optionally at least
mono-substiuted mono- or polycyciic ring-system, an optionally at least mono-
substiuted aryl- or heteroaryl radical, which may be bonded via an optionally at least
mono-substituted alkylene group end/or may be condensed with an optionally at least
mono-eubstituted mono- or polycyciic ringsystam, a nitro group, a cyana growp, -
OR'™. _oq_o,nﬁh' -(0-0)-0R"". -SR'® _SOR'™, .SO,R'®, NH-SO;R'®, -
SO:NH;z and a -NR™R"® molety,

R™ represonts hydrogen, an unbranched or branched, saturated or unsaturated,
optionally at leest mono-substiuted aliphatic radicel or a sahurated or unsaturated,
optionally at least mono-substituted, optionally at least one heteroatom as ring
member coniaining cycloaliphatic radical,

R®, R™, R®, R® are each independently sslected from the group conslsting of
hydrogen, an unbranched or branched, saturated or unsaturated, optionally at least
mono-substituted afiphatic radical, a saturated or unsaturated, optionally at least
mono-substiiuted, optionally at least one hetercatom as ring member containing
cycioaliphatic radical, a cyano group and a -COOR'™ molety,

W* represants an unbranched or branched, saturated or unsaturated, optionally at
least mono-eubstifuted aliphatic radical, a saturated or unsaturated, optionally at least
mono-substituted, optionally at least one hetercatom as ring member containing
cycloalphatic radical, which may be bonded via an oplionally at least mono-
substiiuted alkylene group and/or may be condensed with an optionally et least
mono-substituied mono- or polycyciic ring-systam, an optionally at least mono-
substituted aryl- or heteroaryl mdical, which may be bonded via an optionally at least
mono-substituted alkylone group and/or may be condensed with an oplionally at least
mono-subsdituted mono- or polycyciic ring-system, a NR*™R'™-molety or a COR'™-
molety,



R'™ represents Hydrogen, an unbranched or branched, saturated o unssturatad,
optionally at laast mono-subsiituted aliphatic radical, a satwated or unsaturated,
opﬁnmllyuthastnnm-ubuuhnd.opﬂondlyathumhubmabmudm
member containing cycloatiphatic radical, which may be bonded via an optionally at
least mono-substituted alkylene group and/or may be condensed with an optionslly at
baﬂmmubﬂhhdmwmmm.amomwdm
mono-substifuted aryl- or heteroaryl radical, which may ba banded via an optionally
dhdmmwualqhnagmpaMbrmlybomwm“opﬂaﬂy
&t lsast mono-aubetituted mono- or polycyclic ring-system,

R'"® rapresents hydrogen, an unbranched or branched, saturated or unesturated,
opﬂunllyuthutmm-cuhdlﬂhdnhl‘aﬂcmdﬂamorum.
opﬂunlyathaltmom-w.opﬂnmllyaﬂeatomhmmahrnnﬂm
member containing cycioallphatic radical, which may be bonded via an optionally at
least mono-substiirted alkylens group and’or may be condensed with an optionally et
least mono-substituted mono- or polycyclic ring-system, or an optionally at least
mono-substitutad aryl- or hetercaryl radical, which may be bonded via an aptionally
at least mono-substituted akyiene group and/or may be condensed with an optionally
&t lsast mono-aubsiftuted mono- or polycyclic ring-system,

R“m:nmhmndndorbnnmu.mmhdormm.Mal
lsast mono-substituted allphatic radical, a saturated or unsaturated, optionally at least
W,Mﬂhﬂmhﬁmﬁnuﬂqmﬁrmﬂm
qdoalplnﬂcmdhl.whlehmaybobordedvhanopﬂomllynthutmm
whdlhhdaﬂqlenogmunandformnybemndmmdwhanoplbmlyathut
mono-substiited mono- or polycyciic ring-system, or an optionally at least mono-
substiuted aryl- or heteroaryl radical, which may be bonded via an optionally at least
m-eubaﬂmodaltylmegmmmdbrmbemrmnndmmopﬂomlyatbut
mono-subetituted mono- or polyeycilc ring-system,

R“'andR“'aaﬁamiMdmﬂyadmdﬁmﬂnmqmﬂmof
hydrogen, an unbranched or branched, saturated or unsaturated, optionally at least
Mmono-subsiituted aliphatic radicel, a saturated or unaaturated, optionally at least
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mono-substituted, optionally at laast one heteroatom &s ring member contalning
cycioaliphatic radical, which may be bonded via an optionally at least mono-
substiiuted alkylene group and/or may be condansed with an optionally at least
mano-substituted mono- or polycyciic ring-syatam, or an optionally at least mono-
subsiituted aryl- or hetaroaryl radical, which may be bonded via an optionally at least
mono-substituted alkylene group and/or may be condensed with an optionally at laast
mono-aubstiuted mono- or polycyclic ring-systam,

or R'® and R'® together with the bridging nitrogen atom form a eeturated,
unsatursted or aromatic heterocyclic ring, which may be at least mono-subetituted
and/or contain at least one further heteroatom as a ring member,

R'® reprasents hydrogen, an unbranched or branched, saturated or unesturated,
optionally at least mono-subsiituted aliphatic radical, a saturated or unsaturated,
optionally at least mono-substituted, optionally at least one heteroatom as ring
member containing cycloaliphatic radical or an optionally at least mono-substituted
aryl- or heteroaryl readical, which may be bonded via an optionally at least mono-
subeiituted atkylons group and/or may be condensed with an optionally at lsaat
mono-substituted mono- or polycyciic ring-systam,

R'® represents an unbranched or branched, saturated or unsaturated, optionally at
least mono-substituted aliphatic radical,

R™ represants an unbranched or branched, saturated or unsaturated, optionally at
loast mono-substituted allphatic radical,

R' repreeents an opticnally at least mono-subsituted aryl redical,
optionally In form of one of its sierecisomers, preferably enantiomers or
diastereomers, Its racemate or In form of a mixiure of at least two of Ite

stereoisomers, preferably snantiomers or diastereomers, In any mixing ratio, or a
physiologically accepiable salt thereof, or a solvate, respectively.
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If one or more of the residuea R™-R'™ and W* represents an allphatic radicaj, which
haubdﬂubdhymormomuubcﬂmmmﬂaddhedohm.umdm
whﬁhutmmbmﬂyhmmmhmmmdhwm.
halogen, branched or unbranched C..-alkoxy, branched or unbranched
Crsperfivoroaliaxy, branched or unbranched Cyc-perfiuaroaliyl, amino, carboxy,
amdo, cyano, nitro, ~SO;NHp, ~CO-Cs.c-aliy, -S0-Cr-alkyl, -802-Cyalkyl,
“NH-50r-Cys-alkyl , wherein the Cialkyl may In each case be branched or
wﬂ.anmmwlthummwhmdpwormphﬂmm
and an unsubstitited or at least mono-substituted furanyt-, thienyl-, pyrrolyt-,
imidazolyl-, pyrazolyl-, pyridinyt-, pyrimidinyl-, quinoliny?- and lsoquinoliny! radical,
mmmwhmmmmmdhydw.ﬁcl.&.nﬂw.
ethaxy, CFs and an unsubetitutad phernyl radical. if any one of the above mentioned
wWhﬂfbathastmhth.uﬂMmhmprlybo
uhdadfrumtlnmupmmluﬂmafﬁq.mmmm.

It one or more of the residues R™-R'™ rapresents or comprises a cycloaliphatic
radical, which ls subsituted by one or more substituents, unlesa defined otherwise,
each of these substituants may praferably be sslected from the group conststing of
hydroxy, halogen, branched or unbranched Ci.4-alkyl, branched or unbranched Cy.-
alkaxy, branched or unbranched C:.¢-perfiuaroalkoxy, phenaxy, benzoyl, cyclohexyl,
branched or unbranched Cy-perfiucroalkyl, -NR*R® wherein R*, R® are each
Independently salacted from the group consisting of H, & branched or unbranched C;.
" salkyhradical, -CHy-CHy-OH and phanyl, carbaxy, keto, amido, cyano, nitro, -
SOsNH;, -CO-Cralkyl, -CO-OC1+-akyl, -50-C:.ralkyl, -8O+-Cy.c-alkyl, -NH-S02-C;.
a-alkyl, wherein Cy..-alkyl may In each case be branched or unbranched,
unsubstituted or at least mono-subetituted phenyl or naphthyl and unsubstiuted or at
Iudnm-ﬂhﬂhhdftnml—.ﬂienyl-: pymolyl-, Imidazoiyl-, pyrazolyl-, pyridinyt-,
pyrimidinyt-, quinolinyl- and lsoquinoiinyl radical, more preferably be selectad from
the group consisting of hydroxy, F. C, Br, methyi, ethyl, methoxy, ethaxy, keto,
benzoyl, phenaxy, cyclohexyl, -CFs, -CO-CHa, “CO-OCHs, -NRR® wherein R®, R®
ameachmopmderllyuleebdﬁnmﬂnmupmngom.abm«
unbrenchad Cs.-alkyl-radical, -CHy-CHr-OH and phenyl, and an unsubstituted phenyl
redicel. if any one of the above mentioned substitutents Itself Is at least mono-
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eubsiituted, saki substituents may preferably be selected from the group consisting of
F, Cl, methyl and methoxy.

If one or more of the residues R™-R™ and R'™-R'® and W® compriess an alkylsne
group, which Is substitutad by one or more substifuents, uniess defined otherwise,
each of thess subsiituents may prefarably be selected from the group consisting of
hydroxy, halogen, branched or unbranched Cs.4-alkoxy, branched or unbranched C4.
salkyl, branched or unbranched Cy.s-perfiuoroalkoxy, branched or unbranched Ci.+-
perfiuoroalkyl, amino, carboxy, amido,.cyano, nitro, -SO;NH;, -CO-Cyr-alkyl, -S0-C+
«alkyl, -SOr-Ciralkyl, ~NH-80y-Cy-alkyl, wherein C-akyl may be branched or
" unbranched, an unsubstifuled or at least mono-substiuted phenyl or naphthyl radial
and an unsubstituted or at least mono-substituted furanyl-, thienyl-, pyrrolyl-,
imidazolyl-, pyrazolyl-, pyridinyt-, pyrimidinyl-, quinolinyl- and lsoquinolinyl radical,
more preferably be selected from the group consisting of hydroxy, F, Cl, Br, methyl,
methoxy, ethoxy, CF; and unsubstifuted phenyl. f any one of the above mentionad
substiiutents lteeif Is at loast mono-substituted, sald substituente may preferably be
selectad from the group conslsting of F, Cl, methyl and methaxy.

If one or more of the residues R'*-R*™ and R*-R'™® comprises a mono- or polycyclic
ringsystem, which Is substituted by one or more subsiituents, uniees defined
otherwise, sach of these substituents may preferably be sslected from the group
consleting of hydroxy, halogen, branched or unbranched Ci+-alkyl, branched or
unbranched Cy-alkoxy, branched or unbranched Cy.+-perfiuoroalicxy, branched or
unbranched Cyperfluorocarbonyl, branched or unbranched Cy.-perfiucroaliy,
amino, carbaxy, amido, cyano, keto, nitro, ~SO;NH;z, -CO-Cyealkyl, 80-Ci4-akyl, -
SOr-Crraliy, -NH-80x-C14-akyl, wherain Cy-alkyl may be branched or
unbranched, an unsubstitultad or at least mono-substituted phenyl or naphthyl radical
and unsubstituted or at least mono-substituted furanyt-, thianyl-, pyrrolyl-, imidazohyi-,
pyrazolyt-, pyridinyl-, pyrimiiinyl-, quinoliny- and lsoquinolinyl, more prefarably from
the group consisting of hydraxy, F, Cl, Br, methyl, ethyl, methoxy, ethoxy, CF,
~(C=0)-CF, keio, cyano and an unsubstituted phenyt radical. If any one of the above
mentioned substitirtents itself Is at least mono-substitutnd, sald substiuents may
preferably be salectad from the group consiating of F, Cl, methyl and methaxy.
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. [f one or more of the residuss R™-R®, R'™-R'® and R" rapresents or comprises an
aryl radical, which Is substituted by one or more substituents, uniess defined
otherwise, each of thess substituents may preferably be selectad from the group
consisting of hydroxy, halogen, branched or unbranched C.c-alkaxy, branched or
unbranched Cy-alkyl, branched or unbranched C,.-perfiuoroalkoxy, unsubstfiuted or
at lsast mono-substituted phencxy, unsubstitted or at least mono-substituted
barzoyl, cyciohexyl, branched ar unbranched Cy.-perflucroalkyl, NRAR® wherein R*,
R® are each Independently selectad from the group consisting of H, a branched or
unbranched Ciralkyl-radical, -CHs-CHs-OH and phenyl, carboxy, amido, cyano,
~CH(OH)(pheryl), nitro, -SO;NHy, ~CO-C1+-aliyl, -CO-OC1y-alkyl, -SO-Cy-alkyl, -
SOx-C1.relkyl, -NH-SOx-Cy-alkyl, whereln Cqc-alkyl may ba branched or
unbranched, an unsubetituted or at least mono-substituted phenyl or naphthyi radical
Wumwdmmmmw.mmm.
pyrezolyl-, pyridinyl-, pyrimidinyi-, quinoliny}- and lsoquinolinyl radical, more
preferably be sslected from the group consisting of hydraxy, F, Cl, Br, maethyl, athyl,
cyano, nitro, -CH(OH)(phenyl), methoxy, athaxy, unsubstituted or at least mono-
eubstituted benzoyl, unsubstituted or at least mono-substituted phenaxy, cyciohexyl,
CFa, OCF3-CO-CHj, -CO-OCHj, SOx-CHj, -NR*R® wherein R, R® are each
independantly selectad from the group conslsting of H, & branched or unbranched C.
Mhl.wwm.mmummmmu.uw
of the above mentioned subsiitutents tseif Is at least mono-substituted, said
substituents may preferably be selectad from the group conalsting of F, Cl, Br, CF;,
OCF,, methyl and methaxy.

It one or more of the residues R™-R® and R'®-R'™ represents or comprises a
hateroaryl radical, which Is substiirted by ons or more substituents, uniess defined
otherwise, each of these substituents may preferably be selected from the group
consisiing of hydroxy, halogen, branched or imbranched C1.-alkoxy, branched or
unbranched C.-alkyl, branched or unbranched Cy-perfluoroaliaxy, unsubstiuted or
at least mono-substituted phenoxy, unsubsiftuted or et least mono-substituted
berzoyl, cyclohexyl, branched or unbranched Cy.¢-perfiucroalkyl, NR'RE wherein R”,
R® are each independently selected from the group consisting of H, a branched or
unbranched Cy¢-alkyl-radical, -CHz-CHy-OH and phenyl, carbaxy, amido, cyano,
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~CH{OH)(phenyl), nitro, -S0:NHy, -CO-Cs.rlleyl, -CO-OC+.8ilkyl, -80-Cy relkyl, - \\q
802-Cy4-alkyl, -NH-80x-C1.salkyl, whereln Cy-aliyl may be branched or
unbranched, an unsubstituted or at least mono-substituted phenyl or naphthyl radical
and unsubstituted or at laast mono-substituted furanyl-, thienyl-, pyrrolyl-, imidazolyl-,
pyrezolyl-, pyriinyl-, pyrimidinyl-, quinolinyl- and jsoquinoliny! radical, more
preferably be selected from the group consisting of hydraxy, F, Ci, Br, methyl, ethyl,
cyano, nitro, -CH{OH)phenyl), methaxy, ethoxy, unsubstituted or at least mono-
substituied benzoyl, unsubstituted or at lsast mono-subatiuiied phenoxy, cyclohaxyl,
CFy, OCF3,-CO-GHj,, -CO-OCH;, 80y-CHy, -NR'R® wherein R, R® are each . :
Independently selacted from the group conslsting of H, a branched or unbranched Cs.
salkyl-radical, -CHe-CH>-OH and phenyl, and an unsubstituted phanyl radical. If any
of the above mentioned substitutents Ksel Is at least mono-substituted, sald
subsifuents may preferably be selected from the group conaslsting of F, Cl, Br, CFs,
OCFs, methyl and methoxy.

If R*™® and R™® form a heterocyclic ring, which le eubstituted by one or more
subetituents, unjess defined otherwiss, each of thees substituents may preferably be
selected from the group consisting of hydroxy, halogen, branched or unbranched
Cre-alkoxy, branched or unbranched Cyc-alkyl, branched or unbranched Ci¢
perfluoroalkaxy, branched or unbranched C4-perfluoroalkyl, amino, carboxy, amido,
cyano, nitro, -SOaNHy, ~CO-Cr-akyl, -80-Cy.-akyl, -802-Cy4-alkyl,
-NH-80,-Cy+-alkyl, wherein C+.+-alkyl may be branched or unbranched, an
unsubstituted or at least mono-substituted phenyl or naphthyl radical and an
unsubstituled or at least mono-subsiituted furanyl-, thienyl-, pyrrolyl-, Imidazolyl-,
pyrazoiyl-, pyridinyt-, pyrimidinyl-, quinolinyl- and isoquinolinyl redical, more
preferably be selectad from the group consisting of hydroxy, F, Cl, Br, methoxy,
athoxy, methyl, CF; and an unsubstituted phenyl radical. If any of the sbove
mentioned substiutents keelf is at least mono-substituted, said substituents may
preferably be selected from the group consisting of F, Cl, metiyl and methaxy.

i R*® and R form a heterocyciic ring, which contains one or more further
heteroatome es ring members, uniess defined otherwise, each of these heteroatoms
may preferably be eslectad from the group consisting of N, O and S, more praferably
from the group consiating of N and O.
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If one or more of the residuss R'™®-R'® and W represents or comprises a
cycicaliphatic adical, which contains one or more heteroatoms as ring members,
uniess defined otherwise, each of thess hetercatome may preferably be selected
mmmm'om.o.smnmmblymhm
consistingof N, O and 8.

If one or more of the resldues R®-R®, R'®.R™ and W® represents or comprises an
hetercary] radical, which containe one or more heteroatoms as ring members, unless
defined otherwisa, each of these heteroatoms may preferably be selected from the
group consisting of N, O, 8 and P, more preferably from the group consisting of N, O
and 8.

If W® rapresants or comprises a cycloalphatic radical, a heteroaryl radical, an aryl
radical and/or @ mono- or polycyciic ring system, which s subetituted by one or more
substituents, unless dsfined otherwise, each of these subelituents meay preferably be
selecied from the group conalsting of ydroxy, nitro, carbaxy, cyano, keto, halogen,
Cr.av-alkyl, partially flucrinated C.4 akyl, partally chiorinated C. alky!, partially
brominated Cy4 akyl, Crs-alkoxy, partially fluorinated C..4 alkoxy, partially
chiorinated C14 alkoxy, partially brominated C4 alkoxy, Cre-alkenyl, SOx-Cys-alkyl, -
(°=0)-01-rﬂw|- ~(C=0)-0-Cqs-alkyl, -(G"-'O)-Ol. -8-Crsalkyl, (C=0)-H, -NH-
(C=0)-NH-C.s-alkyl, {C=0)-Cor-perfiucroalkyl, -NR*R®, wherein R* and R® are
independently salectad from the group consisting of H, C++-akyl and phenyl, NH-
(C=0)-Cruralkyl, -Cssralkylen-{C=0)-C,s-akyl, (1,3-Dihydro-1-axo-2H-solndol-2-y),
N-Phthalimidinyl-, (1,3-Dioxo-2-azaspirof4,4}-non-2-yl, subsiituled or unsubsthuted
Pyrrolidinyt-, -8Ox-pyrrolidinyl, morpholinyl, 8Ox-morpholinyt-, thiadlazoiyi,
oxadiazolyl, oxezolyl, thiazolyl, leoxazolyl, 0-CHy-thiazolyl,-, NH-phenyl, and -Cy-
Alkylen-NH{(C=0)-phenyl, more preferably from the group conaisting of hydroxy,
nitro, carbaxy, cyano, kelo, F, Cl, Br, |, Cyx-alkyl, CHyF, CHF;, CF3, CHyC!, CHaCl,
CCly, CHa8r, CHBry, CBry, OCF5, OCHFs, OCHZF, O-CHe-CFs3, vinyl, SO-CH, -
(C=0)-CHs, (C=0)-CsHs, (C=0)-0-CHa, {C=0)0-CsCHs, (C=0)-Cl, -8-CHy-, -
(C=0)-H, -NH{C=0O)-NH-CHs, (C=0)-CF3, dimsthylamino, diethylamino, d-n-
propyiamino, dHso-propylamino, dkn-bulylamino, di-tert-butyamino, NH-{C=0)-CH,, -



CHy{C=0}-CHa, ~CHz-{C=0)-CaHs, (1,3-Dihydro-1-com-2H-soindol-2-yl), N-
Phthaimidinyl-, (1,3-Diaxo-2-azaspiro{4,4}-non-2-y1, substituted or unsubstitutad
pheryl, -SOrphertyl, phenaxy, pyridinyl, pyridinyloxy, pyrazolyl, pyrtmidinyl,
pyroiidinyt-, -SOr-pyrroliding, morpholinyl, SOx-morpholiny!-, thiadiazotyl,
oadiezolyl, cxazolyl, thiazolyl, lsoxazolyl, 0-CHy-thiezolyl,-, NH-phenyi, and —CHy-
NH-{C=0)-pheryl

Iif any of the afore mentioned eubstituents lieelf s subsiftutad by one or more
substituents, sald substituents may preferably be selected from the group consisting
of halogen, nitro, cyano, hydraxy, (C=0)-Cy.s-akyl, Ci-alkyl, at least partially
fiuorinated Cq-alkyl, at lsast partially chivrinated Cyc-alkyl, at least partially
brominated Cq.¢-alkyl, -8-C14alkyl, -C(=0)-O-C1y-alkyl, {C=0)-CHxF, -(C=0)-CHy-
Cl, {C=0)-CH»-Br, praferably from the group consisting of F, Cl, Br, CHgF, CHF s,
CFy, CHzCl, CHCly, CCly, CH,Br, CHBra, CBr, nitro, cyano, hydroxy, {(C=0)-CHs,
CHy, CaHg, -8-CHy, -C(=0)-0-CHs, -C(=0)-0-CaHs, (C=0)-CHa-F, {C=0)-CHCI
and -{C=0)-CHy-Br.

Preferred are compounds of general fommia (Ib) given above, wherein R®, R®, R®,
R® are each independently selected from the group coneleting of H, F, Cl, Br, an
Mwmu.umuorumm.mmuum
substituted C4 y-alfiphatic radical, a asturated or unsaturated, optionally at lsast mono-
subatituted, opfionally at loast one hateroatom ae ring member containing Cy.g-
cycloaliphatic radical, which may ba bonded via an optionally at least mono-
substituted C..¢-alkylene group and/or may be condensed with an optionally st least
mn&mmuhdmo-orpnlywdcdmm.anmﬂyathutmm-
subsiitubed, 5- or 8-membered aryl- or hateroaryl radical, which may be bonded via
an optionally at least mono-subsiituted Cy.s-alkylene group and/or may be condensed
with an optionally at least mono-substituted mono- o polycyaiic ringeystem, a nitro
group, a Gyano group, -OR'®, -OC(=0)R'®, -SR™, .SOR'™, -SO,R'®, -NH-
SO;R"™, -80;NH; and a -NR'®R'® molety, preferably selected from the group
consisting of H, F, C], Br, a saturated, branched or unbranched, optionally at least
mono-substituted C,.5-alphatic radical, a eaturated, optionally at least mono-
substituted, opfionally at least one heterastom as ring member containing Ce- or Ce-
¢cycloalphatic radical, which may be bonded via an optionally at least mono-
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substitited C+- or Cz-alkylene group, a nitro group, a Gyano group, -OR'®, -
OC(=O)R'", -SR™ and -NR*®R**® molety, more preferably sslectad from the group
coneisting of H, F, C1, Br, -CHa, <CHzCHs, -CF3, ~CF2CFs, cyclopentyl, cyciohexyl,
nitro, cyano and -OR'™, and R®.R™ and W* have the meaning given above,
optionaily In form of ane of their sterecisomars, preferably enantiomers or
diasteresomere, their racematss or In form of a mbdure of at least two of its
sterecisomers, preferably enantiomers or diastereomers, in any mixing ratio, or
comesponding aalts thereof, or corresponding soivates.

Aleo preferred are compounds of general formula (Ib) given above, wherein R®
represents hydrogen, an unbranched or branched, ssturated or unsaturated,
optionally at least mono-substituted Cie-aliphaiic radical or a sstursted or
unsaturated, optionally et least mono-substiutad, optionally at least one heteroatom
as ring member contalning Cx.s-Cycloaliphatic radical, preferably repressnts H or a
branched or unbranched Ci.y-alkyl radical, more preferably H, -CHs or -CHzCHs,
most preferably a hydrogen atom, and R™-R*, R®-R*® and W* have the meaning
dmam.mwlnhmdmdmdmnﬁanyomm
or diastereomers; their racemates or in form of a mbdure of at [east two of Ite
sterecisomere, preferably enantiomera or diasiereomers, in any mbidng ratio, or
cofresponding salts therecf, or cormesponding solvates.

Also prefarred are compounds of general formua (Ib) given above, wherein R®, R™,
R®, R™ are each independently selected from the group conslsting of hydrogen, an
unbranched or branched, saturated or unsaturated, optionally at least mono-
w&mcmdbal.am«mm.mwdum
eubstituted, optionally at least one heteroatom as ring member containing Cs ¢
cycloalibhatic radical, a cyano group and a -COOR'™ malety, preferably selected
from the group conslating of H, a branched or unbranched Cy.s-alkyl radical, a cyano
group and & COOR™™ group, more preferably from the group conelsting of H, -CH, ~
CHaCHs and a cyano molety, most preferably each of R™, R™®, R® and R™ represent
a hydrogen atom, and R®-R™, R'®.R'™ and W* have the meaning given abave,
aoptionally In form of ona of their sterecisomere, prefarably enantiomers or
diaatereomers, thelr racemates or in form of a mixture of at least two of its
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mmuymnhmordhdnr;om In any mixing ratio, or
corresponding ealts thereof, or corresponding solvates.

Also preferred are compounds of general formula (1b) given above, wherein W*
mmhmunbmﬂndwbm.mmuwmmm.mﬂyatm
mm%ammu.amﬂm.mlyatm
nnm-mbﬂlhmd.opﬂondlyathatmmunuﬂm member contalning Cs.a
wdualbhulhmdlulumldlmybobnndodvhanopﬂomly:tlnltm

abdluhdcumgmpandlurmyboeondﬂmdmmomwathut .

mona-substituted mono- or polyoyclic ring-system, an optionally at least mono-
substituted, 6- or 6-membered aryl- or heteroaryl radical, which may be bonded via
an optionally at least mono-substituted C..o- alkylene group and/or may be
condensed with an optionally at least mono-substiuied mono- or polycyclic ring-
eystemn, a NR'®R™-molety or a COR™-molety,

preferably W® reprasents

& linear or branched C1.a0-alkyl radical, preferably an alkyl radical selected from the
group consisting of methyl, sthyl, n-propyl, lso-propyl, n-butyl, iso-butyl, sec-butyl,
tort-butyl and 1,1-dimethyl-propyl; a Bnaar or branched Cs.oc-alkeny! radical:
preferably a vimyl radical; -CFs; -CHF; -CHa; -CCly; <CHCk:; ~-CHeOl; -CHa-CF; -
CHrCHrCl; -CHx-CHe-CHy-CS; -CHz-8(=0)-CHy; a cyciopropy! radical; a cyclobutyl
radical; a cyclopentyl radical; a cyclohexyl radical; -CHy-cyciopropyl; -CHz-cyclobutyt:
~Chr-cyclopentyt; -CH-cycichaxyl; -N(CHa)s -N(CzHa); “N(n-CHe-CHe-CHa)::
phenyl; benzyl; naphthyl; -CH=CH-phenyl; {CF;{CFz)-O-phenyk; {CHz)-naphyf; -
(CHa{CHy)-naphthyl; anthracenyl; {C=0)-phenyt; thicphenyi; berzzofbjthiophenyl:
furanyl; 2-oxo-2H-chromenyl; diberzofuranyt; 2 3dihydrobenzofuranyl; chromertyl;
2,3-dihydro-benzof1,4]dioadnyl; 3,4-dlhydro-2H-1,6-berzo-dioxepinyl; chromonyl; 1H-
Imidazoiyl; pyridinyl; pyrrolidine-2,5-dionyl; pyrrolyl; 1H-pyrazolyl; 1H-pyrimidine-2,4-
dionyl; quinolinyl; Isoquinolimyl; 1H-Berzoimidezolyl; 1,4-dIhydro-quinaxaiine-2,3-
dionyl; 1,2,34-tetrahydro-isoquinolinyl; 1,4-dihydro-benzob][1,4ldiazepine-2,4-dionyi:
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1,3-diydro-1-ax0-2H-isaindolyl; phthalimidinyl; 2-(1,3-dloxo-1,3-dihydro-lscindok2-
wiyethyf; Imidszol1,2-apyridine; isatinyl; thiszolyl; 1,3-thiszolyt: 1.2 4-thiadiazolyl;
tmiden|2,1-blthiazolyl; 1,3-benzothiszniyi; benzoi1,2,5jthiadiazoiyl: 2-0x0-2,3-
dihydro-banzothiazolyl; 2,1,3-benzothiadiazolyl; imidezof2,1-blthiazolyl; lsoxazolyl:
benzof1,2,6joxadlazplyl; benzo[d]iscxazniyl: benzofurazanyl;

2-000-2,3-dihydro-benzooxazolyl; 3,4-dihydro-2H-banzof1 Jloxazinyi; or 2,1,3-
benzoxadiazolyl;

whereby each of these afors mentioned cyxlic moleties may optionally be substituted
with 1, 2, 3, 4 or 6 substituents independently selactad fiom the group conelsting of
methyl; ethyl; n-propyl; iso-propyl; n-butyl; lso-butyl; sec-butyl; tert-butyl; 1,1-
dimethy-propyl; n-pantyl; vinyi; cyclopropyl; cyclobutyk; cyclopentyl; cyclohexyl:
morpholina; methaxy; ethaxy; n-propoxy; Iso-propaxy; n-propoxy; F; CI; Br: I; -CN; -
OH; -CFs; -CRH; -CHaF; -COly; -CCHy; -CHCl; -CHyF; ~CHz-Cl:-CHy-Br <C=0)-
CHrBr; -OCFy; ~O-CHy-CFy; -O-CHFz; -NO3; -NHz; -N(CHa)s; “N(CzHs)s; -N(n-CHy-
CHerCHp)a: -N(1-CHy-CHr-CHy-CHa)e;-NH-{(C=0)-CHy; -NH-phenyt: <C=0)-CF; -
(C=0)-0H; =0 (ox0); (C=0)H; -8(=0)r-CHa: -S(=O)xrisopropyl; -S(=O)-pheny: -
§(=O)r-pymrolidiny}; -8(=0)-morpholing; {CHaHCHz)}{C=0)-0-CHy; -NH{C=0)-NH-
CHa-CHe-CHy: ~(C=0)-CHj; {C=0)-0-CHy; {C=0)-0-C;Hs; <(CHa)}-NH{C=0)-
phenyl; -GHy-C(H)phenyl)(phenyl); -O-CHy-thiazolyt; 1,3-dioxo-2-azaspirof4.4Jnon-2-
¥ phenyi; phenoxy; isoxazolyl; 1,3-axezolyt; 1,2,4-oxadiazolyk: 1,3,4-cadiazolyl;
Pyridinyl; pyridinyloxy; pyrazolyl; pyrimidinyl and phthalimidingl; and

mmmwmmmmammmwmm
opiionally be subetttuted with 1, 2, 3, 4 or 5 substituents that are independently
salected from the group conelsting of methyt; ethyl; n-propyl; Iso-propyi; F; CE: Br; I;
CN; -CHx-F; ~CHy-Cl; -CHa-Br; -CF; and -8-CHs,

more preferably W* represents

malvlmdlmldadadﬁomﬂnmndlﬂmofnﬂm:uﬂwl;n-pmpytho-
Propyl; n-butyl; sac.butyl; iso-butyl and tert-butyk; vinyl (CHe=CH-); -N(CHy); 1-
naphthyl; berzyl; 2-naphiyi; phenyi; 2-methyl-phenyl; 3-methykphenyl; 4-methyl-
phenyl; 2-athyl-phenyl; 3-sthyl-phenyl; 4-ethyl-phemyt; 2-n-propyi-phenyl; S-n-propyt-
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phenyl: 4-n-propyl-phenyl; 2-{eopropyl-phenyl; 3-lsopropyl-phenyl; 4-isopropyl-phenyi; \7,5
2-4vbutylphenyl; 3-n-bulyl-phenyl; 4-n-butyl-phenyl; 2-so-butyl-phanyt; 3-so-butyl-

phenyl; 4-iso-butyl-phenyl; 2-tart-bulyl-phenyl; 3-tert-butyl-phenyl; 4-tert-butyl-pheny;
1,1-dimethylpropylphenyl; 2-cyolopentyl-phenyl; 3-cyclopentyl-phenyl; 4-cyclopentyl-

phenyl 2-cyclohexyl-phenyi; 3-cyclohexyl-phenyl; 4-cyclohexyl-phenyl; 2-methoxy-

phenyt; 3-meathaxy-phenyl; 4-methoxy-phenyi; 2-ethoxy-phenyl; 3-athaxy-phenyl; 4-

ethoxy-phenyl; 2-n-propaxy-phenyl; 3-n-propaxy-phenyl; 4-n-propoxy-phenyl; 2-iso-

propaxy-phenyl; 3-iso-propaxy-phenyl; 4-isopropoxy-phenyl;2-fluoro-phenyl; 3-fluoro-

phenyk; 4-fluoro-phenyl; 2-chioro-phenyl; 3-chioro-phenyl; 4-chioro-pheny; 2-bromo-

pllmvl. 2-acelyl-phenyl; 3-acetyl-phenyl; 4-acetyl-phenyl; 2{C=0)-O-CHy-pheny; 3-
(C=0)-0-CHy-phenyl; 4{C=0)-0-CHs-phenyt; 2{CHaHCHa)-{C=0)-O-CHy; 3(CHz)-
(CHaHC=0)-0-CHs; 4-(CHg){CHa)H{C=0)-0-CHly; 2-cyano-phenyl; 3-cyano-phenyl;
4-cyano-phenyl; 2-nitro-phenyl; 3-nitro-phenyl; 4-nitro-phenyl; 4-{(4-bromophencaxy)-
pheny, 2-methylsufonyl-phenyl; 3-methyisulfonyl-phenyl; 4-methyisulfonyl-phenyt; 2-
phenyl-pheny! (biphenyl-2-yi); 3-phenyl-pheny! (biphenyl-3-yi); 4-phenyl-phenyl
(biphenyl-4-yl); 2-phencxy-phenyl; 3-phenaxy-phenyl; 4-phencxy-phenyl; 2,4-
dimethyl-phenyi; 3.4-dimethyl-phenyl; 2,4,6-trimethyl-phenyi; 2,3,5,6-tetramethyl-

" pheny; pentamethyl-phenyl; 2,5-dimethoxy-phenyl; 3,4-dimethoxy-phenyl; 2,3-

dichioro-phenyt; 2,4-dichioro-phenyl; 2,5-dichioro-phenyt; 3,4-dichioro-phenyl; 3,6-
dichioro-phenyl; 2,8-dichioro-phenyi; 2,4-dificoro-phenyi; 3,4-difluoro-phenyt; 2,5-
difiuoro-phenyl; 2,8-difluoro-phenyt; 3-chioro-2-fluoro-phenyl; 3-chioro-4-flucro-
phenyl; &~chioro-2-fluoro-pheny; 2,3,4-trichlora-phenyl; 2,4,8-trichioro-phenyl; 2,4,6-
trichioro-phenyl; 2.4,5-trifluoro-phenyt 2,3,4-friflucro-phenyl-; 2-chloro-4,5-diflucro-
pheny!; 2-bromo-~4-fluoro-phenyl; 2-bromo-4,8-diftuaro-phenyl; 4~chioro-2,5-difiuoro-
pheny}; 6-chloro-2,4~difluoro-phenyk; 4-bromo-2,5-difiuoro-phenyl: 5-bromo-2,4-
difiuaro-phenyl; pentafiucro-phenyi: 2,4-dinltro-phenyl; 4-chioro-3-nitro-phemyt: 2-
methyl-5-nitro-phenyl; 5-bromo-2-methoxy-phenyl; 3-chioro-2-methyl-phenyt; 4-
bromo-3-msthyl-phenyl; 4-chioro-2,5-dimetiyl-phenyl; 4-fluoro-3-methny-phenyl; 5~
fluoro-2-methyl-phenyl; 2-nitro-4-trifiuoromethyi-phemnyl; 2-methoxy-4-methyl-phenyl;
3,6-dichloro-2-hydroxy-phenyl; 3,5-dichioro-4-hydroxy-phenyl: 5-chioro-2,4-difluoro-
phemyt; 3-chioro-4-(NH){C=0)-CHy-phenyl; 2-chioro--methyi-phenyi; 2-chioro-6-
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Mmm-xamunmbymmhmmw
Is bonded to the —SO; group of formuia (Ib),

and R™-R™ have the meaning given above, optionally In form of one of thelr
etereoleomers, preferably enantiomers or diastersomers, thelr racemates or In form
of & mixture of at lsaet two of iis stereolsomers, preferably enantiomers or
diastareomnars, In any mixing ratio, or correaponding salts thereof, or corresponding
solvates.
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Also preferred are compounds of general formula (1b) given above, whersin R™

mmnmmwcm.-mumm.
optionally at least mono-substituted, opﬂwnllyathdomhohmalnmuﬂm
mnhrmhmwﬂpluﬂcmdhl.wliwmbebondadvhanom
athndmmublﬂuhd&ﬂllwhmmpamlormbemwlmm

at least mono-substituted, 5- or 8-membered aryl- or heteroary! radical, which may be
bmmmmulﬂmmmmﬂhhnampuubrmbo
condensed with an opiionally at least mono-substituted mona- or polycyciic ring-
lwbm.prdHnbth.alnurorbrandladG-rnlvlmdluL & cyciohexyl radical or a
pheny! radical, mare preferably H, -CH, -C;Hg or phenyl, and R®-R®, R'®_Ri® and
w'mnﬂnmmdmm.opunmlyhhmurmofmurmm
mm«um.MMthomofamﬂdﬂ
least two of its stereoisomers, prdanhlymmﬂornunordhmﬂuu,hw
mbdng ratio, or comesponding salts thereof, or corresponding soivates.

Also preferred are compounds of general formula (1b) given above, wherein R
mm.mmm«mm.mwmm.

M.MyH.ahmrwmeﬂkﬂManwwmora
phemy! radical, more preferably H, -CHy, -CzHy or phenyl, and RER'® RiZ pith oy
w*munmmgmm.mnyhfmmofmormmm
prafdublymhmmﬂdm.ﬂnbmﬂhfonndammaat
ieast iwo of Its stercolsomers, prafuablyenmﬁomordhlhmunmhw
mm,wmmw,ormmm
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Also prefarred are compounds of ganeral formula (Ib) given above, wherein R™
represants an unbranched or branched, saturatsd or uneaturated, optionally at least
mono-substiiuted Cs.e-aliphatic radical, a saturated or unsaturated, optionally at least
mono-substituted, optionally at least one heteroatom as ring member containing Ca.s-
cycioaiiphatic dical, which may be bonded via an optionally et laast mono-
substiuted Cyg-alkylene group and/or may be condansed with an optionally at least
mono-substituted mono- or polycyciic ring-aystem, or an optionally at least mono-
substituted, 5- or 8- membered aryl- or heteroaryl radical, which may be bonded via
an optionally at lsast mono-subsiftuted C4s-alkylane group and/or may be condansed
with an optionally at least mono-substihiiad mono- or polycyciic ring-eystem,
preferably represents H, a inear or bmnched Ci-calkyl radical, a cyclohexy! radical
or a phenyl redical, more preferably H, -CHy, -CaHs or phertyl, and R®-R"b, R1®.R1®
and W* have the meaning given above, optionally In form of one of their
stereclsomere, preferably enantiomers or diastereomers, thelr racamates or In form
of a mbdure of et least two of %o stereolsomers, preferably enantiomers or
diasteraomers, in any mixng ratio, or coresponding salts thereof, or comesponding
soivates.

Also prefemed are compourxis of general formula (Ib) given above, wherein R*® and
R are each independently selectad from the group consisting of hydrogen, an
unbranched or branched, saturated or uneahurated, optionally at teast mono-
substituted C,.g-aliphatic radical, a saturated or unsaturated, optionally at least mono-
substituted, cptionally at least one heleroatomn as ring member contalning Cy.g-
cycioaliphatic radical, which may be bonded via an optionelly at least mono-
substituted Cys-alkylens group and/or may be condensed with an optionally at least
mono-subetituted mono- or polycyciic ring-system, or an optionally at least mono-
substiuted, 5- or 8-membered aryl- or hetercaryl radical, which may be bonded via
an optionally at lsast mono-substiiuted Cy.g-alkylene group and/or may be condensed
with an oplionally at least mono-substituted mono- or polycyciic ring-system,
preferably are each independently selectad from the group consisting of H, a inear or
branched Cy-¢alkyl radical, cyciohexyl and a pheny! radical, more preferably are
each independently selected from the group conslsiing of H, ~-CHy, -CzHs and phenyl,
and R®-R'®, R'*_.R'® and W" have the meaning given above, optionally In form af
one of their atereolsomers, preferably enantiomere or diastereomers, thelr mcamates
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or In form of a mixture of at laast two of ite sterecieomers, preferably enantiomers or \‘9

diastsreomars, in any mixing ratio, or cormespanding salts therecf, or commesponding
solvates.

Also preferred are compounds of general formula (Ib) given above, wherein R™ and
R'®® together with the bridging nitrogen atom form a saturated, unseturated or
aromatic, 5- or 8-membered heterocyciic ring, which may be at least mono-
substituted and/or contain at least one further heteroatom as a ring member,
pmsferably form an unsubsiftuted piperidin or morpholine group, and R-R™® Ri®.
R™ and W* have the maaning given above, optionally in form of one of their
starecisomers, preferably enantiomers or diastereomars, thelr racemates or In form
of a mixiure of at loast two of its sterecisomers, preferably enantiomers or
diasiereomers, In any mbdng retio, or comesponding salts thereof, or cormesponding
solvates.

Also prefemed are compounds of general formula (Ib) given above, wherein R'®
represents hydrogen, an unbranched or branched, seturated or unsaturated,
optionally at least mono-substituted C..s-aliphatic radical, a saturated or uneaturated,
optionally et laast mono-substituted, optionally &t least one heteroatom as ring
member containing Cs.¢-oycloaliphatic radical or an optionally at least mono-
substituted, 5- or 8- membaered aryl- or heteroaryl radical, which may be bonded via
&n optionafly at least mono-substituted C..¢-alkylens group and/or may be condensed
with an optionally at least mono-substituted mono-~ or polycyclic ring-system,
preferably represents H, a inear or branched C-+alkyl radical, a cyclohexyl radical
or a phenyl radical, more preferably represents H, ~-CHs, ~CalHs or phenyl, and R™-
R“, R™®.R'® and W* have the mesning given above, optionally In form of one of
their stereoisomers, preferably enantiomers or diastereomers, their racemates or In
form of a mixiure of at least two of its stereoisomers, preferably enanfiomers or

diastersomers, In any mixing ratio, or cormeaponding salts thereof, or cormesponding
solvatea.
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Also prefeimed are compounds of ganeral formula (Ib) given above, whereln R'®
represents an unbranched or branched, seturated or unseaturated, optionally at least
mono-subsiifited Cy. aliphatic radical, preferably an unbranched or branched,
eaturated, unsubstiuted C..» aky! radical, more preferably a methyl radical, and R'-
R'™, R™ and R'™ and W* have the meaning given above, optionally In form of one
of thelr sterecisomers, preferably enantiomers or diastersomers, their racemates or
in form of a mbdure of at least two of its stereoisomers, preferably enantiomers or
Mwmn,hanynmm.wmmmﬂm.ormmndlng

Also preferred are compounde of general formuta (Ib) given above, wherein R'™
repressnts an unbranched or branched, saturated or unsaturated, optionally at least
mono-eubstiirtad C44 allphatic radical, preferably an unbranched or branchad,
saturated, unsubstituted C1.y aky! radical, more preferably a methy! radical, and R*™-
R'™®, R'™ and W* have the meaning given above, optionally n form of one of their
stersolsomere, preferably enantiomers or diasterecmers, their racernates or In form
of a mixture of at least two of Iis sterecisomers, preferably enantiomers or
diastersomers, In any mixing ratio, or coimesponding aalts thereof, or comesponding
solvales.

Also preferred are compounds of general formula (Ib) given above, wherein R'®
represents a phenyf radical, which Is optionally at least mono-substituted by a Cy.e
aliphatic radical, more preferably a phenyl radical, which ls optionally at least mono-
substiuted by a methyl group, and R™™.R'™ and W" have the meaning given above,
optionally In form of one of their sterecisomers, preferably enantiomers or
diastersomers, thelr racemsiss or In form of a mbdure of at least two of Its
starsolsomers, preferably enantiomers or diastersomers, In any mbdng ratio, or
comesponding sakts thereof, or corresponding soivates.
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More preferred are compounds of general formula (Ib) given above, wherein

R, R®, R®, R® are sach independently selected from the group consisting of a
hydrogan atom; a fuorine atom; a chiorine atom; a bromine atom; a methyl group
and a methoxy group; '

R™ represents a hydrogen atom;
R®™, R™, R®, R® each represent a hydrogen afom;
W* represants

an alkyl radical selactad from the group consisting of methyi; ethyl; n-propyl; iso-
propyl; n-butyl; sec.butyl; iso-butyl and tart-butyl; vinyl (CHz=CH-); -N{CHa)s; 1-
naphthyl; benzyl; 2-naphtyl; phenyl; 2-methyl-phenyl; 3-methyl-phenyt; 4-methyl-
phenyl; 2-ethyl-phenyl; 3-athyl-phenyl; 4-ethy-phenyl; 2-n-propyl-phenyi; 3-n-propyl-
phenyl; 4-n-propyl-phenyl; 2-sopropyl-phenyl; S-sopropyl-phenyl; 4-eopropyl-pheny;
2-n-butyl-phenyl; 3-n-butyl-phenyl; 4-n-iutyl-phanyl; 2-so-butyl-phenyl; 3-so-butyl-
phenyl; 4-iso-butyl-phenyl; 2-tart-butyl-phenyl; 3-tert-butyl-phemyl; 4-tert-butyl-phenyi;
1.1-dimethylpropy-phenyl; 2-cyciopentyl-phenyl; 3-cyclopentyl-phenyl; 4-cyclopentyl-
phenyl 2-cyciohexyl-phenyl; 3-cyclohexyl-phenyl; 4-cyclohexyl-phenyl; 2-methoxy-
phenyt; 3-mathaxy-phenyl; 4-methaxy-phenyt; 2-sthoxy-phenyl; 3-ethaxy-pheny; 4-
ethaxy-phenyl; 2-n-propoxy-phenyl; 3-n-propoxy-phenyl; 4-n-propaxy-phenyl; 2-is0-
propaxy-phenyl; 3-so-propoxy-phenyl; 4-isopropaxy-phenyl:2-fiuoro-phenyl; 3-fluoro-
phemy; 4-fluoro-phenyl; 2-chioro-phenyi; 3-chioro-phenyl; 4-chloro-phenyl; 2-bromo-
phemyt; 3-bromo-phenyl; 4-bromo-phenyl; 2-trifluoromethyl-phenyl; 3-triflucromethyl-
phenyl; 4-triflucromethyl-phenyl; 2-triflucromethoxy-phenyl; 3-iriflucromethoxy-
phenyt; 4-triflucromethoxy-phenyl; 2-carboxy-phenyl; 3-carboxy-phenyl; 4-carboxy-
phenyl; 2-acetyl-phanyl; 3-acelyl-phenyl; 4-acstyl-phenyt; 2-(C=0)-O-CHy-phenyt; 3-
(C=0)-0-CHy-phenyl; 4{C=0)-0-CHy-phanyl; 2-{CHg)-{CHa){C=0)-0-CHy; 3-{(CHy)-
(CH{C=0)-0-CHy; 4-{CHo){CHa){C=0)-0O-CHy; 2-cyano-phenyt; 3-cyano-phenyl;
4-cyano-phenyk 2-nitro-phenyl; 3-nitro-pheny!; 4-nitro-phenyl; 4-(4-bromophenoxy)-
phenyt; 2-methylsulforyl-phenyl; 3-methytsulionyl-phenyl; 4-methylsulfonyl-phenyl; 2-
phenyl-pheny! (biphenyl-2-yl); 3-phenyl-pheny! (biphenyt-3-yi); 4-phenyl-phenyl
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(biphenyl-4-yl); 2-phenoxy-phenyl; 3-phenoxy-phenyl; 4-phenoxy-phemyl; 2,4

+ dimetityl-phenyl; 3.4-dimethyi-phenyl; 2,4,8-trimethyl-phenyl; 2,3,5,6-tatramethyl-
phenyl; pentamethyl-phenyl; 2,5-dimethaxy-pheryt; 3,4-dimethcxy-phenyt: 2,3
dichioro-phenyl; 2,4-dichloro-phenyt; 2,5-dichioro-phenyl; 3,4-dichioro-phenyt; 3,5-
dichioro-phenyt; 2,8-dichioro-phenyl; 2,4-difluoro-phenyl; 3,4-difluaro-phenyi; 2,5-
difiuoro-phenyl; 2,8-diffuoro-phenyt; 3-chioro-2-flucro-phenyl; 3-chioro-4-fluoro-
phenyl; 5~chioro-2-fluoro-phenyl; 2,3,4-trichloro-phemyl; 2.4,5-trichioro-phanyt; 2,4,6-
trichioro-phenyl; 2,4,5-triflucro-phenyl; 2,3 4-irifluoro-phenyl-; 2-chioro-4,5-difluoro-
phenyi; 2-bromo-4-fluoro-phenyt; 2-bromo-4,6-difiuoro-phenyl: 4-chioro-2,5-difiuoro-
phenyl; 6-chioro-2,4-difiucro-phenyl; 4-bromo-2,5-diflucro-phenyl; 6-bromo-2,4-
difiuoro-phenyl; pentafiuoro-phenyl; 2,4-dinltro-phenyt; 4-chioro-3-nitro-phenyl; 2-
methyl-6-nitro-phenyt; §-bromo-2-methoxy-phenyl; 3-chioro-2-methyl-phemyl; 4-
bromo-8-mathyl-phenyl; 4-chioro-2,6-dimethyl-phenyl; 4-fluoro-3-methyl-phenyl; 5-
flucro-2-methyl-phenyt; 2-nitro-4-trifiucromethyl-phenyl; 2-methoxy-4-methyl-phenyl;
3,5-dichloro-2-hydraxy-phenyl; 3,5-dichioro-4-hydrmxy-phemyl; 6-chioro-2,4-difiuoro-
phenyl; 3-chioro-4-(NH){C=0)-CHy-phemyl; 2-chioro-8-methyl-phenyt; 2-chioro-5-
trifluoromethyl-phenyt; 2-chioro-5-trifluoromethoxy-phanyl; 4-bromo-2-
trifiuoromethoxy-phenyl; 4-bromo-2-trifiuoromethyl-phenyl; 4-bromo-3-iriflucromethyl-
phenyl; 3-carboxy-4-fluoro-phenyl; 3-carboxy-4-chioro-8-fiuoro-phenyl; 4-methoxy-
2,3,6-rimethyl-phenyl-; or one of the following groupe:
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whereby In each case X denotes the position by which the respective substiuent W*
Is bonded to the ~SO; group of formula (ib).

optionally in form of one of Its sterecisomers, preferably enantiomars or
diastereomers, Its racemate or In form of a mixture of at least two of its
staracisomers, preferably enantiomers or diastereomers, In any mbdng ratio, or a
physlologically acceptable eak thereof, or a solvate, respectively.
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Most particularly preferrad are compounds of general formula (Ib) selected from the
following group given In st B:

X
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8-Molhyi-1-{1-(2-naphthalen-1-yi-sthanesulfonyl}-piperidin-4-i}-1,4-dihydro-
| berorofd1, Sjoosein-2-one _ — _
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8-Matid-
1-1-{4-Bromo-benzenesulony)-plperidin-4-{}-6-chioro-1,4-dihydro-benznidX1 Somein-2-

—— T T ——— e —
——

1-{1-phanyimethenesulforyl-piperidin-4-y{)-1,4-diwdro-henzojd] 1, Sjoxaxin-2-one |

mm1-n{+m-mmum+w.1m '

=(sip{s(ass|sp|a|2fsfe s|=|s

1-{1-{4-Chioro-3-niiro-berasneaulionyl)-piperkiin-4-y] 8-methy-1,4-dihydro-

L{:{MMWM A-diyaroberzoldl Jadn e |

MEIEIEIE Ia a 2 ai¢| 2 ja| 2 [sle/s/am/elelale
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bermojdf{ Sjoxmrin20ne = _
6-Fluoro-1-{1-{(4-methyi-naphihsiene-1-suifonyl)-piperidin-4-y{]-1,4-Giydro-
benzod]1, Sjcazin-2-one

S-Methaxy-1-1-{4-methyl-naphihsiene-1-sulfonyl)-piperidin-4-yJ-1,4-dihydro-
berofdlY, fjoxarin-2-one ____

5-Chioro-1-{1-{4-muthyl-nuphthaiene-1-sullony()-piporidin--yi-1 4-diitydro-

Sjomzindone _ —
[1-{nephthelens-1-sulforv)-plperkdin4-yI}-

2-om -
G-Bromo-1{1-(4-methyi-naphthalene-1-sulforyl)-piperidin-4-yi}-1,4-dihytiro-
bereo{d]1 Sjoemin2one ___

- — — o
W{” athyl-2-0xo-4H-benzofd[1,3)coaxzin-1-yi)-piperkiine-1-eulfomyl}-

DOITRND 60 —ee e
banzolo acld

_ — = _ I
I cad athyt-2-0x0-4H-bemeo{d][ 1, 3joazin-1-yi)-plperkiine-1-eulfori}-

aold o dne-1-sforf

2-Chioro-4-uro-8-14-{8-methoxy-2-cxo-4H-benzojd 1, Sjoeazin-1-1)-piperidine-1-sullony(-
barzolo mold

A0 000000 BNN EEEEEEEEBE00E




"0B8000.BBB88E
- \ Sl 0 e~ ®
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1{1-{4-Chicro-naphthalsne-1-aulforryl)-piperidin-4-y1}-6-meliyi-1,4-aif
1,4-dihydro-

1-{1{4-Fuoro-nephthelens-1-sulfortyl)-piperidin-4-yi|-6-methyl-1,4-dydro-

6,7-Difuoro-1-[1{(4-fiuoro-naphthalsne-1-sulforyl)-piperiin4-yi-1,4-dlydro-
benzoldi Slaceain2one

ﬂmmmummrw"mm

berzo{d]i Swamindone

141-(3,5-DimethyHacxaznie-4-sulfanyl)-piperdin-4-yiJ-1,4-dihydro-benznidi, S1onazin-2-

one
1{1_41M4_MM%MHM
berof{d, Sjoxeain-2-ona

8-Methyi-1-{1-(8-mettyl-borzn|1,2.5)hadiazoio-4-aifonyl)-piperidin-4-y1-1 ,4-Giydro-
bercofd1 Sjosacin-2-one _

1-{143,5-DimethyiHsosazio-+suffonyl)-piperkin-yl5-meihyl-1,4-diydro-

berwo]dJf1, Foxeain-2-one
6-Chioro-1-{1-(1,2-dimethyl-1 H-imidezole-4-sulfonyl)-plparkiin-4-yi]-1, 4-dihydro-
baren{d]1, Jjworin-2-ana

8-Chioro-1-{1-(6-methy-benxm{1,2, Sihiadiznie-4-aulfornyl)-piperidin-4-y-1,4-Gihydro-

6-Chioro-1-1-(3,5~dimathyi-scoxmie-4-sullonyl)-plperidn-4-yiI-1,4-difydro-

benzoldJ{ Jjcoazin-2-ona —
1-1<{1,2-Dimethyl-1H-imiduzole-4-sulfonyl)-piperidin-4-yi|-8-methaxy-1,4-dydro-

aMMﬂﬂﬁ,___

{1-{5-methy-benznl1,2, Sfhiadiamis-4-sulionyl)-fiperidin-4-J-1,4-dlhyiro-

benzojd1,Sjomrindone -
141-(3,8-Dimethyl-aceacle-4-sulfonyl}-piperidin-4-y|-8-methoxy-1,4-dihydro-
berezold)[1 , Jjcocmzin-2-one

5-Chioro-1-{1-{1,2-dimethyl-1 H-imida=xie-4-aulfonyl)- piperiin-41]-1 4 Giydro-

AHEHHELEIHHUDBDNEBE88885:888802800
il

beran[dfi Jjwmain2one
6-Chioro-1-{1-(6-methyl-berrzof1,2, 5 }hindlazole-4-sulfonyl)-piperidin4-yij-1,4-diydro-
berwzoidj[1, Fmain-2-one




8-Chioro-1-{1-{3,6-dimethyHsmmanis-4-sulionyl)-piperidin-4-yi}-1,4-dlhydro-

141{1.2-Dimethyl-1H-imidaznie-4-auliomyl)-piperidin-4-yi]-0-melhyi-1.4-diydro-

w:«&mw.mﬂ1m

111-(3,6-Dimethyt-iscosrnie-4-auiformyl)-plperidin-4-y}- 8-methyl-1 4-dihydro-

benzoid]1, Sjcocezin-2-one _— _
1{1-(1,2-Dimethyl-1 F-midazcle-4-aulfonyl)-piperiiin 4-y]-8-8ucro-1,4-diydro-

berzo{d)i Moxazindone __  _
8-Foro-1-11-{B-methy-berzn(1,2, Sihindiazole-4-sulformyl)-plperidin-4-y{}-1,4-diydro-
besonjdiit Sloxazin-2-one

1{1-(3,5-Dimethy-Hswaxzvie-4-sulicnyl)-piperidin-4-y{]-0-wro-1,4-dliydro-
bereol{d}1, Joscazin-2-one

11-(1,2-Dimetiyl-H-midazole4-qulfomyl)-piperidin-4-4{]-6,7-difluoro-1,4-gihydro-
berzzold]4,Sjceazin-2-ofio

o
=

T

8, 7-Difluaro-1-{1-(5-methyFbenxzol1,2, Slthiadiszoie-4-sulfonyl)-piperidin-4-yi}-1,4-dihydro-

1{1{3,5-Dimethyl-soxezoie-4-sulforyl)-piperdin-4-y11-0, 7-Gitksro-1,4-diydro-

JHELEE

. e — — —— e
N-{5-4-{B-Mathyl-2-0s0-4H-benxold][1,S)jmmzin-1-4)-piperidine-1-sulfomyl}-naphthalen-1-yi)-
aostamide

5-Chiaro-1-{1-({5-chiaro-naphthalenc-1-sulfonyl)-piparkin-4-yi-1,4-dirydro-

beroo{dj1, Jjoxarin-2-one__ ____ _
6-Chioro-1-{1-(5-chioro-naphthalens-2-sulfomyl)-plperkiin-4-y-1,4-diTydro-
banan{dJ1 Jjcomzin-2-one

WW'“‘““'"—MMW

gostamkio —_— I _
1{1-(8-Chicro-naphthalong-1 -sutforyl)-plperiiin-4-i]-8-methoxy-1,4-dhydo-

1-{1-(8-Chioro-naphihalens-2-sulfaryl)}-plperidin-4-yi|-&-methoxy-1,4-ciiydro-
bereofdyl Jjearin-d-one ______

N-{5-}4-(8-Mathoxy-2-caco-4H-benzofd[1 Aine-1-sulfonyl}-naphihelen-1-
Me +Sjoxazin-1-i)-piperidine-1

Y & Diwedri — — )
acid methyl ester

3-carhenylio ackd methyl ester _— -— _
8-Mathyl-1-{1-(2-0x0-2,3-dihydro-benzothiseo a-8-aulformyl)-piperidin-4-41}-1,4-diydro-
benzofd][1, Sjomzin-2-one

1-1-{4-Fuoro-3-methyl-bancanasulforyl)-piperidin-4-y(}-8-methyi-1,4-dihydro-

ben=o{d]1, Sjcxazin-2-one N  _
8-Mathyl-1-{1-{2-cx0-2,3-dihydro-berzmoxazcie-S-aulfonyl)-piperidin-4-yi}-1,4-dhydro-

benzo/d1, Sjoxazin-2-one
4-{4-{4-Cyoiohaxyl-berzmnesulfonyl)-piperkiin-4-y1}-8-metity-1,4-dihydro-
 benrold1, joecrin-2-0ne

2 8-Dimethyl-4-14-{2-ox0-4H-beram i1, Sloxazin-1-yi}-piperidine-1-sullomy{| furan-3-
ok eater

L{:(mmmummmﬁ‘ﬁ1wﬁ.m
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o wckd ester — — —_— —
-{5-14-(8-Methyl-2-oco-4H-bermod] 1, Sjcoozin-1-yi)-plparidine-1-sulfonyl-naphthalan-1-4-

1-{1-{2-Chioro-S-riflucromaiiyi-benzenesullonyl)-plporkiin-4-yi|-&-methyl-1,4-Giydro-
beran{d] Sjeazin2one —

3-{4-(5-Chioro-2-com-4H-bera{dJ
carboxylic acid methyl ester

1-{6-{4-{5-Chioro-Z-oom-4H-benaxid][ 1, 3)czin-1-i)-plperidine-1-sulfory-naphihaien- 13- |

probdne 25dlone _____ —
§-Chioro-1-{1-{2-chioro-5-irfiuarometiyi-benzsnesullonyl)-piperidin-4-yi}-1,4-dliydro-

beruzofdjf1, Sjmoezin-2-one —
5-Chioro-1-{1-(3,4-dimethyl-bercsnesutfonyl)-piperidin-4-yi}-1,4-dhydro-
benojd)1. Sjcomrin-2-one

lc acid ouler

1-{5{4-{8-Methyl-2-oxo-4H-benznfd] 1, Sjoxazin-1-y)-piperidine-1-sulfonyl-naphihsien-T-yi]-

pytrolidine-2.5-<lone - —_— — -
1-{1-(2-Chiaro-5-bifuorometinyl-benazsnesulionyl)-piperidin-4-y{}-6-methyl-1,4-dihydro-
banzoldY1, Sjcocrin-2-one

141-(3,4-Dimethyl-bermenssulionyl}-piperidin-4-]-5-meliyi-1,4-Giydro-

beroo{dfi Sjscarin2one = == 0 0o -
8-Chioro-1-{1-{5-pyridin-2-y-hiophene-2-sulfonyl)-piperidin4-yi}-1,4-dihydro-
benzofdi Sjoxaxin2one _ __
3-}4-(6-Chioro-2-oom-4-benzofd]1, Sjcecrin-1-yi)-piperidine-1-sulfomf}-benzonlirle
3-j4-(8-Chioro-2-owo-4H-banzold] 1, Sjaxazin-1-y1)-piparidine-1-sulfomylHhiophane-2-
carbooylic acld methyl eater

anld ogter _ — — - —
1-{5-§4-{8-Chioro-2-cso-4H-benxza{d][1, Sjcmozin-1-yi}-piperidine-1-sulfonyl}-naphthelen-1-y1}-
pordidne25dione______
8-Chioro-1-{1-(2-chioro-5-irifluarometiny-berzenseuifonyl)-piperidin-4-yi}-1,4-dydro-

benzold]1, Sjoxezin-2-one __ — .
6-Chioro-1-{1-(3,4-dimethyi-bsnzenesulfonyl}-piperkiin-4-y]-1,4-dRydro-
| boronfd 1, Jjoxenin2one _

S EIEIEIECHEIEIEIELE

¥ 1




1[1-{4-Mathyl-34-dihydro 2 banzoll, Aiaezine-T-alonyl)-pioeridin 4 i1 4-dydo-

1{1-{2,3-Dihydro-beruni{ ,4idaxine-E-sulionyl)-piperiin-4-yi-1,4-diydro-

11 H-pyraznia-4-suifonyl}-pipeddin-4+-1-1 4-Ghydro-bereofd] 1.3)
z-ﬂ-‘{..&i-ﬁlnd'lyh - S)azin-

11-{3-Methy-2-con-2, 3-diydro-benzooxexsie--sulfonyl) piperiin-4-iI-1 A-Glydio-

8-Mathyi-1-11-(5-methyl-lsoxezole-4-sullnyl)-piperidin-4-yI}-1,4-dihydro-
berzojdfi Sjmcasindone 000000

1-{1-(2,2-Dimathyi-chramen-8-sullonyl)-piperidin4-y( 3-methyi-1,4-cihydro-

8-Mothyl-1-[1-{4-mathyl-3 4-dihydro-2H-berzo] 1 .im-v_-mruman-i-ﬁ-1.4—

11 dro-bonzol1,4]diodne-8-aLlfonyi)-piperkdin-4-]-8-methyl-1,4-dihydro-

Zlalalalalalzlala

S-Metiryl-1-{1-(1,3,5-imethyl-1H-pyrazolo-4-sulfonyl)- piperidin-4-yi}-1,4-Gitytro-
berceofd][ 1, Fjovazin-2-one

e

8-Moliryt-1-{1-(3-methyi-2-0x0-2,3-clhydro-benzoosazoie-6-sullfonyl)-piperidin-4-yi-1 4

&-Mothaxy-1{1-1, wwwm1umu-
B ! Ao W N — F v T

1ﬂwamwn4ﬂ1 A-dihydro-benzo[d][1,Sjcecazin-

1{1mnrmumumommwn+ymm

6-Mothyl-5-4-{2-con-4H-berzold]1 , 3o .qmmmn—1mm—mmm4-

1%%@“1%“'_1%
quincaiine-23-dions _
[1-41-(1H-imidarnie-4-eufonyf}-pineridin 4114 dihydro-bermnldl1 Somsn done
1-{1-{2-Coe-1,2.3.4-tairshydro-quinoline-8-sulfomyl)-piperidin-4-y{}-1,4-dihydro-

7-14-{2-Com-4H-benxo{d]1, Sjcxaxin-1-yl)-piperiine-1-sulfonyl]-1,5-Gihydro-

m&wﬂwhaﬁqmmﬁquﬁm
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4{1-{2,5-Dimethosxy-banzanesuifonyl)-piperidin-4-yi]-8-methaxy-1.4-dilydro-

1-{1-(2,5-Dimethcxy-benzenesulfonyl)-plperitin-4-411-0, 7-dNuoro-1,4-dhydro-

5-Chioro-1-{1-{2,5-dimethexy-bareenesutfonyl)-piperidin-4-4]-1,4-difydro-

1-{1-{5-Dimetylamino-naphthelone-1-sulforyl)-piperdin4-yiJ-8-methoxy-1,4-Gitydro-

8-Chioro-1-{1-(5-dimethytamino-naphthalens-1-sulfomyl)-piperidin-4-y{-1,4-dihydro-

8-Chioro-1-{1-{5-chioro-naphthalene-1-sulfony) iIn4yH 4-di
byt ~sulfornyl)-piperkiin-4-yi-1,4-dihydro-

14{1-{5-Chioro-naphthaiens-1-sulfonyl)-piperidin-4-y{]-6-methyl-1,4-diTydro-

1-{1-{5-Chioro-naphthsiens-1-sulfanyl)-piperidin-4-y{}-8-flucro-1 4-dihydro-
]

W«(&Mr:muwm-ﬁqu’m

1-{1-{5-Chioro-naphthalene-2-aulfonyl) piperkiin-4-i}-6-methyF-1,4-dinydro-

berznjd), Siomzin-2-one -
1{1~(5-Chioro-naphihalens-2-sulformyl)-piperidin-4-y{}-8-fluoro-1,4-dihydro-
borzoldf1 Siooin2one

1-{1-(3-methyt-quinoline-8-sulloryl)-piperid! A-dihydro-berca{d]{1,3)
z....."""’*"’ In-4-511-1 Flcocazin-

O-Hmﬂm -1-{3-metiyk-quinoline-3-sullonyl)-piperiin-4-]-1 4-dydro-beranidl 1, )i

6.7-Diioro-1-[1-(3-meiiyl-quinaiine-8-aulfonyl)-piparndin-4-yi-1,4-dlydro-

berunjd){, Jjcomzin-2-ona I
6-Chioro-1-{1{3-methyl-2-com-2,3-dihydro-berzoaaxole-8-sulfonyl)-piparin-4-y-1,4-
diydro-benzojd]1, Sloxazin-2-one _ _ —
divdobenzold[i Somein2one 0 —

6-Fluoro-1-{1-{3-mathyl-2-cx0-2,3-dihydro-benzocssrole-8-sulformyl)-piperidin-4-4{}-1,4-

dhydro-berzofdf1, Sjoxazin-2-one
6,7-Difluoro-1-{1-(3-methyl-2-ceo-2,3-dihydro-benzoceaznie-0-sulionyl)-piperidn-Hyi- 1,4~

5-Chioro-1-{1-(3-metini-2-ax0-2,3-dihydro-banzocezole-8-sulforyl)-piperidin-4-yi-1,4-

m1«4wmwwm.+

diinro-benzold]1 Slcesin-2-one Y I —
6-Mathyl-1-1-{4-methyl-8,4-dihydro-2H-benzo[1 . 4osaaine-T-sulforyl)-piperidin-4-y}-1
4 n-2-on6 7 . +

M«{WWMT_MHMM
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dld [\ #[(d|d[3)d[F)|F(F(F|J[F|F(I|F{3|d({a|d]|¥(8|

5-Chioro-1-{1-(4-mefhy}-3,4-dihytro-2-barcni {4 Jeezine-7-sulfonyl)-piperidin-4-y-1,4-




Prefarably, the compound 1-{I{7,7-dimethy}-2-cxobloyclo[2.2. 1Jhept-1-
yhmethyljsuffonyl}-4-{(2-cxo-2H-3, 1-berzoxazin-1(4H)-yi-plperidine may be excluded.
More preferably, the compound 1-(7,7-dimethy}-2-axmbicyolo[2.2. 1 Jhept-1-
y)methyljsulforyl}-4-(2-cow0-2H-3, 1-benzoazin-1(4H)-yl-piperidine, salts thereof and
solvates thereof may be excluded.

The compounds of general formula (Ib), their eterecisomers, cormesponding salts and
comesponding solvates may be obiained snalogously by the methods described

above for compounds of general formula (1). For detalls of the process referencels -

made K the description given above for compounds of general formula (1).
Mhmﬂmmﬂﬂnmﬂimﬂnnnhhbapmbrﬂumbn
of benzoazinone-derived eulfonamide compounds of general formuia (Ib) given
above, which comprises reacting at least one piperiding compound of general
formula (lib), wherein R™ fo R® have the meaning given above and/or a estt,
prefarably a hydrochioride salt, thereof,

R* gt

{lib)

with at least one compound of general formula (llib),

s
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wherein W* has the meaning given above, In & sultable reaction medium, optionally
Inﬂnpmofdleutmbmundlorathutomamdlhrym

Inamummmkmmbambrhmmﬂonofa
physiologically accaptable sak of the banzmemzinone-derived sulphonamide
eompoundsofguunlbnnda(lb)glvmmorawlngm
thereof, characterized In that at least one compound of ganeral formuia (1b) having at
hutmbubmuphmdndwhutbutomadd.pnbmblyanlnomicor
organic acld, preferably in the presence of a suitable reaction medium.

lnaiurﬂnrnpoaﬂlaplwmthvuﬂbnmhhlbamu-forhpnpmﬂnnda
physioiogically acceptabis salt of the bercxazinone-derived sulphonamide
mpu:ﬂadmtnmh(lb)glmm«awlmwm
w.mmﬂntathntomwnpourdofmmub)hlmat
hauomaddbwouphmdndwlmgthutombm.pmﬂuyhmopmor
a sultable reaction medhim,

In yet another aspect the present Invention relaies to a pharmacsutical composition
comprising lthutombﬂmaﬂmdmmmmldommoum of general
fnmuh(lb)glmnbovu.opﬂonaﬂylnfonndmadhmm. prefarably
shantiomers or diastereomers, its racemate or In form of a mixture of at least two of
hmmmmymuumordmﬂ.hwmummb.ora
mwummmw.mamm.wmom
or more pharmaceutically acceptable adjuvants.
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given above, optionally In form of one of its sterecisomers, preferably enantiomers or
diastereomers, Its racemate or In form of a mixture of at least two of Ita
sterecisomers, preferably enantiomers or diastereomers, In any mbdng retio, or a
physiologically acceptable salt thereof, or a solvate, respectively, and optionally one

or more pharmaceutically accepiable adjkivants.

The medicament of tha presant invention Is sultable for the prophylexds and/or
mmadmnumnmmmmmmm.

In partioulsr, the medicament of the present invention is sultable for the prophylexs
and/or treatmant of food Intake disorders, preferably for the reguiation of appetits, for
the maintenance, increase or reduction of body weight, for the proplyiexda and/or
treatment of obesity, for the prophyiads and/or treatment of bulkmia, for the
prophylexis and/or trestment of anorexda, for the prophylnds andior freatment of
cachenta, for the prophylaxis and/or treatment type Il disbetes (non-nsulin
dependent diebetes meiBius).

Also In particular, the medicament of the presant inventtion Is suitable for the
mmmmammammmmmm
syndromes; for the prophylaxds and/or treatment of disorders of the central nervous
syetem; for the prophylaxds and/or treatment of anxety; for the prophylexds and/or
huhnmtparkaﬂadn:forﬁnpmphyhbamlbrh‘;aﬁmﬂddepmubn:forh
prophylmds and/or treatment of bipolar disorders; for the prophylaxis and/or treatment
cogniiive disorders, preferably memory disorders; for improvement of cognition (for
cognitive enhancement); for the prophylaxis and/or treatment of senlie dementia; for
mmpquMdmwhmmmmm
neurcdegenerative disorders; preferably selected from the group conslsting of
Morbus Atzheimer, Morbue Pariinson, Morbus Huntington and Muitipie Sclerosis; for
hmplwbdumdbrhuhﬂofadlhnphmhorhhpmpmm
treaiment hyperactivity disorder (ADHD, attention deficit, hyperactivity disorder).
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Ancther aspect of the present invention Is the use of at least one benzoazinone-
duhndudptnmmﬂempouﬂofmmlbmuh(lb)ghn_abnn.ophuﬂyh
form of one of its sterecisomers, preferably enantiomere or diastsreomers, its
racemata or In form of & mixture of at least two of s sterecisomers, preferably
enantiomers or dlastereomners, in any mixing ratio, or a physioiogically accaptable
salt therecd, or a solvate, respeciively, for the manufacture of a madicament for 5-HT,
recaptor-regulation, in particular for the manufaciure of a medicament for the
pmmmmmcrdhoMmanmmmmms-
HTe mceptors.

Preferrad bhmdnhdmemwmmmm
ofmmlbnm.h(lb)dvmahova.oplbnﬂylnfonnofomoﬂhohmhom
preferably enantiomers or diasterecmers, ks racemate or In form of a mxture of &t
Iouihmuﬂlndamhonm prefarably enantiomers or diastersomers, in any
mbdng ratio, or a physiologically acceptabis salt thereof, or a solvats, respectivaly, for
the manufacture of a medicament for the prophytaxis and/or treatment of food Intake
dieorders, preferably for the regulation of appetite, for the reduction, Increass or
mmmmhmmmmmdm.mm
prophylaxis and/or treatment of bulimia, for the prophylaxis and/or treatment of
anorexia; for the prophyiaxis and/or treatmant of cachexda: or for the prophylaxis
and/or treatment of type Il diabetes.

Also prefarred Is the use of at Ieast one benzoxazinons-derved sulphonamide
compound of genaral formula (Ib) given above, optionally In form of one of Its
elerecisomers, preferably enantomers or dlastereomers, its racemate or In foomof a
mb@mddhdhndhm.mwmﬂomordlm
in any mbdng ratio, or a physiologically acceptable salt thereof, or a solvats,
mpacﬂvdy.forﬂumnufachnufamedlemuﬂforhmplwhdauﬂor
MddMWMMMQMWWme
mmmmadhﬂdmdhmmmmhh
prophylaxds and/or treatment of anxlety; for the prophyiaxis and/or freatment panic
mmrmmmmmmdm:(orummmm
treatment of bipolar disorders; for the prophylaxia and/or treatment cognitive
dieorders, preferably memory disorders: for iImprovement of cognition (for cognitive
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anhancement); for tha prophylaxde and/or treatment of sanlle dementia; for the
prophylaxds and/or treatment of paychosis; for the prophylaxis and/or treaiment
nelrodegenerative disordars; preforably selected from the group conalsting of
Morbus Alzhalmer, Morhus Parkineon, Morbus Huntingtan and Multipls Sclarmsls; for
the propitylaxis and/or treaiment of schizophrenia; or for the prophyisads end/or
treatment hyperactivity disorder (ADHD, attention deficit, hyperactivity disorder).

Tllemodlunnrltmrdlnginﬂamlmmlbnmbohqym sultable for
the appiication to humans and/or animals, particularly mammals, including humane,
and can be produced by stendand procadures known o those skified In the art. The
composliion of the madicament may vary depending on the route of administretion.

Tha preparation of commesponding pharmacsutical compositions as well as of the
formulated medicaments may be carried out by conventional methods known to

thosae skilled in the art, e.g. from the tables of contastts from ,Pharmacsutica: the
Sclence of Dosage Forms®, Second Edition, Autton, M.E. (Ed.) Churchill Livingstone,
Edinburgh (2002), .Encyclopedia of Pharmaceutical Technalogy”, Second Edition,
Swarbrick, J. and Boylan J.C. (Eda.), Marcel Dekkar, Inc. New York (2002); Modem
Pharmaceutics”, Fourth Ediion, Banker G.S. and Rhodes C.T. (Eds.) Marcel Dekker,
Inc. New York 2002 and ,The Theory and Practice of industrial Pharmacy”, Lachmen
L., Jebenman H. and Kanig J. (Eds.), Laa & Febiger, Phiadelphia (1888). The
respaciive literature descriptions are Incorporated by reference and are part of the
disciosure.

The phamaceutical compositions as well as tha formulated medicamenis prepared
according to the pressnt invention may in addiion 1o at lagst one compound of genseral
formuia (T), (la) or (ib), optionally In form of one of s sterecisomerns, preferably
enantiomers or diastarsomers, ke racemats or In form of a mbdure of at least two of i
sterecisomers, preferably enantiomers or disstersomers, In any mbdng natio, ora
comesponding phyeiologically acceptable salt or a cormeeponding solvate, compriss
further convertional sudiiary substances known o those ekifled In the art, such as
carriers, fillers, soivenis, diluents, colouring agents, coating agents, matrix agants
and/or binders. As s alao known to thoee skilled In the art, the cholcs of the auxBiary
substances and the amounts thereof to be used are depaendent on the intended route of
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administration, .g. oral, rectal, intravenous, intreperitonesl, intramusculsr, Intranesal,
buccal or fopical route.

Medicaments suitable for oral administration are for exampile, tablats, sugar-coated
pills, capsuies or muliparticulates, euch as granules or pellets, optionally
compressed into tablets, filled into capsules or suspended In a auitable liquid,
solutions or suspensions.

Medicaments sultable for panenteral, topical or Inhalatory edministration may

preferably be selected from the group consisting of solutiona, suspensions, readlly
reconstitutable dry preparations and also sprays.

Suhuem:.g.mmmlormm_ommmm
the compounds of genaral formula (1), (la) or (Ib) and/or In each case eterecisomers
thereof in a delayed manner, whereby the preparation of thase delayed relaase
medicaments is generally known to those skilied in the art.

Suliable delayed-release forms as well as maiarials and methods for thelr preparation
are known o those sidiied in the art, e.g. from tha tables of contants from ;Modifled-
Relsase Drug Dalivery Technology”, Rathbone, M..J. Hadgraift, J. and Roberts, M.S.
(Eda.), Marce! Dekker, Inc., New York (2002); ,Handbook of Pharmaceutical Controlled
Ralease Technology®, Wise, D.L. (Ed.), Marcel Delder, Inc. New York,
(2000);"Conirolled Drug Delivery”, Vol. |, Basic Concapia, Bruck, S.D. (Ed.), CRC Prese
Inc., Boca Raton (1883) and from Takada, KK and Yoshfieaws, H., ,Oral Drug delivery”,
Encyclopedia of Controlled Drug Dellvery, Mathlowitz, E. (Ed.), John Wiley & Sons, Inc.,
NuYork(1M).Vd.2.728—?42anJ...Oﬂdmdalvuy.anﬂMarﬂ
colon”, Encylopedia of Controlled Drug Delivery, Mathiowiiz, E. (Ed.), John Wisy &
Sons, Inc., New York (1088), Vol. 2, 808-728. The respective descriplions are
Incorporatad by reference and are part of the diaciosure.

The medicament of the present invention may also have at least one enteric coating

which diseolves as a function of pH. Because of this costing, the medicament can pass
through the stomach undissoived and the compounds of ganaral formula (1), (la) or (Ib)
are only released in the intestinel tract. The enteric coating preferably dissolves at @ pH
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dhdwmﬁand?.ﬁ.&labbmahrhhandmtwﬂnmarm
coatings are also known to those skilied In the art

T?nmpoduomdhpmunhmnlbnmyahobeadmmﬁmnyorvha
suppository.

ﬂnabovanmlbmdmpodﬂomhcuhm1bm%bymhtofmor
mthn&dMuﬂphommﬂommuﬂsdmmlbmuha
(1), (1a} or (Ib), apfionally in form of ane of ks steracisomers, preferably enantiomers
or diastereomers, ite racemate or in form of @ mbxure of at least two of Its
thmmmﬂnwwmuw.ora
m.m.mwwm%ummanmml
vehicle(s).

muwmmummmmmmmmmmm
their basis In the respective speciea or othar faciors, such as age, sex, weight or
dqmdnlmmww.mmdmbrhmuulymmm1b
2000, preferably 1 to 1600, more preferabily 1 to 1000 miligrams of substace to be
adminisierad during one or several Intakes.
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Pharmacological Methods:

BINDING TO SEROTONIN RECEPTOR 5HT,

Cell membranesa of HEK-293 cells axpressing the 56HTe-humen recombinant receptor
were supplied byRacophrBhbay.lnuldmambmuﬂp recaplor concentration is
2.18 pmolimg protsin and the protein concentration is 9.17 mg/mi. The experimental
profocol follows the method of B. L. Roth et al. [B. L. Roth, 8. C. Craigo, M. S.

. Choudhary, A. Uluer, F. J. Monsma, Y. Shen, H. Y. Meltzer, D. R. Siblsy: Binding of. .

wmwwmbwmmm“ _
Hydroxytriptamine-7 Receptore. The Joumnal of Pharmacology and Experimental
Therapeutics, 1004, 268, 1403] with the following alight changes. The respective part
ofﬂnﬁlnmﬂmduulpﬂmhhuabylnmmomhdbynfamuﬂfommﬂdﬂu
disclosure.
mmnmuuumrﬁmhdwumauﬂm)mmmobhdmmmmm
Tris-HCI, 10 mM MgCl., 0.6 mM EDTA (pH 7.4). The radioligand-used is [°H}-LSD at
a concentration of 2.7 nM with a final volume of 200 pl. Incubation Is initiatad by
adding 100 W of membrane suspension, (w 22.9 g membrans proteln), and s
pmbmedforﬂﬂnﬁmbaatahnpemhndﬂ'&ﬂnhmbalbnhmdadbym
mm-mwmmmmnwmwm &
Schuell GF 3362 pretraated with a solution of polyethylsnimine at 0.5 %. The fiiters
are washed three fimes with thres miillitera of buffer Trie-HCi 50 mM pH 7.4. The
filtars are transferred to fiasks and 5 mi of Ecascint H liquid ecintilation cocktall are
added f0 each flask. The fiasks are allowed to reach equillbrium for several hours
before counting with a Wallac Winepectral 1414 scintilation counter, Non-specific
binding Is determined In the presencs of 100 uM of serotonin. Tests were mads In
Mpm.mmmmmmmmwmnum
analysis using the program EBDAAIGAND described in Munson and Rodbard,

Anelyticel Blochermistry, 1680, 107, 220, which Is hereby Incorporated by reference and

forms part of the disclosure.



FOOD INTAKE MEASUREMENT (BEHAVIOURAL MODEL):

Male W rats (200-270 g) obimined from Harlan, S.A. are used. The animals are
accimatized fo the animal faciity for at least 5 days before they are subjected to any
treatment. During this period the animals are housed (in groups of five) In translucid
cages and provided with food and water ad Ebitum. At least 24 hours before the
treatment starts, the animals are adapied to single-housing conditions.

The acute effect of tha Inventively usad sulphonamide derivatives of general formula
(1) on food Intake In fasted rate s then determined as follows:

The rats were fasted for 23 hours in their single hormecages. After this period, the rate
are orally or intraperiioneeally dosed with a composition comprising a sulphonamide
derivative of general formula (1) or a cormesponding compoaition (vehicle) without said
sulphonamide derivative, Immediatsly afterwards, the rat Is left with preweighed food
and cumulative food intake is measured after 1, 2, 4 and 6 hours.

Sald method of measuring food intake is aiso described in the Rterature publications
of Kask et al., Europsan Joumnal of Pharmacology 414 (2001), 216-224 and of
Tumbull et al., Diabetes, Vol. 51, August 2002. The raspactive parts of the
descriptiona are hereby Incorporated by reference and form part of the diaciosure.

The present Invention Is Tlustrated below with the aki of exampies. These Hlustrations

are given solely by way of exampie and do not fimi the general spirkt of the present
invention,



Exampies:

The intermediates of general formulas (i) and (lll) were prepared by means of
conventional organic chamistry methods known to those skilled in the art. The
following exampie A shows the preperation of an intermediata of ganeral formula (lI):

Example A:
Synthesis of an intermexiate compound of general formula (1)

Preparation of 6-Chioro-1<{piperidine-4-yi)-1,4-dlitydro-214-3,1-benzoxaxin-2-one
hydrochloride

o (IES» CCX,
) H{tors Butyloxycarbonyl)4-{4-chioro-{2 hydresymethyiphenyiaminel
piperidine

A solution of 1-{teri-butyloxycarbonyl)-4-piperidinone (20 g, 0.10 mol), 2-amino-5-
chiorobenzylic alcohol (17.34 g, 0.11 mol) and acetic acld (14 mL, 0.22 mol) In dry
toluane (600 mi.) was heatsd at reflux tsmperature, with water elimination by means
of azeotrope distilation with Dean-Stark, for 8 hours. The mbxiure was then cooled
and vacuum concentraied up to half volume. NaBHyCN (20 g, 0.32 mol) and dry THF
(300 mL) were added to the resulling solution. Acetic acid (10 mL, 0.17 mol) wae
then dripped for one hour. The reaction was sthmed at room temperature for 24 hours.
The mixiure was vacuum conceittrated and the residue was dissolved In ethyl
ecetate (760 mL), washed with a NaHCOy-saturated solution (4 x 250 mL) and a
NaCl-saturated eclution (250 mL), dried and evaporated to drynees. The resitue was
purifisd by maans of flash chromatography eluting with a mbdure of ethyl acetate:
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petroleumn ether (1:3). The desired product was thus obtained gs an oll (32.7 g, 66%).
"H NMR (CDCla): 1.32 (d, J=11.2 Hz, 2H), 1.41 (s, 0H), 1.82(d, J=11.2 Hz, 2H), 2.82
(t, J=12.0 Hz, 1H), 3.10 (s, 1H), 3.37 (m, 1H), 3.8 (d, /=~ 13.7 Hz, 2H), 440 (s, 2H),
4.76 (s, 1H), 8.52 (d, J=8.8 Hz, 1H), 0.6 (s, 1H), 7.07 (d, J= 8.6 Hz, TH).

b.) 1{1“ummmpndlmﬁdhydm1-
benzoxaxin-2-one

N. N-diisopropylathylamine (DIEA) (43 mL, 0.26 mol) and triphosgens -

(8.85 g, 29.2 mmol) were added to & solution of 1-{fert-Butyloxycarborryl)-4-{(4-
chioro-(2-hydroxymethyl) phemyl-amino)ipiperidine (27.0 g, 79 mmol) in dry THF
(250 mL) cooled at 0°C. The reaction was stimed at 0°C for 1 h and at room
temperatura for 72 h. Ethyi ether was added and the mixture was cooled at 0°C for
3 h and the DIEA hydrochioride was then fitered. The fiitared solution was
mmdbdm“andhmldmmdhnhrudhmmaw mL),
washed with 5% solution of critic acid (2 x 600 mL), water (250 mL) and NaHCOy-
aaturated solution (2 x 500 mL). The ethyl acetate solution was dried (MgSQy),
Muﬂmpouhdmdumdudmﬂnmﬂnmbmuhtbﬂnboﬂ
thﬂwlcﬂnrunﬁhwhobaoidmdhwhduﬂﬂnnmhdmﬂghbm
the desired compound In crystalllne form (28.9 g, 67%).

Metting point: 177-178 *C

'H NMR (CDCls): 1.46 (s, 8H), 1.78 (d, J= 10.1 Hz, 1H), 2.54 (m, 2H), 2.78 (m, 2H),
3.86 (m, 1H), 4.28 (m, 2H), 6.02 (s, 2H), 6.98 (d, J= 8.7 Hz, 1H) 7.13 (d, J= 2.4 Hz,
1H), 728 {dd, J= 8.7 Hz, J= 2.4 Hz, 1H).

c) 6-chioro-1-{piperidin-4-yi)-1,4-dihydro-24-3,1-benzoxazin-2-one
hydrochioride

A solution of 1-{1-tert-Butyloxycarbonyl)-4-piperidinyl}-8-chioro-1,4-dthydro-2H-3,1-
bumn-z-onsMg.GSanlneﬂwIM(aoomL)mmohdam‘c.As
M solution of hydragen chioride In ethyl ether (500 mL) was then added and the

m:l&unMummﬂlrmdatO’CfuMh.ﬂnpndecmndmeoledndby
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fitration, washed with ether and vacuum dried to yield the desired product as a solikd M
(18.95 g, O7T%).
Malting point 264-257 *C

H NMR (CD3ODY): 2.13 (d, J= 12.2 Hz, 2H), 2.88 (m, 2H), 3.20 (m, 2H), 3.63 (d, J=
12.8 Hz, 2H), 4.24 (m, 1H), 5.16 (s, 2H), 7.31 (m, 2H), 7.41 (dd, J=8.8 Hz, J=2.6 Hz,
1H).

Several substituted 3,1-henzoxazin-2-one compounds were prepared via the .
respectively substituted benzyl aicohols by reducing the respectively substituted
anthraniic acids with Ithium aluminium hydride and other known reducing agents by
-methods well known to those skilled In the art (asse acheme 1), e.g. por ejemplo 8-
methyl-1-(piperidin-4-yi)-1,4-dihydro-2H-3,1-benamazin-2-one, 7-meathyl-1-{piperidin-
4-yi)}-1,4-dihydro-2H-3,1-benzoxazin-2-one, 8-methyl-1-{piperidin-4-y)-1 ,4-dlhydro-
2H-3,1-beroxazin-2-one , 5-methoxy-1-{piperidin-4-yi)-1,4-dhydro-2H-3,1-
benzoxazin-2-one, 8-fluoro-1-(piperidin-4-yi)-1,4-dihydro-2H-3,1-benzoxazin-2-one,
8-methoxy-1-{piperidinyl)-1,4-dinydro-2H-3, 1-bamzoxazin-2-one, 6-methyl-1-
(piperidin-4-y1)-1,4-dihydro-2H-3, 1-benzmazin-2-one, 7-flucro-1-{piperidin-d-yi)-1,4-
dihydro-2H-3,1-benzoxazin-2-one, 5-flucro-1-(piperkdin-4-wi)-1,4-dihydro-2H-3,1-
benzoxazin-2-one, 6-methaxy-1-{piperidinyl)-1,4-dihydro-2H-3,1-benzoxazin-2-cne,
S-chioro-1-{plperidinyl)-1,4~dihydro-2H4-3, 1-benzoxazin-2-one, 7-chioro-1-
(piperidinyl)-1,.4-dlhydro-2H-3, {-benzoxazin-2-one, 8-chioro-1-{piperidinyl)-1.4-
diydro-2H-3, 1-benzoxazin-2-one and othera. The reaction of the respective &-
methoxy-1-{piperidinyl)-1,4-dlhydro-2H-3, 1-benzoxazin-2-one, 8-methoxy-1-
(piperidinyl)-1,4-dihydro-2H-3, 1-benzoxazin-2-one and 8-mathaxy-1-(piperidinyl)-1 4-
dihydro-2H-3,1-benanxazin-2-one compounds according to conventional methods,
e.g. BBrs In an Inert organic solvent ylekis the respective 8-hydroxy-1-{piperidinyl)-
1,A-dhydro-2H-3,1-benzoxazin-2-one, 8-hydroxy-1-(piperidinyl)-1,4-dihydro-2H-3,1-
benzoxazin-2-one and 6-hydroxy-1-{piperidiny)-1,4-dihydro-2H-3, 1-benzmmazin-2-
one compounds. The unsubstiuted benzuxazin-2-one 1-{piperidin-4-yl)-1,4-dihydro-
2H-3,1-benzoxazin-2-one Is prepared according the method described In J. Med.
Chem. 19865, 38, 4634 and J.Med.Chem. 1688, 41, 2148, which are hereby
incorporated by reference and form part of the disclogure.

1IN
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The substituted anthranilic ackds wers reduced by conventional methods known to
those skilled in the ait, e.g. by the use of LIAIH, as reducing agent in anhydrous THF
under an inerl-gas atmosphere, e.g. argon or nitrogen. This process Is very efficlent
and in moet cases the respeciive 2-amincbenzylalcohols are obtained In very good
yislde.

General instruction for the reduction of substihuted anthranilic ackis:

To & three neck flask, equipped with a mechanical stirer and an inlet for gaseous .
nitrogen, 100 mL. anhydrous THF and 116,68 mmoles of LIAIH, were given and the
resuliing suspension cooled fo 0 °C. After the addition of 68,3 mmoles of the
respeciive subslituted anthranlic acid In 150 mL anhydrous THF, the reeulting
reaction mbdire is warmed {o room temperature and sthred or about an hour. Under
cooling to 0° C 4,7 mL water , 4,7 mL NaeOH 16 wt-%, and finally 14 mlL. water are
carefully added 10 the mbdure. The resulting suspension Is fiitered and washad with
sthylacetats.

The organic phase |s washed with water, driad and the solvent evaporated. In moet
cases the resulting product may be used without further purtfication.

Exampie 5:

Preparstion of 1-{1-quinoiine-8-sulfonyl)-piperidine-4-yi]-1 4-dilydro-
benzo[d])[1,S]oxazin-Z-one

e

m

0%
17
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160 mg (0,68 mmol) quinoiine-8-sulfonyl chiorkie are added o a mbdure of 1-(4- WO
piparidinyl)-1,4-dihydro-2H-3, 1-benzoxazinone hydrochioride (181 mg, 0,60 mmol)

and dlisopropytetiwiamin (230 mg, 1,80 mmol) in dichioromethane (10 mi) and the

resulting reaction mixture wae stimed ovemight at fcom temperature. The reaction .

mibdure was then washed with water (3 x 16 mL) and the organic phase wae

separated, dryed and evaporated to dryness. A solid was obiained, which was

recrystaliired from ethanol. 182 mg of 1-{1-quinoline-8-sulfonyf)-plperidine-4-yi}-1 4
dihydro-benzo[d][1,3]oxazin-2-one were obtained as a whits solid (yield 69 %).

IR (cm™) KBr: 1712, 1337, 1291, 1205, 1162, 1144, 1034, 717, 583

"H-NMR(S In ppm): 1.8 (d, J=0.5 Hz, 2H) 2.6 (qd, /~12.6, 4.4 Hz, 2 H) 3.0 (id,
J=12.8, 2.6 Hz, 2 H) 4.1 (it, J=12.5, 3.8 Hz, 1 H) 4.3 (ddd, /=13.0, 2.3 Hz, 2 H) 6.0 (e,
2H) 7.1 (m, 3 H) 7.3 (m, 1 H) 7.8 (dd, J=8.4, 42 Hz, 1 H) 7.6 (m, 1 H) 8.1 (dd, /=82,
1.3 Hz, 1 H) 8.3 (dd, J=8.3, 1.7 Hz, 1 H) 8.5 (dd, J=7.3, 1.5 Hz, 1 H) 9.1 (dd, J=4.2,
1.8 Hz, 1 H) (CDCi3-d).

Melting point: 170-172 °C.

mmun&@dmbm14m&10dmlnﬂbfdmmlu

wel as the compounds according 1o llsta A and B given above were prepaned
analogously to the methode described above.
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Table I:

1{1-(Naphthyl-1-sulfomyl)-plperkiine-4-y1] -1,4-dinydro-berzoldl1, Bloxaxine-2-one

THNMR:
1.8(d, J=10.5 Hz, 2 H) 2.4 (m, 2 H) 2.7 (1, J=11.8 Hz, 2H) 3.0
(m, 3 H) 6.1 (s, 2H) 7.1 {m, 2 H) 7.2(m, 2 H) 7.7 (m, 3 H) 8.1

Ex. (d, /=8.1 Hz, 1H) 8.2 (d, J57.8 Hz, 1 H) 8.3 (d, /=8.1 Hz, 1 H)
1 8.7 (d, J#=8.3 Hz, 1 H) (DM50-d8)

IR (KBr)

1700, 1498, 1353, 1162, 1034, 770, 718, 570

Metting point: 147.149°C

1-{1-Phenylsulforyl-piperidine-4-y1] -1,4-dihydro-berxojd][1,3jcxazine-2-one

1H-NMR
1.8 (dd, J=12.1, 21 Hz, 2 H) 2.4 (id, J=12.2, 2.4 Hz, 2H) 2.7
(qd, /=126, 4.3 Hz, 2 H) 3.9 (it, J=12.3, 3.9 Hz, 1 H) 4.0 (ct,

Bx =119, 21 Hz, 2H) 5.0 (s, 2 H) 7.0(d, J=8.3 Hz, 1 H) 7.0 (t,
2 0 J7.3 Hz, 1 H) 7.1 (m, 1 H) 7.3 (m, 1 H) 7.6 {m, 3 H) 7.8 {(m, 2
H) (COCIyd)
IR (KBr)
1705, 1407, 1340, 1283, 1205, 1160, 738, 691, 578
Melting point 172-174°C
I R s e e B
benuo{d](1,Sjomzine-2-0ne
THNMR:

1.8 (d, J=10.8 Hz, 2H) 2.5 {m, 2H) 2.7 (s, 3 H) 28 (¢, J~11.4
Hz, 2H) 3.8 (d, J11.4 Hz, 2 H) 3.9 {m, 1 H) 5.1 (s, 2H) 7.0 (¢
J=T.2 Hz, 1 H) 72(d, J=8.1 Hz, 1 H) 7.2 (m, 2 H) 7.8 (dd,

Bx J=8.8, 20 Hz, 1 H) 8.1 (d, /=2.0 Hz, 1 H) 8.2 (d, J=8.8 Hz, 1 H)

IR (KBr)
1717, 1358, 1248, 1201, 1160, 1035, 712, 564

Meiling point 204-208°C

:_wm-(mm-wwwmm ~14-dihydro-berzo{d]1,3joxazine-2-

THNMR

1.9(d, 128 Hz, 2H) 23 (s, 3H) 2.7 (m, 4 H) 3.3 (m, 1 H) 4.0

Bx. (d, J=112Hz, 2H) 4.9 (s, 2H) 7.0 (m, 2H) 7.1 (d, S=T.O Hz, 1
H) 7.8 (m, 3H) 7.8 (m, 1 H) 8.1 (d, J=8.2 Hz, 1 H) 8.2 (dd,

J=7.3 1.1 Hz, 1H)8.7 (d, 8.8 Hz, 1 H) (CDCI3-d)

R

17*%10. 1279, 1222, 1160, 1135, 1025, 788, 607

Meiling point: 203-204°C
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L{:—(&iﬁwmuﬁyo'-pum_" -1,4-dihydro-bercid]i1, 3joxazine-2-

1H-NMR:

1.8 (d, /~8.6 Hz, 2 H) 2.8 (qd, J=12.6, 4.4 Hz, 2 H) 3.0 (td,
J=12.8, 2.5 Hz, 2H) 4.1 (it, J=12.5, 3.8 Hz, 1 H) 4.8 (ddd,
J=13.0, 2.3 Hz, 2H) 5.0 (s, 2H) 7.1 (m, 3 H) 7.3 (m, 1 H)
7.8 (dd, /8.4, 4.2 Hz, 1 H) 7.8 (m, 1 H) 8.1 (dd, »=8.2, 1.3
Hz, 1 H) 8.3 (dd, /8.3, 1.7 Hz, 1 H) 8.5 (dd, J=7.3, 1.5 Hz,
1 H) 6.1 (dd, J=4.2, 1.8 Hz, 1 H) (CDCI3-d)

IR (KBr)
1112, 1337, 1291, 1205, 1162, 1144, 1034, 717, 583

" [Wiefting paint 170-172°C

benzold]1

8-Methyt-1-{1-{quinofinyl-6-suffonyl)-piperidine-4-yi] -1.4-cihydro-
Jjoxazine-2-one

THNMIE

1.9(d, =128 Hz, 2 H) 2.3 (s, 3 H) 27 (qd, J=12.2, 3.0 Hz,
2H) 28 (m, 2 H) 3.3 (8, J=11.7, 3.4 Hz, 1 H) 4.3 (d,
J=12.8 Hx, 2 H) 4.9 (0, 2 H) 7.0 (m, 2 H) 7.1 (d, J=7.3 Hz,
1H) 7.5 (dd, J<8.3, 41 Hz, 1H) 7.8 (m, 1 H) 8.0 (dd,
J=8.2, 1.3 Hz, 1 H) 8.2 (dd, 4.3, 1.7 Hz, 1 H) &5 (dd,
Ju7.3, 1.6 Hz, 1 H) 0.1 (d, J=4.2, 1.8 Hz, 1 H) (CDCIS-d)

IR (KBr)
1702, 1329, 1284, 1218, 1024, 785, 701,

Melting point: 202-2068°C

S

1-1-{6-Dimethylamino-naphthyi-1-sulfonyl)-piperidine-4-yi}-8-Methyl -1,4-dilrydro-
berzofd][1, Sjoxazine-2-one

THNNRE

1.9(d, J=11.9 Hz, 2H) 2.3 (s, 3H) 2.7 (m, 4 H) 2.9 (s, 6 H)
3.3(m, 1 H) 4.0(d, /0.9 Hz, 2 H) 4.8 (s, 2 H) 7.0 (m, 2 H)
72(m, J=7.3Hz, 2H) 7.6 (m, 2 H) 8.2 (dd, Ja7.3, 1.1 Hz,
"I’)H)M(d..l-o.el-lz. 1 H) 8.6 (d, J=8.4 Hz, 1 H) (CDCI3-

—

2881, 1711, 1336, 1221, 1140, 1026, 794, 708, 571

‘Maliing point 202-205°C

14
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1-{1-(5-Dimethylamino-naphifyl-1-sulfomyl)-piperidine-4-yi] -1,4-dhydro-
berzofd][1,3jazine-2-one

IR (KBr)

Melting point 182-186°C

TH-NMR

1.8 (dd, J=12.3, 3.5 Hz, 2H) 2.7 (m, 4 H) 20 (s, 6 H) 4.0
(m,3H)6.0(s, 2H) 8.0 (d, /~8.2 Hx, ;
(m,2H)7.6 (d, J=B.9, 74 :
;)H)M(G.H.Gl-h. 1 H) 8.6 (d, /8.2 Hz, 1 H) (CDCI3-

2835, 1720, 1318, 1242, 1144, 920, 781, 765, 042

bun{dlh.m

TH-NNR

1.9 (d, J=10.1 Hz, 2 H) 2.7 (qd, J=12.6, 42 Hz, 2 H) 3.0
(td, J=12.7, 2.3 Hz, 2 H) 4.1 (m, 3 H) 6.1 (s, 2H) 7.1 (m, 3
H) 7.3 (m, 2 H) 7.7 (dd, J=8.0, 1.0 Hz, 1 H) 8.0 (dd, /=8.0
1.6 Hz, 1 H) (CDCI3-d)

IR (kBr)
1697, 1306, 1244, 1165, 1046, 042, 710, 582

Melting point: 185-187 °C

—

benzofd][1,

1-[1-(2,3-Dichioro-phenyleulfonyl)-piperidine-4-y[}-8-Methy}-1,4-Giydro-
Jjoazine-2-one

TN

2.0 (d, J=11.6 Hz, 2 H) 2.4 (s, 3 H) 2.8 (m, 4 H) 3.4 (m. 1
H) 4.0 (d, J=0.8 Hz, 2H) 6.0 (s, 2 H) 7.0 (m, 2 H) 7.2 (d,
J=7.7 Hz, 1 H) 7.3 (t, J=8.0 Hz, 1 H) 7.7 (dd, J=8.1, 1.8 Hz,
1 H) 8.0 {dd. /=8.0, 1.6 Hz, 1 H) (CDCI3-d)

e ————cm

(KBr)
1708, 1404, 1330, 1224, 1140, 830

'Melling point: 184-185°C

178



Pharmacalogical dain:

The binding of the benzrxazinone derived suiphonamide compounds of general
formulas (1), (1a) and (Ib) was determinad as described above.

The binding resuits of some these compounds are given In the following
table 2:

Table 2:

Compound | %inhibition | K, (nM)
according to w0*m

98.114.0 51.7
1074

i
HEE

444411

BWS

176
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Clalms:

1. Benmxazinone-derivad Mmpnpoudsdmulfwmla(l)

o,

wherein

R, R, R, R* are each Independently selected from the group constating of
hydmuan.hnlogen an unbranched or branched, saturated or unsatumated,
optionally at least mono-substiiuied alphatic radical, a saturated or
unsaturated, optionally at least mono-substiiuted, optiondlly at least ons
Mmummmmmm.mmmu
hondedvhanopﬂomlyuthutmom—nhdlmualkyhngmupandlormy
hmwmmoﬂornllyathaumm-mﬂmhdmorpowub
ﬂum.mopﬂomlynlatmmuyborwmdm
which may be bonded via an optionally at least mono-subsiituted alkylene
group and/or may be condensed with an optionally at least mono-subsittuted
mono- or polycycllc ringsystem, a nitro group, a cyano group, -OR, -
OC(=O)R™, {C=0)-ORM, -SR™, -S8OR™, -80;R'2, .-NH-SO:R", -SO:NH; and
2 -NR"™R™ molety,

17
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R’ represents hydrogen, an unbranched or branched, saturated or
unssturated, optionally at least mono-eubstituted aliphatic radical or a
saturated or uneaturated, optionally at least mono-subetitutad, optionally at
lsast one helsroatom as ring member contalning cycloaliphatic radical,

R, R', R%, R" are each Independertly selected from the group conalating of
hydrogen, an unbranched or branched, saturated or unsaturated, optionally at
Ieast mono-aubstittiied alphatic radical, a saturated or unsafurated, optionally
at least mono-substijuted, optionslly at laast one heteroatom as ring member
containing cycloaliphatic radicel, a cyano group and a -COOR™ molety,

W represents an unbranched or branched, saturated or unsaturated, optionally
&t least mono-substituted aliphatic radical,

a saturated or unsaturated, optionally at least mono-subetituted, optionally at

least ane heteroatom as ring member containing cycloaliphatic radical, which

may be bonded via an optionally mono-subetttuted alkylene group and/or may
be condensad with an optionally at least mono-substituted mono- or polycyclic
ring-systom,

an opifonally et least mono-substituted heteroaryl radical, which may be
bonded via an optionally mono-substituted alkylene group and/or may be
condensed with an optionally at least mono-substituted mono- or polycyclic
ring-system,

an optionally et least mono-subsiituted, monocyclic aryl radical, which le
condensed with an optionally at least mono-substiiied mono- or polycyclic
ring-system and which may be bonded via an optionally at least mono-
subatituted alkylene group,

a-NR""R"-molety,

a-COR'"“molaty,

1.
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or a phenyl radical, which Is at least mono-eubstiiuted with one of the
substituents selected from the group conslating of:

2,2,2 - Trifluorosthay-, Ca.g-Alkenyl-, 1,3-Dihydro~1-oom-2H-solndol-2-y1-,
N-Phthalimidinyt-, [(2-chloro-1,3-thiezoiyl-5-yi)-methaxy, Ethyl-5-yi-2-
methy-3-furoate, Cy¢.20-akkyl-, 1,3-Dicu-2-azaspiro[4,4Jnon-2-yi-,
pyrazolyl-, (1.3-oxazol-5-yl)-, (6-Methyl-1,3,.4-oxadlazol-2-yi)-,
difiluoromethoxy, dichioromethoxy, 1-pyrrolidinylsuifonyl,

least mono-substituted with C1.g-alkaxy, a phenyl group, which Is at least
mono-subsiftuted with one of the substituents selected from the group
consisting of nitro, C,.y-alkoxy, F, Cl, Br, at isast partially fluorinated Cyy-
akyl, at least partially chiorinated C4s-alkyl, [(2-Chioro-1,3-thiazoH-5-yl)-
methaxy}, (C=0)-H and (C=0)-C+s-alkyl, a pyridinyl group, which Is at
least mono-substituled with C,.s-alkoxy, a'pyridimyloxy group, which le at
least mono-substituted with Cyg-alkoxy, a phenoxy group, which is at
least d-subsiituted and a pyridinyloxy group, which s at leaat di-
subattuted,

with the proviso that W does not represent unsubstituted furyl-, unsubstihitad
thienyt- or thienyl substituted with a subsiituent selected from the group
coneleting of Cy.s-alkoxycarbonyl, Cys-alkylcarbonyi, carboxyl and pyridyl,
uneubstituted pyrrolyl-, unsubstituted naphthyl, unsubstituted indolyl,
unsubstituted tetrahydronaphtiyl, substituted or unsubstituted pyridyl,
unsubstituted pyrazinyl, unsubstituted quinolinyl-, Cy.s-alkylsubstituted pymolyl-
» and unaubstihited cyciohaxyl or cyclohexyl subsiituted with one or two
members selected from the group conslating of oxo, hydroxyl, Csg-alkoxyl, Cy.
s-alkaxy-carbonylamino-Cq.p alkyl and amino-Cq.g alkyl,

R™ represents hydrogen, an unbranched or branched, saturated or
unsahurated, optionally at least mono-subetftuted aliphatic radical, a saturated
or unsaturatad, optionally at least mono-substituted, optionelly &t least one
hetercatom as ring member contalning cycloaliphatic radical, which may be
bonded via an optionally at least mono-aubstiuted alikylene group and/or may
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baeondermdwll!mnqlbmlyathulmmaubdlmu mono- or polycycllc
ring-systam, or an optionally at least mono-substituted aryl- or heteroaryl
radical, which may be bonded via an optionally at least mono-substituted
alkylene group and/or may be condensed with an opiionally at least mono-
substitubed mono- or polycydlic ring-system,

R" represents hydrogen, an unbranched or branched, seturated or
unsaturated, optionaly at least mono-substituted aliphatic radical, a saturated
- . or unsaturated, optionplly st inast mono-subsiituted, optionally at least one
heteroatom as ring member containing cycloalphatic radical, which may be
bonded via an optionally at least mono-substituted alkylene group and/or may
be condensad with an optionafly at least mono-substituted mono- or polycyclic
w.ummummmuw
redical, which may be bonded via an optionally at least mono-substibded
alkylens group and/or may be condensed with an optionally at [east mono-
subsiituted mono- or polycyciic ring-system,

R'2 represants an unbranched or branched, saturated or unsaturated,
optionally at loast mono-substituted aliphatic radical, a saturated or
unseaturated, optionally at least mono-substifurted, optionally at least one
heteroatom as ring member contalning cycioaliphatic radical, which may be
bonded via an optionally at least mono-subatituled alkylene group and/or may
be condensed with an optionally at lsast mono-stbstiuted mono- or polycydic
ring-system, or an optionally at laast mono-substituied aryl- or heteroaryl
radical, which may be bonded via an optionally at least mono-substiiuted
akylene group and/or may be condsnsed with an optionally at least mono-
substiuted mono- or polycyciic ring-eystem,

R and R each are independently sslectsd from the group conalating of
hydrogen, an unbranched or branched, eaturated or unsaturated, optionally at
least mono-substituted aliphatic radical, a saturated or unsaturated, optionaly
at least mono-eubstituted, optionally at least one heteroatom as ring member
containing cycloaliphatic radical, which may be bonded via an optionally at
least mono-substituted alkylene group and/or may be condensed with an



N

muhﬁmmmarmw.orm
opﬁomllyathutmm-umam-orwmdmmmnuybo
hmdedvluanopﬂomlyalhutm-cmuawlmmmdbrmy
bacondmududﬁmopﬂondlyatbutnnm—whﬂhbdmm—orpolywlc
ring-systam,

orR“nndR“bgeﬂmHhhebrmmnmanonnantumhd.
unsaturated or aromatic heterocyclic ring, which may be st lsast mono-
nuhmmmhdeWMHmnaMmmbm...

R* represents hydrogen, an unbranched or branched, seturated or
unsaturated, optionally at loast mono-substitutad aliphatic radical, a saturated
uum.omaumww.mmhm“
Mnammmmmmwwmopﬁmlyat
least mono-substituted ary!- or hetarcaryl radical, which may be bonded via an
opuaullyathlununwmdkyhmmalﬂormybom
Manoptbmllyuthutmm-wmumom-ormmwhm.

R'® reprasents an unbranched or branched, saturated or unsaturated,
optionally at least mono-subsiituted allphatic redical,

R"mmhnnmbmrﬂndwhandrcd.uhuhdorumﬁnhd.
optionally at laast mono-subsitiuted aliphatic radical, and

R rapresents an optionally at loast mono-subsiituted aryl radical,

opﬂuulyhbmofmdlhmmprahmblymﬂaor
diastereomers, lts racemate or In form of a mixture of at least two of Its
lhmhommdunhlymrﬂomordhﬁmmhwmﬁumﬂo.
Or a corresponding sak theraof, or a cormeeponding solvate.
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Compounds according to claim 1, characterized In that R', R, R®, R* are each
independently salectad from the group consisiing of H, F, Cl, Br, an
unbranched or branched, saturated or unsaturated, optionally at least mono-
substituted Ci.e-aliphatic radical, a saturated or unsaturated, optionally at least
mono-substituted, optionally at least one heleroatom as ring member
containing Cas-cycioaliphatic redical, which may be bonded via an optionally
at [sast mono-substituted C,.r-akylens group-and/or may be condensed with
an optionally at least mono-substituted mano- or polycyciic ring-system, an
opﬂumllyathntmno-mhuﬂhhd.ﬁ-orﬁ-mbuadnyhorm
radical, which may be bonded via an optionally at least mono-substituted C4.¢-
afkylene group and/or may be condensed with an optionally at least mono-
substituted mono- or polycyclic ringsystem, a nitro group, a cyano, -ORY, -
OC(=O)R", -SR'? .SOR™, -80:R™, -NH-80,R", -S0sNH; and a -NR™R™
molety, préferably selecied from the group consisting of H, F, Ci, Br, a
W.Mﬂwwﬂmﬂﬁ.oﬂuﬂydbﬁm&;
alplnlbmdlml.aummted.onbmllyathutmmw.optmwat
Mmmummmmcrorc.-mm
radicel, which may be bonded via an optionally at least mono-subetituted C;-
or Cr-alkylane group, a nitro, cyano, -OR", -OC(=0O)R", -SR'® and -NR’R™
molaty. more preferably selectad from the group conslating of H, F, Cl, -CHy, -

CHaCH,, -CFy, -CFyCF, cyclopentyl, cyciohexyl, & nitro group, a cyano group
and -OR™,

Compounds scoording to claim 1 or 2, characterized In thet R® represents
hydrogen, an unbranched or branched, eaturated or unsaturated, optionally at
least mono-subsatiiuted C;.-aliphatic radical or a satumated or unsatureted,
optionally at laast mono-substituted, optionally at ieast one hetercatom as ring
member containing Cas-cycioalphatic radical, preferably represents H or a
branched or unbranched C,.y-aliyl radical, more preferably represents H, -CHs
or-CHyCHj;.
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Compounds accarding to any one of clalms 1 %o 3, charactertzed In that R®, R”,
R, R® are each Independantly selectad from the group consisting of hydrogen,
an unbranched or branched, saturated or unsaturated, optionally at least
mono-substituted Cs.s-aliphatic radical, » saturated or unsaturated, optionally
dhdmw.ommm“muwhmnﬂumhw
containing Cs+-cycloaliphatic radical, a cyano group and a -COOR'® molety,
preferably seleciad from the group conelsting of H, a branched or unbranched
Cs-alkyl radical, a cyano group and a -COOR'® group, more preferably from
the group consisting of H, -CHs, -CH.CHs and a cyano molaty.

Compounds according o any one of claims 1 o 4, characterizad In that W
represents an unbranched or branched, aptionally at lsast mono-subetituted
Crrac-alkyl radical, a napthyl group, which Is at lsast mono substituted, a
quinolinyl group, which Is at laast mono-substituted, a pyrrolyl group, which Is
&t least mono-substituted by a substituent other than C,.s-alkyl, en optionally at
least mono-substituted thiazolyl-, benzojb]-thiophenyl-, benzofb}furanyt-,
isoquinolinyt-, tetrahydrolsoquinolinyl-, pyrazolyl-, leoazolyl-, chromanyt-,
benzothiadiazolyl-, imidazolyl-, benzofurazanyl-, diberzzolb,dHurany-,
benzoxadiazolyl-, imidazof2, 1-b}-thiazolyl-, anthracenyl-, counarimyi-, 2,3-
Dihytdro-1,4-banzodioxdnyl-, 2,3-Dihydroberzo[bifuranyl-, 3,4-Dihydro-2H-1,4-
Benzoxazinyt-, 3,4-Dihydro-2H-1,56-Benzodimmpinyl-, Benzothiazolyl-,
Imidazo{1,2-a}-pyridinyt, a chromonyl- group, an leatinyl group, a
pentamsthyidihydrobenzofuranyl group, an optionally at least mono-
subatituted cyclopropyl- or cyciopentyl-group, a 2-(1,3-Dioxo-1,3-dThydro-
Iscindol-2-yi-)-ethyl, a thienyl group, which Is at least mono-substituted by one
or more subsetituents iIndependently selected from the group conalsting of F, C1,
Br, Cig-alkoxy-, CFs, ~802-C15-alkyl and oplionally at least mono substituted
benzoylaminomethyl-, phenyleulfortyl-, isaxazolyl-, benzamidomethyi-,
pyrimidyt-, thiazolyl-, pyrazolyl-, phenyl, 1,2,4-thiadigzolyl-, 1,3-oxazolyl- or
1.2,4-axadlaznlyl-, & furyl group, which s at lesst mono-aubstituted by one or
more subsiiutents independently selected from the group conelsting of a Cy.s
akyl radical, which may be at least partially fluorinated or chiorinated, an
opiionally at least mono-substitted phenyl and a {C=0)-O-C:.s-alkyl group,

#i



a NR™R".molaty, M&
a COR"“-molety,

or a phenyl radical, which Is at least mono-eubstiiuted with cne of the
substituents selactad from the group conelsting of:

2,2.2,-Trifluoroethaxy-, Cze-Alkkenyt-, 1,3-Dihydro-1-oxo-2H-solndol-2-yi-, N-
Phthalimidiny-, [(2-chioro-1,3-thiazolyl-5-yi)-methaxy, Ethyl-5-yi-2-methyl-3- . . -
furcate, Cy1.ag-alkyl~, 1,3-Dioxo-2-azaspirof4,4Inon-2-yi-, pyrazolyh, (1,3
oxazol-6-yi)-, (5-Methyl-1,3,4-oxadlazol-2-yl)-, difiuoromethoxy,
dichioromethcoy, 1-pymroiidinylsuifonyl, morpholinosuifonyl, 2-methyl-4-
Pyrimidinyl-, a phenoxy group, which Is at least mono-substituted with C.e-
akoxy, a pheny! group, which Is at least mono-substituted with one of the
eubstituents selsciad from the group consisting of nitro, Cys-afkoxy, F, C, Br,
at least partially fiuorinated C.s-alkyl, at ieast partially chiorinated C: s-alkyl,
[(2-Chioro-1,3-thiazol-5-yi)}-methoxyl, {C=0)-H and {C=0)-C1salkyl, a
pyridinyl group, which Is at least mono-substituted with C.s-alkaxy, &
pyridinyloxy group, which Is at least mono-substituted with Cs-alloxy, a
phenaxy group, which Is at laast di-substituted and a pyridinyloxy group, which
Is at least dl-subsituted,

more preferably W represents a molety selected from the group consisting of
6-Dimethylamino-napth-1-yi, 2-Acetamiio-4-methyl-5-thiazoly}-,
Trifluoromethyl-, Trichloromethyl-, lsopropyl-, Methyl-, 2.2, 2-Trifluorosthyl-,
Ethyl-, Haxadecyl-, 2-Chiorostiny-, n-Propyl-, 3-Chioro-propyt-, n-Buty-,
Dichioromstyl-, Chioromathyl-, Dodacyl-, 1-Octyl-, 8<{p-toluldino)-naphth-2-yi-
+ 4,6-Dibromo-thiophene-2-yi-, Benzoyichloride-3-yi-, 1-Octadecyl-, 4-Bromo-
2,5-dichloro-thiophene-3-yi-, 2,6-Dichloro-thiophene-3-yi-, -Chloro-thiophene-
2-y+, 1-Decy}-, 3,6-Dichloro-4-{2-chioro-4-nitrophenoxy)-phemyl-, 2,3-
Dichiorothlophene-8-yi-, 3-Bromo-2-chioro-thiophene-8-yi-, 3-Bromo-5-chioro-
thiophene-2-yi-, 2{Benzoylaminomethyl)-thiophene--y}-, 4-(Phenyl-
suliphonyl}-thiophene-2-yi-, 2-Phenyl-sulphonyl-thiophene-6-yi-, 2-1-Mathy}-5-
(trtfluoromethyl)pyrezol-3-yi}-hiophene-6-yi-, 5-Chioro-1,3-dimethyipyrazole-4-
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y+. 3,6-Dimethyliscxaznle-4-yi-, 2-(2,4-Dichlorophenoxy)-phenyl, 4-{2-Chioro-
8-nitro-phenaxy)-phenyl-, 4-(3-chloro-2-cyanophenoxy)-phenyl, 2,4-Dimethyl-
1,3-thiazole-5-yi-, Methyl-methane-eulforryl-, 2,5-Bls-(2,2,2-Trifliorosthouxy)-
phemyl-, 6<(Di-n-propylamino)-naphth-1-y-, 2,2,8,7,8-Pentamethyl-chroman-8-
y+, 6-Chioro-4-nitro-thiophene-2-yi-, 2,1,3-Benzothiadlazole-4-yi-, 1-Methyl-
Imidazoie-4-yi-, Benzofurezan-4-yi-, 6-{lsoxazol-3-yl)-thiophene-2-yi-, Vinyk-
phenyl-4-yi-, 5-Dichioro-methyl-furan-2-yi-, 5-Bromo-thiophene-2-y1-, 5-(4-
Chiorobenzamidomnethyf)-thiophene-2-yi-, Dibenznib,d}-furan-2-yi-, 5-Chioro-3-
. methybbenzo[b}Hhiophene-2-yi-, 3-Methoxy-4-(methoxycarbonyl)-thiophene-2-
i, 5{2-(Methyithio)-pyrimidin-4-yi-Hhiophene-2-yi-, 4-Chioro-2,1,3-
Benzxadiazols-7-yl-, 5-Chioro-2,1,3-Benzmeadiazole-4-yi-, 8-Chloro-
midazo(2,1-b)-thiazole-5-yi-, 3-Mathyl-benznib}-hiophane-2-yi-, 4-{[3-Chioro-
5{(Trifuorometiyl)-2-pyridyfjoxy-phoemyt-, 6-Chioro-naphth-1-yt-, 5-Chioro-
naphth-2-yi-, 8,10-Dibromoanthracene-2-yk-, Isoquinoline-6-yi-, 4-Methoxy-
2,3,8-irimethylbenzoyt-, 4*-Nitro-biphenyl-4-yi-, (1,3-Dihydro-1-0x0-2H-isolndal-
2-yi-y4-phenyl-, 5-(2-Methyl-1,3-thlazole-4-yl)-thiophene-2-y-, 5-(1-Methyl-3-
(triffuoromethyl)pyrazol-5-yi-}-thiophene-2-y1-, 5-{5-TriffuoromethyfHeoxazol-3-
yiithiophene-2-y+, p-Dodecyl-phenyl-, 4-{(3-Cyano-4-methoxy-2-
pyridinyloxy}-phenyl-, 4-(N-phthalmidinyi)-phenyl-, 1,2,3,4-Tetrahydro-2-
(rifiucroacstyi}-soquinoline-7-yi-, 1,2-Dimethyiimidexzoie-4-yi-, 2,2,4,6,7-
Pentamethyldhydrobenzofuran-5-yi-, 4-Chioro-naphth-1-4t-, 2,5-Dichloro-4-
nitro-thiophene-3-yi-, 4-(4-Methoxy-phency)-phenyl-, [4-(3.5-
Dichicrophenaxy)phenyl}-, [4(3,4-Dichiorophenoxy)phenyl}-, [4-(3,5)-
Bis(trifluorometityliphenoxy)phenyl}-, 3-(2-Methoxy-phenaxy)-phenyl, 3-(4-
Mathaxy-phenyl)-phenyl-, 3-{4-Chioro-phenyl}-phenyt-, 343,5-Dichioro-
phenyl)-phenyt-, 3(3,4-Dichioro-phanyf)-phanyl-, 3-(4-Fluorophenyf)-phenyl-,
34(Trifluoromethyl)-phenyll-phenyt-, 3-3,5-Ble-(Trilucromethyl)-phenyl]-
phenyt-, 4-{2-Methoxy-phenaxy)-phenyl-, 4{(2-Methyl-phenaxy)-phenyt-, 4-(4-
Methaxy-phenay)-phenyl-, 4-(4-Chiorophenyl)-phenyl-, 4(3,6-
Dichlorophenyl)-phenyl-, 4-{3,4-Dichlorophenyl)-phenyl-, 4-(4-Fluorophenyl)-
phenyt-, 4{4-(Trifluormathyl)-phenyl}-phenyl-, 4-{3,5-Ble-(Trifiucromethyl)-
phenyl}-phenyl-, Cyclopropyl-, 2-(2-Chiorophenyl)-2-Phenylethyl-, 2-(2-
Trifluoromethyipheryl)-2-phenylethyl-, 5{4-Cyano-1-methyi-5-(methryithio)-1H-
pyrazol-3-yi-thiophene-2-yi-, 3-Cyano-2,4-bis-(2,2,2-Trifluorothoxy)-pheny-, 4-



W 2005014589 FCT/EP2004008507 \%?

[{2-Chioro-1,3-Thiazoh8-y)-methcxy}-phenyl=, 2-{1,3-Dicor-1,3-dMydro- H
Isoindol-2-yl)-ethyl-, 4odo-naphth-1-yi-, Ethyl-2,6-dimethyl-1-phenylpymole-4-
carboxylate-3-yi-, Ethyl-2-methyl-1,5-diphenyl-1H-pyrrole-3-carbaxylate-4-yi-,
Ethyl-6-(4-chiorophenyl)-2-methyi-3-furoate-4-yi, Ethyl-5-(4-chioropheryl)-2-
methyt-1-phenyl-3-carboxylate-4-yi-, Ethyi-2,5-dimethyl-3-furoate-4-yi-, 3-
Chioro-4-{1,3-dlaxo-2-Azaspiro[4,4]non-2-yf)-phenyl-, Coumarin-8-y1, 3-{4-
Methoxy-phenoxy)-pheryt-, [3-(3,6-Dichiorophenoxy)}-phenyl-, [3-(3.4
Dichiorophencory)}-phenyl-, 3,6-Bis(Triflvoromethyllphenoxyphenyt-, 2,2-
8-Titfiuoromethyl)-thiophene-2-carboxylate-3-yi-, Mathyl-1,2,5-
trimethyipyrrole-3-Carboxylate-4-yk-, 4Fluoro-naphth-1-yi-, 5-Fluoro-3-
methylbenzofbHhiophene-2-vi-, Methyl-2,5-dimethyl-3-furoate-4-yi-, Mathy}-2-
furoate-5-yi-, Mathyl-2-methyl-3-furoate-5-y-, Methyl-1-methyl-1H-pyrrole-2-
Carboxylate-5-yi-, 2-(5-Chioro-1,2,4-Thiadiazol-3-yi)-thiophene-6-y, 1,3,5- .
Trimethyl-1H-pyrazole-4-y}-, Pentaflucroathoxytetraflucroethyl-, 5-(5-leoxazyl)-
thiophene-2-yi-, 5-(5-emaxml-yi)-2-furyl-, 5-Methyl-2,1,3-benzothladlazolo-4-
¥+, 2,3-Dihydro-1,4-benzndioxdne-8-y1-, 4-Methyl-Nephth-1-yi-, 5-Methyl-2-
(Trifluocrmethyl)-3~Furyk, 2,3-Dihydrobenzolblfuran-6-yi-, 1-Benzothiophene-3-
yi, 4-Methyl-3,4-dihydro-2H-1,4-Benzoxazine-7-yi-, 5-Methyl-1-phanyt-1H-
pyrazola-4-yi-, 6-Morpholino-3-Pyridinyl-, 4-(1H-Pyrazol-1-yi)-pheny}-, 6-
Phencxy-3-Pyridyl-, 3,4-Diinro-2H-1,5-benzodioxepine-7-yi-, 5-(1,3-Oxezol-
5y1)-2-thienyl-, 4-(1,3-Oxazol-6-yl)-phenyl-, 5-Methyl-4-lsoxazolyl, 2,1,3-
Berzothiadiazole-5-yi-, 5-Acetamido-naphth-1-yi-, 3-Methyl-8-Quinofiryi-, 1,3
Benzothlazole-8-y1-, 2-Marpholino-3-Pyridyl-, 2,6-Dimethyl-3-thienyl-, 5-[5-
(Chioromethyl)-1,2,4-oxadlaznl-3-y{}-2-thienyl-, Ethyl-3-[5-yi-2-thlemy#-]1,2 4
oxadiazole-5-carboxylate-, 3-(5-Methyl-1,3,4-cxadiazol-2-yl)-phenyl-, 4-
(Difiuoromethoxy)-phenyl-, 3-(Diflucromethoxy)-phenyl-, 2,2-Dimethyl-8-
Chromanyl-, Ethyl-3,6-dimethyl-1H-pyrrole-2-carboxylate-4-yt-, Imidazo]1,2-
Alpyridine-3-yi-, 3(1,3-Oxazol-5-yl)-phenyt-, Ethyl-6-{4-yl)-phenyll-2-methyl-3-
furcata, 1-Pyrroldinyiphenylsulforyl-, Mathyl-5-yi-4-methyl-2-thiophene-
carbaxylate, Methy}-3-y-4-(lsopropylsulforiyl)-2-thiophens, 7-Chlorochromone-
344, 4'Bromobipheryl-4-yi-, 4-Acetyl-biphenyl-4-y}-, 4-Bromo-2'fluoro-
biphenyl-4-yi-, 1-Methyl-5-lsatinyl-, 2-Chioro-3-thiophenacarboxylic-acid-5-yi-,
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2-Methaxy-5-(N-phthalimidinyl)-phenyi-, 1-Benzothiophene-2--,
Morpholinophenylsulfonyl- and 3-(2-Methyl-4-pyrtmidinyl)-pherryl-

Compounds according to any one of claime 1 1o 5, characterized In that R'°
represents hydrogen, an unbranched or branched, saturated or uneaturated,
optionally at least mono-substituted Cy.-aliphatic radical, a saturated or
unsaturated, optionally at least mono-substiuted, optionally at least one
Msmhmaﬂmmmwmcu-m:bdphltbmdmmlmm
be bonded via an optionally at least mono-substiuted Cq.s-alkylens group .
and/or may be condensed with an opiionally et least mono-substituted mono-
or polycyclic ring-system, or an optionally at least mono-substituted, 5- or 6-
membered aryl- or heteroaryl radical, which may be bonded via an optionally
at least mono-substituted C.s-alkylane group and/or may be condensed with
an opiionally at least mono-substituted mono- or polycyclic ring-system,
preferably H, a Inear or branched Cr--alkyl radical, a cyciohexyl radical ora
phenyl radical, more preferably H, -CHa, -CyHa or phenyl.

Compounds according to any one of claima 1 to 8, charactertzed In that R
represents hydrogen, an unbranched or branched, safurated or unsaturated,
optionally et least mono-substituted Cys-alphatic radical, a saturated or
unsaturated, optionally at least mono-substituted, optionally at least one
hetaroatom as ring member containing Cy s-cycloaliphatic radical, which may
be bonded via an optionally at least mono-substituted Cys-alkylene group
and/or may be condensed with an oplionally at least mono-substitutad mono-
or polycyciic ring-systsm, or an optionally at least mono-substituted, 5- or 6-
membered aryl- or heteroaryl radical, which may be bondad via an optionally
&t least mono-subsiituted C..s-alkylens group and/or may be condensed with
an optionally at least mono-aubstituted mono- or polycyciic ring-aystem,
preferably H, a linear or branched C~alkyl radical, & cyciohaxyl radical or a
phenyl radical, more preferably H, -CHy, -CaHg or phenyl.
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Compounds according to arny ones of ciaima 1 to 7, characterized In that R*2
represents an unbranched or branched, saturated or unsaturated, optionally at
lsast mono-substituted Cy.e-aliphatic radical, a saturated or unsaturatad,
optionally at least mono-substituled, optionally at least one heteroatom as ring
meamber contalning C,y-cycloaliphafic radical, which may be bonded via an
optionally at least mono-substituted C..e-alkylene group and/or may be
condensed with an optionally at least mono-aubstifuted mono- or polycydiic
ring-eystem, or an oplionally at least mono-subetituted, 5- or 8- membered

. aryl- or hetercaryl mdical, which.may be bonded via an optionally at least
mono-subatitited C:.g-akylene group and/or may be condensed with an
optionally at least mono-subsiituted mono- or polycyclic ring-system,
preferably represents H, a linear or branched C,-4-alkyl radical, a cyciohexyl
radical or a phenyl radical, more preferably H, -CHy, ~C2Hs or phenyl.

Compounds according to any one of claims 1 io 8, characierired In that R*
and R are each independently selectad from the group conelsting of
trydrogen, an unbranched or branched, ssturated or unsaturated, optionally at
least mono-substituted Cy.g-aliphatic mdical, a saturated or unsaturated,
optionally at least mono-substituted, optionally at laaat one heteroatom as ring
member containing Ca.s-cycloaliphatic radical, which may be bonded via an
optionafly at least mono-substituted Cy.g-alkylens group and/or may be
condensed with an optianally at least mono-substitutad mono- or polycyciic
ring-system, or an optionally at lsast mono-subsiituted, 5- or 6-membered aryl-
or heteroaryl radical, which may be bonded via an optionally at laast mono-
substituiad C4.4-alkylehe group and/or may be condensed with an optionally at
least mono-substituted mono- or polycydlic ring-eystam, preferably are each
Independently selected from the group consisting of H, a linear or branched
Cy~¢-alkkyl radical, a cycichexyl radical and a phenyl radical, more preferably
are each Independently salactad from the group consisting of H, ~CHs, -C3Ha
and phenyl.
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Compounds eccording to any one of claima 1 to 8, characterized in that R™
and R together with the bridging nitrogen atom form a saturated, unsaturated
or aromatic, 6- or -membered heterocyciic ring, which may be at least mono-
substituted and/or contain at least ons further heteroatom as a ring member,
preferably form an unsubstituted piperkiin or morpholine group.

Compounds according to any one of clalms 1 fo 10, characterized In that R"®
represents hydrogan, an unhranched or branched, saturated or unsaturated,
optionally at least mono-aubstihied Ci.e-aliphatic radical, a saturated or
unsaturated, optionally at least mono-substihuiad, optionally at least one
hetercatom as ring member containing C» s-cycloaliphatic radical or an
optionally at lsast mono-substiiuiad, 5- or 8- membered aryl- or heteroaryl
radical, which may be bonded via an optionally at least mono-substihted Cy ¢
alkylans group and/or may be condenaed with an optionally at least mono-
substiiuted mono- or polycydiic ring-eystem, preferably represents H, a linear
or branched Cr¢-alkyl radical, a cyciohexyl radical or a phenyl radical, more
prefersbly represents H, ~-CHy, -CzHs or phenyl.

Compounds according to eny one of claims 1 fo 11, characierized In that R'®
represents an unbranched or branched, saturated or unsaturated, optionally at
least mono-substituted C1.¢ aliphatic radical, preferably an unbranched or
branched, saturated, unsubstituted C.; alkyl radical, more preferably a methyl
radical.

Compounds according to any one of claims 1 to 12, charactertzed in that R"
represants an unbranched or branched, saturated or unsaturated, optionally at
least mono-subetituted C+.s aliphatic radical, preferably an unbranched or
branched, saturated, unsubstituted C+; alkyl radical, more preferably a methyl
radical. . :



14, Compounds according to one or more of claims 1 o 13:

16.

1{1<(5-Chioro-3-methyl-benznibjthiophernyl-2-sutfonyl)-piperidine-4-yi}-1,4-
dihydro-benzo{dl[1,3jnazin-2-one,

14{1-(6-Dimethylamino-naphthyl-1-sulfonyl)-piperdine-4-yi}-8-methyl-1,4-
dihydro-benzoldli1,3loxazin-2-one,

14{1-{5-Dimethylamino-naphthyl-1-sulforryl)-piperidine-4-yi}-1,4-dihydro-
benzo[d)1,3]oxazin-2-0ne,

and comesponding salls thereof, and comasponding solvates.

Process for the preparation of benzoxazinone-derived sulfonamide
compounds of general formula (I) acconding to one or more of claime 1 to 14,
characterized In that it comprises reacting at least one piperidine compound of
general formula (I1), whereln R' 1o R® have the meaning according fo claim 1,
and/or a salt, preferably a hydrochioride salt, thereof,

L
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with at least one compound of general formula (Iil),

j<

()

" wherein W has the meaning according to claim 1, In a sultable reaction
medhsmn, optionally in the presance of at least one base and/or at least one
awndiary agent.

16. Process for the preparation of a physiologically accepiable salt of the
banzoxazinone-derived sulphonamids compounds according to clalms 1-14,
charactertzed in that at least one compourxi of general formula () having at
least cne basic group s reacted with at least one acld, preferably an inorganic
or organic acid, preferably in the presence of a sultable reaction medium.

17. Process for the preparation of a phyeiclogically acoaptabla sak of the
benzmazinone-derived sulphonamide compounds acconding to clalms 1-14,
charactertzed In that at least one compound of ganeral formula (I) having at
least one acidic group la reacted with at least one base, preferably in the
Mdauwerudhnmadm.

18. Medicament comprising at least one benzoxazinone-derived sulphonamide
compound according to any one of claims 1-14, optionally In form of one of ks
sterecisomere, preferably enantiomars or diastereomers, its racemsate or In
form of a mixiure of at least two of lts stereciaomers In any mixing ratio, or a
physiologically acceptable sal thareof, or a solvate, reepectively, and
optionally one or more pharmaceutically acceptable adjuvants,



18.
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Medicament according to claim 18 for 6-HTg-recaptor regulation, for cognitive
enhancement, for the prophylexds arxl/or treatment of food Ingeation (food
intake) disorders, particularly for the regulation of appedits, for the
maintenance, Increase or reduction of body weight, for the prophylexis and/or
freaiment of obeelly, bullmia, anorexda, cacheda or type Il diabetes (Non-
Insulin Dependent Disbeles Melltus), prefarably type |l diabetes, which is
caused by obesity, disorders of the cantral nervous system, disorders of the

.mmm::mmﬁn_wm.m.m

depression, cognitive memory disorders, senlie dementia disorders, such as
Morbus Alzhelmar, Morbus Parkinson and Morbus Huntington, schizophrenia,
peychosis, infantiie hyperiinasia or ADHC (attention deficit, hyperactivity
disorders).

Use of at least one benzcmzinone-derived sulphonamide compound
according 1o any one of claima 1-14, optionally In form of one of ite
etereoisomerse, preferably enantiomere or diasterecsners, its racemats or In
form of a mixture of at least two of its sterecleomers in any mixing ratio, or a
physioclogically acceptabie salt thereof, or a solvate, for the manufacture of a
medicament for 5-HTe-raceptor regulation, for cogniive enhancement, for the
prophylaxis and/or treatment of food Ingestion (food intake) disorders,
particularly for the regulation of appeiite, for the maintenance, increase or
reduction of body weight, for the prophyiaxis and/or treatment of ocbesity,
bulmla, anorexda, cachexia or fype Il diabetes (Non-insulin Dependent
Diabetos Mellitus), preferably type || diabetes, which Is causad by obesity,
disorders of the ceniml nervous system, disorders of the gastrointestinal tract,
such as iritable Intestine syndrom, anxety, panic, depresaion, cognitive
memory disorders, senlle dementia disorders, stich as Morbus Alzhelmer,
Morbus Parkinaon and Morbus Huniington, schizophrenia, paychosis, Infantile
hyperkinesia or ADHC (attention deficlt, hyperactivity disorders).
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Uuﬁuhaummwmemmam

formuta (la),
Rl
R™
R™ N
“'ff'
wl
(la)
wherein

R".R'.R‘.R'mmmdmmmungmmmof
hyd:ugnn.h&gmﬂnummﬁdorbmndnd.uhnmdormm.
optionally at lsast mono-substituted allphatic redical, a eaturated or
mm.omwdmmm.mwdhutm
Mmummmﬁnmwbhaﬂemdhﬂ.mimmbe
hondodvlunﬂomlyalhadmuhﬂhhdalqhmmwuﬂbrm
mmmanoplbmlyutbastm-wbuﬂuedmorpolyw
ring-system, anoptlonalyatlaastmom-cubdlumduryl-orhummw.
wthuybaMﬂadvhmoplbmﬂyathatmmhdhmdakylom
mﬂﬂhrmaybommanoﬂhmllyathulmmmm
mono- or polycyciic ringsystem, a nitro group, a cyano group, -OR™. -
°q=om1‘ll- -(M)-OR"', _SR'l-' _sm'lll' _soaR1h' -NH-SO;R"‘.-
SOzNH» and a -NR'*R™= molsty,

T



R™ represents hydrogen, an unbranched or branched, saturated or
unsaturated, optionally at least mono-substituted allphatic radical or a
saturated or unsatursted, optionally at least mono-subetiuled, optionally at
least one hetsrcatom as ring member containing cycioaliphatic radical,

R™, R™, R™, R™ are each indepandently selectsd from the group conslsting of
hydrogen, an unbranched or branched, saturated or unsaturated, optionally at
least mono-substituted aliphatic radical, a saturated or unsaturated, optionally
. a6t leagt maono-sybatiiyted, oplionally at least one hatercatom as ring member
containing cycioaliphatic radical, a cyano group and a -COOR'™ molety,

W" represents an unbranched or branched, satureted or unssfurated,
optionally at least mono-substituted aliphatic radical, a saturated or
uneaturated, optionally at least mono-substiiuted, optionally at least one
hetaroaiom as ring member containing cycioaliphatic radical, which may be
bonded via an optionally at least mono-substituted alkylene group and/or may
be condensed with an optionally at least mono-substituted mono- or polycyciic
ring-eystem, an optionally at least mono-substituted aryl- or hetercaryl radical,
which may be bonded via an optionally at least mono-substituted akylene
group and/or may be condensed with an optionally at least mono-substituted
mono- or polycycic ring-system, a NR'®R™.molety or a COR'"®™.malety,

R'™ represents hydrogen, an unbranched or branched, saturated or
unsaiurated, optionally at least mono-substituted eliphatic radical, a saturated
or unseaturated, optionally at least mono-substiried, optionally at least one
heteroatom as ring member containing cycloafiphatic radical, which may be
bonded via an optionally at least mono-substituted alkylene group and/or may
be condansed with an optionally at least mono-subsiituted mono- or polycydilc
ring-syatem, or an optionally at least mono-substituted aryl- or heteroaryl
radical, which may be bonded via an optionally at least mono-substituted
alkylene group and/or may be condensed with an optionally at laast mono-
aubstituted mono- or polycycic ring-aystem,



— o 35

RY* represents hydrogen, an unbranched or branched, ssturated or
unsaturated, optionslly at least mono-substituted aliphatic radical, a saturated
or uneafuratad, optionally et least mono-substituted, optionally at least one
heteroatom as ring member containing cycloaliphatic radical, which may be
bonded via an oplionally at laast mono-substituted alkylene group and/or may
be condensed with an aptionally at least mono-subsiituted mono- or polycyclic
ring-eystem, or an optionally at least mono-substituted aryl- or heteroaryl
radical, which may be bonded via an optionally at least mono-substituted

- alkylene group and/or may ba condensed with an optionally st legst mono-
subsiituted mono- or polycyclic ring-systam, '

R'™ represents an unbranched or branched, saturated or unsaturated,
optionaly at lsast mono-substituted aliphatic radical, a saturated or
uneaturated, optionally at least mono-substituted, optionally at least one
heteroatom as ring member containing cycioaliphatic redical, which may be
bonded via an optionally at least mono-substituted akylens group and/or may
be condensed with an optionally at least mono-subetituted mono- ar polycyclic
ring-system, or an optionally at least mono-substituted aryl- or heteroaryt
radical, which may be bonded via an optionally at lsast mono-substituted
alkylens group and/or may be condansed with an optionally at lsast mono-
substitubad mono- ar polycyciic ring-aystemn,

R'™ and R*" each ae Independently sslected from the group conelsting of
hydrogen, an unbranched or branched, saturated or unsaturated, optionally at
loast mono-substiiuted aliphatic radical, a saturated or unsaturated, optionally
at laast mono-subsiituted, optionally at least one heteroatom as ring member
containing cycloaliphatic redical, which may be bonded via an optionally at
least mono-substituted alkylene group and/or may be condensad with an
optionally at least mono-eubstituted mono- or polycycic ring-system, or an
optionslly at leaet mono-substiiuted aryl- or heteroaryl radical, which may be
bonded via an optionally at least mono-subsiituled akylene group and/or may
be condensed with an optionally at least mono-substiuted mono- or polycycic
ring-system,

193
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or R and R™** together with the bridging nitrogen atom form & saturated, U
unsafturated or aromatic heterocyclic ring, which may be at least mono-
subatituted and/or contain at least one further heteroatom as a ring membar,

R'™ represents hydrogen, an unbranched or branched, saturated or
uneaturatad, optionally at least mono-subsiituted afiphatic radical, a saturated
or unsaturated, opionally at least mono-substituted, optionally at least one
heteroatom as ring member containing cycloaliphatic radical or an optionally at
. . laast mono-aybatituted aryl- or heteroaryl radical, which may be bonded via an
optionally et least mono-subsiftuted alkylens group and/or may be condensed
with an optionally at least mono-substituted mono- or polycyciic ring-systam,

R'™ represents an unbranched or branched, eaturated or uneaturaied,
optionally at least mono-substituted aliphatic radical,

R"™ represents an unbranched or branched, saturatsd or unsaturated,
optionally at laast mono-substitubed alphatic radical,

R'™ rapresents an optionally at least mono-subsituted aryl edical,
oﬂbmlyhhmdmdihﬁwhnmm«wmuur
diestereomers, lis acamate or In form of & mbdure of at least two of Ite
atereoisomers, praferably snantiomers or diastereomers, in any mixing ratio,
or a physiclogically accepiable sak thereof, or a soivats, respactively,

for the manufacture of a medicament for 5-HTg-receptor regulation.



22. Use according to claim 21, characterizad In that R, R™, R™, R*™ are each
independently selected from the group consisting of H, F, €1, Br, an
unbranched or branched, saturated or unsaturated, optionally at least mono-
subsiituiad Cy.q-allphatic radical, a saturated or unaatureted, optonally at least
mono-aubstiiuted, optionally at least one hetsroatomn as ring member
containing Cs g-cycioallphatic radical, which may be bonded via an opticnally
&t least mono-substituted C..¢-akylene group and/or may ba condensed with
an optionally at jeast mono-suhsiituted mono- or polycydic ring-systsm, an
optionally st least mono-substiiuted, 5- or 8-membered aryl- or hetsroaryl
radical, which may be bonded via an optionally at lesst mono-substituted Cs.c-
dkybmuoupandlornuybeeondmndwmmophﬂl-yathadnm
eubstifuted mono- or polycyxiic ringsyatem, a nitro group, a cyano group, -
OR‘IN’ _w(wmﬂll _snlh' _smﬁ' -SO.R"". _m_sozRﬁ' _so.NI.k.M a
-NR'*R'% molety, preferably selected from the group conslsting of H, F, Cl,
Br, a saturated, brariched or unbranched, optionally at least mono-substituted
mmw.am.mwumem,
cptionally at isast one hetercatom as ring member contalning Cy- or Cy-
cycloallphatic nadical, which may be bonded via an optionally at least mono-
substituted C;- or C2-alkylans group, a nitro group, a cyano group, -OR'™, -
OC(=O)R", -8R'™ and -NR'™R"* molety, more prefembly selacied from the
group conaleting of H, F, Cl, -CHs, -CHyCHs, -CF, -CFzCFs, cyclopentyl,
cyciohexyl, nitro, cyano and -OR'™,

23.  Use according to claim 21 or 22, charactartzed in that R™ represents
hydrogen, an unbranched or branched, saturated or unsaturated, optionally at
least mono-substituted Cyq-aliphatic radical or a saturated or unsaturated,
Wyathadmubdﬁ.hd.opbrﬂbatludomhm“m
member contaning Cs.s~cycloaliphatic radical, preferably represants H or a
branched or unbranched C.y-alkyl radical, more preferably H, -CH; or -
CHeCHa. '
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24.  Use according i any one of claime 21 to 23, characterized In thet R™, R™, 'L@
R*™, R*™ are each Indepandently selected from the group conaisting of
hydrogen, an unbranched or branched, saturated or uneaturated, optionally at
least mono-substituted Cyg-aliphatic mdical, a saturated or unsaturated,
optionally at laast mono-substituted, optionally at least one hetercatom as ring
member containing Cs s-cycloaliphatic radical, a cyano group and a -COOR'™™
molety, preferably selected from the group consisting of H, a branched or
unbranched C- s-alkyl radical, a cyano group and a COOR'™ group, more
. preferably from the group consisting. of H, -CHs, <CHzCH, and a cyano molety.

25. Uso according fo any one of claims 21 fo 24, characterizad In that W*
represents an unbranched or branched, saturated or unsaturated, optionally at
least mono-substituted Ci.a aliphatic radical, a saturated or unsaturated,
optionally at least mono-substiiuted, optionally at leest one heteroatom as ring
member containing Cj.¢ cycloaliphatic radical, which may be bonded via an
optionally at least monoc-aubatituted Cqs-alkylene group and/or may be
condensed with an optionally at least mono-substituted mono- or polycydiic
ring-eystam, an optionally at leaat mono-substiuted, 5- or 8-membered aryl- or
heteroaryl radical, which may be bonded via an optionally at least mono-
substituted C1.o- alkylena group and/or may be condensed with an optionally at
least mono-substiutad mono- or palycycic fing-eystem, a NR'™R"™-molety or
a COR'"™.molety,

preferably is sslected from the group consisting of 1-Naphthyl-, 6-
Dimethylamnino-napth-1-yi, 2-Naphthyl-, 2-Acetamido-4-methyl-5-thieznlyl-, 2-
Thienyl-, 8-Quinolinyl-, Phenyl-, Pentafluorophenyl-, 2,4,5-Trichioro-phenyl-,
2,5-Dichioro-pheny}-, 2-Nitropheny}-, 2,4-Dinitro-phenyi-, 3,6-Dichloro-2-
hydroxy-phenyt-, 2,4,8-Trleleopropyl-phenyl-, 2-Mesltyl-, 3-Nitro-phenyt-, 4-
Bromo-phenyl-, 4-Fluoro-phenyl-, 4-Chiorophenyl-, 4-Chioro-3-nitro-phenyl-, 4-
lodo-pheryl-, N-Acelyl-sulfanilyl-, 4-Nitro-phenyt-, 4-Methoxy-phenyi-,
Benzolo-ackd-4-yi, 4-tert-Butyl-phenyl-, p-Tolyl, Triflucromethyl-,
Trichioromethyl-, lsopropyt-, Methyl-, Banzyl-, trans-styryl-, 2,2,2-Trifluoroethyl-
Methyl-berzoate-2-yi-, 2-Nitro-4-{trifluoromethyl)-phenyl-, Pantamethyl-phenyl-
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+ 2,3,5,8-Tatramethyl-phenyt-, 3-(Trifuoromethyl)-pheny-, 3,5-Bis- ‘
(Trifiuoromethy!)-phenyl-, Dichloromethyl-, Chioromethyl-, Dodecyl-, 1-Octyl-,
2,3 4-Trichloro-pheryl-, 2,6-Dimethoxy-phertyl-, o-Tolyl-, p-xyly--2-yi-, Berzolc-
acid-3-yi-, 4-Chioro-3-(trifiuoromethyl)-phenyl-, 4-Chioro-5-nitro-benzoic acid-
3+, 8-(p-ioluidino)-naphth-2-yi-, 4-Methooxy-2,3,6-rimethylphenyl-, 3,4
Dichlorophenyt-, 4,6-Dibromo-thiophene-2-yi-, 3-Chioro-4-fluora-phenyl-, 4-
Ethyl-phenyt-, 4-n-Propyl-phenyl-, 4(1,1-Dimethyipropyl)-phenyl-, 4-leopropyl-
phenyt, 4-Bromo-2,5-difiuoro-phenyl-, 2-Fluoro-phenyt-, 3-Fluoro-phenyl-, 4~

. (Trifiuoromethaxy)-pheny}-, 4-(Trifluaromethyf)-phenyt-, 2,4-Difiuoro-phermyl-, -
2,4-Dichioro-6-methyt-phenyl-, 4-Chioro-2,6-dimethyl-phenyl-, 5-Diethylamino-
napth-2-yl-, Benzoyl chioride-3-y1-, 2-Chioro-phenyl-, 1-Octadecyt-, 4-Bromo-
25-dichioro-thiophene-3-yi-, 2,5-Dichioro-thiophene-3-yi-, 5-Chioro-thiophena-
2.y, 2-Mathyl-5-nitro-phenyt-, 2(Tifluoromethyl)-phenyl-, 3-Chioro-phenyl-,
3,6-Dichloro-phenyl-, 1-Decyl-, 3-Methyl-phenyl-, 2-Chioro-8-methyl-, 5-
Bromo-2-methoxy-phenyl-, 3.4-Dimethaxy-phenyl-, 2-3-Dichioro-phenyl-, 2-
Bromo-phanyt-, 3,6-Dichloro-4-(2-chioro-4-nitrophenaxy)-pheryk-, 2,3-
Dichloro-thiophene-5-yt-, 3-Bromo-2-chioro-thiophene-5-y-, 3-Bromo-5-chioro- -
thiophene-2-yt-, 2(Benzoylaminomethyl)-thiophene-5-yk-, 4(Phenyl-
sulphontyl}-thiophene-2-y}-, 2-Phenyl-sulphonyl-thiophene-5-yi-, 3-Chioro-2-
methyl-phanyl-, 2{1-Methyl-5-(tifiuoromethyl)pyrazol-3-yi}-thiophene-6-yk-, 6-
Pyrid-2-y-thiophene-2-yi-, 2-Chioro-5-{triflucromethyl)-phenyl-, 2,8-Dichioro-
phanyl-, 3-Bromo-phenyt-, 2-(Triflucramethaxy)-phenyl-, 4-Cyano-phenyk, 2-
Cyano-phenyl-, 4-n-Butoxy-phenyl-, 4-Acetamido-3-chioro-phenyl, 2,5-
Dibromeo-3,6-difiuoro-phenyl-, 5-Chioro-1,3-dimethyipyrazole-4-yi-, 3,5-

2.4,8-Trichloro-phenyt-, 2-Hydroxy-benzolc acid-5-y-, 5-(Dl-n-pmpyhlr|l1o)-
naphth-1-yb-, 6-Mathaxy-m-tolyt-, 2,6-Diffucro-phenyt-, 2,4-Dimethaxy-phenyk-,
2,6-Dibromo-phemyt-, 3,4-Dibromo-phanyk, 2,2,5,7,8-Pentamethyl-chroman-6-
¥+, 2-Methoxty-benzolo-acid-5-yi-, S-Chioro-4-nitro-thiophene-2-y1-, 2,1.3-
Berzothiadiazole~4-y-, 1-MethyHmidaznle4-yl-, Berzofurazan-4-yk-, 2-
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(Methoxycarbonyl)-thiophene-3-yi-, 5-{lscxazol-3-yi)-thiophane-2-yi-, 2.4,5-
Trifluoro-phenyi-, Biphenyl-4-yi-, Vinyl-phenyl-4-yi-, 2-Niiro-benzyl-, 5-Dichloro-
methyHuran-2--, 5-Bromo-thiophene-2-yi-, 5-(4-Chiorobenzamidometiryl)-
thiophene-2-y, 2,8-Difucro-phanyt-, 2,5-Dimethoxy-4-nitro-pheryl-,
Dibenzo[b,d}Huran-2-yi-, 2,3,4-Trifluoro-phenyt-, 3-Nitro-p-tolyl-, 4-Methoxy-2-
nitro-phenyt-, 3,4-Difluoro-phenyl-, 4-(Bromoethyl)-phenyl-, 3,5-Dichioro-4-
hydraxy-phenyt-, 4-n-Amyl-phenyl-, 5-Chioro-3-methylbenzofb}-thiophene-2-yi-
» 3-Meathaxy-4-(methoxycarbonyl)4hiophene-2-yi-, 4-n-Butyl-phenyl-, 2-Chloro-

. . A-cyano-phenyt, 6-{2-(Methyithlo)-pyrimidin4-yi-}-thiophene-2-yi-, 3,6-Dinitro-
4-methoxy-phemyl-, 4-Bromo-2-(trtfiuoromethoxy)-phenyl-, 4-Chioro-2,1,3-
Benzoxadiazole-7-yi-, 2-(1-Naphthyl)-ethy}-, 3-Cyano-phenyl-, 5-Chioro-2,1,3-
Benzaxadiszole-4-yi-, 3-Chioro-4-methyl-phenyl-, 4-Bromo-2-athyl-phenyl-,
2,4-Dichioro-8-methyl-phenyl-, 8-Chioro-imikdazo(2,1-B)-thieznle-5-y-, 3-
Methyl-benzo[b}-thiophene-2-yi-, 4-Methyl-sulphonyl-phenyl-, 2-Methyi-
sulphonyl-phenyl-, 4-Bromo-2-methyl-phernyt-, 2,6-Dichioro-4-(iriftuoromethyl)-
phenyl-, 4{[3-Chioro-5~(irifluoromethyl)-2-pyridinyljaxy}-phenyl-, 5-Chioro-
naphth-1-y-, 5-Chioro-naphth-2-yi-, 8,10-Dibromoanthracene-2-yi-,
lscquinoline-5-y1-, 4-Methoxy-2,3,8-trimethyi-phenyl-, 4'-Nitro-biphenyl-4-yi-,
[(4-Phenoxy)-phernyt-, (1,3-Dihydro-1-oxo0-2H-soindol-2-yi-)}-4-phenyl-, 4-
Acelyl-phenyl-, 5-(2-Methy}-1,3-thiazole-4-yi)-thiophene-2-y-, 5-{1-Methyl-3-
(trifluoromethyl)pyrazol-5-yi-Hhiophene-2-yi-, 5-[5-Trifluoromethyf)-isoxezol-3-
yiHhiophene-2-yi-, 24odo-phenyl-, p-Dodecyl-phenyl-, 4{{3-Cyano-4-
methoxy-2-pyridinyl)oxyl-pheryl-, 4-(N-phthalimidinyl)-phenyl-, 1,2,3,4-
Tetrahydro-2-{trifluoroacetyl)-Hsoquinoline-7-yi-, 4-Bromo-2-flucro-phenyl-, 2-
Fluoro-5-{iriftuoromethyl)-phartyl-, 4-Fluoro-2-{triftuorometityl)-phanyt-, 4-
Fluoro-3-{trifiucromethyl)-phanyi-, 2,4,8-Trifluoro-phenyl-, 3-
(Triflucromethaxy)-phenyt-, 1,2-Dimethylimidazoie-4-yi-, Ethyl-4-Carboxylate-
3-yt, 2,2,4.6,7-Pentamethykihydrobenzofuran-5-yl-, 3-Bromo-2-
chioropyridine-5-yl-, 3-Methaxy-phenyl-, 2-Methoxy-4-methyl-phenyl-, 2-
Chioro-4-fiuorobenzoic-acid-5-yi-, 4-Chloro-naphth-1-yi-, 2,6-Dichloro-4-nitro-
thiophene-3-yi-, 4-{4-Methoxy-phenaxy)-pheryl-, 4-(4-Chioro-phenoxy)-
4-{4-Fluoro-phenoxy)-phenyl-, 4-(4-Methyl-phenoxy)-phemyl-, 444
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3{2-Methaxy-phenaxy)-phenyl-, [3-(2-Chioro-phencxy)-phemyt-, 3-(2-Methyk-
phenaxy)-phenyt-, 4{2(Triflucromethyl)-phenaxy}-phenyl-, 3-Phenyl-phenyl-,
3-(4-Mathoxy-phenyl)-phenyt-, 3-(4-Chloro-phenyl)-phenyt-, 3-(3,6-Dichioro-
phernyl)-phenyt-, 3(3,4-Dichioro-phenyl)-phenyt-, 3-{4-Fiuoraphenyl)-phenyl-,
3-{4-Methylphenyl)-phenyt-, 3-{4-(Triffuorometiryl)-phemyl}phenyt-, 3-13,5-Bls-
(Trifluoromethyl)-phenyll-phenyl-, 4<(4-Pyridyloxy)-phenyl)-, 4-(2-Methoxy-
phenaxy)-phenyt-, 4-(2-Chioro-phenoxy)-phenyl-, 4-(2-Meathyl-phenoxy)-
phenyt-, 4-(4-Methoxy-phenaxy)-pheny-, 4-{4-Chiorophenyl)-phenyl-, 4-(3,6-
Dichlorophenyl)-phenyl-, 4-(3.4-Dichiorophenyl)-phenyl-, 4-(4-Fiuorophenyl)- ..
phemyl-, 4-{4-Methylphenyl)-phenyt-, 4-{4-(Trfuormethyl)-phenyl-phenyt-, 4-
BB/5-8ls-(Trifluoromethyi)-phenyl]-phenyl-, [3-(Trifiuoromethyl)-phenyll-methyi-,
(4-Chlorophenyl)}-methyk, (3,5-Dichiorophenyl)-methyt-, (3,5-Dichioraphertyl)-
- methyl-, (4-Fluorophenyl)-methyl-, 4-Methyiphenyimathyl-, [4-(Trifluoromethyi)-
phenyi}-methyl-, Cyclopropyl-, 2-(2-Chiorophenyl)-2-Phenylathyi-, 2-(2-
Trifluoromethyiphenyl)-2-phenylethyl-, 5-{4-Cyano-1-methyl-5-(methyithio)-1H-
Pyrazol-3-ythiophane-2-yi-, 3-Cyano-2,4-ble-{2,2,2-Trifluorathoxy)-phenyt-, 4-
K2-Chloro-1,3-Thiazol-6-yi)-methaxy}-phenyl-, 3-Nitro-phenyimethyl-, 4-
Formyiphenyt, 2-(1,3-Dioxo-1,3-dihydro-iscindol-2-yl)-athyt-, [3,5-Bis-
(Trifluoromethyl)-phenyll-methyl-, (4-(2-Pyridyioxy)-phenyl)-, (4-{3-Pyridyioxy)-
phanyl)-, 8-lodo-naphth-1-yi-, Ethyl-2,5-dimethy}-1-phenylpyrrole-4-
carboxylate-3-yi-, Ethyl-2-mathy}-1,6-diphenyl-1H-pyrrole-3-carboxylate-4-yi-,
Ethyi-5-(4-chlorophenyl)-2-methyl-3-furoate~4-yl, Ethy5-(4-chiorophenyl)-2-
methyi-1-phenyl-3-carboxylate-4-yi-, Ethy-2,5-dimethyl-3-furoate-4-yi-, 3-
Chioro-4-(1,3-diam-2-Azaspirol4,4inon-2-)-phenyt-, 6-Bromo-2,4-difluoro-
phenyt-, 5-Chioro-2,4-difuorophenyl-, Coumarin-6-yl, 2-Methoxy-phenyl, (3-
Phenaxy)-phenyt-, 3-{4-Methcaxy-phenaxy)-phenyl-, 3-{4-Chlorophenaxy)-
phenyt-, 343,6-Dichiorophenoxy)-phenyl-, 3<3,4-Dichiorophencaty)-pheyl-, 3-
{4-Fluorophenoxy)-sheny-, 3-(4-Methyiphencxy)-phenyl-, 3-{4-
(Trifiuoromethyl)-phenoxy}-phenyl-, 39,5 Triffuoromethyl)-phenaxy}-phenyt-,
3{2-(Trifluoromethyl)-phenoxyl-phenyt-, 2,2-Diphenylethyl-, 4-Phenyl-5-
(triflucromethyl)-thiophene-3-yi-, Methyl-4-Phenyl-5-(Triflucromethyl)-
thiophene-2-carboxylate-3-yi-, Methyl-1,2,5-trimethyipymoie-3-Carboxylate-4-
Y+, 4-Fluora-naphth-1-yi-, 3,5-Difuorophenyt-, 3-Fluoro4-methoxy-phenyl-, 4-
Chioro-2,6-difiuorophenyt~, 2-Chiloro-4,5-difluoro-phenyl-, 5-Fluoro-3-
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methybenzo[b}-thiophene-2-y1-, Mathyl-3-phenylproplonate-4-yl, / v
Dihydrocinnamic Acid-4-yi-, Methyi-2,6-dimethyl-3-furcate-4-yi-, Methyl-2-
furcate-6-y1-, Methyl-2-methy!-3-furoate-5-yi-, Methyl-1-methyl-1H-pymole-2-
Carboxylate-5-y1-, 2-{6-Chloro-1,2,4-Thiadiazol-3-yl)-thlophene-64t-, 1,3,6-
Trimethyl-1H-pyrazole-4-yi-, 3-Chloro-5-fluoro-2-methyiphenyl-,
Pentaflucroethoxytetrafiuoroethyl-, 5-(5-lsoxazyl)-thiophene-2-yt-, 5-(5-
lsoxazol-yl)-2-furyl-, 5-Methyl-2,1,3-berzothiadiaznie-4-yi-, Biphanyl-2-y-, 2,3-
Dihydro-1,4-benzodioxine-8-yi-, 4-Methyl-Naphth-1-yi-, 5-Methyl-2-
(Trifluormathyl)-3-Furyl, 2,3-Dihydrobenzolblfuran-5-yi-, 1-Benzothlophene-3- . .
yi-, 4-Methyl-3.4-dlhydro-2i4-1,4-Benzoxazine-7-yi-, 5-Methyl-1-pheny-1H- .
pyrazole-$-yi-, 6-Morpholino-3-Pyridinyl-, 4-{1H-Pyrami-1-yl}-phenyl-, 8-
Phenoxy-3-Pyridyl-, 3,4-Dihydro-2H-1,6-benzodioxepine-7-yi-, 6-{1,3-Oxazol-
5-yl)-2-thienyt-, 4-(1,3-Oxazol-5-yi)}-phenyl-, 5-Mettryl-4-ecxazolyl, 2,1,3-
Berzothladiazole-6-yi-, 3-Thienyl-, 2-Methyl-benzyl-, 3-Chioro-berzyl-, 5-
Acstamiio-naphth-1-yi-, 3-Methyl-8-Quinolinyl-, 4-Chioro-2-nitrophenyl-, 6-
Quinolinyl-, 1,3-Benzothizzoie-8-yi-, 2-Morpholino-3-Pyrkiyl-, 2,5-Dimethyl-3-
thiamyt-, 5-{5-(Chioromethyl)-1.2.4-oxadliazol-3-¥il-2-thienyl-, Ethyl-3{5-yi-2-
thianyi-]1,2,4-oxadiazole-5-carboxylate-, 3-(6-Methyl-1,3,4-oxadlazol-2-yi)-
phemyt-, 4-sopropaxyphenyl-, 2.4-Dbmmnhenvl-.. 3-Cyano-4-fluorophenyt-,
2,5-Bla-(Trifluoromethyl)-phenyl, 2-Bromo-4-fiuorophenyl-, 4-Bromo-3-
fluorophenyl-, 4-(Difluoromethoxy}-phenyl-, 3-(Diffuoromethoxy)-phenyl-, 5
Chioro-2-fluoro-phenyl-, 3-Chioro-2-flucrophenyl-, 2-Fluoro-4-methyiphenyl-, 4
Nitro-3-{triflucromethyl)-phenyl-, 3-Fluoro-4-methyiphenyl-, 4-Fluoro-2-
methylphenyl-, 4-Bromo-3-{iifluoromethyl)-phenyl-, 4-Bromo-2-
(trifiuoromethyf)-phenyl-, 3-Bromo-5-(irifluoromethyl)-phenyl-, 2-Bromo-4-
(trifluoromethyl)-phernyt- 2-Bromo-5-(rifiucromethyi)-phenyl-, 2,4-Dichioro-5-
fluorophenyt-, 4,5-Dichloro-2-flusrophenyt-, 3,4,5-Trifluorophenyl-, 4-Chioro-2-
fluorophenyt-, 2-Bromo-4,8-Difiucrophenyl-, 2-Ethyiphenyl-, 4-Bromo-2-
chiorophenyl-, 4-Bromo-2,6-dichiorophenyl-, 2-Bromo-4,8-dichioro-phenyl-, 4-
Bromo-2,8-dimethyiphenyl-, 3,6-Dimethyiphenyl-, 4-Bromo-3-methyiphenyl-, 2-
Meathoxy-4-nitrophenyl-, 2,2-Dimethyl-8-Chromanyl-, Ethyl-3,6-dimethyl-1H-
pynole-2-carboxylate-4-yi-, Imkiazo[1,2-Alpyrikiine-3-yi-, 3-{1,3-Oxaznl-6-yl)-
phenyl-, Ethyl-6-{4-yl)-phenyi}-2-methyi-3-juroate, Methyl-3-(y1)4-
methoxybenzoste, 1-Pyrrolidinyiphenylsulfornyd-, Methyl-5-yi-4-methyl-2-
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thiophene-carboxylate, Methyl-3-yi-4-(isopropylsulforyi)-2-thiophens, 2- 'L/) )
Pyridyl, 3-Fluoro-4-nitrophentyl-, 7-Chiorochromone-3-yi-, 4'-Bromobiphenyl-4-
yh, 4-Acetyl-biphenyl-4-yi-, 4'-Bromo-2*-fluoro-biphanyl-4-yi-, 2-Chioro-4-(3-
propy-Ureldo)-phertyl-, 3-{-Bromoacetyl}-pheny}-, 2-Bromo-3-(trifiucromethyl)-
pheimyl, 1-Methyl-5-lsatinyl-, 4-isopropyl-benzoic-acid-3-yi-, 2-Chioro-3-
thiophenacarboxylic-acki-6-yi-, 3-Pyrkiyl-, Cyciohexyimethyi-, 2-Methoxy-6-(N-
phthaiimidinyl)-pheny}-, 1-Benzothiophene-2-yi-, Morpholinophenytsulfonyl-, -
(2-Methy-4-pyrimidinyf)-phemnyl-, and 2-Cyano-5-methyiphenyl-.

Use according io any one of claims 21 to 26, chamaclierized in thet R*™®
representa hydrogen, an unbranched or branched, saturated or unsaturated,
optiohally at least mono-substituied C.«-aliphatic radical, a saturated or
unsaiurated, optionally at least mono-substituted, optionally at least one
hetsroatom as ring member containing Cs s~cycioaliphatic radical, which may
be banded via an optionally at least mono-substituted C..¢-akylene group
and/or may be condensed with an optionally at least mono-substituted mono-
or polycyclic ring-system, or an aptionally at least mono-subetituted, 5- or 6-
membered aryl- or heteroaryl radical, which may be bonded via an optionally
at lsast mono-substituted Cy.g-alkylene group and/or may be condensed with
an aptionally at least mono-substituted mono- or polycyciic ring-ayetem,
preferably H, a Iinear or branched Cy~ralkyl radical, a cyciohexyt radical or a
phenyl radical, more preferably H, ~CHs, -CzHs or phenyl.

Use according fo any one of claims 21 to 26, characterized In thet R'™
represents hydrogen, an unbranched or branched, saturated or unsaturated,
optionally at least mono-subsiituted C,.s-aliphatic radical, a saturated or
unseturated, optionalty at lsast mono-substitted, optionally at least one
heteroatom as ring member containing Cs.e-cycioaliphatic radical, which may
be bonded via an optionally at lesst mono-subsiiuted C..s-akylens group
and/or may be condensed with an aptionally at laast mono-substituted mono-
or polycyclic ring-eystem, or an optionally at lsast mono-substifuted, 5- or 8-

- membered aryl- or heteroaryl radical, which may be bonded via an aptionglly
&t least mono-substituted C+.s-alkylens group and/or may be condensed with
an optionally et lsast mono-substituted mono- or polyoyalic ring-system,
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prefermably H, a inear or branched Cs-¢aikyl radical, a cyciohexyl radical or a
phenyl radical, more preferably H, -CHs, -CaHs or pheml.

Use according to any one of claime 21 to 27, charactertzed In that R'>
reprasenis an unbranched or branched, saturated or unsaturated, optionally at
least mono-substituted Ci.e-aliphatic radical, a sahurated or uneaturated,
optionally at least mono-substituted, optionally at least one heteroatom as ring
member confaining Ca.¢-cycioaliphatic radical, which may be bonded via an

. optionally at least mono-subatituled C..g-alkylane group and/or may be

condaensed with an optionally at least mono-substited mono- or polycyclic
ring-aystem, or an optionally at least mono-substituted, 5- or 8- membered
aryl- or heteroaryl radical, which may be bonded via an oplionally at least
mono-substituted C.g-alkylene group and/or may be condensed with an
optionally at loast mono-substihded mono- or polycyciic ring-aystam,
preferably repressnts H, a Inear or branched Cy-s-alkyl radical, a cyclohexyl
radical or a phenyl radical, more preferably H, -CH,, -CzHa or phenyl.

Use according to any ane of clalma 21 to 28, charactertzed In that R™ and
R™* are each independently selected from the group consisting of hydrogen,
an unbranched or branched, saturated or unsaturated, optionally at least
mono-subsiiuted C,.g-aliphatic radical, a saturated or unsaturated, optionally
st least mono-subatituted, optionally at least one heteroatom as ring member
containing Cse-cycioaliphatic radical, which may be bonded via an optionally
at least mono-substituted Cy¢-alkylens group and/or may be condensed with
an oplionally et least mono-eubetited mono-~ or polycydic ring-sysiam, or an
optionally at least mono-substituted, 5- or 8-membered aryi- or hetercaryl
radical, which may be bonded via an optionally at lsast mono-subsiifuted Cq.o-
alkylene group and/or may be condensed with an aptionally at least mono-
substituted mono- or polycyclic ring-system, preferably are each independenty
selected from the group consisting of H, a linear or branchad Ci~r-alkyl redical,
cyciohexyl and a phenyl radical, more preferably are each independently
salectad from the group consisting of H, -CHy, -CaHs and phenyl.



30. Use according o any one of claims 21 to 20, characlerized In that R'™ and

31.

R'* together with the bridging nitrogen atom form @ saturated, unsaturated or
aromatic, 5- or 8-membered heterocyclic ring, which may be at least mono-
subsiftuted and/or contain at lsast one further heteroatom as a ring member,
prefarably form an unsubstituted piperidin or morpholine group.

Use according to any one of ciakms 21 o 30, characterized In that R
represenis hydrogen, an unbranched or branched, saturated or unsaturated,
optionally at least mono-substituted Cy.s-allphatic mdical, a saturatod or .
mm.mahumwm.munhum
heteroatom as ring member containing Cs.e-cydioaiphatic radical or an
opﬂorulyatbumn-ul-ﬂm.s-ors-mhuaduﬁ-orhuhmryl
mdleal.m'mbehondedvhanoplbmllyathummuhtmcw
uﬂ:yhmmmﬂlormybommanmlyuthﬂmm-
substituted mano- or polycyclic ring-systsm, preferably represents H, a inoar
or branched Cr-alkyl radical, a cyciohexyl radioal or a phenyl radical, more
preferably represents H, ~CHs, -CzHs or phemyl,

Use acconding to any one of claime 21 o 31, characterized In that R'™
represents an unbranched or branched, saturated or unsaturated, optionally at
least mono-eubstituted Cy.¢ aliphatic radical, preferably an unbranched or
branched, saturated, unsubstiiuted C4 4 alkyl radical, more preferably & methyl
radical.

Uss according fo any one of clalms 21 to 32 characterized In thet R™
represents an unbranched or branched, saturated or unsaturated, optionelly at
least mono-substiiuted Cs.s aliphatic radical, preferably an unbranched or
branched, saturated, unsubstitited C..5 aliyl radical, more preferably & methyl
radical.
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34. Uese according o any one of clalms 21 to 33, characterized In that one or more
benzaxazinone-derived sulfonamide compounds of general formula (la) are
selected from the group conslating of:

141-(Naphthy-1-suifonyl)-piperidine-4-yi}-1,4-dihydro-berzofdf1,Jjaxazin-2-
one,

1<{1-Phenylsulfonyl-piperidine-4-yi}-1,4-dihyriro-benzoldf[1,3}-cxazin-2-one,

141-{8-Chioro-3-methyl-berzxjbjthiophenyl-2-sulfortyl)-piperidine-4-yi}-1,4-
dihydro-benzoid][1,3)oxazin-2-one,

8-Methyt-1-{1-naphthyl-1-sulfanyl)-piperidine-4-y{-1,4-dihyro-
benzo{d)[1,3]axazin-2-one,

1{1-(quinoline-8-suforryl)-piperidin-4-y{}-1,4-dlydro-berzofd][1, Sjaxezin-2-
ong,

8-Mathyl-1-{1-{quinoline-8-sulfonyl)-piperidin-4-yi}-1,4-dlhydro-
bernzni{d][1,3joxazin-2-one,

141-{5-Dimethylamino-naphthyl-1-sulfonyl)-piperkiine-4-yi}-8-methyl-1,4-
dihydrobenzo[d][1,3joxazin-2-one,

1-{1-(6-Dimethylamino-naphthy-1-sutfonyl)-piperidine-4-yi}-1,4-dihydro-
berao{d][1,Sjoxazin-2-ons,

1{1-{2,3-Dichioro-phenylauifonyl)-piperidine~4-yi-1,4-dlhydro-
benzofd][1,3jaxazin-2-ons,

1-[1-(2,3-Dichioro-phenyisutfonyl)-piperidin-4-yi}-8-methyl-1,4-dihydro-
benzo[d][1,3jc0xazin-2-one, and

comesponding salts thereof, or commeaponding solvates thereof.
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35.  Use of at least one berznxazinone-derived suiphonamide compound of ,
general formula (la) according to any one of claims 21-34, optionally in form of
mdibmmpmblymanﬂunmordhshmmnlh
mcanuhorhhmofanﬂndutluﬂhnofhdnmhmmhw

mbdng rafio, or a physiologically acceptabis salt thereof, or a comesponding
m.forﬂnmdnmadlumntbrﬂnpmm and/or
treatment of food Intake disorders.

38, u;ea;a;:mubehm 35 for the regulation of appetite.

37. Uumrdhgbddmwforﬂnraducﬂnn.mormhmabody
welght.

38. Usemdhuhﬁinﬁforh”wh:hmﬂbrtuﬁnmtofobsly.
38.  Use according o claim 35 for the prophylads and/or treatment of bulimta.
40.  Use according to claim 35 for the prophylaxis and/or treatment of anorexta.
41.  Use according to claim 36 for the prophylaxis and/or treatment of cachexia.

42.  Use according to claim 35 for the prophylaxds and/or treatment of type If
diabetes.

43, Uudatluumbommemadmlﬂmamuowmduf
germulionmh(la)mﬂhgbmomofcﬂmﬁ-ﬂ.oplhmlyhbmof
one of ts sterecleomers, preferably enantiomers or diastereomers, ta
racemate or in form damhraﬁdhdhodmmm:w
mbdng ratio, or a physlologically accaptable aakt thereof, or a cofresponding
th.forﬂlomnufachlmofnnndlmlmmrH\epmplmm
freatment of arodety.



44. Use of at least one beroxuzinone-derived sulphonamide compound of

47.

general formula (Ia) according to any one of claima 21-34, optiohally in form of
one of It aterecisomers, preferably enantiomers or diastereomers, its
racemeats or In form of a mixture of at least iwo of Its sterecisomers In any
mbdng ratio, or a physiologically acceptable salk thereof, or a cormeaponding
solvate, for the manufacture of a medicament for the prophylsuds and/or
treatment of panic.

.. Use of at least ong benzoxazinone-derived sulphonamide compound of

general formula (la) according o any one of claims 21-34, optionally in form of
one of iis slerecisomers, preferably enantiomers or diastereomers, e
racemate or In form of a mixiure of at least two of Its sterecisomers In any
mbdng ratio, or a physioclogically acceptabie salt thereof, or a cormesponding
soivate, for the manufacture of a medicament for the prophyleds and/or
treatment of depression.

Use of at least one benzoxazinone-derived sulphonamide compound of
general formula (la) according to any one of claims 21-34, optionally In form of
one of is stereclsomers, preferably enantiomers or diasiereomers, Its
racemate or In form of a mixture of at laast two of Its sterecisomers In any
mbdng rafio, or a physlologically acceptable salt thereof, or a corresponding
solvate, for the manufacture of a medicament for the prophyiaxds and/or
freatment of cognitive disorders, preferably memory disorders,

Use of at least one benzoxazinone-derived sulphonamide compound of
goneral formula (la) according to any one of claime 21-34, optionally In form of
one of lis sterecleomers, preferably enanfiomers or diastereomers, is
racemats or in form of a mbdure of at least two of Its stereclsomers In any
mbxdng ratio, or a physiologically accepiable salt thereof, or a cormesponding
eolvaie, for the manufacture of a medicament for the prophylaxds and/or
freaiment of senlie dementla processes, preferably selected from the group
conelating of Morbus Alzheimer, Morbus Parkinson, Morbus Huntington.

o
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48.  Use of at least one benzoxazinone-derived sulphonamile compound of

51.

general formula (la) according to any one of claime 21-34, optionally In form of
one of ts stereclsomers, preferably enantiomers or diasterecmers, its
malnmorhfonnof-nmwaﬂeaﬂhmdhmmnlnw
mbdng mﬂo.oraplmbbglullyuenaphbbdtﬂm.orummndhg
solvate, for the manufacture of a medicament for the prophylaxts and/or
treatment of psychoais.

. Use of gt laast ons benzaxazinone-derived sulphonamide compound of

general formula (la) according to any one of claime 21-34, optionally In form of
one of its sterecisomere, preferably snantiomers or diastereomers, Is
racemate or In form of a mixture of at least two of ks stereclsomers In any
mmm.uapmmﬂw.wammndm
solvate, for the manufacture of a medicament for the prophylexds and/or
treatment of infantile hyperkineaia.

lhoddhndomhmmlmduhndﬂphnaﬁempouﬂd
general formula (ia) according to any one of claims 21-34, optionally In jorm of
one of iis sterecisomere, preferably enantiomers or diastereomers, is
racemate or in form of a mixture of at least two of Its stersolsomers in any
mixing ratio, or a physiologically acceptable sait thereof, or a comesponding
eolvate, for the manufacture of a medlunamfu-hpmphylnda_mdlor
treatment of ADHC (atiention deficlt/hyperactivity disorder).

Use of at least one banzoserinone-dertved sulphonamide compound of
general formula (la) according to any one of claims 21-34, oplionally in form of
one of Its etereclsomers, preferably enantiomers or diastereomers, Its
racemnate orinform of a mixiure of at least two of Is sterecisomers bh any
mummtb.wammwmmnnmawf.uammm
solvate, for the manufacture of a medicament for the prophylsods and/or
treatment of disorders of the gastrointestinal tract, preferably irritable intestine
syndrom.

o Y



WO 200501459 PCI/EF2004008587

Use of at least one berzoxazinone-derived sulphonamide compound of
general formula (la) according to any one of daims 21-34, optionally In form of
one of its siarecisomers, preferably enantiomere or diasteraomners, s
racamatse or In form of a mhdure of at least two of ia stereclsomers in any
mixing ratio, or a physiologically accepiable salt thereof, or a comrasponding
soivate, for the manufacture of a medicament for the prophylands and/or
treatment of schizophrenia.

Use of at least one benzoxezinone-derived sulphonamide compound of
general formuia (la) according to any one of claims 21-34, optionally In form of
one of iis sisrecieomers, preferably enantiomers or diastersomars, lis
racemste or in form of a mbdure of at least two of Iks siereclsomers In any
mbdng ratio, or a physiologically acceptabie salt thereof, or a comasponding
solvate, for the manufacture of a medicament for cognitive enhancement,

84. Benzmmzinone-derived sulfonamide compounds of general formula (Ib),

R®" R®
Rﬁ
R® N
R%®
R R®

wherein

pe



R R®, R®, R® are each Independently sslecied from the group conalsting of
hydrogen, halogen, an unbranched or branched, saturated or unsaturated,
optionally at least mono-substihited aliphatic radical, a saturated or
unsaturated, optionally at least mono-substiiuted, optionally at least one
hetercatom as ring member contalning cycloaliphatic nadical, which may be
bonded via an optionally at loast mono-substituted alkylene group and/or may
be condensed with an optionally at least mono-subsifiuted mono- or polycydlic
ring-system, an optionafly at least mono-aubsiituted aryl- or hateroaryl radical,
which may be bonded via an optionally at least mono-subsituted alkyleng
group and/or may be condensed with an optionafy at least mono-substituted
mono- or polycycic ringsystem, a nitro group, a cyano group, -OR'®, -
w(wmﬂll. _(&o)_mﬂb' -5R1.. _sonﬁ' _so=R1.' -NH-SO;R“,-
S0sNH; and a -NR'®™R*® molsty,

8

R™ represents hydrogen, an unbranched or branched, saturated or
unsaturated, optionaly at least mono-substituted aliphatic radical or a
saturated or unsaturated, optionally at least mono-subsiituted, optionally at
least one hateroatom as ring member containing cycloaliphatic radical,

R®, R®, R®, R® are each Independently salected from the group consisting of
hydrogen, an unbranched or branched, aaturated or unsaturated, optionally at
least mono-substituted allphatic radical, a saturated or unsaturated, optionally
at least mono-aubstituted, optionally at least one heteroatomn as ring member
containing cycioaliphatic radical, 8 cyano group and a -COOR™ molety,

W" represents an unbranched or branched, ssturated or unsaiurated,
optionally at least mono-subetituted allphatic radical, a saturated or
unsaturated, optionally at least mono-substiiuted, optionally at least one
heteroatom as ring member containing cycloaliphatic radical, which may be
bonded via an aptionally at least mono-substituted alkylene group and/or may
be condensed with an optionally at least mono-substiited mono- or polycyclic
ring-eystem, an optionally at lsast mono-subsiituted aryl- or heteroaryl radical,
which may be bonded via an optionally at least mono-subsiituted alkylone
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group and/or may ba condensad with an optionally at least mono-substituted
mono- or polycyciic ring-system, a NR"™R'™-molety or a COR'"™®-molsty,

R'™ represents hydrogen, an unbranched or branched, saturated or
uneaturated, optionally at least mono-substituted aliphatic radical, a saturated
or unsaturated, optionally at least mono-substituted, optionally at least ane
heteroatom as ring member containing cycloaliphatic radical, which may be
bonded via an optionally at least mono-substiuted alkylene group and/or may
be condeneed with en optionally at least mono-eubstiiutad mono- or polycyciic
ring-aystem, or an optionally at lsast mono-subsiituted aryl- or hetercaryl
radical, which may be bonded via an optionally at least mono-aubstituted
alkylene group and/or may be condensed with an optionslly at lsast mono-

. substituted mono- or polycyclic ring-systsm,

R represents hydrogen, an unbranched or branched, saturated or
unsaturated, optionally at least mono-substituied allphatic radical, a seturated
or uneaturated, optiohally at isast mono-substituted, optionally at least one
heteroatom as ring member containing cycioaliphatic radical, which may be
bonded via an optionally at least mono-aubstitted alkylens group and/or may
be condeneed with an optionally at least mono-substituted mono- or polycyclic
ring-system, or an optionally at lsast mono-substituted aryl- or heteroaryl
radical, which may be bonded viz an optionally at least mono-substituted
alkylene group and/or may be condensed with an optionally at least mono-
substiuied mono- or polyoycilc ring-system,

R™ represents an unbranched or branched, seturated or unsaturated,
optionally at least mono-substituted aliphatic radical, a saturated or
unsaturated, optionally at loast mono-substituted, optionally st least one
heteroatom as ring member containing cycioaliphatic radical, which may be
bonded via an optionally at least mono-substiiuted akylens group and/or may
be condensad with an optionally at least mono-substituted mono- or polycyclic
ring-system, or an optionally at least mono-substituted aryl- or hetaroaryl
radical, which may be bonded via an optionally at least mono-subetituted



akylene group and/or may be condensed with an optionally at least mono- q/@
substituted mono- or polycyciic ring-aystem,

R™ and R* each are independently selected from the group consisting of
hydrogen, an unbranched or branched, salurated or unsaturated, opthnallyat
least mono-subsiihted aliphatic radical, a saturated or unsaturated, oplbmly
at least mono-substituted, optionally at least one heteroatom as ring member
containing cycloafiphatic radical, which may be bonded via an optionally at
least mono-sybetittad alkylens group and/or may be condensed with an
opiionally at loast mono-substituted mono- or polycyclic ring-system, or an
optionally at least mono-subetiiuted aryl- or heteroaryl radical, which may be
hondedvhanopﬂmullyathﬂm—ummumgmuﬂorm
hmmmmmmwnhmmubdmm-mm
ring-syatem,

or R™® and R'* together with the bridging nitrogen atom form a saturated,
unsaturated or aromatic heterocyciic ring, which may be at least mono-
abdlhmdandlcronnhlnatbutomﬁlﬂnrhdlmubmnariumher.

R'™ represents hydrogen, an unbranched or branched, saturated or
unsaturated, optionally at least mono-substiuted afiphatic radical, a seturated
or unsaturated, optionally at least mono-substituted, optionally at least ane
Mammmmmmmuwmmuu
least mono-substituted aryl- or heleroaryl radical, which may be bonded via an
optionally at least mono-substituted alkylene group and/or may be condensed
with an optionaily at least mono-substituted mono- or polyeyiic ring-avstam,

R'™ repressnts an unbranched or branched, saturated or unsaturated,
optionally at least mono-substiiuled aliphatic radicsl,

R"'manmmorbmnd\ed saturated or unsaturated,
opﬂulﬂlyatluunnno-wblﬂhmdaﬂmtlcmdlml

R'® represents an optionally st least mono-subsiiuted syt redical, *
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opﬂonﬂlyh}omdmdlbmpmblymmomor
diastereomers, its racemats or In form of a mbxdure of at least two of ke

sierecisomers, preferably enantiomers or diastersomers, in any mbdng ratio,
or a physlologically acceptable sait thereof, or a sclvate, respectively.

Compounds according o clalm 54, characterized in that R™®, R®, R®, R® ape
each independently selected from the group consleling of H, F, Cl, Br, an
unbranched or branched, saturated or unsaturated, optionally at least mono-
substituted C1.o-aliphatic radical, a saturated or uneaiuratad, optionally et least
mono-éubsiiiuted, optionally at least one heteroatom as ring member
mmwnmmmmhmmmm
at least mono-eubatituted C+.¢-alkylene group and/or may be condensed with
anoplhndlyulhutmno-mumm-ormlﬂcmmn.an
opﬂuulyatbadmmw.s-or&muyl-orhnmm
radical, which may be bonded via an optionally at least mono-substituted Cy.q-
allwlonemaﬂornuyboomdonudvﬂhanwﬂnmlyuthatmn—
substituted mono- or polycyciic ringsystem, a nitro group, a cyano group, -
OR'®, -OC(=O)R'™, -8R™, -S30R™, -80,R"™, -NH-80;R"™. -SO;NH, and a
-NR'®R' molety, preferably salscted from the group consisting of H, F, C1,
Br, a saturated, branched or unbranched, optionally at least mono-substituted
Cigaliphatic radical, a saturated, optionally at least mono-substituted,
optionally at least one heteroatom as ring member containing Cy- or Ce-
wcbal‘phtbmtleal.ﬂﬁmbohuﬂadvhanopﬂomlyathutm
subsiftuted C- or Cralkylene group, a nitro group, & cyano group, -OR™, -
OC(=O)R™"®, -8R™ and -NR'*R"* molety, more preferably selacted from the
group consisting of H, F, Cl, Br, ~CH, -CHzCHy, -CF3, -CF2CF3, cyclopentyl,
cycichaxyl, nitro, cyano and -OR'®,

a4
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66. Compounds accarding to claim 54 or 65, characterized In that R™ represents
hydrogen, an unbranched or branched, saturated or unsaturated, optionslly at
leaat mono-substiiuted Cy.s-aliphatic radical or a saturated or unsaturated,
oplbmﬂyatbaulmnw,opﬂomllylthaﬂommudnmumg
member containing Ca.«-cycioaliphsatic radical, preferably represents H or a
branched or unbranched Cy4-alkyl redical, more preferably H, -CH, or -
CHyCHs, moet preferably a hydrogen atom.

57. Compounds according to any one of claims 54 o 58, characterized In that R®,
R™, R*, R™ are each Independently selected from the group consisting of
hydrogen, an unbmnched or branched, saturated or unsaturated, optionally et
least mono-substitited Cy.o-alphatic radical, a satureted or unsaturated,
muummmomnm“m“m
member containing Cs.¢-cycloaliphatic radical, a cyano group and a -COOR'™®
molety, preferably selected from the group consisting of H, a brenched or
unbranched C..y-alkyl radical, a cyano group and a COOR'® group, mors
MﬁmﬂnmmﬂmﬁH,%%uﬂammmﬁM
most preferably each of R®, R™, R® and R represent a hydrogen atom.

58. Compounds acconding to any one of claims 54 to 67, charactertzed in that W*
represents an unbranched or branched, eaturated or unsekusrated, optionally at
least mono-substituted Cy.z0 aliphatic radical, a satursted or unsaturated,
opﬂonalyatlautmno-uhﬂhhd.opﬂonallyathmtomhﬁmbmum
membaer containing Cy.4 cycloaliphatic radical, which may be bonded via an
optionally at least mono-substituted C,.s-alkylene group and/or may be
condensed with an optionally at least mono-substitutsd mono- or polycyciic
Wm.moﬂbndlyﬂlﬂm—u“hhd,ﬁ-orﬂ-mbuudmﬂ-or
heteroaryl radical, which may be bonded via an optionally at least mono-
substituted C,.5- alkylene group and/or may be condensed with an optionally et
least mono-substituted mono- or polycydiic ring-system, a NR'™R™_malety or
a COR'®-molety,
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preferably W® represents

a finear or branched C,.o-akyl radical, preferably an alkyl radical selected
from the group consisting of methyi, ethyl, n-propyl, lso-propyl, n-butyl, iso-
butyl, sec-buty, tert-butyl and 1,1-dimethy}-propyl; a Inear or branched Cago-
aleny! radical; preforably & vinyl radical; -CFs; -CHFs; -CHaF; -CCly; -CHCh; -
CHeCl; -CH-CFy; -CHy-CHy-Cl; -CHe-CHy-CHg-Cl; -CHa-8(=0)s-CHy; @
cyclopropyl radical; a cyciobutyl radical; a cyclopentyl radical; a cyciohaxyl
radical; -CHe-cyclopropyl; -CHe-cyclobutyl; -CHe-cyclopentyl; -CHe-cyciohexyt;
“N(CHs)zi -N(CaHg)a; -N(n-CHa-CHz-CHa)z; phenyl; berszyi; naphihyl; -CH=CH-
phenyl; (CFH{CF3)-O-phenyl; {(CHz)-naphtyl; -(CHaH{CHa)-naphthyt;
anthracenyl; {C=0)-phenyi; thiophenyt; berzofbjthiophenyk; furanyl; 2-axo-2H-
chromenyl; dibenzofuranyt; 2,3-dihydroberzofuranyl; chromenyl; 2,3-dihydro-
benzo{1,4]dicxdnyi; 3,4-dihydro-2H-1,6-benzo-dioxepimyl; chromonyl; 1H-
imidezolyl; pyridinyl; pyrmrolidine-2,5-dionyi; pyrolyl; 1H-pyrazolyl; 1H-
pyrimidine-2,4-dionyl; quinokinyi; lsoquinolinyl; 1H-Benzoimidazoh; 1,4-
dihydro-quinoxaiine-2,3-dionyi; 1,2,3,4-tstrahydro-lsoquinolinyl; 1,4-dihydro-
benanjb]1,4kilazepine-2,4-dlonyl; 1,3-dihydro-1-com-2H-soindolyl;
phthalimidinyl; 2-(1,3-dioxo-1,3-dlhydro-isoindol-2-yi)-ethyl; Imidazof1,2-
ajpyridine; lsatinyl; thiazolyl; 1,3-thiazolyl; 1,2,4-thiadiazolyt; Imidezof2,1-
bithiazoiyl; 1,3-benzothiszolyl; benzof1,2,5]thiadiazolyl; 2-0x0-2,3-dhycdro-
benzothiazolyi; 2,1,3-benzothiadiazolyl; imidezo}2,1-bithlazolyl; lsoxazolyl;
berczof1,2,5joxadiazolyl; benzojdisoxaznlyl; benzofurazanyl;
2-ox0-2,3-dihydro-benzoaxazolyl; 3,4-dihydro-2H-benzo[1,4joxazinyt; or 2,1,3-
bernzmadiazolyl;

whereby each of these afore mentioned cyclic moleties may optionally be
substituted with 1, 2, 3, 4 or 5 subsetituents Independently selected from
the group consisting of methyi; sthyl; n-propy; leo-propyl; n-buty!: lso-
butyl; sec-butyl; tert-butyl; 1,1-dimethyl-propyi; n-pentyt; vinyl;
cyclopropy; cyclobutyl; cyclopentyl; cyclohaxyl; morpholino; methoxy;

ethaxy; n-propaxy; lso-propaxy; n-propoxy; F; Ct Br; I; -CN; -OH; -CF; -

CFaH; -CHaF; -CCly; -CCHH; -CHCL: -CHa-F; -CHz-Cl-CHz-Br; (C=0)-
CHz-Br; -OCFy; -0-CHz-CFy; ~0-CHFa; -NOg; -NHa; -N(CHs)z: -N(CzHa)s; -

TN
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N(N-CHe-CHz-CHa)s: -N(n-CHy-CHg-CHa-CHa)z;-NH-{C=0)-CH; -NH- 'l]}(
pheny}; (C=0)-CF3; {C=0)-OH; =0 (a0); {C=0)-H; -§(=0)-Ctx; -
§(=0)s-isopropyl; -8(=O)r-phenyl; -S(=0)rpyrrolidinyt; -S(=0)-
morpholino; {CHe){CHz){C=0)-0-CHs; -NH-(C=0)-NH-CHy-CHx-CHy; -
(C=0)-CHx; {C=0)-0-CHj; {C=0)-0-C3Hs; (CHa)}-NH-(C=0)-pheny!; -
CHe-C{H)X(phenyl)X(pheryl); -O-CHy-thiszolyl; 1,3-dloxo-2-
azaspiroj4.4jnon-2-yt; phenyl; phenaxy; lsoxazolyl; 1,3-mazolyt; 1,2,4-
oxadlezoiyt; 1,3,4-oxadlazolyl; pyridinyi; pyridinyloxy; pyrazolyl;
. . pyrimidinyl and. phthalimidinyl; and

whereby each of the cyclic moleties of thess afore mentioned
aubstituents may optionally be substituted with 1,2, 3, 4 or 8§
substiiuents Independently selectad from the group conslsting of
methy}; ethyt; n-propyl; lso-propyl; F; Ci; Br; |; ON;

~CHz-F; -CHg-Ck -CHz-Br; -CF3 and -8-CHa,

more preferably W' represents

an alky radical selected from the group consisting of methyt; ethyk; n-propyl;
iso-propyl; n-butyt; sec.butyl; iso-butyl and tert-butyl; vinyl (CHe=CH-); -
N(CHa)s; 1-naphthyl; benzyl; 2-naphtyl; phenyl; 2-methyl-phenyl; 3-methyl-
phenyl; 4-methyl-phenyi; 2-ethyl-phanyl; 3-ethyl-phanyi; 4-ethyl-phenyl; 2-n-
propyt-phenyl; 3-n-propyl-phenyl; 4-n-propyl-phenyl; 24sopropyl-phenyt; 3-
Isopropyl-phenyl; 4-sopropyl-phenyl; 2-n-butyl-phanyl; 3-n-butyl-phenyl; 4-n-
butyphenyl; 2-4so-butyl-phenyl; 3-lso-bulyl-phenyl; 4-lec-butyl-phenyl; 24ert- -
butyl-phenyl; 3-tart-butyl-phenyt; 4-teri-butyl-phenyl; 1, 1-dimethyipropyl-

propoxy-phenyl; 2-lso-propaxy-phenyl; 3-so-propaxy-phenyl; 4-lsopropany-
phenyl;2-flucro-phenyl; 3-fiuoro-phenyi; 4-fluoro-phenyl; 2-chioro-phenyl; 3-
chioro-phanyl; 4-chloro-phenyl; 2-bromo-phanyl; 3-bromo-pheny!; 4-bromo-
phenyl; 2-tffiuoromethyl-phenyt; 3-trifluoromethyl-phenyl; 4-4riflucrometiryl-
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phenyk; 2-triflucromethoxy-phenyl; 3-irffucromathoxy-phenyt; 4- 1:"5
trifiuoromethouy-phenyl; 2-carbaxy-phenyl; 3-carboxy-phertyl; 4-carboxy-
pheryl; 2-acetyl-phenyl; 3-acetyl-phenyl; 4-acetyl-phenyl; 2-(C=0)-O0-CHs-
phenyl; 3{(C=0)-O-CHy-phenyl; 4{C=0)-O-CHy-phenyl; 2{CHa{CH.{C=0)-
O-CHy; 3{CHH{CHaHC=0)-O-CHj; 4-(CHe)}{CHa){C~=0)-0-CHy; 2-cyano-
phenyl; 3-cyano-phenyl; 4-cyano-phenyl; 2-nitro-pheny}; 3-nitro-phenyt; 4-nitro-
phemyl; 4-(4-bromophencxy)-phenyl; 2-methylsulforyl-phenyl; 3-
methyisutionyl-phenyl; 4-methyisulfonyl-phenyl; 2-phenyl-pheny! (biphenyl-2-

. .¥i); 3-phenyl-phenyl (biphenyt-3-yl); 4-phenyl-phenyl (biphenyl-4-yi); 2-
phenoxy-phemyl; 3-phenoxy-phenyl; 4-phencxy-phenyl; 2,4-dimethyi-phenyl;
3,4-dimethyl-phenyt; 2,4,8-irimethyl-phenyt; 2,3,6,8-tetramethyl-phemy;
pentamethyl-phenyt; 2,6-dimathoxy-phenyl; 3,4-dimethoxy-phamyl; 2,3-
dldi.bm-pluwl; 2,4-dichioro-phenyl; 2,5-dichioro-phenyl; 3,4-dichioro-phenyt;
3,6-dichloro-phenyl; 2,6-dichioro-phenyl; 2,4-difluoro-phenyt; 3,4-difluoro-
phenyt; 2,5-dfluoro-phenyl; 2,6-diflucro-phenyl; 3-chioro-2-fluoro-phenyl; 3-
chioro-4-filucro-phenyl; 6-chioro-2-fluoro-phenyl; 2,3,4-irichloro-phenyl; 2.4,5-
trichioro-phenyl; 2,4,6-trichioro-phenyl; 2.4,5-riflucro-phanyl; 2,3 .4-trifluoro-
phenyl-; 2-chloro-4,5-difluoro-phenyk; 2-bromo-4-fluoro-phemyl; 2-bromo-4,6-
difiuoro-phenyl; 4-chioro-2,5-diftuoro-phenyl; 5-chioro-2,4-difluocro-phenyl; 4-
bromo-2,6-diflucro-phenyt; 5-bromo-2,4-dflucro-phenyi; pentafiuara-phanyl;
2,4-dinitro-phenyt; 4-chioro-3-nitro-phenyl; 2-methyl-5-nitro-phenyl; 5-bromo-2-
methoxy-phenyl; 3-chioro-2-methyl-phenyt; 4-bromo-3-methyl-phenyl; 4- -
chioro-2,5-dimethyl-phenyt; 4-fluoro-3-methyl-phenyl; 5-fluoro-2-methyl-
phenyt; 2-nitro-4-triffucromethyl-phenyl; 2-methoxy-4-methyl-phenyl; 3,5-
dichloro-2-hydroxy-phenyl; 3,5-dichlioro-4-hydroxy-phenyl; 5-chioro-2,4-
difiuoro-phenyi; 3-chioro-4-(NHHC=0)-CHy-phent; 2-chioro-8-methyl-phenyl;
2-chioro-5-trifluorometiyi-phenyl; 2-chioro-5-triflucromethoxy-phenyl; 4-bromo-
2-irifiuoromethoxy-phenyl; 4-bramo-2-trifiuoromethyl-phenyl; 4-bromo-3-
frifiuoromethyl-phenyl; 3-carboxy-4-fluoro-phenyl; 3-carboxy-4-chioro-8-fluoro-
phanyl; 4-methoxy-2,3,6-irimethyl-phenyl-; or one of the jollowing groups:
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whereby in each case X denotes the position by which the respective
substituent W Is bonded to the —SO; group of formula (Ib).
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Compounde according to any one of cialms 64 fo 58, characterized In that R'*™® 7}
represents hydrogen, an unbranched or branched, eaturated or unsaturated,
optionally at least mono-substiuied C,.s-alfiphatic mdical, a saturated or
unsaturated, optionally at laast mono-subsiituted, optionally at least one
hetaroatom as ring member containing Css-cycloaliphatic radical, which may
be bonded via an optionally at least mono-substiuled C4.e-alkylene group
and/or may bs condensed with an optionally at least mono-substituiad mono-
or polycyciic ring-eystem, or an optionally at least mono-substituted, 5- or 8-
membered aryl- or hateroaryt radical, which may be bonded via an optionally
at least mono-eubstikied C,.g-akylene group and/or may ba condensed with
an optionally at least mono-substituted mono- or polycydiic ring-aystem,
preferably H, a inear or branched Cs~-alkyl radical, & cyciohexy! radical or a
phenyl radical, more preferably H, -CHa, -C2Hs or phenyl.

Compounde according to any one of claims 84 to 69, characterized in that R''
represents hydrogen, an unbranched or branched, saturated or unsaturated,
optionally at least mono-subsithiied C.e-allphatic radical, a saturated or
unsaturated, optionally at least mono-aubstituted, optionally at least one
heteroatom as ring member containing C; -cycloaliphatic radical, which may
be bonded via an optionally at least mono-substituted C.c-alkylene group
and/or may be condensed with an optionally at laast mono-substituted mono-
or polycyclic ring-eystam, or an optionally at least mono-substituted, 5~ or 8-
memberad aryl- or heteroaryl radical, which may be bonded via an optionally
at least mono-substihited C:.4-alkylana group and/or may be condensed with
an optionally at least mono-substituted mono- or polycydlic ring-eystem,
preferably H, a linear or branched Cr-alkyl radical, a cyciohexyl radical or a
phenyl radical, more preferably H, -CHa, -CsHq or phenyl.

Compounds acconding to any one of claims 54 to 80, characterized In that R1®
represents an unbranched or branched, saturated or uneaturated, aptionally at
laasat mono-subatituted Cs-aliphatic radical, a saturated or unsaturated,
optionally at least mono-substituted, oplionally at least one heteroatom as ring
member contrining Cs.s-cycloaliphatic radical, which may ba bonded via an
optionally at lsast mono-substituted C..s-alkylene group and/or may be



condensed with an optionally at least mono-substituted mono- or polycyclic
ring-syetem, or an optionally at least mono-substituted, 5- or 8- membered
aryl- or hetaroaryl radical, which may be bonded via an optionally at least
mono-substiiuied C,..-alkylana group and/or may be condansed with an
optionally at least mono-substituted mono- or polycyclic ring-system,
preferably represents H, a linear or branched Cy--alkyl radical, a cyciohexyi
radical or a pheny! radical, more preferably H, -CH,, ~CaHj or phemyl.

Compounds according to ary one of clalms 54 fo 81, charactertzad in that R'®
and R*® are sach Independently selected from the group consisting of
hydrogen, an unbranched or branched, saturated or unsaturated, optionally at
leasat mono-aubstituted C. g-aliphatic radical, a saturated or uneaturated,
optionally at lsast mono-subsifuted, optionally at least one heteroatom as ring
member containing C3s-cycioallphaiic radical, which may be bonded via an
optionally at least mono-substifuted C:.s-alkylene group and/or may be
condensed with an optionally at least mono-substituted mono- or polycyclic
ring-system, or an optionally at least mono-substituted, 5- or 8-membered aryl-
or hetercaryl radical, which may be bonded via an optionally at least mono-
substituled C1.5-alkylene group and/or may be condensad with an optionally at
loast mono-substituted mono- or polycyciic ring-eyatem, preferably are each
Independently selected from the group consisting of H, a Inear or branched
Ci-calkyl radical, cyciohaxyl and a phenyl radical, more preferably are each
independently selected from the group conslsting of H, -CH,, -CsHs and
phenyl.

Compounds according fo any one of claime 54 1o 62, charactertzad In thet R'®
and R' together with the briiging nitrogen aiom form a saturated,
uneaturated or aromatic, 5~ or 6-mambered hetsrocyciic ring, which may be at
least mono-substituted and/or contain at least one further hetercatom as a ring
member, preferably form an unsubstituted piperidin or morpholine group.

rcvmomen 55 0
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Compounds according 1o any one of claims 54 1o 63, characterizad In that R'® ’L’Hb
represents hydrogen, an unbranched or branched, saturated or unssturated,
optionally at least mono-substituted C+.g-aliphatic radical, a saturated or
unsaturated, optionally at least mono-substituted, optionally at least one
hetsroatom as ring member containing Cs.s-cycloaliphatic redical or an
optionally at least mono-aubstituted, 5- or 6- membered aryl- or heteroaryl
radical, which may be bonded via an optionally at least mono-substituted Cy.-
alkylene group and/or may be condensed with an optionally at least mono-
substituted mono- or polycydic ring-system, preferably represents H, a finear
or branched C+-¢-alkyl radical, a cyclohexyl radical or & phenyl radical, more
preferably represents H, -CHa, -CzHs or pherm.

Compounds according o any one of claims 54 to 64, characterized in that R'®
repressnis an unbranched or branched, saturated or unsaturated, optionally at
least mono-substitubed Cq. aliphatic redical, preferably an unbranched or
branched, saturaited, unsubstituted C1.5 aliyl radical, more preferably a methyl
radical.

Compounds according % any one of claims 54 to 65 characterized In that R'™
represents an unbranched or branched, saturated or unsaturated, optionally at
least mono-subsiituted C¢ allphatic radical, preferably an unbranched or
branched, saturated, unsubstifuted Ci.3 alkyl radical, more preferebly a methyl
radical

Compounds according to any one of claims 54 tp 68 characterized In that R'®
represants a pheny! radical, which ls optionally at least mono-substitutad by a
Cs-s aliphatic radical, more preferably a phenyl radical, which Is optionally at
laast mono-substiuted by & methyl group.



68. Compounds according to any one of claima 54 to 67, charactertzed in that

R™, R®, R®, R® are each independently selected from the group conalsting of
a hydrogen atom; a fluorine atom; a chiorine atom; a bromine atom; a methyl
group and a methoxy group;

R™ represents a hydrogen atom;
R';. R;'. I.!'. R"euh mpmunnhydmmm-:
W* represents

an akyl radical salacted from the group consisting of methyt; ethyl; n-propyt;
iso-propyl: n-butyl; eec.butyl; Iso-butyl and tert-butyl; vinyl (CHe=CH-); -
N(CHa)z; 1-naphthyl; benzyl; 2-naphiyi; phenyl; 2-methyl-phenyl; 3-methyl-
phenyt; 4-methyl-phenyl; 2-athyl-phenyl; 3-ethyl-phenyl; 4-athyl-phenyt; 2-n-
propyl-phenyl; 3-n-propyl-phenyt; 4-n-propyl-pheny; 2-lsopropyl-phenyl; 3-
lsopropyl-phenyl; 4-isopropyl-phenyl; 2-n-butyl-phenyl; 3-n-butyl-phenyl; 4-n-
bulyl-pheny!; 2-lso-butyl-pheryl; S-iso-butyl-phenyl; 4-iso-buty-phenyl; 2-tert-
butyk-phenyl; 3-tert-butyl-pheny!; 4-tert-butyl-phenyt: 1,1-dimethyipropyl-
phenyl; 2-cyclopentyl-phenyl; 3-cyclopentyl-phenyl; 4-cyclopentyl-phenyl 2-
oyclohexyl-phenyl; 3-cyciohexyl-phenyl; 4-cyclohexyl-phenyl; 2-methoxy-
phenyl; 3-methoxy-phenyl; 4-methaxy-phenyl; 2-ethoxy-phenyl; 3-ethouy-
phenyl; 4-ethoxy-phenyi; 2-n-propoxy-phenyl; 3-n-propcoy-pheryl; 4-n-
propaxy-phenyl; 2-lao-propoxy-phenyl; 3-lso-propaxy-phenyl; 4-isopropoxy-
phenyl:2-flucro-phenyl; 3-fiuoro-phenyl; 4-fluoro-phenyl; 2-chioro-phanyt; 3-
chioro-phenyl; 4-chloro-phenyl; 2-bromo-phenyl; 3-bromo-phenyl; 4-bromo-
phenyl; 2-rifiucromethyl-phenyl; 3-trifiuoromethyl-phenyl; 4-trifluoromethyl-
phenyl; 2-triflucromethoxy-phenyl; 3-triftucromethoxy-phenyl; 4-
triflucromethoxy-phenyt; 2-carboxy-phany!; 3-carboxy-phenyl; 4-carboxy-
phenyl; 2-acetyl-phenyl; 3-acely-phenyl; 4-acetyl-phenyl; 2-(C=0)-O-CHy-
phertyl; 3-(C=0)-O-CHy-phenyt; 4(C=0)-0-CHy-phenyl; 2{CH){CH2){C=0)-
O-CHy; 3{CHzHCHaH{C=0)-0-CHs; 4-{CHg){CHp){C=0)-O-CHy: 2-cyano-
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phanyi; 3-cyano-phenyl; 4-cyano-phenyi; 2-nitro-phenyl; 3-nitro-phenyl; 4-nitro-
phenyl; 4-{4-bromophenaxy)-phenyl; 2-methyisulfonyl-phenyl; 3-
methyisulfonyl-phenyl; 4-methylsulforryl-phenyl; 2-phenyl-phenyl (biphenyl-2-
yi) 3-phenyt-phenyl (biphenyi-3-y1); 4-phenyl-phenyl (biphenyl-4-yl); 2-
phenoxy-phenyl; 3-phenaxy-phenyl; 4-phenoxy-phenyi; 2,4-dimethyl-phenyi;
3,4-dimethyl-pheny}; 2,4,6-trimethyl-phenyl; 2,3,5,8-tstramethyl-phemyl;
pentamethyl-phenyl; 2,5-dimethoxy-pheny; 3,4-dimethoxy-phenyi; 2,3-
dichioro-phenyl; 2,4-dichioro-phenyl; 2,5-dichloro-phenyl; 3,4-dichioro-phenyl;
3,5-dichioro-phenyl; 2,6-dichloro-phenyl; 2 4-diflucro-phenyl; 3,4-difluoro-
phanyl; 2,6-dlifiuoro-phenyl; 2,6-difluoro-phenyl; 3-chioro-2-fluoro-phenyl; 3-
chioro-4-fluoro-phemyl; 5-chioro-2-fluoro-phenyt; 2,3,4-trichloro-phenyk; 2,4,5-
trichioro-phenyl; 2,4,6-trichloro-phenyk; 2,4,5-trifluoro-phenyt; 2,3,4-trifluoro-
phenyl-; 2-chloro-4,5-difluoro-phenyl; 2-bromo-4-flucro-phenyi; 2-bromo-4,6-
difiuoro-phenyl; 4-chioro-2,5-difuoro-phenyl; 6-chloro-2,4-difiuoro-phenyi; 4-
bromo-2,5~difiuoro-pheryt; 5-bromo-2 4-diflucro-phenyl; pentafiucro-phenyl;
2 ,4-dinltro-phenyl; 4-chioro-3-nitro-phenyl; 2-methyl-5-nkro-phemyl; 6-bromo-2-
methoy-phenyl; 3-chloro-2-methyl-phanyl; 4-bromo-3-methyl-phenyl; 4-
chioro-2,6-dimethyl-phenyl; 4-fluoro-3-methyl-phenyl; 6-fluoro-2-methyl-
phenyl; 2-nitro-4-triflucromethyl-phenyl; 2-methoxy-4-methyl-phemnyt; 3,6-
dichioro-2-hydroxy-phemyt; 3,5-dichioro-4-hydroxy-phenyl; 5-chioro-2,4-
difiuoro-phenyl; 3-chioro-4-{NH){C=0)-CHy-phanyl; 2-chioro-8-methyl-phenyi;
2-chioro-5-triflucromethyl-phemyl; 2-chioro-5-triflucromethoxy-phenyl; 4-bromo-
2-irifluorometixogy-phenyt; 4-bromo-2-trifiucromethyl-phenyl; 4-bromo-3-
trifluorometiyl-phenyl; 3-carboxy-4-fluoro-phenyl; 3-carboxy-4-chioro-8-fluoro-
phenyl; 4-methoy-2,3,8-trimethyl-phenyl-; or one of the folowing groups:
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whereby In each case X denotes the position by which the respective
substituent W® ls bondad to the —80; group of formula (Ib).

optionally in form of one of its steraclsomars, preferably enantiomers or
diastereomers, Its racemate or In form of @ mbdure of at least two of ite
sterecisomers, preferably enantiomears or diastereomere, in amy mixing ratio,
or a physiologically acceptable sak thersof, or a solvate, reapectively.
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69. Compounds according fo any one of clalms 54 to 68 selected from the

following group:
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1,4-dihydro-benzo{d]1, Sjmozin-2-
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6-Chiaro-1-{1-(4-methanesulfonyl-benzenesulforyl)-piperidin-4-4{}-1,4-dihydro-
bengo(df1.djomrindone _ -
4-{1-{Butane-1-sulfonyl}-piperidin4-41} 8 chioro-1,4-clhydro-benzold]f1, Sjowsain 2one |
{1-(4-Bromo-berzenssulionyl)-piperkiin-4-yi}-8-melini-1,4-dihwiro-benzo{d][1, Sjcuazin-2-
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;T‘WW_MW__iw Ehydro-beranid] 1, 3joxaxn-2- |

mmaa&mmw}_'1m_mm

141{2,3-Dichloro-benzsneeulforyi)-plperidin 416 meliy-1,4-diydro-
bomoidfi Somtna-o0e _______________ _
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barcrold)1 Sjecazin-2-one N — —_—
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i
8

2-on _ _ — .
8-Mathyl-1-(1-pantamethylbenzenesuifonyl-piperidin-4-y{)-1,4-dihydro-benzo{dl 1, 3jcxzin-
2-ona

8

1{112(2,2,2-Trifucro-acetyl)-1,2,3-4-eiralydro-soquincitno-T-sulfonyl-piparidin-4-yif-1.4-

=
B

S-Methyt-1-{1-12-{2,2,2-triffucro-acetyl)-1,2,8,4-tsirahydro-soquinaline- 7-suffonyl-piperidin-
43111 A-dihydo-bereofd)[ 4, Sjomin-2-one

8-Chioro-1-{1-12-{2,2,2+rflucro-acely()-1,2,3,4-tstrahytro-lsoquinoline-7-aulfomyl|-piperidin- |
441, 4-dhydro-benzold][ 1, Sjcomrin-2-cne __

w«mminmm‘
44111 4-dhydro-benzoidI1 Jjewezindone _____

mmnmm—mm1w.m

6-Mathyt-1-{1-{(2-methyl-5-nftro-benzanceulionyl)-pipearidin4-yi]-1,4-dihydro-
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141-{4-Bromo-2,5-dfiucro-banzenssulfonyl)-pipariiin-4-y]-1 4-diydro-barseoid] 1, 3joxezin-
20

1-{1-{4-Bromo-2,5-difucro-banzenesulicryl)-piperidin-4-y|-6-methyl-1,4-tihydro-

1-71-(A-Bromo-2, 5-cifunro-barzanesulionyl)-piperiiin-4-yi| 6-cHioro-1,4-GiTydro-

;ﬂgﬁ_uwwwmmmmmm

1{1-{(3-Chioro-4-fucro-benaenesuliony)- piperiin4-yi[-1,4-Ghydro-beraoldE | S 2
ona .

beraofdi, Sjxarin-20n0 ___ —— -
-11-{4-Bromo-bercamniaefony-piperidin-4-4{}8-meliui-1,4-diydro-benzoldl Ajeuacin 2-

6-Methy-1{1-{3-nitro-benzanesulforyl)-piperidin-4-}-1,4-diycro-berceoldl 1, S1comzin-2-
ond

6-Mathyl-1-]1-(3-¢ifucramethyl-banzenesulfonyl)-pipendin-4-yi|-1,4-dlhydro-

L{:(&MMMMM1 A-dhydro-bormoldl[1 , 3jcoazin-2- |

one
8-Mathy-1-11-(4-¥iiucromethoxy-benaanssullonyl)-piperidin-4-yi|-1,4-dlhydro-
berajd)1, Soxezin-2-one

8-Methyl-1-{1-(z-niro-4-s¥lucromethyl-benzanasulionyl)-piperidin-4-y{-1,4-diydro-
benzo{d1 Jjoxaxin-2-ons

m — R — — E——
1{1-{(3-Fluoro-benzenssulfonyl)-piperidin-4-yi}-8-methyl-1,4-dhwdro-barceojd , Slmarin-2-
n ——
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11-(3 A-Dimethoxy-benzenesulfonyl)-piperidin-4-yi}-8-methyl-1,4-dihydro-

6-Methy!-1-{1-pentaiiuorobermensstiifonyl-piperidin-4-y1)-1,4-dihydro-benzo{di 1, 3joxaczin-2-

.t — —_— N —
6-Madiryl-1-]1-(4-trifucromethoxy-berxenesulfonyl)-piperik in-4-yil-1,4-dlhydo-

6-Mathy!-1-{1-{2-nliro-4-¥fucrometint-benzenseulionyl)-piperidin-4-y1-1,4-Ghydro-

banxol{d1,Jjomin2-0n8 _ _ —
141-{3-Fuoro-barxanesulfomyl)-piperidin-4-yi}-8-methyl-1,4-dihydro-bermn{d][1,3joezin-2-

174

one — o
4-{1-{2,4-Dichioro-benxanasulfonyl)-piparidin-4-y1]-3-methyl-1,4-dihydro-

175

beraold]l1, Sjowazi-2-ane _
- Hiti1-1-2A46 inofy Soremrmedfonyly Rpwdi 4 14 Aydo-

178

baranjoi,Sjmain-d-one__ — —_—
6-Mathyi-1-{1-(2-trilucromethyl-benzenesulfonyl)-iperidin-4-H,4-dihydro-

177

1-1{3-Methaxy-berxanesuifonyl)-piperidin4-y{-8-melhyl-1,4-dthydro-benzoldlL 1 Sjcwezin-
2-0n8




6-Chicro-1-1-{4-sopropauy-benzanssulioryl)-piperiain-4-yi|-1,4-diydro-beneojdl 1,3] |
oxazin-2-ons

6-Chioro-1-{1-(3-chioro-benzanesulionyl-piperidin-4-y{-1,4-Glirydro-beraoid) 1, Sjomzin-2-

m —— ————
6-Chioro-1-{1-(3.4-dimathoxy-benzanseutfonyl)-piperidin-4-y}-1,4-dihydro-
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1{1-{5-Bromo-2,4-dilkioro-benzenasulionyl)-piperidin-4-yi|-0-methyt-1,4-dhydro-
banzo{df, Sjcomzin-2-one

1{1{4—”-1W-4—W-1M Soxazin-2-

1{1{1wwmmwwm

1q«mmmwwmtm pidL 1, Sjoomzin- |
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berzo(d][} Skozin-2-one

beroldif Sloxazin-Zone_____ I _
8-Chioro-1-{1-{6-chioro-imidazo(2, 1-Djthiszoie-S-sulfonyl)-piperidin-4-y{}-1,4-dihydro-

bereo[df[1,Sjoxein20ne L
8-Chioro-1-{1-{4-sthy-berasnesulionyl)-piperiiin-4-y(}-1,4-dirydro-benzofd][1, Sjmamin-2-

Z{iiﬂuﬂnwm1 J-dliydro-berzofd)1,3jaxazin-

11-{8-Chicr-imiiazo(2, 1-bhiazole-6-sullonyl)-piperiiin-4-yi|-8-methyl-1,4-clhydro-
borzojdi Sioeszin2one

1{1-{4-Ethy--benzenssulfonyl)-piperidin-4-1-8-methyt-1.4-diydro-benzo[djl 1 Sjcsmzin-2-
ane
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11-{7-Chiaro-berax]1,2, Biamdiszoie-4-sulionyl)-plperkiin-4-yi|-6-methyl-1,4-dihydro-

banzofdi1, Sjcoain-2-one —
1-{1-(2-Msihoxy-4-msityl-benzsnesulfonyl)-piperkiin-4-y{}-8-methyl-1,4-clhydro-
benzo[dJ1, Sicomzin 2-one

Ww 1. 3joocazin- 1) piperidine-1-aulfomyl}-pheryl-proplonio

1{1WMM

m-nqmawwm

benzold]1 Jjomzin-2-one
8-Chioro-1-[1-(2-methouy-4-methyl-berzancsulionyl)-piperidin-4-4}-1,4-dlhydro-

berproid]1, Flein 2-ono
3-{4-{4-{6-Chlloro-2-com-4H-benaoid] 1, 3joaxin-1-yl)-piperidine-1-sulfony-phanyl]-proplonic

acid methyiester
mmﬂmmmmm1 IF1,4-diydro-berzoldl 1, S)ccaain-2-
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berzo{d)1, Sjoxazin 2-one
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S-Bromo-1-11-{3.4-dimethcury-berzenesulionyl}-piperkin-4-y1|-1,4-diydro-
berzn n-2-ona

6-Bromo-1-{1-pentaiucroberzenestifonyl-piperidin-4-1)-1,4-dihydro-benzold][1, Sjowin-2-

m — m— m—
6-Bromo-1-{1-{4-chiaro-2.5-dmetiny-benzenesuliony!)-piparidin-4-4{}-1,4-dihydro-

B8-Bromo-1-{1-{3-methaxy-beramnesulionyl)-piparidin-4-yi}-1,4-diydro-benzo[d)[1, 3joxaxin-
2-ons

8-Bromo-1-{1-{4-ecpropyl-benzenesuliomyl)-piperidin-4-yi]-1,4-dihyiro-benzoldI 1, Sjccaxin- |

o9 — — _ -
6-Bromo-1-{1-(4-flucro-benzenesulionyl)-piperiiin-4-yi}-1,4-diydro-barcojdl 1,3 axezin-2-

ona
6-Bromo-1{1-(3-ohioro-4-Guoro-benaanesulfomyl)-piparkiin-4-yi}-1,4-dhydro-
n-2-0ns

6-Bromo-1-{1-penismethylbenzanssullonyl-piparidin-4-y1)-1,4-diltyciro-borsmidi ) djcoozin-
2-01%

&-Bromo-1-]1{2-nliro-Derzanesulionyl)-piperidin-4-yi-1,4-aiydro-banzoldi 1, Jjoazin-2-

ons N —
8-Bromo-1-{1-{4-chioro-3-niro-benzenssulfony)-piperidin-4-y1}-1,4-dihydro-

8-Bromo-1-{1-{5-dimathylamino-nephiialens-1-sulionyl)-piperidin-4-yii-1,4-dihydro-

beteeo{d][1, Jjoxazin-2-one _ -
0-&1::»-1-[1-[2-&.2.2-&“:”)-1 2.3 4-istratwdro-lsoquinoline-T-sulforyl}-piparidin-
4y A-dihwdro-benzoidif oxsdn-2one
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6-Bramo-1-{1-(6-bramo-2-methaxy-bermenesullfonyl)-piparkin-4-y-1,4-dihydro-
banzoid}1 Sjcxazin-2-one

6-Bromo-1-{1-{4-trBuoromethaxy-benzsnesulionyl)-piperdin-4-yiJ-1,4-Gitydro-
benzofd1, Sjcwazin-2-one

6-Bromo-1-{1-{2-nitro-4-triflucromeliyi-benmanssulionyl)-piperidin-4-y{]-1.4-dliydro-
banzofd)1 Jjomzind-one _

8-Bromo-1-{1-(3-flucro-benzznesulfonyl)-piperkin-4-yi}-1 4-Ghydro-benzofd]]1 Sjoxsin-2- |

one _ _ R
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6-Bromo-1{1-(2.4,6-0imeathy-benzenssullonyl)-pipeddin-4-1-1,4-diydro-
berzold]f1, Sjoxacin-2-one

8-Bromo-1-{1-(2-tiflucromathyl-benzsnesulfonyl)-piperidin-4-y{}-1, 4-dhydro-

8-Bromo-1-{1-(2-bromo-benzenesulionyl)-piperidin-4-y{|-1,4-dhydro-benzofd] 1 Sjoxazin-2-

one _____ I .
6-Bromo-1-{1-{4-methoxy-2,3,8-rimethyi-benzencsulionyl)-piperidin-4-yi-1 A-Gilydro-
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benzenid]1,Sjemnzin-2-one _ —
11-(3,5-Dichioro-4-lrydroxty-herencsuliomyl)-piporidin-4-yi-1,4-diydro-
berzn{d][1,Jjcsmzin-2-one _
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6-8ramo-1-{1-(2-aste-2H-chromene-8-sulfomyl)-piparidin-4-y}-1,4-diinydro-
bereojd){ Sloxarin-2-one

w«m_i A-dihydro-bevam{dL 1, Jjcomein-

2-one

6-Bromo-1-1-{6-Ixomo-8-chioro-pyridine-3-sulfonyl)-piperidin-4-y1]-1,4-diydro-
benzold]f1,Sjcscexin-2-one

8-Bromo-1-{1-{4-chioro-banzenasutionyl)-piperiin 41 4-dihydro-beranid ], Slomxin-2- |

L] — S— — —
8-Bromo-1-{1-(2,6-dichioro-banannesulforyl)-pipesidin-4-y-1.4-dihydro-benzo{d]f1 , Sjoscein-
Zone

6-Bromo-1-J1-(1-methy-1 H-imiiszole-4-sufforryl)-plperidin-4-/-1,4-dhydro-
berao{d]1 Sjoeain2-one _

&-Bromo-1-{1-{5-bromo-2,4~ducro-bemmenesutionyl)-piperidin-4-yiJ-1,4-dhydro-

benroldfi Slomzin2one — —
8-Bramo-1-{1-{4-olhyi-banzanestifomyl)-piperidin-4-yi}-1,4-dihydro-berzofd][1, Sjoxazin-2-

ong . —_ e
6-Bramo-1-{1-{6-chioro-imicdaznf2, 1-bJhiaxole-5-sulfonyl)-piperiiin-4-yi]-1,4-dihydro-
banzold[{ Jjomzin2done

Wmumum A-diydro-benzo|d]1, Sjoxaxzin-

6-Bromo-1-]1-(7-chioro-benzol1,2,5)omdiazuie-4-aulfony!)-piperdin-4-yi]-1,4-dihydro-

beroidl1, Jjmazin2-one ___ —
8-Bromo-1-{1-{2-methoy-4-maiiyl-benzenssulfonyl)-piperidin-4-y}-1,4-dinxdro-
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sold meth ester ____

6-Bromo-1-{1-(2,4-dinftro-benzanesulionyl)-pipaiidin-4-yi|-1,4-dlydro-benznd} 1, Sjececin-2-

one . ___ . _
1{1-(BenzbRthiophsne-2-sulfonyl)-piperidin-4-41}-8-bromo-1 4-d frydiro-benmofdl{ , Sjeccecrin-
2-0n8

6-Bromo-1-{1<2,5-difuaro-benzsnesulfonyl)-piperidin4-y(-1,A-diydro-beraoi A1, Sjocezin-
2-one

T S— —e —

benzo{djf1, jexunin-2-ons —_
6-Bromo-1-{1-(2.4,5-friflucro-benzenssulionyl)-piperidin-4-yi}-1,4-dlhydro-
berzofd)f{, Jicomzin-2-0ne _

6-Brome-1-{1-{(2,0-clMucro-barenesulionyl)-Pperidin-4-yi}-1,4-Giydro-benzofd] 1, 3)cemzin-
2-one
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1H1-(3,4-Difiucro-banzanesuiforyl)-piperidin-4-1]-8-metiy-1 :
e — — —
JA-tihydro-berceold] 1, Sjcomzin-
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8-Mathyl-1-{1-(5-mathyl-banzol1,2 5hiadiazoie-4-sulfonyl)-piperdin4-Y1-1,4-dihyiro-

: — —
-{1-(3.5-Dimethy-scmazole-4-sulfonyl)-piperidin-4-y{1-8-methyl-1.4-ditydro-

1-1-{1,2-Dimetivy-1H-midazole-4-sulforyl)-piperkiin4-y1]-6-8uoro-1,4-difydio-

8-Fuaro-1-{1-(8-methy!-benznf1,2, Sihiadiazle-4-sulfonyl)-piperidin-4-1]-1,4-dihydro-

141-(3,5-Dimethy-sceazole-4-sulionyl)-piperidin4-yil-0-#uoro-1,4-dihydro-

1{1-{1,2-Dimethyl-1H-imiiazole-4-sulfonyl)-piperidin-4-1]-8, 7-diiuoro-1,4-dihydro-

6,7-Difucro-1-{1-{5-methyl-bermof*,2, jihiadisrole-4-sulfonyl)-piperidin-4-yi]-1,4-diTyGro-

%
mmwmwmummﬂ-

S-Ghod-n-{&dhwlﬂliundmmwm

bevanid[[1, Sjaxarin-2-one
5-Chioro-1-{1-{S-chioro-nephthalens-2-sulforyl)-piperidin-4-yi]-1,4-ciftydro-
berunidf1 Jcerin2one = 0 @

uussf[siélaesassn

WWMHW-nwm-ﬁ:

1{1{%““&1%”1%

1#(%““}“%%

{algul.“n““““

2¢/



T00 1me1m1m1ﬂ-

mmwmmmmm

B EBE

CEEZEIEIE il;li IE




— —

;ﬂn 3,5-Trimethyi-1H-pyrazoie-4-sulfonyl)-piperidin-4-yi}-1,4-diTydro-benzold 1, Sjcsesin- |
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70, Process for the preparation of benzoxazinone-derived sulfonamide
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compound of general formula (ib), wherein R™ to R*® have the meaning
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hydrochioride salt, thereof,
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bermzlmdemaduubhommdempomdommmtndamma.
MthMOmmmmofmlfomab)hﬂma
leutonobubgmuphmd-dmatlutmadd. preferably an inorganic
or organic ackl, preferably in the presence of a sultable reaction medium.
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. .characterized hMﬂhﬂdeMW(lb)Muat

hadmoachbgmuplumﬁadﬂhdhﬂmbau.mwlnﬂn
presence of a suliable reaction medium.

Medleunantmprﬂngatlnatmhumzlrmo-derlud sulphonamide
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pharmaceutically accaptable adjuvants.
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Medicament according o claim 73 or 74 for the prophylaxds and/or treatment
of food intake disorders, preferably for the regulation of appetita, for the
maintenance, increase or reduction of body weight, for the prophylaxis and/or
treatment of obeaslty, for the prophylexis and/or {reatment of bullmia, for the
mmmwmuwm.ummmmm
of cachexda, for the prophylaxts and/or treatmant type Il diabetes (non-insutin
dependent diabetes mellius).
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of gastrointeatinal disorders, preferably irritable colon syndrome; for the
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Improvemsnt of cognition (for cognitive enhancsment); for the prophylaxis
and/or freatment of senlle dementia; for the prophylexis and/or treatment of
peychosls; for the prophylaxde and/or treatment neurodegenerative disorders;
preferably selacted from the group consisting of Morbua Alzheimer, Morbus
Parkinson, Marbus Huntington and Muttiple Sclerosis; for the prophylaxis
and/or treatment of achizophrenia or for the prophylands and/or treatrmert
hyperactivity disorder (ADHD, attention deficit, hyperactivity disorder).

Use.of at least one bercmxazinone-derived sulphonamide compound
according to any one of claims 54-80 for the manufachure of a medicament for

5-HTq receptor-regulation.

Unornhadombum:-dorlndulﬂmmuacommﬂ
according to any one of claims 54-89 for the manufacture of a medicament for
the prophylexds and/or treatment of disorders that are at least partially
mediatad via 5-HTy receptors.

Uaeofdbutmherm-deﬁndlulpmrunﬂommmd
according to any one of claims 54-80 for the manufacture of a medicament for
the prophylaxds and/or treatment of food Intake disorders,

Uunccordlmbdnin?ﬂformemwlalbnofm.hrﬂnndudon,
increase or maintenance of body weight; for the prophylexds and/or treatment
dm.brmmmmdmh.fmhm
mmmamm:fwupmphmwmmmwum:
or for the prophylaxds and/or treatment of type Il diabetes.

Use of at ieast one berzoxazinone-derived sulphonamide compound
according to any one of clalme 64-80 for the manufecture of a medicament for
hmmmummdammmmmmwy
Irritable colon syndrome; for the prophylaxde and/or treatment of disorders of
hmlmmm:mhmm-mmdmm
the prophylends and/or treatment panic ettacks; for the prophylaxis and/or
freaiment of depression; for the prophylaxis and/or treatment of bipolar
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disorders; for the m-mmmmnmw
mmmmmwmnm(brmhm
mmmmmmumhmhmmm
mmdmfummmm
mmmmmmmmmmof
Morbue Alzheimer, Morbus Parkinson, Morbue Huntington and Multiple
smmunmmwmmaumm;omrm
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DS DE SULFONAMIDAS R | : : ZOXE
PREPARACION Y C

La presente invencién se refiere a compuestos de sulfonamidas derivados de
benzoxazinona de formula general {l),

M

a un procedimiento para su preparecion, a un medicamento que comprende
estos compuestos y al uso de compuestos de sulfonamida derivados de
benzoxazinona para la preparacién de medicamentos para la regulacion del receptor
5-HT, asl como para el tratamiento de trastomos relacionados al mismo.

La superfamilia de receptores de serotonina (5-HT) comprende 7 clases (5
HT,-5-HT) que abarcan 14 subclases humanas [D. Hoyer, et al., Neuropharmacology,
1987, 38, 418]. El receptor 5-HT, ha sido el Glfimo receptor de serotonina identificado
por clonacién molecular tanto en ratas [F.J. Monsma, et al., Mol. Pharmacol., 1893, 43,
320; M. Ruat, et al., Blochem. Blophys. Res. Commun., 1083, 183, 268] como en
humanos [R. Kohen, st al., J. Neurochem., 1806, 68, 47]. Los compuestos con afinidad
al receptor 5-HT, son tiles en e} tratamiento de diversos trastormos del sistema
nervioso central y del aparato gastrointestinal, tales como el sindrome del intestino
irritable. Los compuestos con afinidad al receptor 5-HT, son Gtiles para el tratamiento
de la ansiedad, depresion y trastomos cognitivos de la memorta [M. Yoshioka, et al.,
Ann. NY Acad. Sci., 1998, 861, 244; A. Bourson, et al., Br. J. Pharmacol., 1988, 125,
1582; D.C. Rogers, et al., Br. J. Pharmecol. Suppl., 1989, 127, 22P; A. Bourson, et al.,
J. Pharmacol. Exp. Ther., 1885, 274, 173; A.J. Sleight, et al., Behav. Brain Res., 1896,
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73, 245; T.A. Branchek, et al., Annu. Rev. Pharmacol. Taxicol., 2000, 40, 319; C.
Routiedge, et al., Br. J Pharmacol., 2000, 130, 1608]. Se ha demostrado que los
antipaiciticos tipicos y atipicos para el tratamiento de la esquizofrenia fienen una
olevada afinidad por los receptores 5-HT, {B.L. Roth, et al., J. Pharmacol. Exp. Ther.,
1964, 268, 1403; C.E. Glatt, et al., Mol. Med., 1895, 1, 388; F.J. Mosma, et al., Mol.
Pharmacol., 1883, 43, 320; T. Shinkai, et al., Am. J. Med. Genet., 1989, 88, 120]. Los
compuestos con una afinidad por el receptor 5-HT, son (tiles para el tratamiento de la
hiperquinesia Infantil {(ADHD, déficit de atencién/ trastomo de hiperactividad) [W.D.
Hirst, et al., Br. J. Pharmacol., 2000, 130, 1597; C. Gérard, et al., Brain Research,
1987, 746, 207; M.R. Pranzatelll, Drugs of Today, 1987, 33, 379].

Ademas, se ha demostrado que el receptor 5-HTy desempeiia un papel en la
ingestion de alimentos [Neuropharmacology, 41, 2001, 210-218].

Los frastomnos alimentarios, particularmente la obesidad, son una amenaza
seria y creciente para la salud de las personas de todos los grupos de eded, ya que
incrementan el riesgo de desamollar otras enfermedades serlas, incluso mortales,
como la diabates y las enfermedades coronarias.

Por consigulente, un objeto de la presente invencién era proporcionar nuevos
compuestos que fueran particulammente adecuados como principios activos en
medicamentos, preferiblemente en medicamentos para la regulacién de receptores 5-
HTs, para la mejora de la cogniclén, para la profilaxis y/o el tratamiento de trastornos
alimentarics, trastomos del sistema nervioso central, trastomos del fracto
gastrointestinal, como el asindrome del Intestino Imitable, ansiedad, panico, depresién,
trastomos cognitivos de la memoria, trastomos de demencia senil, como enfermedad
de Alzheimer, Enfermedad de Parkinson y Enfermedad de Huntington, esquizofrenia,
psicosis, hiperquinesia infantli, ADHC (déficit de atencién, trastornos de hiperactividad)
y otros trastomos mediados por 5-HT, particularmente en mamfferos, incluido en
humanos.

Se ha encontrado que los compuestos de sulfonamidas derivados de
benzoxazinona de formulas generales (I} y (la) mostrados a continuacién muestran
afinidad por el receptor 5-HT,. Estos compuestos también son por consiguiente
adecuados para la fabricacién de un medicamento para la mejora de la cognici6n, para
la profilaxis y/o el tratamiento de trastornos relacionados con la ingestién alimenticia,
particulammente para la regulacién del apetito, para el mantenimiento, incremento o
reduccién del peso corporal, para la profiaxis y/o el tratamiento de obesidad, bulimia,
anoraxia, caquexia o diabetes tipo Il (diabetes meliitus Insulino independients),
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preferiblemente diabetes tipo |l que sea causada por obesidad, trastomos del sistema
nervioso central, trastomos del tracto gastrointestinal, como el sindrome del intestino
imitable, ansiedad, panico, depresién, trastornos cognitivos de la memoxia, trastornos
de demencia senil, como enfermedad de Alzheimer, enfermedad de Parkineon y
enfermeded de Huntington, esquizofrenia, psicosis, hiperquinesla infantl, ADHC
(déficit de atencién, trastornos de hiperactividad) y otros trastornos mediados por 5-
HTs particularmente en mamifercs, Incluido el hombre.

Por consigulente, un aspecto de la presente invencién son compuestos de
sulfonamidas derivados de benzoxazinona de férmula general (1),

1

R

R R®
# RT
)
)]

en la que

R', R%, R’ R* se seleccionan cada uno Independientements del grupo que
conslste en hidrdgeno, halégeno, un radical alifstico lineal o ramificado, saturado o
insaturado, opcionaimente al menos monosustituido, un radical cicloalifético saturado o
insaturado, opcionaiments al menos monosustituido, que contiene opclonaiments al
menos un heteroétomo como miembro del anillo, que puede estar unido mediante un
grupo aiquileno opcionaimente al menos monosustituldo, y/o puede estar condensado
con un sistema ciclico mono o policiclico opcionaimente al menos monosustituido, un
radical arilo o heteroarilo opcionaimente al menos monosustituido, que puede estar
unido medlante un grupo alquileno opcionalmente al menos monosustituido y/o puede
estar condensado con un sistema cliclico mono o policiclico opcionaiments al menos

5
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monosustituido, un grupo nitro, ciano, -OR™, -O(C=0)R"!, {C=0)OR", -SR'2, -SOR%,
-SO;R™, -NH-SO;R'2, -S0;NH, y un resto -NR™R",

R® representa hidnégeno, un radical alifético lineal 0 ramificado, saturado o
ingaturado, opcionaimente al menos monosustituido o un radical cicloalifético saturado
¢ insaturado, opclionaimente al menos monosustituido, que contiene opcionaimente al
menos un heteroadtomo como miembro del anillo,

R®%, R’, R% R® se seleccionan cada uno independientemente del grupo que
consiste en hidrégeno, un radical alifatico lineal o ramificado, saturado o insaturado,
opcionalmente al menocs monosustituido, un radical ciclcalifatico saturado o insaturado,
opcionaimente al menos monosustituido, que contiene opcionalmente al menos un
heteraitomo como miembro del anillo, un grupo ciano y un resto —~COOR',

W representa un radical alifdtico lineal o ramificado, saturado o insaturado,
opcionalmente al menos monosustituido,

un radical cicloalifitico saturado o insaturado, opcionalmente al menos
monosustituido, que contiene opcionalmente al menos un heteroétomo como miembro
del anllio, que puede estar unido mediante un grupo aiquileno opclonaimente
monosustituido, y/o puede estar condensado con un sistema ciclico mono o policiclico
opcionalmente al menos monosustituldo,

un radical hetaroarllo opcionaimente al menos monosustituldo, que puéde estar
unido mediante un grupo alquileno opcionalmente monosustituido y/o puede estar
condensado con un sistema ciclico mono o policiclico opcionalmente al menos
monosustituido,

un radical arilo monociclico, opcionaimente al mencs monosustituido, que estd
condensado con un sistema ciclico mono o policiclico opcionalmente al menos
monosustituldo y que puede estar unido mediante un grupo alquileno opcionaimente al
menoa monosustituido,

un resto NR™RY,

un resto -COR",

o un radical fenlio, que estd al menos monosustituido por uno de los
sustituyentes selaccionados del grupo que consiste en:

2,2 2-trifluoroetoxi, alquenilo C.,, 1,3-dlhidro-1-oxo-2H-isoindol-2-ilo, N-
fallmidinilo, [(2-cloro-1,3-tiazolil-5-1l)-metox, etil-5-l-2-metil-3-furoato, alquilo Ciy.zp,
1,3-dloxo-2-azaspiro[4,4]non-2-ilo, pirazolilo, (1,3-oxazol-5-l)-, (5-metil-1,3,4-oxadiezol-
241}, difluvorometox, diclorometoxi, 1-pimrolidinilsulfonilo, morfolinosulfonlio, 2-metil-4-
pirimidinilo, un grupo fenoxi, que estd al menos monosustituldo por alcoxi Cis, Un
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grupo fenllo, que estd al menocs monosustituido por uno de los sustituyentes
selecclonados del grupo que consiste en nitro, aicoxi Cy5, F, Cl, Br, alquilo Cy5 al
menos parciaimente fluorado, Cys alquilo al menos parciaimente clorado, [(2-cloro-1,3-
tiazol-5-}-metmd}, {(C=0)H y alquilo (C=0)-Cis, un grupo plrdinlio, que estd al
menos monosustituido por alcoxd C,5 un grupo piridinlloxi, que estd al menos
monosustituido por alcoxi Ci.5, un grupo fenoxi, que estd al menos disustituido y un
grupo piridiniloxi, que estd al menos disustituido,

con la condicibn de que W no represente furilo no sustituido, tienilo no
sustituido o tienilo sustituido por un sustituyente seleccionado del grupo que consiste
en alcoxicarbonilo C., alquilcarbonilo Cy5, carboxdio y plridilo, pirrolilo no sustituido,
naftiio no sustituido, indollio no sustituido, tetrahidronaftiioc no sustituido, piridilo
sustituldo o no sustfituido, pimazinilo no sustituido, quinolinilo no sustituido, pirrolilo
sustituldo por alquilo C,.5, ¥ ciclohaxilo no sustituido o ciclohexilo sustituido por uno o
dos miembroa seleccionados del grupo que consiste en oxo, hidroxilo, alcoxilo Cys,
alcoxi-carbonlloamino Ci., alquilo Cy4 y aminocalquilo C.5, .

R™ representa hidrégeno, un radical alifatico, lineal o ramificado, saturado o
insaturado, opcionaimente al menos monosustituido, un radical cicloalifético saturado o
insaturado, opcionaimente al menos monosustituido, que contiene opcionaimente al ]
menos un heterodtomo como miembro del anilio, que puede estar unido mediante un
grupo aiquileno opclonalmente al menos monosustituido, y/o puede estar condensado
con un sistama clclico mono o policiclico opcionaimente al menos monosustituido, o un
radical arilo o heteroarilo opcionalmente al menos monosustituido, que puede estar
unido mediants un grupo alquileno opcionaimente al menos monosustituido y/o puede
estar condensado con un sistema ciclico mono o policiclico opcionaimenta al menos
monosustituido,

R" representa hidrégeno, un radical elifético lineal o ramificado, saturado o
ineaturado, opcionalments al mencs monosustituido, un radical cicloalifatico saturado o
insaturado, opcionaimente al menos monosustituido, que contiene opcionaimente al
menos un heterodtomo como miesmbro dal anilio, que puede estar unido mediante un
grupo alquileno opcionalmente al menos monosustituido, y/o puede estar condensado
con un sistema ciclico mono o policiclico opclonaimente al menos monosustituido, o un
redical arilo o heteroarilo opcionaimente al menos monosustituikio, que puede estar
unido mediante un grupo alquieno opcionaimente al menos monosustituido y/o puede
estar condensado con un sistema ciclico mono o policiclico opcionaiments al menos
moncsusiituido,
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R™ representa un radical alifiético, lineal o ramificado, saturado o insaturado,
opcionaimente al menos monosustituido, un radical cicloalifdtico saturado o insaturado,

haterodtomo como miembro del anlllo, que puede estar unido medlante un grupo
alquileno opcionaimente al menos monosustituido, y/o puede estar condensado con un
sistema clclico mono o policiclico opcionaimente al menos monosustituldo, o un radical
arilo o heteroarilo opcionalmenta al menos monosustituido, que puede estar unido
mediante un grupo alquileno opcionalmente al menos monosustituldo y/o puede estar
condensado con un sistema ciclico mono o policiclico opcionalmente al menos
monosustituido, ,

R"™ y R™ se seleccionan cada uno independientemente del grupo que consiste
en hidrdgeno, un radical alifatico, lineal o ramificado, saturado o insaturado,
opcionalments al menos monosustituido, un radical cicloalifatico saturado o insaturado,
opclonaimente al menos monosustituido, que contiene opclonaiments al menos un
heterodtomo como miembro del anillo, que puede estar unido mediante un grupo
alqulleno opcionalmente al menos monosustituldo, y/o puede estar con.densado con un
sistama ciclico mono o policiclico opcionaimente al menos monosustituido, o un radical
arllo o heteroarlio opcionaiments al menos monosuatituido, que puede estar unido
mediante un grupo alquileno opcionalmente al menoas monosustituido y/o puede estar
condensado con un sistema ciclico mono o policiclico opcionaimente al menos
monosustituido,

o R y R" junto con el dtomo puente de nitrdgeno forman un anfio

heterociclico saturado, Insaturado o aromdtico, que puede estar al menos

monosustituido y/o contener al menos un heterodtomo més como miembro del anillo,

R representa hidrdgeno, un radical alifético, lineal o ramificado, saturado o
insaturado, opcionalments al menos monosustituldo, un radical cicloallfdtico saturado o
insaturado, opcionaimente al menos monosustituido, que contiene opcionalmente al
menos un heterodtomo como miembro del anillo, o un radical arilo o heteroarilo
opcionaimente al menos monosustituido, que puede estar unido mediante un grupo
alquileno opcionaimente al mencs monosustituido y/o puede estar condensado con un
sistama clclico mono o policiclico opcionaiments al menos monosustituido,

R'™ representa un radical allfético lineal o ramificado, saturado o insaturado,
opcionalmenta al manos monosustituido,

R" representa un radical alifitico lineal o ramificado, saturado o insaturado,
opcionaimente al menos monosustituido, y

Z

opcionaimente al mencs monosustituido, que contiene opcionalimente al menos un
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R" representa un radical arllo opcionalments al menos monosustituido,

opclonaimente en forma de uno de sus estersolsdémercs, preferiblements
enantiémeros o diasterdmeros, su racemato o en forma de una mezcla de al menos
dos de sus estereociedmerus, preferiblemente enantidmeros o diasterdmeros, en
cualquier razén de mezcla, o una sal comespondiente de los mismos, o un solvato
cormespondienta de los mismos.

Segln la presente invencién, un sistema cldlico mono o policiclico significa un
sistema clclico hidrocarbonado mono o policiclico que puede estar saturado,
insaturado o ser aromdtico. Si el sistema ciclico es policiclico, cada uno de sus
diferentes anillos puede mostrar un grado de saturacién distinto, es decir, puede estar
saturado, Insaturado o ser aromético. Opcionalments, cada anillo del sistema ciclico
mono o policiclico puede contener uno 0 mas heterodtomos como miembros del aniilo,
que puaden sar idénticos o diferentes y que pueden seleccionarse preferiblemente del
grupo que consiste en N, O, S y P, més preferiblemente se seleccionan det grupo que
consiste en N, O y 8. Preferiblemente el sistema cldl_oo policiclico puade comprender
dos anillos que estén condensados. Los anllics del sistema ciclico mono o policiclico
tienen preferiblemente 5 6 8 miembros.

Si uno o més de los reskiuce R'-R"” y W representa un radical alifético, que
estd sustituido por uno o més sustituyentss, @ menos que ee defina lo contrario, cade
uno de estos sustituyentes puede seleccionarse preferiblemente del grupo que
consiste en hidroxllo, halégeno, alcoxi C,4 lineal o ramificado, perfluorocalcoxi Ci
lineal o ramificado, perfiuoroaiquilo Cy4 lineal o ramificado, amino, carboxilo, amido,
clano, nitro, -SO.NH;, aiquilo -CO-C4., alqullo -SO-C1.,, alquilo SO-C14, alquilo -NH-
S02C14 en el que el alkullo C,4 puede en cada ser lineal o ramificado, un
radical fenilo o naflilo no sustituido o al menos monosustituldo y un radical furanlio,
tienlio, pirrolilo, imidazolilo, pirazolllo, piridinilo, pirimidinilo, quinolinilo e isoquinolinilo
no sustituido o al menos monosustituido, més preferiblements se selecclona del grupo
que consiste en hidroxdio, F, Cl, Br, metox|, etoxi, -CF, y un radical fenilo no sustituldo.
Sl cualquiera de los sustituyentes mencionados anteriormente estd en sl al menos
monosustituldo, dichos sustituyentes pueden selecclonarse preferiblemente det grupo
que consiste en F, Cl, metilo y metox.

Sl uno o0 més de los residuos R'-R"™ representa o comprende un radical
cicloalifético, que esté sustituldo por uno © més sustituyentes, a menos que se defina
lo contrario, cada uno de estos sustituyentes puede seleccionarse prefariblemente del
grupo que consiste en hidroxlio, haldégeno, akullo C,4 lineal o remificado, alcoxi Ciy



10

15

20

25

30

35

lineal o ramificado, perfluoroalcoxi C.4 lineal o ramificado, fenoxi, benzoilo, ciclohexilo,
perfluoroaliquilo Cy. lineal o ramificado, -NR*R® en el que R*, R® se seleccionan cada
uno independientemente del grupo que consiste en H, un radical alquilo C,4 lineal o
ramificado, -CH-CH2--CH y fenllo, carboxilo, amido, clano, nitro, -SO;NH,, alquile -CO-
Ci4, aiquilo -CO-0C,,, alquilo -SO-C14, alquilo ~S0x-C1.4, alquilo -NH-S0x-Cy, en el
que aiquilc Ci4 puede en cada caso ser lineal o ramificado, fenilo o naftilo no
sustituido o al menos monosustituido y radical furanilo, tienilo, pirolilo, imidazolilo,
pirazoliio, piridinfio, pirimidiniio, quinolinilo @ lsoquinolinilo no sustituido o al menos
monosustituido, més preferiblemente se selecciona del grupo que consiste en
hidroxilo, F, Cl, Br, metilo, etilo, metoxd, etoxi, benzoilo, fenoxi, ciclohexilo, -CF,, -CO-
CH;, -CO-OCH;, -NR'R? en o que R, R® se seleccionan cada uno
independientemente del grupo que consiste en H, un radical alquilo C,4 lineal o
ramificado, -CHx-CHz-OH y fenilo, y un radical fenilo no sustituido. Si cualquiera de los
sustituyentes mencionados anteriormente estda en sl al menos monosustituido, dichos
sustituyentes pueden seleccionarse preferiblemente del grupo que consiste en F, Cl,
metilo y metoxd.

Si uno o més de los, residuos R'-RY, R"%-R" y W comprende un grupo
alquileno, que estd sustituido por uno o més sustituyentes, a menos que se defina lo
contrario, cada uno de estos sustituyentes puede seleccionarse preferiblemente del -
grupo que consiste en hidroxlio, haldgeno, alcoxi Ci4 lineal o ramificado,
perfluoroaicoxi Cy4 lineal o ramificado, perfluoroaiquilo C1 lineal o ramificado, amino,
carboxilo, amido, ciano, nitro, -SO;NHj, alquilo -CO-Cy., alquilo -SO-Cy., alquilo -S5O
Cis, aiquilo -NH-SO-C44, en el que alquilo C.4 puede ser lineal o ramificado, un
radical fenilo o naftilo no sustituido o al menos monocsustituido y un radical furanilo,
fienilo, pirrolllo, imidazolilo, pirazolilo, piridinilo, pirimidinilo, quinolinilo @ isoquinolinilo
no sustituido o al menos monosustituldo, més preferiblemente se selecciona del grupo
que consiste en hidroxilo, F, Cl, Br, metoxi, etoxi, -CFs y fenllo no sustituido. Si
cuaiquiera de los sustituyentes mencionados anteriormente estd en sl al menos
monosustituido, dichos sustituyentes pueden seleccionarse preferiblemente del grupo
que coneiste en F, Cl, metilo y metox.

S| uno o mas de los residucs R'-R*, R"-R' comprende un sistema ciclico
mono o policiclico, que esté sustituido por uno o mds sustituyentas, a menos que se
definea lo contrarioc, cada uno de estos sustituyentes puede seleccionarse
preferiblemente del grupo que consiste en hidroxilo, haldgeno, aiquilo Ci4 lineal o
ramificado, alcoxi Ci4 lineal o ramificado, perflucroalcoxi Ci4 lineal o ramificado,
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perfluorcaiquilo Cy4 lineal o ramificado, amino, carboxilo, amido, clano, ceto, nlro, -
SO;zNH;, alquilo -CO-C,4, alquilo -SO-C,., alquilo —SO;-Cy4, alquilo -NH-SO-C,4, on
el que alquilo C,4 puede ser lineal o ramificado, un radical fenilo o naftilo no sustituido
o al menos monosustituido o un radical furanilio, tienilo, pirrolilo, imidazoilio, pirazolilo,
piridinlio, pidmidinlio, quinolinlic e Isoquinolinilc no susfituido o al menos
monosustituldo, mas preferiblemente del grupo gue conslste en hidroxdio, F, Cl, Br,
metilo, etilo, metoxi, etoxd, -CF,, ceto, clano y un radical fenllo no sustituido. Si
cuaiquiera de los sustituyentes mencionados anterioomente estd en sl al menos
monosustituido, dichos sustituyentes pueden seleccionarse preferiblemente del grupo
que consiste en F, Cl, metilo y metoxi. .

Si uno o més de los residuos R'-R*, R"-R* y R® representa o comprende un
radical arllo, que esta sustituldo por uno o més sustituyentes, a menos que 8e defina lo
contrario, cada uno de estos sustituyentes puede seleccionarse preferiblemente del
grupo que consiste en hidroxilo, helégeno, alcoxi Cy4 lineal o ramificado, aiquilo C.
lineal o ramificado, perfluoroalcaxi C,, lineal o ramificado, fenoxi no sustituido o al
menos monosustituido, benzollo no sustituido o al menoe monosustituldo, ciclohexilo,
perfiuoroaiquilc C,.4 lineal o ramificado, NR*R® en el que R*, R® se saleccionan cada
uno independientemente del grupo que consiste en H, un radical alquilo C, lineal o
ramificado, -CH-CHz-OH y fenilo, carboxilo, amido, ciano, -CH(OH)(fenll), nitro, -
SO,NH,, alquilo -CO-C4, alquilo -CO-0OC,4, alquilo -SO-C,, alquilo -SOz-C,., alquilo
-NH-S0-C.4, en el que alquilo C,4 puede ser lineal o ramificado, un radical fenilo o
naftilo no sustituido o al menos monosustituido y radical furanilo, tienilo, pimolilo,
imidazofilo, pirazolilo, piridinilo, pirimidinilo, quinclinlio e isoquinolinilo no sustituldo o \al
menos monosustituido, mas preferiblemente se seleccionan del grupo que consiste en
hidroxilo, F, Cl, Br, metilo, etilo, ciano, -CH(OH)(fenll), metoxi, etoxi, benzollo no
sustituldo o &l menos monosustituido, fenoxi no sustituido ¢ al menos monosustituido,
cclohexilo, -CFs, <CO-CHs, -CO-OCH,, -NR*R? en el que R*, R® se seleccionan cada
uno independientemente del grupo que conelste en H, un radical alquilc C lineal o
ramificado, -CHx>-CHx-OH y fenlio, y un radical fenllo no suetituido. Si cualquiera de los
sustituyentes mencionados anteriormente estd en sl al menos monosustituido, dichos
sustituyentea pueden seleccionarse preferblemente del grupo que consiste en F, Cli,
metilo y metoxi.

Si uno o més de los residuos R'-R*, R**-R"® representa o comprende un radical
heteroarilo, que esta sustituido por uno o més sustituyentes, a menos que se defina lo
contrario, cada uno de esios sustituyentes puede selecclonarse preferiblemente del



10

15

25

30

35

grupo que consiste en hidroxilo, halkégeno, alcoxl C,.; lineal o ramificado, alquilo C,
lineal o ramificado, perfiuoroalcoxl C., lineal o ramificado, fenoxi no sustituido o al
menos monocsustituido, benzoilo no sustituido o al menos monosustjtuido, ciclohexilo,
perfluoroaiqulio C lineal o ramificado, NR*R® en el que R*, R® se seleccionan cada
uno independientemente del grupo que consiste en H, un radical alqullg C.4 lineal o
remificado, -CH,-CH--OH y fenilo, carboxilo, amido, clano, nitro -CH(OH){fenil), -
SO,NH;, alquilo -CO-C,4, alquilo -CO-OC,, alquilo -SO-C,, alquilo -SO-C,4, alquilo
-NH-50:-C14, n el que alquilo C,, puede ser lineal o ramificado, un radical fenilo o
nafilo no sustituido o al menos monosustituido y un radical furanilo, tienilo, pirrolilo,
imidazolilo, pirazolilo, piridinilo, pirimidintio, quinolinlio e lsoquinolinilo no sustituido o el
menos monosustituldo, mas preferiblemente se seleccionan del grupo que consiste en
hidroxilo, F, Cl, Br, metilo, etlio, clano, metoxi, etoxi, benzoilo no sustituido o al menos
monosustituido, fenoxi no sustituido o al menos monosustituido, ciclohexilo, -CF;, -
CH(OH)(fenil), -CO-CHs, -CO-OCH,, -NR*R® en el que R*, R® se seleccionan cada uno
independientemente del grupo que consiste en H, un redical alqullc C.4 lineal o
ramificado, -CH2-CHz-OH y fenilo, y un radical fenilo no sustituido. Si cualquiera de los
susﬁiuyantaa mencionados anteriormente egta en sl al menos monosustituido, dichos
sustituyentes pueden seleccionarse preferiblemente del grupo que consiste en F, Cl,
metilo y metoxi.

Si R y R™ forman un anllio heterociclico, que estd sustituido por uno o més
sustituyentes, @ menoe que se defina lo contrario, cada uno de estos sustliuyentes
puede selecclonarse preferiblements del grupo que consiste en hidroxlio, halégeno,
alcoxi C44 lineal o ramificado, aiquile C.., lineal o ramificado, perfluoroalcoxi C,4 lineal
o remificado, perfiuoroalquilo Cy lineal o ramificado, amino, carboxilo, amido, ciano,
nitro, -SOaNH,, alqullo -CO-C, alkquilo -50-C,4, alquilc —S0-C.., alquilo -NH-SO»-
C14, en el que alqulio C,, puade ser lineal o ramificado, un radical fenilo o naftlio no
sustituido o al menos monosustituido y un radical furanilo, tienilo, pirrolilo, imidazolilo,
pirazollio, piridinilo, pirimidinilo, quinolinilo e Isoquinolinilo no sustituldo o al menos
monosustituldo, més preferiblemente se seleccionan del grupo qué consiste en
hidraxile, F, Cl, Br, meiloxi, etoxi, metilo, -CF, y un radical fenlio no sustituido. Si
cualquiera de los. sustituyentes mencionados anteriormente estéd en sl al menos
monosustituido, dichos sustituyentes pueden seleccionarse preferiblemente del grupo
que consiste en F, Cl, metllo y metoxi.

Si R® y R" forman un anillo heterociclico, que contiene uno o mads
heteroétomos adicionales como miembros del anilio, a menos que se defina lo
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contrario, cada uno de estos heterodtomos puede seleccionarse preferiblements del
grupo que consiste en N, O y S, més preferiblemente del grupo que conaslste en N y O.

Sl uno o0 més de los residucs R'-R'® y W representa o comprende un radical
cicloslifatico, que contiene uno 0 mas hetero&tomos como miembros del anillo, a
menos que se defina lo contrario, cada uno de estos heteroétomos puede
seleccionarse preferiblements del grupo que consiste en N, O, S y P, més
preferiblemente del grupo que consisteen N, Oy S.

Sl uno o més de los residuos R'-R* y R'"-R'® y W representa o comprende un
radical hetercarilo, que contlene uno o més hetero&tomos como miembros del anillo, a
menos que 88 defina lo contrario, cada uno de estos heterodtomos puede
seleccionarse preferiblements del grupo que consiste en N, O, S y P, més
preferiblements del grupo que consiste en N, Oy S.

S| W representa o comprende un radical cicloalifdtico, un radical heteroarilo, un
radical arilo y/o un sistema cliclico mono o policiclico, que esté sustituido por uno o
mas sustituyenies, a menos que se defina lo contrario, cada uno de esios
sustituyentes puede seleccionarse preferiblements del grupo que consiste en hidroxilo,
nitro, carboxilo, ciano, ceto, haldgeno, alquilo C..zg, alquilo Cs parciaimente flucrado,
alquilo C,4 parciaimente clorado, alquilo C,4 parciaimente bromado, alcod Cy;, alcoxi
C+« parciaimente fluorado, alcoxi C,4 parciaimente clorado, eicoxi C,., parciaimente
bromado, alquenilo Cy5, alquilc SO7Cy4, alquilo {C=0)-C..5, alquilo -(C=0)-0-C,, -
(C=0)-Cl, alquilo ~S-Ci4, {C=0)-H, alquilo -NH-(C=0)-NH-C,4, perfluoroalquilo -
(C=6}C14. -NR*R?, en el que R* y R® se seleccionan independientemente del grupo
que consiste en H, alqullo C.4 y fenllo, alquilo NH-(C=0)-C,;, alquilen Cy5 aiqullo -
(C=0)Cis.  (1,3-dihidro-1-oxo-2H-isoindol-2-1),  N-figlimidinilo,  (1,3-dioxo-2-
azaspiro{4,4]-non-2-il), fenilo sustituido o no sustituido, -SOs-fanilo, fenoxi, piridinilo,
piridinlioxl, pirazolilo, pirimidinilo, pirrolidinilo, -SOz-pirrolidinilo, morfolinilo, SO»-
morfoliniio, tiadiazolllo, oxadiazollio, oxazolilo, tiazolilo, Isoxazolilo, O-CHz-tiazolllo, NH-
fenilo, y aiquilen-NH-{C=0)-fenilo C.,, més preferiblemente del grupo que conesiste en
hidroxdlo, nitro, carboxilo, clano, ceto, F, Cl, Br, |, alquio Ci.i3, -CHaF, -CHF,, -CF,, -
CH.Cl, -CH.Cl;, -CCly, -CH;Br, -CHBr;, -CBrs, OCFs, OCHF3, OCH,F, O-CHzCF,,
vinilo, SO-CH,, {C=0)-CHs, -(C=0)-C;Hs, -(C=0)-0-CH;, {C=0)-0-C:CHj;, -(C=0)-
Cl, -S-CHj-, {C=0)-H, -NH-(C=0)}-NH-CH,, (C=0)-CF,, dimetilamino, dietilamino, di-
n-propilamino, diHso-propilamino, di-n-butllamino, di-terc-butilamino, NH(C=0)-CH;, -
CH{C=0)-CH,, -CHx(C=0)C;H;, (1,3-dlhidro-1-ox0-2H-isoindol-2-{l), N-ftalimidinlio,
(1,3-dloxo-2-azaspiro[4,4]-non-2-1l), fenilo sustituido o no sustituldo, -SOz-fenilo, fenoxi,
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piridinilo, piridinliox, pirazolilo, pirimidinilo, pirolidinllo, -SOx-pimolidinilo, morfalinilo,
SOz-morfolinilo, tiadiazolilo, oxadiazolilo, cxazolllo, tiazolilo, isoxazolilo, O-CHz-tlazolilo,
NH-fenilo, y -CHz-NH-(C=0)-fenilo.

Si cualquiera de los sustituyentes mencionados en sl mismo estd sustituido por
uno 0 més sustituyentes, dichos sustituyentes pueden seleccionarse preferiblemente
del grupo que consiste en haldgeno, nitro, ciano, hidroxllo, alquilo {C=0)-C,.4, alquilo
Ci+ aiquilo C,4 al menos parcialimente fluorado, alquilo C, al menos parcialmente
clorado, alquilo C+4 al menos parclaimente bromado, alqullo -S-C.., alquilo -C(=0)-O-
Cis, (C=0)CHF, {C=0)-CHx-Cl, -(C=0)-CHz-Br, preferiblemente del grupo que
consiste en F, Cl, Br, -CH.F, -CHF2, -CF5, -CH;Cl, -CHCl;, -CCh, -CH;Br, -CHBr», -
CBrs, nitro, clano, hidroxilo, -(C=0)-CH,, -CHj;, -C3H5, ~-8-CH,, -C(=0)-0-CH,, -C(=0)-
O-C3Hs, -(C=0)-CHx-F, {C=0)-CHz-Cl y {C=0)-CH2-Br.

Se prefleren aquellos compuestos de formula general (1) en la que R', R?, R®,
R* se seleccionan cada uno independientemente del grupo que conslste en H, F, Cl,
Br, un radical alifitico C, lineal o ramificado, saturado o insaturado, opclonaimente al
menos monosustituido, un radical cicloalifdtico C,, saturado o insaturado,
opcionaimente al menoa monocsustituido, que contiene opcionaimente al menos un
heterodtomo como miembro del anlllo, que puede estar unido mediante un grupo
alquileno C.4 opclonaiments al menos monosustituido, y/o puede estar condensado
con un sistema ciclico mono o policiclico opclonaimente al mencs monosustituido, un
radical arilo o heteroarilo de 5 6 6 miembros opcionalmenta al menos monosustituido,
que puede estar unido mediante un grupo alqulleno C,, opcionaimente al menos
monosustituido y/o puede estar condensado con un sistema ciclico mono o policiclico
opcionalmente al ,menos monosustituido, un grupo nitro, un grupo ciano, -OR™, -
O(C=O)R", -SR™, -SOR", -S0;R", -NH-SO;R"2, -SO.NH, y un resto -NR"R",

preferiblemente seleccionados del grupo que consiste en H, F, Cl, Br, un
radical alifédtico C,; lineal o ramificado, saturado, opcionaimente al menos
monosustituido, un radical cicloalifatico C; o C, saturado, opcionaimente al menos
monosustituido, que contiene opcionalmente al menos un heteroétomo como miembro
del anillo, que puede estar unido mediante un grupo alquileno C, o C; opcionalmente
al menos monosustituido, un grupo nitro, un grupo ciano, -OR'™, -O(C=0)R", -SR", y
un resto -NR™R"™,

més preferiblemente seleccionados del grupo que consiste en H, F, Cl, -CH,, -
CHzCH,, -CF,, -CF,CF,, ciclopentilo, ciciohexllo, un grupo nitro, un grupo ciano y -
ORio'
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y R:-R" y W tienen Ia significacién definida anteriormente, opciohalmente en
forma de uno de sus esterecisdémercs, preferiblemente enantidmeros o diasterémeros,
sus racematos o an forma de una mezcla de al menos doa de sus esteraoisdmercs,
preferiblemente enantibmeros o diasterémeros, en cualquier razén de mezcla, o sales
correspondientes de los miamos, o aolvatos cormespondiantes.

También se prefieren compuestos de férmula general (1), en la que R®
representa hidrdgeno, un radical alifético C.; Ineal o remificado, saturado o
insaturado, opcionalmente al menocs monosustituido 0 un radical cicloalifético Csy'
saturado o insaturado, opclonaimente al menos monosustituido, que contiene
opcionalmente al menos un heteroatomo como miembro del anllio,

preferiblemente representa H o un radical alqullo C,.s lineal o ramificado,

més praferiblements H, -CHy 0 -CH;CH,,

y R“R*, R-R® y W tlenen la significacién definida anteriorments,
opcionaimente en forma de uno de sus estereclsémeros, preferiblements
enantimeros o diasterdémeros, sus racematos o en forma de una mezcia de al menos
dos de sus esterecisémeros, preferiblemente enantidmeros o dlasterdmercs, en
cuaiquier razon de mezcia, o eales coirespondientes de los miemos, o solvatos
cormespondientes.

Tembién se prefieren aquelios compuestos de formula general () en la que R®,
R’, R®, R* se seleccionan cada uno independientemante del grupo que consiste en
hidrégeno, un radical allfdtico C,s lineal o ramificado, saturado o insaturado,
opcionaimente al menos monosustituido, un radical cicloalifitico C,s saturado o
insaturado, opclonaiments al menos moncsustituido, que contiene opcionalments al
menos un heterodtomo como miembro del anllio, un grupo ciano y un reato COOR'®,

prefariblemente seleccionados del grupo que consiste en H, un radical alqulio
C1. lineal o ramificado, un grupo ciano y un grupo COOR™,

més preferiblemente del grupo que consiste en H, -CH,, -CH2CHs y un resto
ciano,

y R-R%, R“R"™ y W tienen la significacién definida anteriormente,
opcionalmente en forma de uno de sus esterecisémeros, preferiblemente
enantidmeros o diasterdmeros, sus racematos o en forma de una mezcla de al menos
dos de sus estersoisdomeros, preferiblemente enantibmeros o diasterémercs, en
cualquier razén de mezcia, o sales correspondientes de los mismos, o solvatos
comespondientes.
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También se prefileren compuestos de férmula general (1), en la que W
representa un radical alquilo C11.20 lineal o ramificado, opcionaimente al menos
monosustituido, un grupo naftio, que esté al menos monosustituido, un grupo
quinolinlio, que estd al menos monosustituido, un grupo pimolilo, que esta al menos
monosustituido por un sustituyente distinto de alquilo C1.5, un tiazolilo opcionaimente al
menos  monosustituido, benzofbHiofenllo, benzo[b}furanilo, isoquinclinilo,
tetrahidroisoquinolinlio, pirazolilo, isoazolilo, cromanilo, benzotladiazoiilo, imidazolilo,
benzofurazanllo, dibenzofb,d}-furanilo, benzoxadiazollio, Imidazo[2,1-bHiazolilo,
antracenilo, coumarinilo, 2,3-dihidro-1,4-benzodioxinilo, 2,3-dlhidrobenzo{b}furanilo,
3,4-dihidro-2H-1,4-benzoxazinilo, 3,4-dihidro-2H-1,5-benzodioxepinilo, benzotiazolilo,
imidazo[1,2-a}-piridinilo, un grupo cromonilo, un grupo ieatinilo, un grupo
pentametildihidrobenzofuranild, un grupo ciclopropiio o ciclopentiio opcionalmente al
menos monosustituido, 2-(1,3-dioxo-1,3-dihidro-isoindol-2-il}-etilo, un grupo tienilo, que
estd al menos monosustituido por uno o mae sustituyentes seleccionados
independientementa del grupo que consiste en F, Cl, Br, alcoxi C,.s, -CFs. alquilo -SO2-
C.s Y benzollaminometilo, fenilsulfonilo, isoxazolilo, benzoamidometilo, pirimidilo,
tiazolilo, pirazolilo, fenllo, 1,2,4-tladiazoliio, 1,3-oxazolio o 1,2 4-oxadiazolilo,
opcionaimente al menos monosustituidos, un grupo furio, que estd al menos
monosustituido por uno o mas sustiluyentes seleccionades independientemente del
grupo que consiste en un radical aiquilo C.s, que puede estar al menos parcialmente
fluorado o clorado, un fenilo opcionaimente al menos monosustituido y un grupo alquilo
(C=0)-0-Cis,

un resto NR*™R",

un resto COR™,

o un radical fenilo, que estdi al menos monosustituido por uno de los
sustituyentes seleccionados del grupo que conalste en:

2,2, 2-trifluoroetoxi, alquenilo C,e, 1,3-dlhldro-1-oxo-2H-Isoindol-2-llo, N-
ftalimidinilo, [(2-cloro-1,3-tiazolil-5-il)-metoxd, etil-5-i-2-metil-3-furoato, alquilo Cii0,
1,3-dloxo-2-azaspiro[4,4]non-2-llo, pirazolilo, (1,3-oxazol-5-l)-, (5-metil-1,3,4-oxadiazol-
2}, difluorometoxi, diclorometoxi, 1-pimolidinilsulfonilo, morfolinosulfonilo, 2-metil-4-
pirimidinilo, un grupo fenoxi, que estd al menos monosustituido por alcoxi Cys, un
grupo fenllo, que estd al menos monosustituido por uno de los sustituyentes
saleccionados del grupo que consiste en nitro, alcoxi Cy5, F, Cl, Br, alquilo Cy; al
menos parciaimente fluorado, C, alquilo al menos parciaimente clorado, [(2-cloro-1,3-
tiezol-5-il}-metoxi}, {C=0}H y alquilo {(C=0)C,s, un grupo piridinilo, que esta al
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menos monosustituldo por alcoxi Ci; un grupo piridiniloxi, que estd al menos
monosustituido por alcoxi Cys, un grupo fenoxi, que estd al menos disustituido y un
grupo piridinilox, que estd al menos disustituido, _

mas profen'biemarlte W representa un resto seleccionado del grupo que
consiste en 5-dimeatilemino-naft-1-lo, 2-acetamido-4-metil-5-tiazolilo, trifluorometilo,
friclorometlio, isopropilo, metllo, 2,2,2-trifluoroetilo, etilo, hexadecllo, 2-clorostilo, n-
propllo, 3-cloro-propilo, n-butilo, diclorometilo, clorometilo, dodecilo, 1-octilo, 8-(p-
toluidino)-naft-2-ilo, 4,5-dibromo-tiofen-2-ilo, cloruro de benzolio-2-llo, 1-octadecilo, 4-
bromo-2,5-dicloro-tiofen-3-lo, 2,5-dicloro-tiofen-3-llo, 5-cloro-tiofen-2-ilo, 1-decilo, 3,5-
dicloro-4-(2-cloro-4-nitrofenoxi)-fenilo, 2,3-diclorotiofen-5-ifo, 3-bromo-2-cloro-tiofen-5-
flo, 3-bromo-5-cloro-tiofen-2-llo, 2-(benzoilaminometil)-tiofen-5-ilo, 4-(fenl-sulfonil)-
tiofen-2-ilo, 2-fenil-sutfonil-tiofen-5-llo, 2{1-metil-5-{trifluorometil)pirazol-3-il}-tiofen-5-ilo,
S-cloro-1,3-dimetilpirazol-4-lio, 3,5-dimetilisoxazol-4-ilo, 2-(2 4-diclorofenoxi)fenilo, 4-
{2-cloro-8-nitro-fenoxi)-fenilo, 4-(3-cloro-2-cianofenoxi)-fenlio, 2,4-dimetil-1,3-tiazol-5-
llo, metil-metano-sulfonlio, 2,5-bis<(2,2,2-riflucroetoxd)-fenilo, 5-{di-n-propilamino)-naft-
14ilo, 2,2,5,7,8-pentametil-croman-8-ilo, 5-cloro-4-nitro-tiofen-2-llo, 213
benzotiadiazol-4-ilo, 1-metil-imidazol-4-lo, benzofurazen-4-llo, 5-(lsoxazol-3-il)-tiofen-2-
ilo, vinil-fenll-4-ilo, S-dicloro-metil-furan-2-ilo, 5-bromotiofen-2-ilo, 5(4-
clorobenzoamidometil)-tiofen-2-ilo, dibenzolb,d]-furan-2-ilo, 5-cloro-3-metilbenzo[b}-
tiofen-2-lio, 3-metoxi-4-(metoxicarbonil)-tiofen-2-llo, 5-{2-(metiitio)-pirimidin-4-il-}-tiofen-
2-lo, 4-cloro-2,1,3-benzoxadiazol-7-io, 5-cloro-2,1,3-benzoxadiazol4-ilo, 6-cloro-
imidazo(2,1-b)-tiazol-5-lo, 3-metil-benzo[b}-tiofen-2-ilo, 4-[3-cloro-5-{trifluorometit)-2-
piridiffjoxd-fenilo, S5-cloro-naft-1dlo, 5-cloro-nafi-2-lo, 9,10-dibromoantracen-2-ilo,
isoquinolin-5-ilo, 4-metoxi-2,3,8-trimetilbenzolilo, 4'-nitro-bifenil-4-ilo, (1,3-dIhidro-1-oxo-
2H-isoindol-2-il)-4-fenllo, 5-(2-metil-1,3-tiazol-4-il)-tiofen-2-lo, 5-(1-metil-3-
(trifluorometil)pirazol-6-ilH-tiofen-2-llo,  5-{5-(triflucrometil)-isoxazol-3-il-iofen-2-llo, p-
dodecil-fenlio, 4-[(3-ciano-4-metoxi-2-piridinil)oxi}-fenlio, 4-(N-Ralimidinil)-fenilo, 1,2,3,4-
tetrahidro-2-{triflucroacetil)-isoquinolin-7-lo, 1,2-dimetillmidazol-4-ilo, 2,24.8,7-
pentametildihidrobenzofuran-5-ilo, 4-cloro-naft-1-ilo, 2,5-dicloro-4-nitro-tiofen-3-llo, 4-
(4-metoxi-fenoxi)-fenilo, [4-(3,5-diclorofencxi)fenil}, [4-(3,4-diclorofenoxi)-fenil], [4-
(3,5)-bis(trifluorometilfenoxi)fenil], 3-(2-metoxi-fenoxi)-fenilo, 3-{4-metoxi-fenil)-fenilo, 3-
(4-cloro-fenil)-fenilo,  3-(3,5-dicloro-fenil}-fenilo, 33 4-dicloro-fenil}-fenilo, 3-(4-
fluorofenil)-fenilo, 3-{4-{trifluorometl)-fenil}-fenilo, 3-{3,5-bis(trifluorometil)-fenil}-fenilo,
4-(2-metoxi-fenoxi)-fenllo, 4-(2-metii-fenoxi}-fenllo, 4-(4-metoxi-fenoxi)-fenlio, 4-(4-
clorofenil)-fenilo, 4-(3,5-diclorofenil)-fenilo, 4-(3.4-diciorofenil)-fenilo, 4-(4-fluorofeni)-
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fenilo, 4-{4-{trifluorometil)-fenil-fenlio, 4-{3,5-bis(trifluorometil)-fenill-fenilo, ciclopropilo,
2-(2-clorofenil)-2-fenlietiio,  2-(2-trifluorometilfenil)-2-feniletilo, 5{4-clano-1-metil-5-
(metiltio)-1H-pirazol-3-iHiofen-2-ilo, 3-clano-2,4-bis(2,2 2-trifluorotoxi)-fenilo, 4-{(2-
cloro-1,3-tiazol-5-il}-metoxd]-fenilo, 2-(1,3-dioxo-1,3-dihidro-isoindol-2-il)-etilo, 5-yodo-
naft-1-lio, etil-2,5-dimetil-1-fenilpirrol-4-carboxilato-3-llo, etll-2-metil-1,5-difenll-1H-pimol-
J-carboxilato-4-ilo, etil-5-(4-clorofenil)-2-metil-3-furoato-4-llo, etil-5-(4-clorofenil)-2-
metil-1-fenil-3-carboxilato-4-llo, etil-2,5-dimetil-3-furcato-4-ilo, 3-cloro-4-(1,3-dloxo-2-
azaspiro[4,4]non-2-il}-fenilo, coumarin-8io, 3-(4-metoxi-fenoxi)-fenilo, [3-(3,5-dicloro-
fenoxi)ifenilo, [3-(3,4-dicloro-fenoxi)Henllo, 3,5-bis(trifiucrometififenoxifenilo, 2,2-
difeniletilo, 4-fenil-5-(trifluorometll)-tiofen-3-ilo, metil-4-fenil-5-{triflucrometil)-tiofen-2-
carboxdiato-3-ilo, metil-1,2,5-rimetilpirmol-3-carboxdlato-4-llo, 4-fluoro-naft-1-ilo, 5-fluoro-
3-metilbenzofb}-tiofen-2-llo, metil-2,5-dimetil-3-furcato-4-lo, metll-2-furcato-5-ilo, metil-
2-metil-3-furocato-5-lio, metil-1-metil-1H-pirol-2-carboxilato-5-ilo, 2-(5-cloro-1,2,4-
tiadiazol-3-l)-tiofen-5-ilo, 1,3,5-trimetll- 1H-pirazol4-ilo, pentafluoroetoxitetrafluorostilo,
5-(5-Isoxacil)-tiofen-2-llo, 5-(5-lsoxazolil)}-2-furilo, 5-metil-2,1,3-benzotiadiazol-4-lo, 2,3-
dihidro-1,4-benzodioxin-8-ilo, 4-metil-naft-1-ilo, 5-metil-2-{trifluorometil)-3-furilo, 2,3-
dihidrobenzo[b)jfuran-5-ilo, 1-benzotiofen-3-llo, 4-metll-3,4-dihidro-2H-1,4-benzoxazin-
7-ilo, 5-metil-1-fenil-1H-pirazol-4-ilo, 6-morfolin-3-piridinilo, 4-(1H-pirazol-1-il)-fenilo, 6-
fenod-3-piridilo, 3,4-dihidro-2H-1,5-benzodloxepin-7-ilo, 5-(1,3-oxazol-5-il)-2-tienilo, 4-
(1,3-oxazol-5-li)-fenilo, 5-metil4-isoxazolilo, 2,1,3-benzotiadiazol-5-ilo, 5-acetamido-
naft-1-ilo, 3-meti-8-quinolinilo, 1,3-benzotiazol-8-ilo, 2-morfolin-3-piridilo, 2,5-dimetil-3-
tienllo, 5{5-{clorometil}-1,2,4-oxadiazo!-3-f}-2-tienilo, otil-3-{5-il-2-tienil}-1,2,4-
oxadiazol-5-carboxilato, 3-(5-metil-1,3,4-oxadlazol-2-i)-fenilo, 4-(dlflucrometoxi)-fenilo,
3-{difluorometoxi)-fenllo, 2,2-dimetil-8-cromanilo, etil-3,5-dimetil-1H-pirrol-2-carboxitato-
4-lo, Iimidazo[1,2-a]piridin-3-ilo, 3-(1,3-oxazol-5-i)-feniio, etil-5-[4-i-enil}-2-metil-3-
furoato, 1-pirrolidinilfenilsulfonilo, metil-5-l-4-metil-2-tiofen-carboxilato, metil-3-it4-
(isopropitsulfonil)-2-tiofeno, 7-clorocromon-3-ilo, 4'-bromoblfenil-4-ilo, 4'-acetilbifenil-4-
ilo, 4'-bromo-2'-fluoro-blfenii-4-llo, 1-metil-5-eatinilo, dcldo 2-cloro-3-tiofencarboxilico-5-
ilo, 2-metoxi-5-(N-ftalimidinilfenlio, 1-benzotiofen-2-ilo, morfolinfenilsulfoniio y 3-{2-
metik4-piimidinii)}-fenllo y R'-R" tienen la significacién definida anteriormente,
opcionalmente en forma de uno de sus esterecisémeros, preferiblemente
enantibmeros o diasterémeros, sus racematos o en forma de una mezcla de al menoca
dos de sus estereoisdémeros, preferiblemente enantidmeros o diasterdmeros, en
cualquier razén de mexcla, o sales comespondientes de los mismos, o solvatos
comespondientes.
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Ademds, se prefieren compuestos de férmula general (I), en la que R™
representa hidrdgeno, un radical alifdtico C,g lineal o ramificado, saturado o
insaturado, opcionalmente al menos monosustituido, un radical cicloalifdtico Cya
saturado o insaturado, opcionalmenie al menos monosustituido, que contiene
opcionaimente al menos un heteroétomo como miembro del anillo, que puede estar
unido mediante un grupo alquileno Cy4 opclonaimente al menos monosustituido, y/o
puede estar condensado con un sistema ciclico mono o policiclico opcionalmente al
menos monosustituido, o un radical arilo o heteroariio de 5 6 8 miembros
opcionaimente al menos monosustituido, que puede estar unido mediante un grupo
aiquileno C,.s opcionalmente al menoe monosustituldo y/o puede estar condensado
con un sistema ciclico mono o policiclico opcionalimente al menos monosustituido,

preferiblemente H,” un radical alquilb C.s lineal o ramificado, un radical
ciclohexilo o un radical fenilo,

més preferiblemente H, -CHj, -C;H; o fenilo,

y R-R’, R“R"™ y W tienen la significacién definida anteriorments,
opcionaiments en forma de uno de sus esterecisémeros, preferiblemente
enantimeros o diasterdmeros, sus racematos o en forma de una mezcia de al menos
dos de sus esterecisémeros, preferiblemente enantidmeros o diasterdmeros, en
cualquier razdon de mezcla, o sales correspondientes de los mismos, o solvatos
cormespondientesa.

Ademds, se prefieren compuestos de formula general (I), en la que R"
representa hkirdgeno, un radical alifdtico C,, lineal o ramificado, saturado o
insaturado, opcionaimente al menos monosustituido, un radical cicloalifético Css
seturado o insaturado, opcionalmente al menoe monosustituido, que contiene
opcionalmente al menos un heterodtomo como miembro del anillo, que puede estar
unido mediants un grupo alquileno Cy4 opclonaimente al menos monosustituido, y/o
puede estar condensado con un sistema ciclico mono o policiclico opcionaimente al
menos monosustituldo, o un radical arilo o heteroarilo de 5 6 6 miembros
opclonaimente al menos monosustituido, que puede estar unido mediante un grupo
aiquileno C,s opcionalmente al menos monosustituido y/o puede estar condensado
con un sistema ciclico mono o policiclico opcionaiments al menos monosustituido,

preferiblements H, un radical alquilc Ci4 lineal o ramificado, un radical
ciclohexllo o un radical fenlio, més preferiblemente H, -CH,, -CzH; o fenilo,

y R'-R", R%R™ y W tienen la significacién definkla anteriorments,
opcionaimente en forma de uno de sus esterecisémeros, preferiblemente
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enantidmeros o diasterémeros, sus racematos o en forma de una mezcla de al menos
dos de sus estereoisémeros, preferiblemente enantimerca o diasterémeros, en
cuaiquier razén de mezcla, o sales correspondientes de los mismos, o solvatos
correspondientes.

También se da preferencia a compuestos de formula general (1), en la que R™
representa un radical alifdtico C,y lineal o ramificado, saturado o insaturado,
opcionalmente al menos monosusfituido, un radical cicloalifdtico C,, saturado o
insaturado, opcionalmente al mencs monosustituldo, que contiene opcionaimente al
menos un heteroatomo como miembro del anlilo, que puede estar unido mediante un
grupo alquileno C.4 opcionaimente al menos monosustituido, y/o puede estar
condensado con un sistema ciclico mono o policiclico opcionaimente al menos
monosustituido, o un radical arilo o heteroarllo de 5 6 8 miembros, opcionaiments al
menos monosustituido, que puede estar unido mediante un grupo alquileno Cig
opcionaimente al menos monosustituido y/o puede estar condensado con un sistema
clclico mono o policiclico opcionalmente al menos monosustituido,

preferiblemente repreaenta H, un radical alquilo C,4, un radical ciciochexlo o un
radical fenilo,

mas preferiblemente H, -CH,, -C;H; o fanilo,

y R'.R", R%-R"™ y W tienen la significacién definida antefiorments,
opcionaimente en forma de uno de sus estereolsémeros, preferiblemente
enantibmeros o diaster6meros, sus racematos o en forma de una mezcia de al menos
dos de sus estereoledmeros, preferiblemente enantibmeros o diasterémeros, en
cualquier razén de mezcla, o sales comrespondientes de los mismos, o solvaios
comespondientas.

Temblén se prefieren compuestos de férmula general (1), en la que R™ y R* ge
seleccionan cada uno independientemente del grupo que consiste en hidrégeno, un
radical alifético C1 lineal o ramificado, saturado o insaturado, opcionaimente al menos
moncesustituido, un radical cicloalifiitico C,» saturado o insaturado, opcionaimente al
menos monosustituldo, que contiene opcionaimente al menos un heteroétomo como
miembro del anillo, que puede estar unido mediante un grupo alquileno Cig
opcionalimente al menos monosustituido, y/o puede estar condensado con un sistema
clclico mono o policiclico opcionaimente al menos monosustituido, o un radical arilo o
heteroarilo de 5 6 8 miembros, opcionaimente al menos monosustituido, que puede
estar unide mediante un grupo alquileno C44 opcionalmente al menoa monosustituido
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y/o puede estar condensado con un slstema ciclico mono o policiclico opcionaimente
al menos monosustituldo,

preferiblements se seleccionan cada uno independientemente del grupo que
conelste en H, un radical alquilo C4 lineal o ramificado, un radical ciclohexilo y un
radical fenllo,

més preferiblemente se seleccionan cada uno Independientements del grupo
que consiste en H, -CH,, -C;H; y fenilo,

y R-R?, R®R™ y W tienen la significacion definida anteriormente,
opcionaimente en forma de uno de sus esterecisémeros, preferiblemente
enantibmeros o diasterémeros, sus racematos o en forma de una mezcia de al menos
dos de sus esterecisémeros, preferiblemente enantidmeros o diasterdmeros, en
cuaiquier razdn de mezcla, 0 sales comaspondientes de los mismos, o solvatos
comespondientes.

Ademés, se prefieren compuestos de frmula general (), en la que RP®yR"
junto con el dtomo puente de nitrégeno forman un anillo heterociclico de 5 6 6
miembros saturado, insaturado o aromético, que puede estar al menos monosustituido
y/o contener al menos un heterodtomo més como miembro del aniilo,

preferiblementa forman un grupo piperidina 0 morfolina no sustituido,

y R-R™ R¥-R" y W tienen la significacién definida anteriorments,
opcionaimente en forma de uno de sus esterecisdmeros, preferiblemente
enantiémeros o diasterémeros, sus racematos o en forma de una mezcla de al menos
dos de sus esterecisdmeros, preferiblemente enantibmeroe o diasterdmeros, en
cualquier razén de mezcla, o sales comrespondientes de lbé mismos , o solvatos
corespondientes.

También se prefieren compuestos de férmula general (I), en la que R™
representa hidrégeno, un radical alifdtico Cys lineal o ramificado, saturado o
insaturado, opcionalments al menos monosustituido, un radical cicloalifatico Csa
saturado o insaturado, opcionaimente al menos monosustituido, que contiene
opcionalmente al menos un heteroatomo como miembro del anillo, o un radical arilo o
heteroarilo de 5 6 6 miembros opclonaimente al menos monosuetituido, que puede
estar unido mediante un grupo alquileno C.s opcionalmente al menos monosustituido
y/o puede eatar condensado con un slstema ciclico mono o policiclico opcionalmente
al menos monosustituldo,

preferiblemente representa H, un radical aiquilo C,, lineal o ramificado, un
radical ciclohaxilo o un radical fenilo,
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més preferiblements H, -CHj, -C;H; o fenilo,

y R.R", R™ R", R™ y W tienen la significacién definida anteriormente,
opcionaimente en forma de uno de sus esterecisomeros, preferiblements
enantidmeros o diasterbmercs, sus recematos o en forma de una mazcla de al mencs
dos de sus estereoisémeros, preferiblemente enantibmeroe o -diasterdmeros, en
cualquier razén de mezcla, o sales comespondientes de los mismos, o solvatos
correspondientes.

También se prefieren compuestos de formula general (I), en la que R™
representa un radical alifdtico Cy4 lineal o ramificado, saturado o Insaturado,
opcionaimente al mencs monosustituido,

preferiblemente un redical aiquilo C.s lineal o ramificado, saturado, no
susfituido,

més preferiblemente un radical metilo,

y ‘R-R* R"Y, R"™ y W tienen la significacién definida anteriomments,
opcionaimente en forma de uno de sus estersolsémeros, preferiblemente
enantiémeros'o dlasterémeros, sus racematos o en forma de una mezcla de al menos
dos de sus estereoisémeros, pral’adblemen.te enantibmeros o diasterdmeros, en
cualquier razdén de mezcla, o sales comespondientss de los mismos, o solvatos
comespondientes.

También se prefieren compuestos de formula general (I), en la que R
representa un radical alifdtico C.s lineal o ramificado, saturado o insaturado,
opcionaimente al menos monosustituido,

preferiblemente un radical aiquilo C.; lineal o ramificado, saturado, no
sustituido,

més preferiblements un radical metilo,

y R'-R®, R"™ y W tienen la significacién definida anteriormente, opcionalmente
en foma de uno de sus esterecisémeros, preferiblemente enantibmeros o
diasterbmeros, sus racematos o en forma de una mezcla de al menos dos de sus
estereciedmeros, preferiblements enantimeros o diasterdmeros, en cualquier razén
de mezcila, o sales commespondientss de los mismos, o solvatos cormespondientss.

Tembién se prefieren compuestos de férmula general (I), en la que R™
representa un radical fenllo que esté opclonaimente al menos moncsustituido por,un
radical alifstico C4, més preferiblemente un radical fenilo que estd opcionalmente’ al
menos monosustituido por un grupo metilo,



¥y R-R" y W tienen Ia significacién definida anteriorments, opcionalmente en
forma de uno de sus estereolsdmerve, preferiblemente enantiémeros o diasterémeros,
sus racematos o en forma de una mezcla de al mencs dos de sus esterecisomeros,
preferiblemente enantibmeros o diasterdbmeros, en cualquier razdn de mezcia, o sales
comespondientes de los mismos, o solvatos correspondientes.

Se prefieren particularmente compuestos de férmula general (I) seleccionados
de la siguiente liata A:

%>
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1{1<{naftaleno-2-sulfonil)-piperidin-4-il}-
1.4-dihidro-benzo|d][1,3]oxacin-2-ona

Lista A:

14{1<{tolueno-4-sulfonil}-piperidin-4-il}-1,4-
dihidro-benzo[d][1,3]oxacin-2-ona

1-(1-feniimetanosulfonil-plperidin-4-il)-1,4-
dihidro-benzo[d}{1,3]oxacin-2-ona

1-(1-bencenosulfonil-piperidin-4-11)-8-
cloro-1,4-dihidro-benzo[d][1,3]oxacin-2-
ona

6-cloro-1-{1-(tolueno-4-sulfonil)-piperidin-
4-1}-1 4-dihidro-benzo[d] 1,3]Joxacin-2-ona

6-cloro-1-(1-feniimetancsulfonil-piperidin-
4-il)-1,4-dlhidro-benzo[d][1,3]oxacin-2-ona

£4%% 84
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8-cloro-1{1-{naftalano-1-sulfonil)-
piperidin-4i}-1,4-dlhidro-
benzo[d][1,3Joxacin-2-ona

6-cloro-1{1-{naftaleno-2-sulfonil)-
piperidin-4-il}-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

8-cloro-1{1-{5-cloro-3-metil-

benzo[bJticfeno-2-sulfonil)-plperidin-4-il}-
1,4-dihidro-benzo[d][1,3]oxacin-2-ona

6-cloro-1-{1-{5-cloro-3-metil-
benzo{bltiofeno-2-sulfonil)-piperidin-4f}-
1,4-dihidro-benzo[d][1,3]oxacin-2-ona

1-[1«(4-aceti-bencenosulfonil)-plperidin-4-
I1-1,4-dihidro-benzo{d][1,3]Joxacin-2-ona

2-{4-(2-oxo-4H-benzo[d][1,3loxacin-1-l)-
plperidina-1-sulfonill-benzonitrilo

1-[1-(2,4-dimetil-bancenosulfonil)-
piperidin-4i}-1,4-dihidro-
benzo{[d][1,3]oxacin-2-ona
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14{1-(4-metoxi-bencenosulfonil)}-piperidin-
4-il}-1,4-dihidro-benzo[d][1,3]oxacin-2-ona

Dimetilamida del acido 4-(2-ox0-4H-

benzo[d][1,3]oxacin-1-l)-plperidina-1-
sulfénico

1{1-<(2-naftalen-1-ll-etanosulfonil)-
piperidin-4-ll}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

8-metil-1{1-(tiofeno-2-sulfonil)-piperidin-4-
il-1,4-dlhidro-benzo{d][1,3Joxacin-2-ona

1-[1-{4-acetil-bencenosulfonil)-piperidin-4-
il-8-metil-1,4-dihidro-benzo[d][1,3]oxacin-
2-ona

2{4-(8-metil-2-oxo-4H-

benzofd][1,3Joxacin-1-l)}-piparidina-1-
sulfonil}-benzonltrilo

1-[1<(2,4-dimetil-bencenosulfonil}-
piperidin-4-if}-8-metil-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona




141-(4-metoxi-bencenosulifonil)-piperidin-
4-1}-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

Dimetilamida del &cido 4-(8-metil-2-oxo-

4H-benzo[d][1,3]oxacin-1-)-piperidina-1-
sulfénico

8-metil-1-[1-{2-naftalen-1-ll-etancsulfonil)-
piperidin-4-li}-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

Dimetilamida del 4cldo 4{6-cloro-2-oxo-
4H-benzo[d][1,3]oxacin-1-il}-piperidina-1-
sulfénico

Ester metllico del dcido 2-{4-(2-oxo-4H-
benzo[d][1,3]oxacin-1-il)-piperidina-1-
aulfonil}-benzoico

1{1-«(3-trifluorometil-bencenosulfonil)-
piperidin-4-i[}-1,4-dlhidro-
benzo[d][1,3]loxacin-2-ona

Ester metllico del acldo 2-j4-(8-metii-2-
oxo-4H-benzo[d][1,3Joxacin-1-il}-
piperidina-1-sulfonil}-benzolco
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8-metil-1{1-(3-frifluorometil-
bencenosulfonil)-piperidin-4-i}-1,4-dihidro-
benzo[d][1,3]oxacin-2-one

14{1-{(4-acetil-bencenosulfonil)-piperidin-4-
if-8-cloro-1,4-dihidro-benzo[d][1,3]oxacin-
2-ona

2-{4-(6-cloro-2-oxo-4H-

benzo[d][1,3Joxacin-1-il}-piperidina-1-
sulfonil}-benzonitrilo

6-cloro-1-{1-(4-metoxi-bencenosulfonil)-
piperidin-4-il}-1,4-dihidro-
banzo[d][1,3]oxacin-2-ona

Ester matllico del dcido 2{4-(8-cloro-2-
oxo-4H-benzo[d][1,3]oxacin-1-il)-
piperidina-1-sulfonil}-benzoico

6-cloro-1{1-(2,4-dimetil-bencenosulfonil)-
pliperidin-4-ii}-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

8-cloro-1-{1-{3-triflucrometil-
bencencsulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

M
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1-{1-(5-cloro-3-meti-benzo[bjtiofeno-2-
sulfonil)-piperidin-4-i{}-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1-{1-j4-{4-bromo-fenoxi}-bencenosulfonil}-
piperidin-4-if}-8-metil-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

14{1-(4-fluoro-bencenosulfonil)-piperidin-4-
gl-a-mutiH 4-dihidro-benzo[d][1,3]oxacin-
-ona

8-metil-1{1-(naftaleno-2-sulfonil)-piperidin-
4-lI}-1,4-dihidro-benzo{d][1,3]oxacin-2-ona

8-metil-1-(1-feniimetanosulfonil-piperidin-
4-1)-1,4-dihidro-benzo[d][ 1, 3Joxacin-2-0na

1-[1<{4-brormo-bencencsulfonll)-piperidin-
4-i[}-8-cioro-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

8-cloro-1-{1-{(4-metanosulfonil-
bencenosulfonil)-piperidin-4-l}-1,4-dihidro-
benzo[d][1,3]Joxacin-2-ona

WM
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14{1-(butano-1-sulfonil)-piperidin-4-i[}-8-
cloro-1,4-dihidro-benzo[d][1,3Joxacin-2-
ona

1-[1<(4-bromo-bencenosulfonil)-piperidin-
4-il}-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1{1-(4-metanosulfonil-bencencsulfonll)}-
piperidin-4-il}-8-metil-1,4-dhidro-
benzo[d][1,3]oxacin-2-ona

14{1-butano-1-sulfonil)-piperidin-4-il}-8-
metil-1,4-dihidro-benzo{d][1,3Joxacin-2-
ona

6-cloro-1{1-(2-nltro-bencenosulfonil)-
plperidin-4-il}-1,4-dlhidro-
benzofd][1,3]oxacin-2-ona

6-cloro-1-{1-(3-nitro-bencenosulfonil)-
piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

14{1~{bifenil-4-sulfonil)-piperidin-4-if}-6-
cloro-1,4-dihidro-benzo[d][1,3]oxacin-2-
ona
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8-metil-1-{1-(2-nitro-bencencsulfonil)-
plperidin-4-il}-1,4-dlhidro-
benzo{d][1,3]oxacin-2-ona

8-metil-1{1-(3-nitro-bencencaulfonil)-
piperidin-4-il}-1,4-dihidro-
benzo{d)[1,3]oxacin-2-ona

1{1-(bifenit-4-sulfonil)-plperidin-4-il}-8-
metil-1,4-dIhidro-benzo[d][1, 3joxacin-2-
ona

8-metil-1-{1-(4-nitro-bencenosulfonil)-
piperidin-4-i}-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

6-cloro-1-{1-{(4-nitro-bencenosulfonil}
piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona
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1<{1-etancsulfonii-piperidin-4-i}-1,4-
dihidro-benzo[d][1,3]oxacin-2-ona

1-[1{propano-1-sulfonil)}-piperidin-4-ii]-1,4-
dihidro-benzo[d][1,3]oxacin-2-ona

14{1-(propano-2-sulfonil)-piperidin-4-ii}-1,4-
dihidro-benzo{d][1,3]oxacin-2-ona

6-cloro-1-(1-etanosulfonil-piperidin-4-il}-
1,4-dihidro-benzo[d][1,3]oxacin-2-ona

8-cloro-1-{1-(propano-1-sulfonil)-piperidin-
4-1I}-1,4-dlhidro-benzo[d][1,3]oxacin-2-ona

6-cloro-1-{1-{propano-2-sulfonll}-piperidin-
4}-1,4-dIhidro-benzo[d][1,3]oxacin-2-ona
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6-cloro-1-{1-{quinolina-8-sulfonll)-piperidin-
4-i[}-1,4-dlhidro-benzofd][1,3]oxacin-2-ona

14{1-{4-nitro-bencenosulfonil)-piperidin-4-
il-1,4-dihidro-benzo[d][1,3]oxacin-2-ona

8-metil-1-{1-(quinolina-8-sulfonil)-piperidin--
4-{l}-1,4-dihidro-benzo[d][1,3]oxacin-2-ona

8-metil-1-[1-(2-naftalen-1-il-etanosulfonil)-
piperidin-4-il}-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

8-metil-1{1-(tolueno-4-sulfonil)-piperidin-4-
il}-1,4-dihidro-benzold][1,3]oxacin-2-ona

1{1-(4-fiuoro-bencencsulfonil)-piperidin-4-
il-6-metil-1,4-dihidro-benzo[d][1,3Joxacin-
2-ona

7&7
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6-metil-1- 1-(naftaleno-1-sulfonil)-piperidin-
4-i-1,4-dihidro-benzo[d][1,3]oxacin-2-ona

weh

6-metil-1-{1-(naftaleno-2-sulfonil)-piperidin-
4-I[-1,4-dthidro-benzo[d][1,3]oxacin-2-ona

1{1-(5-cloro-3-metil-benzo[bjtiofeno-2-
sulfonil)-piperidin-4-il}-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

6-metil-1-{1-(4-nitro-bencenosulfonil)-
plperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1-(1-bencenosulfonil-piperidin-4-il)-8-metil-
1,4-dihidro-banzo[d][1,3Joxacin-2-ona

1-[1-{4-cloro-3-nitro-bencenosulfonif)-
piperidin-4-il}-8-metil-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

1-[1<{5-dimetilamino-naftaleno-1-sulfonil)-
piperidin-4-il}-8-metil-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

3%y
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piperidin-4-{}-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

14{1-{4-cloro-3-nitro-bencenosulfonil)-
piperidin-4-il}-1,4-dihidro-
benzo{d][1,3]loxacin-2-ona

6-cloro-1-[1-{4-cloro-3-nitro-
bencenosulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

8-cloro-1-[1-(5-dimetilamino-naftaleno-1-
sulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1-[1-(4-metox}-2,3,6-trimetil-
bencenosulfonil)-piperidin-4-il}-1,4-dhidro-
benzo[d][1,3]oxacin-2-ona

1{1-(4-metoxi-2,3,8-trimetil-
bencenosulfonil)-piperidin-4-i}-8-metil-1,4-
dihidro-benzo[d][1,3]oxacin-2-ona

8-cloro-1{1-(4-metoxi-2,3,6-trimetil-
bencenosulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona




1{1<{4-metoxi-2,3,8-trimetil-
bencencsulfonil)-piperidin-4-il}-8-metil-1,4-
dihidro-benzo{[d][1,3]oxacin-2-ona

141-(2-bromo-bencenosulfonil)-piperidin-
4-il}-1,4-dihidro-benzo{d][1,3]oxacin-2-ona

14{1<(2-bromo-bencenosulfonil)-piperidin-
4-1lH8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona _

14{1-(2-bromo-bencenosulfonil)-piperidin-
4-1[}-8-cloro-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

14{1-(2-bromo-bencenosulfonil)-piperidin-
4-{[}-8-metil-1,4-dlhidro-
benzo[d][1,3Joxacin-2-ona

8-cloro-1-{1-(2,3-dIcloro-bencenosulfonil)-
piperidin-4-i}-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

1{1-(2,3-dicloro-bancenosulfonil)-
plperidin-4-il}-8-metil-1,4-dihidro-
benzo[d]1,3]oxacin-2-cna
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1{142,4,5-tricloro-bencanosulfonil)-
piperidin-4-il}-1,4-dihidro-
benzo|[d][1,3joxacin-2-ona

8-metil-1{1-(2,4,5-tricloro-
bencenosulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

6-cloro-1{1-{2,4,5-tricloro-
bencencsulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

8-metil-1{1-(2,4,5-tricloro-
bencencsulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]cxacin-2-ona

14{1-(5-bromo-2-metaxi-bencenocsulfonil)-
plperidin-4-il}-1,4-dihidro-
benzo{d][1,3]Joxacin-2-ona

1-1-(5-bromo-2-metoxi-bencenocsulfonil)-
piperidin-4-il}-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1{1(5-bromo-2-metoxi-bencenosulfonil)-
piperidin-4-il}-8-cloro-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona
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14{1-[5-bromo-2-metoxi-bencenosulfonil)-
piperidin-4-il}-8-metil-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

1{1-(2,6-dimetoxi-bencenosulfonil)-
piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

141-(2,6-dimetoxi-bencenosulfonil)-
plperidin-4-il}-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

8-cloro-1{1-(2,6-dimetox-
bencenosulfonll)-plperidin-4-il}-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

141-(2,8-dimetoxi-bencenocsulfonll)-
piperidin-4-ll}-8-metil-1,4-dlhidro-
benzo[d][1,3joxacin-2-ona

1-(1-pentametiibencenosulfonil-piperidin-4-
il}-1,4-dihidro-benzo[d][1,3]oxacin-2-ona

8-metil-1-(1-pentametilbencenosulfonil-
piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona
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6-cloro-1-(1-pentametilbencenosulfonil-
plperidin-4-li)-1,4-dihidro-
benzo|d][1,3]oxacin-2-ona

8-metil-1-(1-pentametilbencenosulfonil-
piperidin-4-il)-1,4-dihkiro-
benzofd][1,3]oxacin-2-ona

1-{1{2«(2,2,2-trifluoro-acetil)-1,2,3 4-
tetrahidro-isoquinolina-7-sulfonil}-plperidin-
4-11}-1,4-dihidro-benzo[d 1,3Joxacin-2-ona

8-metl-1-{1-[2-(2,2,2-trifluoro-acetil)-

1,2,3 4-tetrahidro-isoquinolina-7-sulfonil}-
piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

6-cloro-1-{14{2-(2,2,2-trifluoro-acetil)-
1,2,3,4-tetrahidro-isoquinolina-7-sutfonil}-
plperidin-4-i}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

8-metil-1-{1-]2(2,2,2-trifluoro-acetll)-
1,2,3,4-tetrahidro-isoquinolina-7-sulfonil}-
plperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1-[1<(2-metil-5-nitro-bancenoaulfonil)-
piperidin-4-ll}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona
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8-metil-1{1-{2-metil-5-nitro-
bencenosulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

8-cloro-1-{1-(2-metil-5-nitro-
bencencsulfonil)-piperidin-4-i}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

8-metil-1{1-(2-metil-5-nitro-
bencenosulfonil)-piperidin-4-If}-1,4-dihidro-
benzo[d][1,3]loxacin-2-ona

1-[1-(4-bromo-2,5-difluoro-
bencenosulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1-{1-(4-bromo-2,5-difluoro-
bencencsulfonil)-piperidin-4-i[-8-metil-1,4-
dihidro-benzo{d][1,3]oxacin-2-ona

1-[1£{4-bromo-2,5-difiuoro-

bencencsulfonil)-piperidin-4-il}-6-cloro-1,4-
dihidro-benzo[d][1,3]oxacin-2-ona

141-(4-bromo-2,5-difluoro-
bencenosulfonil)-piperidin-4-i}-6-metil-1,4-
dihidro-benzo[d][1,3]oxacin-2-ona
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14{1-{4-cloro-2,5-dimetil-bencenasulfonil)-
piperidin-4-il}-1,4-dihidro-
benxo[d][1,3]oxacin-2-ona

1{1-{4-cloro-2,5-dimetil-bencencsulfonil)-
plperidin-4-il}-8-metil-1,4-dIhidro-
benzo|d][1,3]oxacin-2-ona

6-cloro-1-{1-{4-cloro-2,5-dimetil-
bencenosulfonil}-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1-[1(4-cloro-2,5-dimetil-bencenosulfonil)-
piperidin-4-Il}-6-metil-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

1{1-{4-metoxi-bencenosulfonll)-piperidin-
4-j1}-8-metil-1,4-dihidro-
benzo|d][1,3]oxacin-2-ona

1-[1<(4-lsopropll-bencenosulfonil)-
piperidin-4-il}-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

141-(4-isopropil-bencenosulfonil)-
plperidin-4-il}-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-0na



8-cloro-1-[1-{4-isopropil-bencencsulfonil)-
piperidin-4-il}-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

141-(4-{sopropil-bencenosuifonil)-
piperidin-4-il}-8-metil-1,4-dihidro-
benzo[d][1,3]loxacin-2-ona

1-{1-(3-cloro-4-flucro-bencenosulfonil)-
plperidin-4-il}-1,4-dihidro-

benzo{d][1,3]oxacin-2-ona

141-(3-cloro-4-fluoro-bancenosulfonil)-
piperidin-4-if}-8-metil-1,4-dihidro-
benzo|d][1,3]oxacin-2-cna

8-cloro-1-{1-(3-cloro-4-fluoro-
bencenosulfonil)-piperidin-4-ill-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

1-[1-{3-cloro-4-fluoro-bancenosulfonil)-
piperidin-4-il}-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1{1-{4-bromo-bencenasulfonil)-piperidin-
4-il}-6-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona
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8-metil-1{1-(3-nitro-bencenosulfonil)-
piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

6-metil-1-[1-(3-trifluorometil-
bencenosulfonil)-plperidin-4-il}-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

14{1-(4-rifluorometomd-bencenosulfonil)-
piperidin-4-il}-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

1{1-(2-nitro-4-trifluoromet}-
bencenosuffonil)-piperidin-4-il}-1,4-dihidro-
banzo[d][1,3]oxacin-2-0na

1{1-(3-flucro-bencenosulfonil)-piperidin-4-
I}-1,4-dihidro-benzofd][1,3]oxacin-2-ona

1{1(2,4dicloro-bencenosulfonil)}-
piperidin-4-ll}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1-[142,4,6-trimeti-bencenosulfonil)-
piperidin-4-{]-1,4-dihidro-
benzo|[d][1,3]oxacin-2-ona
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14{1-(2-triflucrometii-bencenosulfonil)-
piperidin-4-i}-1,4-dihidro-
benzo[d)[1,3Joxacin-2-ona

8-metil-1{ 1-(4-trifluorometoxd-
bencenosulfonil)-piperidin-4-if}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

8-metil-14{1-{2-nitro-4-trifluorometil-
bencenosulfonil}-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

1{1(3-fluoro-bencenosulfonil)-piperidin-4-
{[}-8-metil-1,4-dihidro-benzo[d][1,3]oxacin-
2-ona

14{1<(2,4-dicloro-bencencsaulfonil)-
piperidin-4-il}-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

8-metil-1-[1(2,4,6-trimetll-
bencenosulfonil)-piperidin-4-I[}-1,4-dihkdro-
benzo[d][1,3Joxacin-2-ona

8-metil-1-{1-(2-rifluorometil-
bencenosulfonif)-piperidin-4-if}-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona
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1-{1{4-fluoro-bencenosulfonil)-piperidin-4-
i}-1,4-dlhidro-benzo[d][1,3]oxacin-2-ona

1-[1-{(4-bromo-bencenosulfonil)-piperidin-
4-il-1,4-dihldro-benzo[d][1,3Joxacin-2-ona

1-[1-(3-nitro-bencenosulfonil)-piperidin-4-
il-1,4-dihidro-benzofd][1,3]oxacin-2-ona

1-{144-(4-bromo-fenoxi)-bencenosuffonil}-
piperidin-4-ii}-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

1-{1-(3-metoxi-bencenocsulfonll)-piperidin-
4-i}-1,4-dihidro-benzo[d][1,3]oxacin-2-ona

14{1-{2-nitro-bencencsulfonil)-piperidin-4-
IlH1,4-dihidro-benzo[d][1,3loxacin-2-ona

8-metil-1-{1-{tolueno-4-sulfonil)-piperidin-
4-il}-1,4-dlhidro-benzo[d][1,3]oxacin-2-ona
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1-(1-bencenosulfonil-piperidin-4-Il}-8-metil-
1,4-dihidro-benxo[d][1,3]oxacin-2-ona

1{1{3-metoxd-bencenosulfonll)-piperidin-
4-{[1-8-metil-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

141-(2,4-dimetil-bencenoaulfonil)-

plperidin-4-il}-6-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1-{1{4-(4-bromo-fenoxi)-bancencsulfonil}-
piperidin-4-il}-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

8-metil-1-[1-(tiofeno-2-sulfonil)}-piperidin-4-
ill-1,4-dihidro-benzo[d][1,3]oxacin-2-ona

1{1-(tolueno-3-sulfonil)-piperidin-4-il-1,4-
dihiiro-benzo[d}[1,3]oxacin-2-ona

14{1-(5-fluoro-2-metil-bencenosulfonil)-
piperidin-4-il}-1,4-dlhidro-
benzo[d][1 .3]q:acin-2-ona



st

141<{4-isopropoxi-bencenosulfonil)-
piperidin-4-il]-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

14{1-(3-cloro-bencenosulfonil)-piperidin-4-
iI}-1,4-dihidro-benzo[d][1,3]oxacin-2-ona

14{1<(3,4-dimetoxi-bencencsulfonil)-
piperidin-4-if}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1-{1-pentafluorobencenosulfonll-piperidin-
4-[}-1.4-dihidro-benzo[d][1,3]oxacin-2-ona

8-metil-1{1-tolueno-3-sulfonil)-piperidin-4-
ill-1,4-dihidro-benzo|[d][1,3]oxacin-2-ona

1{1-(5-fluoro-2-metil-bencenosaulfonil)-
plperidin-4-il}-8-metil-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

1-[1<{(4-lsopropoxi-bencencsulfonil)-
piperidin-4-il}-8-metil-1,4-dlhidro-
benzo[d][1,3Joxacin-2-ona
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1-[1{3-cloro-bancencaulfonil)-piperidin-4-
il-8-metil-1,4-dihidro-benzo[d][1,3]oxacin-
2-ona

14{1-(3,4-dmetoxi-bencenosulfonil)-
piperidin-4-il}-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

8-metil-1-(1-pentafiuorobencencsulfonil-
piperidin-4-il}-1,4-dlhidro-
benzo][d][1,3]loxacin-2-ona

8-metil-1-[1-{toluenc-3-sulfonil)-piperidin-
4-il}-1,4-dihidro-benzo[d][1,3]oxacin-2-ona

14{1-(5-fluoro-2-metil-bencenosulfonil)-
piperidin-4-il}-8-metil-1,4-dihidro-
benzo[d][1,3]loxacin-2-0na

1{1-(4-isopropoxi-bencencsulfonil)-
piperidin-4-il}-8-metil-1,4-dihidro-

benzo[d][1,3]oxacin-2-ona

1{1-(3-cloro-bencenosulfonil)-piperidin-4-
g]-ﬂ-maliH ,4-dlhidro-benzo{d][1,3]Joxacin-
-ona



1{1-(3,4-dimetoxi-bencenosulfonil)-
piperidin-4-il}-8-metil-1,4-dihidro-
benzo{[d][1,3]joxacin-2-ona

6-metil-1-(1-pentafluorobencencsulfonil-
piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

8-metil-1-]1-(4-trifluorometoxi-
bencenosulfonil)-piperidin-4-}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

6-metil-1-{1-(2-nitro-4-trifluorometil-
bencenosulfonil)-piperidin-4-1(}-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

14{1-(3-fluoro-bencenosulfonil)-piperidin-4-
I-8-metil-1,4-dihidro-benzo[d][1,3]oxacin-

2-ona

1-[1+(2,4-dicloro-bencencsulfonil)-
plperidin-4-l[}-8-metil-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

8-metil-1-[1(2,4,6-trimetil-
bencenosulfonil)-piperidin-4-il}-1,4-dihidro-
benzo{[d][1,3]oxacin-2-ona

517



6-metil-1-{1-(2-trifluorometil-
bencenosulfonil)-piperidin-4-i[}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1-{1-(3-metoxd-bencenosulfonil)-piperidin-
4-[}-8-metil-1,4-dihidro-
benzo{d}]1,3joxacin-2-ona

6-metil-1{1(2-nitro-bencenosulfonil)-
piperidin-4-il}-1,4-dihidro-
benzo{d][1,3]loxacin-2-ona

14{1-{4-acetil-bencencsulfoni)-piperidin-4-
ilfl-6-metil-1,4-dihidro-benzo{[d][1,3]oxacin-
2-ona

14{1<{4-metanoaulfonil-bencencsulfonil)-
plperidin-4-I[}-8-metil-1,4-dihkiro-
banzofd)[1,3]oxacin-2-ona

6-metil-1-{1-fenlimetanosulfonil-piperidin-
4}-1,4-dihldro-benzo{d][1,3]oxacin-2-ona

Ester metilico del dcido 2-{4-(6-metll-2-
oxo-4H-benzo[d[1,3]oxacin-1il)}-
piperidina-1-sulfonillbenzoico

3;227
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8-metil-1{1-(2-ox0-2H-cromeno-6-
sulfonlil)-piperidin-4-i}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

6-cloro-1-{1-(4-fluoro-bencenosulfonil)-
plperidin-4-}-1,4-dihidro-

benzo[d][1,3loxacin-2-ona

6-cloro-1-[1-(3,5-dicloro-bencenosulfonil)-
piperidin-4-il}-1,4-dlhidro-
benzo[d][1,3loxacin-2-ona

1<{1-{4{4-bromo-fenoxi)-bencenosulfonil]-
piperidin-4-il}-8-cloro-1,4-dihidro-
benzo{d][1,3]Joxacin-2-ona

8-cloro-1-[1-{tiofeno-2-sulfonil)-piperidin-
4-il}H1 ,4-dihidro-benzo[d]|1,3]oxacin-2-ona

8-cloro-1-{1-(3-metoxi-bencenosulfonil)-
piperidin-4-il}-1,4-dihidro-
benzo]d][1,3]oxacin-2-ona

6-cioro-1{1-(2-oxo0-2H-cromeno-6-
sulfonill-piperidin-4-1[}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona
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6-cloro-1-{1-(tolueno-3-sulfonil)-piperidin-
4-11]-1,4-dihidro-benzo[d][1,3]oxacin-2-ona

8-cloro-1-{1-{5-fluoro-2-metil-
bencencsulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

8-cloro-1{1-{4-isopropoxi-
bencenosuffonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

6-cloro-1-[1-(3-cloro-bencenosulfonil)-
piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

6-cloro-14{1-(3,4-dimetoxi-
bencenosulfonil)-piperidin-4-il}-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

8-cloro-1-(1-pentafiuorobencencsulfonil-
piperidin-4-il}-1,4-dihldro-
benzofd][1,3]oxacin-2-ona

8-cloro-1-[1-{4-triflucrometoxi-
bencenosulfonil)-piperidin-4-ii}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona



323

6-cloro-1-[1-{2-nitro-4-trifluorometil-
bencenosulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacina

6-cloro-1-[1-(3-fluoro-bencenosulfonil)-
plperidin-4-il}-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

8-cloro-1-[1-(2,4-dicloro-bencencsulfonil)-
plperidin-4-il}-1,4-dlhidro-
benzo[d][1,3Joxacin-2-ona

8-cloro-1{1-(2,4,8-trimetil-
bencenosulfonil)-plperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

6-cloro-1-[1-{2-trifluorometil-
bencenosulfonil)-piperidin-4-il}-1,4-dihidro-
banzo[d][1,3]oxacin-2-ona

14{1{(2-ox0-2H-cromeno-8-sulfonil)-
piperidin-4-il}-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

14{1<3,5-dicloro-bencenosulfonil)-
piperidin-4-li}-1,4-dihidro-
benzofd][1,3]Joxacin-2-ona

—
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1-[1-(2.5-dicloro—bencer-|oaulfonll)-
piperidin-4-il}-1,4-dihidro-
benzo[d}{1,3Joxacin-2-ona

1-{1-+(5-bromo-8-cloro-piridina-3-sulfonil)-
piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1-[1-{4-cloro-bencencsulfonil)-piperidin-4-
i-1,4-dihidro-benzo|d][1,3]oxacin-2-ona

14{1-(2,6-dicloro-bencenosulfonil)-
plperidin-4-il}-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

8-metil-1{1-(2-oxo0-2H-cromeno-6-
sulfonil)-piperidin-4-}-1,4-dihkdro-
benzo[d][1,3]oxacin-2-ona

1-[143,5-dicloro-bencenosulfonil)-
piperidin-4-Il]-8-metil-1,4-dlhidro-
benzofd][1,3]macin-2-ona

141+(2,5-dicloro-bencencsulfonil)-
piperidin-4-il}-8-metil-1,4-dihidro-

benzo{d][1,3Joxacin-2-ona
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1{1-(5-bromo-8-cloro-piridina-3-sulfonil)-
plperidin-4-i}-8-metil-1,4-dihidro-
benzo[d][1,3]exacin-2-ona

1-[1-{4-cloro-bencencsulfonil)-plperidin-4-
ill-8-metil-1,4-dihidro-benzo[d]{1,3]oxacin-
2-ona -

1-[1«(2,8-dicloro-bencencsulfonil)-
piperidin-4-il}-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1{1-(bifenil-4-sulfonil)-piperidin-4-il}-1,4-
dihidro-benzo[d][1,3]oxacin-2-ona

8-cloro-1-{1-{2,5-dIcloro-bencenosulfonil)-
piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

14{1-(5-bromo-8-cloro-plridina-3-sulfonil)-
plperidin-4-il}-8-cloro-1,4-dlhidro-
benzo{d][1,3]oxacin-2-ona

6-cloro-1-{1-{4-cloro-bencenosulfonil)-
piperidin-4-il}-1,4-dihidro-
benzo|[d][1,3]oxacin-2-ona



8—doro-1-[1-(2.6-didom—bance;'|osulfonll)-
piperidin-4-}-1,4-dihidro-
benzold][1,3loxacin-2-ona

1{1-(bifenli-4-sulfonil)-piperidin-4-1}-6-
metii-1,4-dlhidro-benzofd][1,3]oxacin-2-
ona

2-[4-(6-metil-2-0x0-4H-
benzofd][1,3]oxacin-1-i)-piperidina-1-
sulfonill-benzonitriio

1-[1<2,5-dicloro-bencenosulfonil)-
piperidin-4-i}-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1-[1{5-bromo-8-cloro-piridina-3-aulfonil)-
piperidin-4-i1}-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1-[1<{4-cloro-bencenosuifonll)-piperidin-4-
if-8-metil-1,4-dihidro-benzo[d][ 1. 3Joxacin-
2-ona

14{1-(2,6-dicloro-bencenosulfonil)-
piperidin-4-ill-8-metil-1,4-dihidro-
benzo[d1,3joxacin-2-ona
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1-[1-(3,5-dicloro-bencencsulfonil)-
piperidin-4-I1}-8-metil-1,4-dihidro-
benzo[d][1,3loxacin-2-ona

6-metll-1{1-(1-metil-1H-imidazol-4-
sulfonil)-piperidin-4-il}-1,4-dihidro-
benzo{d][1,3Joxacin-2-ona

1-[1-(5-bromo-2,4-difluoro-
bencencsulfonil)-piperidin-4-if}-8-metil-1,4-
dihidro-benzo[d][1,3]oxacin-2-ona

1-[1-(4-metanocsulfonil-bencenosulfonil)-
piperidin-4-il}-1,4-dihidro-
benzo[d]{1,3Joxacin-2-ona

14{1-(1-metil-1H-imidazol-4-sulfonil)-
piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1{1-(5-bromo-2 4-difluoro-
bencenosulfonll)-piperidin-4-ill-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

1{1-{(8-cloro-imidazof2, 1-bjtiazol-5-
sulfonil)-piperidin-4-il}-1,4-dlhidro-
benzo[d][1,3]mxacin-2-ona
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1{1-{4-eti-bencenosulfonii}-piperidin-4-i}-
1,4-dihidro-benzo[d][1,3]oxacin-2-ona

141-(benzo[bltiofeno-3-sulfonil)-piperidin-
4-il}-1,4-dihidro-benzo[d][1,3]oxacin-2-ona

—

1-[1-(6-c|oro-inldazo[2,1-b]l'in:ol-5-.
sulfonil)-piperidin-4-il}-8-metil-1,4-dhidro-
benzo[d][1,3Joxacin-2-0ona

141-(4-stil-bencenosaulfonil)-piperidin-4-il}-
8-metil-1,4-dihidro-benzo[d][1,3]oxacin-2-

ona .

14{1-(benzo{bltiofanc-3-sulfonil)-piperidin-
4-i[1-8-metil-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

6-dom-1-[1-(8-doro-‘lni.dam[2.1-b]tlazol-
S-sulfonil)-piperidin-4-H}-1,4-dihidro- ,
benzo[d][1,3]oxacin-2-ona

8-cloro-1-{1-{4-etll-bencencsulfonil)-
piperidin-4-il}-1,4-dihidro-
benzofd]{1,3]oxacin-2-ona
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1{1-<(benzo[b}tiofeno-3-sulfonil)-piperidin-
4-il}-8-cloro-1,4-dihidro-
benzo[d][1,3]loxacin-2-ona

1{1-(6-cloro-imidazo[2,1-bllazol-5-
sulfonil)-piperidin-4-il}-8-metil-1,4-dihidro-
benzo][d][1,3]oxacin-2-ona

14{1-{4-eti-bencenosulfonil)-piperidin-4-I}-
6-metil-1,4-dihidro-benzo{d]f1,3]oxacin-2-
ona

1{1-{benzo[b}ticfeno-3-sulfonil)-piperidin-
4-i[-8-metil-1,4-dlhidro-
banzo{d][1,3]oxacin-2-ona

14{1-(7-cloro-benzo{1,2, Sjoxadiazol-4-
sulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1{1{2-metoxi-4-metil-bencencsulfonil)-
piperidin-4-il-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

Ester metflico del dcido 3-{4-{4-(2-oxo-4H-
benzo[d}[1,3]oxacin-1-il}-piperidina-1-
sulfonil}Henif}-propiénico

.gZ‘?
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141<(2,4-dinitro-bencenosulfonil)-
piperidin-4-ii}-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

1{1-(7-cloro-benzo[1,2,5]oxadiazol-4-
sulfonil)-piperidin-4-i-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1{1<(2-metox|-4-metil-bencenosulfonil)}-
piperidin-4-il|-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

Ester metifico del dcido 3-{4-{4-(8-metil-2- .

oxo-4H-benzo[d][1,3]oxacin-1-l)-
piperidina-1-sulfonif}-fenil}-propidnico

1-[1-(2,4-dinitro-bencencsulfonil)-
piperidin-4-il}-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

14{1-(7-cloro-benzo[1,2,5]oxadiazol-4-
sulfonil)-piperidin-4-i[}-8-metil-1,4-dIhidro-
benzo[d][1,3]oxacin-2-ona

1-[1<(2-metoxi~4-metil-bencenosulfonil)-
piperidin-4-il-6-metll-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona
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Ester metilico del dcido 3-{4-{4-(8-métil-2-
oxo-4H-benzoldli1,3Joxacin-1-il)-
piperidina-1-sulfonil]-fenil}-propiénico

?

141-(2,4-dinttro-bencencsulfonil)-piperidin-
4} 8-metl-1 4-dihidro- .
benzo[d][1,3]oxacin-2-ona

6-cloro-1{1-(7-cloro-
benzo[1, 2.5]mdml—4-auﬁoml)—plperldln-
4-I}-1,4-dihidro-benzo[d][1,3]oxacin-2-ona

8-cloro-1{1-(2-metoxi-4-metil-
bencenosulfonil)-plperidin-4-il]-1,4-dlhidro-

benzo[d][1,3]oxacin-2-ona

Ester metilico del acido 3-{4-{4-(8-cloro-2-

oxo-4H-benzo{d][1,3Joxacin-1-1I)-
piperidina-1-sulfonif}-fenil}-propiénico

6-cloro-1-[1-{2,4-dinitro-bencenosulfonil)-
piperidin-4-i}-1,4-dlhidro-
benzo{d][1,3Joxacin-2-ona

6-cloro-1-[1-{t-metil-1H-imidazol-4-
aulfonil)-piperidin-4-i}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona
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1{1-(5-bromo-2,4-difluoro-
bencenosulfonil)-piperidin-4-il-8-cloro-1,4-
dihidro-benzo|[d][1,3]oxacin-2-ona

8-meti--1-{1-(1-meti-1H-imidazol-4- -
sulfonil)-piperidin-4-If}-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona -

14{1-(5-bromo-2,4-diflucro-
bencanosulfonll)-piperidin-4-ll}-8-metil-1,4-
dihidro-benzo[d][1,3]oxacin-2-cria

1-{1-(benzo{bjtiofeno-2-sulfonil)-piperidin-
4-il}-8-metil-1,4-dlhidro-
benzo[d][1,3)oxacin-2-ona

14{1<{benzo{bltiofeno-2-sulfonil)-piperidin-
4-il}-1,4-dihidro-benzo[d][1,3]oxacin-2-ona

1-[1«(benzo[bJtiofeno-2-sulfonil)-piperidin-
4-1[}-8-cloro-1,4-dihidro-
benzol[d][1,3]oxacin-2-ona

1-[1<{benzo]b]tiofeno-2-sulfonil)-piperidin-
4-|[1-8-metil-1,4-dihidro-
benzo|d][1.3]oxacin-2-ona
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14{1-(2,5-dflucro-bencenosulfonil)-
piperidin-4-ill-1,4-dihidro-
benzo{d][1,3]oxacin-2-one-

-

1-[1-(2.5-d|ﬂuom-beneenosul6nil)—
piperidin-4}-8ymetil-1, 4-dihidro-
benzo{d][1,3]oxacin-2-ona

8-cloro-1-{1 -(2.5-dl|'|u.5ro-benoanosulfonil)-
piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-0na

1-[1<2,5-dlfiuoro-bencencsulfonil)-
piperidin-4-if}-8-metil-1,4-dihidro-
benzo{d][1,3Joxacin-2-ona

14{1-(4-cloro-2,5-difluoro-bencenosulfonil)-
piperidin-4-il}-1,4-dihidro-
benzo{[d][1,3joxacin-2-ona

1{1-(4-cloro-2,5-difluoro-bencenosulfonil)-
plperidin-4-il}-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

6-cloro-1-{1-(4-cloro-2,5-difluoro-
bencenosulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona
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1{1-(4-cloro-2,5-difluoro-bencenasulfonit)-
piperidin-4-i-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1-[1<(2.4,5-triflucro-bancenosulfonil)-
plperidin-4-Il}-1,4-dlhidro- :
benzoid][1,3]oxacin-2-ona

8-metil-1{1-(2,4,5-triflucro-
bencenosulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]Joxacin-2-ona

6-cloro-1-[1-(2,4,5-frifluoro-
bencenosulfonil}-piperidin-4-i}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

6-metil-1-{1-(2,4,5-trifluoro-
bencencaulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacln-2-ona

1{1-(3,5-dicloro-2-hidrox-
bencenosulfonil)-piperidin-4-I]-1,4-dihidro-
benzo{d]{1,3Joxacin-2-ona

14{1-(2,6-dlfluoro-bencenosulfonil)-
piperidin-4-1i}-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona
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141-(2,6-difluoro-bencencsulfonil)-
piperidin-4-il}-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

6-cloro-1-{1-(2,6-difluoro-bencaenosulfonil)}- -
piperidin-4-il}-1,4-dihidro- .
benzo[d][1,3]oxacin-2-ona

1-[1<(2,8-dlfluoro-bencenosulfonll)-
piperidin-4-/}-8-maetil-1,4-dihidro-
benzofd][1,3Joxacin-2-ona

1{1(5-cloro-2,4-dlfiuoro-bencenosulfonil)-
piperidin-4-il}-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

1{-(5-cloro-2,4-dlfluoro-bencenosulfonil)-
plperidin-4-il}-8-metil-1,4-dihidro-
benzo[d][1,3]meacin-2-ona

6-cloro-1{1-{5-cloro-2,4-difluoro-
bencanosulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1-{1-(5-cloro-2 4-difluoro-bencenosulfonil)-
piperidin-4-il}-6-metil-1,4-dlhidro-
benzo[d]]1,3Joxacin-2-ona



N

”

1-{1-(2-cloro-bencenosulfonll)-piperidin-4-
ill-1,4-dihidro-banzo[d][1,3]oxacin-2-0na

1{1-(2-cloro-bancenosulfonil)-piperidin-4-
il-8-metil-1,4-dihidro-benzo[d][1,3]oxacin-
2-ona

6-cloro-1{1-{2-cloro-bencenosulfonil)-
piperidin-4-ii}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

141-{2-cloro-bencenosulfonil)-piperidin-4-
i-8-metil-1,4-dihidro-benzo[d][1,3]oxacin-
2-ona

8-cloro-1-{1-(2-naftalen-1-il-etanosulfonil)-
plperidin-4-il}-1,4-dihidro-
benzo]d][1,3Joxacin-2-ona

6-bromo-1-[1-{4-bromo-bancenosulfonil)-
piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

6-bromo-1 1-{tolueno-4-sulfonil)-piperidin-
4-il}-1,4-dihidro-benzo[d]1,3]oxacin-2-ona



8-bromo-1{1-(2,4-dimetil-
bencenosulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

8-bromo-1{1-{2-naftalen-1-
etanosulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

8-bromo-1-{1-(quinolina-8-sulfonll)-
piperidin-4-il-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

6-bromo-1-{1-(5-cloro-3-metil-
benzofb}ticfeno-2-sulfonil)-piperidin-4-il-
1,4-dihidro-benzo[d}1,3Joxacin-2-ona

6-bromo-1-{1-(3-nitro-bencenosulfonil)-
plperidin-4-il}-1,4-dlhidro-
benzofd][1,3]oxacin-2-ona

6-bromo-1-{1-(naftaleno-1-sulfonil)-
piperidin-4-1]-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

6-bromo-1{1-(naftaleno-2-sulfonil)-
piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona
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1-(1-bencenosulfonil-piperidin-4-il)-8-
bromo-1,4-dihidro-benzo[d][1,3]oxacin-2-
ona

6-bromo-1-{1-[4-{4-bromo-fenoxi)-
bencenosulfonil}-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]joxacin-2-ona

8-bromo-1-{1-{tiofeno-2-sulfonil)-piperidin-
4-11}-1,4-dihidro-benzo[d])[1,3]oxacin-2-ona

6-bromo-1-{1-{2-metil-5-nitro-
bencencsulfonil)-piperidin-4-if}-1,4-dihkiro-
benzo[d][1,3]Joxacin-2-ona

6-bromo-1-{1-{4-bromo-2,5-difluoro-
bencenosulfonil)-piperidin-4-il}-1,4-dihkiro-
benzo[d}{1,3]Joxacin-2-ona

6-bromo-1{1-{tolueno-3-sulfonil)-
piperidin-4-i}-1,4-dihidro-
benzo[d][1,3]loxacin-2-ona

6-bromo-1-{1-{5-flucro-2-metil-
bencenosulfonil)-piperidin-4-i[}-1,4-dihidro-
benzo{[d]l1,3joxacin-2-ona
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8-bromo-1-{1-(4-isopropoxi-
bencenosulfonil)-piperidin-4-il}-1.4-
dihidro-benzo[d][1,3]mxmacin-2-ona

8-bromo-1-{1-(3-cloro-bencenosulfonil)-
pliperidin-4-Il}-1,4-dihidro-

. benzo[d][1,3]loxacin-2-ona

8-bromo-1{1-(3,4-dimetoxi-
bencenosulfonil)-piperidin-4-i1}-1,4-
dihidro-banzo[d][1,3]oxacin-2-ona

6-bromo-1-(1-pentaflucrobancenosulfonil-
plperidin-4-il}-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

8-bromo-1-[1-{4-cloro-2,5-dimetl-
bencenosulfonil)-piperidin-4-i}-1,4-
dihidro-benzo{[d][1,3]oxacin-2-ona

8-bromo-1 {1{Wuﬂonlb—
piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

8-bromo-1{1-(4-lsopropil-
bencenocsulfonil)-piperidin-4-il}-1,4-
dihidro-benzo[d][1,3]oxacin-2-ona



3P

6-bruno-1-[1-(4-ﬂuoro-bengenosulfonil)—
piperidin-4-il}-1,4-dihidro-,
benzo[d][1,3]oxacin-2-ona

6-bromo-1-{1-(3-cloro-bencenosulfonil)-
piperidin-41}-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

8-bromo-1-(1-pentametilbencenosulfonil-
plperidin-4-il)-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

6-bromo-1-{1-(2-nitro-bencenosulfonil)-
piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

8-bromo-1-{1-(4-cloro-3-nitro-
bencenosulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

8-bromo-1-{1-(5-dimetilamino-naftaleno-1-
sulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

6-bromo-1-[1-(4-nitro-bencenosulfonil)-
piperidin-4-il}-1,4-dihidro-
benzofd][1,3]oxacin-2-ona




14{1-(4-acetil-bencenosulfonil)-
piperidin-4-il-8-bromo-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

\

8-bromo-1-{1-(4-metanosulfonil-
bancenosulfonil)-piperidin-4-il}-1,4-
dihidro-benzofd][1,3]oxacin-2-ona

’

1{1-(bifenil-4-sulfonil)-piperidin-4-il}-6-
bromo-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

8-bromo-1-{1-fenilmetanosulfonil-
piperidin-41)-1,4-dihidro-
benzo[d][1,3]oxecin-2-ona

8-bromo-1-{1<(2,5-dimetox-
bencenosulfonil)-piperidin-4-il}-1,4-
dihidro-benzo[d][1,3]oxacin-2-0na

8-bromo-1-{1-{2-(2,2,2-trifluoro-acetil)-
1,2,3,4-tetrahidro-isoquinolina-7-
sulfonil}-piperidin-4-il}-1,4-dihidro-
benzo{[d][1,3]oxacin-2-cna

6-bromo-1{1-(2,3-dicloro-
bencenosulfonil)-piperidin-4-if}-1,4-
dihidro-benzo[d][1,3]oxacin-2-ona
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6-bromo-1{1-(2,4,5-tricloro-
bencenosulfonil)-piperidin-4-il}-1,4-
dihidro-benzo[d][1,3loxacin-2-ona

6-bromo-1{1-(5-bromo-2-metoxi-
bencencsulfonil)-plperidin-4-il|-1,4-
dihidro-benzo[d][1,3]oxacin-2-ona

8-bromo-11-(4-trifluorometoxi-
bencenosulfonil)-piperidin-4-il}-1,4-
dihidro-benzo|[d][1,3]oxacin-2-ona -

8-bromo-1-{1-{2-nitro-4-trifluorometil-
bencenosulfonil)-piperidin-4-Ii}-1,4-
dihidro-benzo[d][1,3]oxacin-2-ona

8-bromo-1-{1-(3-fluoro-bencencsulfonil)-
piperidin-4-i}-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

8-bromo-1{1-(2,4-dicloro-
bencenosulfonll)-piperidin-4-il|-1,4-
dihidro-benzo[d][1,3]oxacin-2-ona

6-bromo-1-{1-(2,4,8-rimetil-
bencenosulfonil)-piperidin-4-l}-1,4-
dihidro-benzo[d][1,3]oxacin-2-ona
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6-bromo-1-[1-(2-trifluorometil-
bencenosulfonil)-piperidin-4-il}-1,4-
dihidro-benzo[d][1,3]oxacin-2-ona

6-bromo-1-{1-(2-bromo-bencenosulfonil)-
piperidin-4-il}-1,4-dihidro-
benzofd][1,3]oxacin-2-ona

6-bromo-1-[1-(4-metoxi-2,3,6-trimetil-
bencenosulfonil)-piperidin-4-ii}-1,4-
dihidro-benzo[d][1,3]Joxacin-2-ona

1-[1-(3.5-dh|oro-4—hldl-md-
bencenosulfonil)-piperidin-4-il-1,4-
dihidro-benzo[d][1,3]oxacin-2-ona

14{1<3,5-dicloro-4-hidroxi-
bencenosulfonil)-piperidin-4-i}-8-metil-
1,4-dlhidro-benzo[d][1,3Joxacin-2-ona

8-cloro-1-]1-(3,5-dicloro-4-hidroxi-
bencencsulfonil)-piperidin-4-il|-1,4-
dihidro-benzo{d][1,3]oxacin-2-ona

141<{3,5-dicloro-4-hidroxi-
bencencsulfonil)-piperidin-4-Il}-8-metil-
1,4-dihidro-benzo]d][1,3]oxacin-2-ona
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6-bromo-1{1-(3,5-dicloro-4-hidroxi-
bancenocsulfonil)-piperidin-4-if}-1,4-
dihidro-be_nzo[d]ﬂ.a]omcin-z-ona

8-cloro-1{1-(3,5-dicloro-2-hidroxi-
baencenosulfonil)-piperidin-4-i}-1,4-
dihidro-benzo{d][1,3]oxacin-2-ona

6-bromo-1{1-(3,5-dicloro-2-hidroxi-
bencenosulfonll)-plperidin-4-il}-1,4-
dihidro-benzo[d][1,3]oxacin-2-ona

2-[4-{6-bromo-2-0x0-4H-
benzo[d][1,3]oxacin-1-ll}-piperidina-1-
sulfonil}-benzonitrilo

6-bromo-1-{1-(4-metoxi-bencenosulfonil)-
piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

Ester metllico del acido 2-4-(8-bromo-2-

oxo-4H-benzo[d][1,3]oxacin-1-il)-
plperidina-1-sulfonil}-benzoico

6-bromo-1-{1-{2-ox0-2H-cromeno-8-
sulfonil)-piperidin-4-i}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

3Yy
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8-bromo-1-{1-(3,5-dicloro-
bencencsulfonil)-piperidin-4-il}-1,4-
dihidro-benzo{d][1,3]oxacin-2-ona

6-bromo-1-{1-(2,5-dicloro-
bencenosaulfonil)-piperidin-4-il}-1,4-
dihidro-benzo{d][1,3]Joxacin-2-ona

8-bromo-1-{1-(5-bromo-8-cloro-piridina-
3-sulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

6-bromo-1-{1-(4-cloro-bencenosulfonil)-
piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

8-bromo-1{1-(2,6-dicloro-
bencenosulfonil)-plperidin-4-il|-1,4-
dihidro-benzo[d][1,3]oxacin-2-ona

6-bromo-1-{1-(1-metil-1H-imidazol-4-
sulfonil)-plperidin-4-il|-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

8-bromo-1-{1-(5-bromo-2,4-difluoro-
bencenasulfonil)-piperidin-4-il}-1,4-
dihidro-benzo{d][1,3}oxacin-2-ona



)
Fal
Se prefieren mas particularmente compuestos de férmula general (f)
seleccionados del grupo que conslste en:
14{1-(5-cloro-3-metil-benzofb}tiofenil-2-sulfonll)-piperidin-4-il}-1,4-dihidro-
benzo[d] [1,3]oxazin-2-ona, i
5 1-[1«{5-dimetilamino-naftil-1-sulfonil)-piperidin-4-il}-8-metil-1,4-dihidro-
benzo[d][1,3 Joxazin-2-ona,
1-[1-(5-dimetilamino-natftll- 1-sulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxazin-2-ona,
y sales comespondientes de los mismos, y solvatos cormespondientes.

10 En aspecto adicional, la presente invencién también proporciona un
procedimiento para la reparacién de compuestos de sulfonamidas derivados de
benzoxazinona de férmula general (I), en la que R'-R® y W tienen la significacion
definida anteriorments, que comprende hacer reaccionar al menos un compuesto de

piperidina de férmula general (I} y/o una sale commespondientes del mismo,
15 preferiblemente una sal clorhidrato,

! R
R

N
an

en la que R' a R® tienen la significacion definida enteriorments, con al menos
un compuesto de férmula general (lil),
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en la que W tlene la significacion definida anteriormente, en un madio de
reaccion adecuado, opcionaiments en pregencia de al menos una base y/o al menos
un agente auxiliar, para dar un compuesto de férmula general {I).

Medios de reaccién adecuados incluyen, por ejemplo disolventes orgénicos,
tales como éteres, preferiblements dietll éter, dloxano, tetrahidrofurano, dimetil glicol
éter, o aicoholes, por ejempio metanol, etanol, propancl, isopropanol, butanol,
isobutanol, terc-butanol, o hidrocarburoa preferiblemente benceno, tolueno, xileno,
hexano, ciclohexano, éter de petrdleo o hidrocarburos halogenados, por ejemplo
diclorometano, ftriclorometano, teiraclorometano, dicloroetileno, tricloroetileno,
clorobenceno o/y otros disolventes, preferiblemente acetato de efilo, tristilamina,
piridina, dimetlisulféxido, dimetiformamida, hexametilfosforamida, acetonitrilo, acetona
0 nitrometano. También pueden utilizarse mezclas basadas en uno o més de los
disolventes mencionados anteriormente.

Las bases que pueden utliizarse en el procedimiento segin la presente
invencion, son en general bases organicas o Inorgénicas, preferiblements hidréxidos
de metates alcalinos, por sjemplo hidréxido de sodio o hidroxido de potasio, u
obtenidas a partir de otros metales como el hidréxido de bario o diferentes carbonatos,
preferiblemente carbonato de potasio, carbonato de sodio, carbonato de caiclo, o
alctxidos, por ejemplo metéxido de sodio, metdxido de potasio, etdxido de sodio,
metdxido de potasio, etéxido de potasio & terc-butéxido de potasio, o aminas
organicas, preferiblements trietilamina, diisoproplietiiamina o heterociclos, por ejemplo
1,4-diazabiciclo[2,2,2]octano, 1,8-diazabiciclo[5.4,0Jundec-7-eno, piridina,
diaminopiridina, dimetilaminopiridina, metilpiperidina o morfolina. También pueden
utilzarse metales alcalinos tales como sodio o sus hidruros, por ejempio, hidruro de
sodio. También pueden utilizarse mezclas basadas en una o més de las bases
mencionadas anteriormente.

Durante las reacciones sintéticas descritas anteriomnente o durante la
preparacion de los compuestos de férmulas generales (1) o (lil), puede ser necesaria

i |
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y/o deseable la proteccion de grupos sensibles o de los reactivos. Esto puede
reallzarse utilizando grupos protectores convencionales como los descritos en la
bibliografia [Protective Groups in Organic Chemistry, ed. J. F. W. McOmie, Plenum
Press, 1873; T. W. Greene & P. G. M. Wuts, Protective Groups in Organic Chemistry,
John Wiley & sons, 1881]. Dicha descripcién bibliogréfica se incorpora.aqui como
referencia como parte la descripcion. Los grupos protectores también pueden
eliminarse segln convenga mediante medios bien conocidos por aquellos expertos en
la técnica. g

Los compuestos de formulas generales (Il) y (lll) o bien estdn disponibles
comerciaiments o bien pueden producirse segin métodos conocidos por aquellos
experios en la técnica. También puede faciltarse la reaccién de compuestos de
formulas generales (Il) y (lll) para dar compuestos de sulfonamidas derivados de
benzoxazinona de férmula general (1) con métodos conocidos por aquellos expertos en
la técnica.

Los compuestos de benzoxazinonas sustituldos de férmula general (Il) donde
R® representa H, se sintetizan preferiblemente a partir de acido antranflico sustituido o
un éster comespondiente mediante el alcohol bencllico comespondiente (véase el
esquema 1, método A). Por aminacién reductora con 1-boc-{terc-butilcarboniloxd)-4-
piperidona, se introduce el resto boc-piperidina en el alcohol bencllico sustituido. El
anillo de benzoxazinona ae forma mediante ciclacién con trifosgeno. La eliminacion de
grupo protector boc- se lleva a cabo mediante tratamiento en medio acido segin el
método descrito en Williams et al., J. Med Chem., 1895, 38, 4834 y posteriormente en
Bell et al., J. Med Chem., 1988, 41, 2148, que se incorporan aqul como referencias y
forman parte de la descripcion. Mediante la resccién de tales compuesios de
benzoxazinonas sustituidos de férmula general (ll) con un cloruro de sulfurio de
férmula general (lil}, se obtienen compuestos de férmula general ().

Por reducclon de las cetonas comespondientes medlante métodos
convencionales conocidos por aquelios expertos en la técnica, por ejemplo por
reduccién con borohidruro de sodio (véase esquema 1, método B, R5 = Z) pueden
obtenerse compuesios de sulfonamidas derivados de benzoxazinona de formula
general (I), en la que R® representa un radical alifético lineal o ramificado, saturado o
insaturado, opcionaimente al mencs mono suetituido, © un radical cicloalifstico
saturado o insaturado, opcionaimente al menos monosustituido, que contiene
opcionaimente al menos un heterodtomo como miembro del anillo (denominado Z en
el método B).
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Los respectivos reactivos utiiizados en dicho procedimiento para la preparacion
de compuestos de sulfonamidas derivados de benzoxazinona de férmula general (I) o
bien estédn disponibles comerciaimente o bien pueden obtenerse por métodos bien
conocidos por aquelios expertos la técnica.

Esquema 1:
u - »
] iI ;'" LIAH, of
R teirabidrafrnne T
NaGNBly
minka (Fh=H) Aciiazoitics
1 ‘
N NaB,
[ CHyOH j T —
Dispeplionie
S N g T T —

[ 4 k %mn’
Deprepiatinin ogon ®
%" L A ‘IE%

En un aspecto adicional, la presente Invencién proporciona iguaimente un
procedimiento para la preparacion de sales de compuestos de sulfonamidas derivados
de benzoxazinona de férmula general {l), en el que se hace reaccionar al menos un
compuesto de fdrmula general (1) que tiene al menos un grupo bdsico con al menos un
écido orgénico y/o inorgénico, preferiblemente en presencia de un medio de reaccién
adecuado. Medios de reaccldn adecuados son, por elemplo, los faciitados
anterlormente. Acidos Inorgdnicos adecuados incluyen dcido clorhidrico, écido
bromhidrico, écido fosférico, dcido sulfirico y éckdo nitrico, écidos orgdnicos
adecuados son por ejemplo dcido citrico, dcido maleico, acido fumdrico, acido tartdrico
o derivados de los mismos, dcido p-toluensulfénico, dcido metanosulfdnico o acido
canforsulfénico.

Alin en un aspecio adicional, la presente invencion proporciona también un
procedimiento para Ia preparacién de sales de compuestos de sulfonamidas derivados

<Y
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de benzoxazinona de férmula general {l), en el que se hace reaccionar al menos un
compuesto de férmula general (I) que tiene al menos un grupo dcido con una o mas
bases adecuadas, preferiblemente en presencia de un medio de reaccién adecuado.
Bases adecuadas son por ejemplo hidréxidos, carbonatos, bicarbonatos o alcdxidos,
que incluyen cationes adecuados, derivados por ejemplo de metales alcalinos, metales
alcalinotéreos o cationes orgénicos, por ejemplo [NHR.]', enlaquenes0,1,2,36
4 y R representa un radical alquilo C. lineal o ramificado. Medios de reaccion
adecuados son, por ejemplo, los definidos anteriormente.

Los solvatos, preferiblemente hidratos, de los compuestos de sulfonamidas
derivados de benzoxazinona de férmula general (I), o de sales de los mismos también
pueden obtenerse por métodos convencionales conocidos por aquelios expertos en la
técnica.

Si los compuestos derivados de benzoxazinona de férmula general (I) se
obtienen en forma de mezcia de esterscisémeros, particularmente enantibmeros o
diasterdmeros, dichas mezclas pueden separarse medlants procedimientos
convencionales conocidos por aquellos expertos la técnica, por ejempio métodos
cromatogréficos o de cristalizacién con agentes quirales.

La purificacién y el alslamiento de los compuestos de sulfonamidas derivados
de benzoxazinona de férmula general (I) o un estereoisémero comespondiente, o sal, o
solvato respectivamente, sl es necesaro, pueden realizarse mediante métodos
convencionales conoclidos por aquelios expertos la técnica, por ejempio métodos
cromatograficos o de recristalizaclon.

Los compuestos de sulfonamidas derivados de benzoxazinona de férmula
general (l), sus esterecisémeros, las sales comespondientes y los solvatos
comespondientes son toxicoldgicamente aceptables y por tanto son adecuados como
principlos activos farmacéuticos para la preparacién de medicamentos.

Por tanto, la presente invencién también proporciona un medicemento que
comprende al menos un compuesto de sulfonamiia derivado de benzoxazinona de
férmula general (I), opcionaimente en forma de uno de sus esterecisdmeros,
preferiblemente enantibmercs o diasterdmeros, su racemato o en forma de una mezcla
de al menos dos de sus estereocisdémercs, preferiblemente enantidmeros o
dissterdmercs, en cualquier razén de mezcla, o una sal fisiclégicamente aceptable de
los mismos, o un solvato commespondiente, y opcionaimente uno o més adyuvantes
farmacéuticamente aceptables.

=<0
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Ademas, la presente invencién también proporciona una composicion
farmacéutica que comprende al menos un compuesto de sulfonamida derivado de
benzoxarinona de formula general (I), opcionalmente en forma de uno de sus
esterecisémeros, preferiblements enantidmeros o diasterdmeros, su racemato o en
forma de una mezcla de al mencs dos de sus eateracisémeros en cuskjuler razén de
mezcla, o una aal fisioldgicamente aceptable del mismo, o un solvato comespondiente
y opcionalmante uno o més edyuvantes farmacéuticamente aceptables, que adn no se
ha formulado en un medicamento. _

Preferiblemente ol medicamento es adecuado para la regulacién del receptor 5-
HT,, para la mejora de la cognicién, para Ia profilaxis y/o el tratamiento de trastornos
relacionados con la ingestién de allmentos (ingesta de alimentos), particularmente
para la regulacion del apetito, para et mantenimiento, incremento o reduccién del peso
corporal, para la profilaxis y/o el tratamiento de obesidad, bulimia, anorexia, caquexia o
dlabetes de tipo |l (diabetes mellitus Inaulino independients), preferiblemente diabetes
tipo Il que sea causada por obesidad, frastomos del sistema nervioso central,
trastomnos del tracto gastrointestinal, como el sindrome del intestino imritable, ansiedad,
pénico, depresién, trastomos cognitivos de {a memoria, trastornos de demencia senil,
como enfermedad de Alrheimer, enfermedaed de Parkinson y enfermedad de
Huntington, esquizofrenia, psicosis, hiperquinesia Infantil, ADHC (déficlt de atencion,
trastornos de hiperactividad) y otros trastornos mediados por 5-HT, particularmente en
mamiferos, incluido en humanos.

Un aspecto adicional de |1a presents invencién es el uso de al menos un
compuesto derivado de benzoxazinona de férmula general (I) para la fabricacion de un
medicamento pera la regulacion del receptor 5-HT,, para la mejora de la cognicién,
para la profilaxis y/o el tratamiento de trastomos relacionados con la ingestidn de
alimentos (ingesta de alimentos), particularmente para la regulacién del apstito, para el
meantenimiento, Incremento o reduccién del peso corporal, para Ia profilaxis y/o el
tratamiento de obesidad, bulimia, anorexia, caquexia o diabetes tipo Il (diabetes
mellitus insulino Independients), preferiblemente diabetes de tipo || que sea causada
por obesidad, frastomos del sistema nervioso central, trastomos del tracto
gastrointestinal, como el sindrome del intestino initable, ansledad, péanico, depresitn,
trastomos cognitivos de la memoria, trastomos de demencia senll, como enfermedad
de Alzheimer, enfermedad de Parkinson y enfermedad de Huntington, esquizofrenia,
psicosis, hiperquinesla infantil, ADHC (déficlt de atencién, trastomos de hiperactividad)
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y otros trastomos mediados por 5-HT, particularments en mamiferos, incluido en
humanos.

Aln en otro aspecto, la presents invencién también pfopomiona ol uso de al
menos un compuesto de sulfonamida derivado de benzoxazinona de férmula general
(1a)

en la que

R', R® R*™, R* se seleccionan cada uno independientemente del grupo que
consiste en hidrégeno, halégeno, un radical alifético, lineal o ramificado, saturade o
insaturado, opcionaiments al menos monosustituido, un radical cicloalifético saturado o
insaturado, opcionaimente al menos monosustituido, que contiene opcionalmente al
menos un heteroitomo como miembro del anillo, que puede ester unido mediante un
grupo alqulleno opcionaimente al menos monosustituido, y/o puede estar condensado
con un sistema ciclico mono o policiclico opcionaimente al menos monosustituido, un
radical arilo o hetercarlio opcionaimente al menos monosustituido, que puede estar
unido mediante un grupo alquileno opclonaimente al menos monosustituldo y/o puede
estar condensado con un sistema ciclico mono o policiclico opcionaimente al menos
monosustituido, un grupo nitro, un grupo ciano, -OR'™, -O{C=0)R""*, (C=0)OR™", -
SR'™, -SOR'™, -S0;R'*, -NH-SO;R"™, -SO.NH. y un résto —NR'>R"*,

R* representa hidrogeno, un radical alifético linealo ramificado, saturado o
insaturado, opcionaimente al menos monosustituido o un radical clcloalifatico saturado
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o Insaturado, opcionalmente al menos monocsustituido, que contiene opcionaimente al
menos un heteroatomo como miembro del anillo,

R*™, R™ R™, R™ ge seleccionan cada uno Independientemente del grupo que
consiste en hidrégeno, un radical alifitico lineal 0 ramificado, saturado o insaturado,
opcionaimente al menos monosustituido, un radical cicloalifético saturado o Insaturado,
opclonalmente al menos monosustituido, que contiene opcionaients al menos un
heteroétomo como miembro del anillo, un grupo ciano y un resto ~COOR'®,

W" representa un radical alifdtico lineal o ramificado, saturado o Insaturado,
opcionaimente al menos monosustituido, un radical cicloallfdtico saturado o insaturado,
opcionaimente al menos monosustituido, que contiene opcionalmente al menos un
heterodtomo como miembro del anilio, que puede estar unido mediante un grupo
alquileno opcionalmente al menos monosustituido, y/o puede eatar condensado con un
sistema ciclico mono o policiclico opcionalmente al mencs monosustituido, un radical
arilo o heteroariic opcionaimente al menos monosustituido, que puede estar unido
mediante un grupo aiqulleno opcionaimente al menos monosustituido y/o puede estar
condensado con un sistema ciclico mono o policiclico opcionaimente al menos
monosustituldo, un resto NR'*R"*, un resto COR™,

R'™ representa hidrégeno, un radical alifdtico, lineal o ramlificado, saturado o
insaturado, opcionalmente al menos monosustituido, un radical cicloalifético saturado o
insaturado, opcionalmente al menos monosustituido, que contiene opcionalmente al
menos un heterodtomo como miembro del anillo, que puede estar unido mediante un
grupo alquileno opcionalmente al menos monosustituido, y/o puede estar condensado
con un slstema ciclico mono o policiclico opcionaimente al menca monosustituido, o un
radical arilo o heteroarilo opcionaimente al mencs monosustituido, que puede estar
unido mediante un grupo aiquileno opcionaiments al menos monosustituido y/o puede
estar condensado con un eistema ciclico mono o policiclico opcionaiments al menos
monocsustituido,

R™* representa hidrégeno, un radical alifético lineal o ramificado, saturado o
insaturado, opcionalmente al menos monosustituido, un redical cicloalifatico saturado o
ineaturado, opcionalmente al menos monosustituldo, que contiene opcionalmente al
menos un heterodtomo como miembro del anilio, que puede estar unido mediante un
grupo aiquileno opclionalmente al menos monosustituldo, y/o puede estar condensado
con un sistama ciclico mono o policiclico opclonaimente al menos monosustituido, o un
radical arilo o heteroarilo opcionaimente al menos monosustituido, que puede estar
unido mediante un grupo aiquileno opcionaiments al menos monosustituldo y/o puede
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estar condensado con un sistema ciclico mono o policiclico opcionalmente al menos
monosustituido,

R'2* representa un radical alifético, lineal o ramificado, saturado o insaturado,
opcionaimente al menos monosustituido, un radical cicloallfético saturado o insaturado,
opcionaimente al menos monosustituido, que contiene opcionaimente al menos un
heteroatomo como miembro del anitio, que puede estar unido mediante un grupo
alquileno opcionalmente al menos monosustituido, y/o puede estar condensado con un
sistemna cliciico mono o policiclico opcionaiments al menos monosustituido, o un radical
ariio o heteroarilo opcionaimente al menos monosustituido, que puede estar unido

mediante un grupo alqulleno opcionalments al menocs monosustituido y/o puede estar

condensado con un sistema ciclico mono o policiclico opcionaimente al menos
monosustituido,

R'™ y R™ ge seleccionan cada uno Independientemente del grupo que
consiste en hidrégeno, un radical alifético, lineal o ramificado, saturado o Insaturado,
opclonaimente al menos monosustituido, un radical cicloalifético saturado o insaturado,
opcionalmente al menos monosustituido, que contiene opcionaimente al menos un
heteroétomo como miembro del anllio, que puede estar unilo mediante un grupo
alquileno opcionalimente al menos monosustituido, y/o puede estar condensado con un
sistema ciclico mono o policiclico opcionaiments al menos monosustituido, o un radical
arilo o hetercarilo opcionaimente al menos monosustituido, que puede estar unido
mediante un grupo alquileno opcionaimente al menos monosustituido y/o puede estar
condensado con un sistema ciclico mono o policiclico opcionaiments al mencs
monosustituido,

o R™ y R™ junto con el 4tomo puente de nitrbgeno forman un anillo
heterociclico saturado, inseturado o aromético, que puede estar al menocs
monosustituldo y/o contener al menos un heteroatomo més como miembro del anillo,

R'™ representa hidrégeno, un radical alifético, linsal o ramificado, saturado o
Insaturado, opcionalmente al menos monosustituldo, un radical cicioalifatico saturado o
insaturado, opcionalmente al menos monosustituido, que contiene opcionalmente al
menos un heterodtomo como miembro del anillo, o un radical ariloc o heteroarilo
opcionaimente al menos monosustituido, que puede estar unido mediante un grupo
akjuileno opclonalmente al menos monosustituido y/o puede estar condensado con un
sistemna cliclico mono o policiclico opclonalmente al menoas monosustituldo,

R'™ representa un radical alifético lineal o ramificado, saturado o insaturado,
opcionalmente al menos monosustituldo,
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R'™ representa un radical alifético lineal o ramificado, saturado o insaturado,
opcionalmente al menos monosustituido, y

R'* representa un radical arilo opcionalments al menos monosustituido,

opcionalmente en .forma de uno de sus esterecisdémercs, preferiblemente
enantibmeros o diasterdmeros, su racemato o én forma de una mezcla de al menos
dos de sus esterecisdmeros, preferiblemente enantiSmeros o diasterdmeros, en
cuakjuler razén de mezcla, o una sal comeapondisnte de los mismos, 0 un solvato
comespondiente de los mismos.

para la fabricacién de un medicamento para la regulacién del receptor 5-HT,,
para la mejora de la cognici6n, para la profilaxis y/o el tratamienio de trastomos
relacionados con la ingestién de efimentos (ingesta de alimentos), particularmente
para la regulacién del apetito, para el mantenimilento, incremento o reduccién del peso
corporal, para la profilaxis y/o el tratamiento de obesidad, bulimia, a , caquexia o
diabetes tipo I! (diabetes melliitus insulino independiente), preferiblemente diabetes tipo
Il que sea causada por obesidad, trastomos del tracto gastrointestinal, como el
sindrome del intestino imitable, ansiedad, pénico, depresidn, trastomos cognitivos de la
memoria, trastornos de demencia senil, como enfermedad de Alzheimer, Enfermedad
de Parkinson y enfermedad de Huntington, esquizofrenia, psicosis, hiperquinesia
infantil, ADHC (déficit de atencitn, trastomos de hiperactividad) y otros trastornos
mediados por el receptor 5-HT, particularmente en mamiferos, incluido en humanos.

Si uno o més de los residuos R™-R'™ y W* representa un radical allfético, que
esth sustituido por uno 0 més sustituyentes, a menos que se defina lo contrario, cada
uno de estos sustituyentes puede seleccionarse preferiblemente del grupo que
consiste en hidroxilo, halégeno, alcoxi Cy4 lineal o ramificado, perfluoroalcoxi Cq
lineal o ramificado, perfiuoroalquilo Cy4 lineal o ramificado, amino, carboxdlo, amido,
ciano, nitro, -SOzNH,, alquilo -CO-C., alqullo -SO-C.., alquilo SO--C.,, alquilo -NH-
SO-Ci4, en el que ol alqullo C,, puede en cada caso ser lineal o ramificado, un
radical fenilo o naftilo no sustituido o al menos monosustituido y un radical furanlio,
tienilo, pirrolilo, imidazolilo, plrazolilo, piridintio, pirimidinilo, quinolinilo e isoquinolinilo
no sustituido o al menos monosustituldo, més preferiblemente se selecciona del grupo
que consiste en hidroxilo, F, Cl, Br, metoxi, etoxi, -CF; y un radical fenllo no sustituido.
Si cualquiera de los sustituyentes mencionados anteriormente esté en sl al menos
monosustituido, dichos sustituyentes pueden selecclonarse preferiblements del grupo
que consists en F, Cl, metilo y metoxi.
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Si uno o més de los residuos R™-R'™ representa o comprende un radical
cicloalifdtico, que esté sustituido por uno o més sustituyentes, a menos que se defina
lo contrario, cada uno de estos sustituyentes puede seleccionarse preferiblemente del
grupo que consiste en hidroxilo, halégeno, alquilo C14 lineal o ramificado, alcoxi Cqy
lineal o ramificado, perfluoroaicoxi Cy, lineal o ramificado, fenoxi, benzoilo, ciciohexilo,
perflucroalquilo Cy4 lineal o ramificado, -NR*R® en el que R*, R® se saleccionan cada
uno independientemente del grupo que consiste en H, un radical alquilo C,. lineal o
ramificado, -CHy-CHz-OH y fenilo, carboxlio, ceto, amido, clano, nitro, -SO,NH;, alquilo
-CO-Cy.4, alquilo -CO-OC,4, alquilo -SO-Cy4, alquilo —-S0z-C,4, alquilo -NH-S04-C.,
en el que alquilo C,4 puede en cada caso ser iineal o ramificado, fenilo o naftilo no
sustituldo o al menos monosustituido y radical furanilo, tienilo, pirrolile, imidazolilo,
pirazolilo, piridinilo, pirimidiniio, quinolinlioc e isoquinolinilc no sustituido o al menos
monosustituldo, més preferiblemente se selecciona del grupo que consiste en
hidroxilo, £, Cl, Br, metllo, etilo, metaxi, etoxi, ceto, benzoilo, fencxi, ciclohexlo, -CF,, -
CO-CH;, -CO-OCH,, -NR'RP en el que R, R® se seleccionan cada uno
independientemente del grupo que consiste en H, un radical alquilo C., lineal o
ramificado, -CHz-CHz-OH y fenilo, y un radical fenilo no sustituido. Si cualquiera de ios
sustituyentes menclonados anteriormente estd en s! al mencs monosustituido, dichos
sustituyentes pueden selecclonarse preferiblemente del grupo que conslste en F, Cl,
metilo y metoxi.

Si uno o més de los, residuos R"™-R*, R'™.R'* y W* comprende un grupo
alquileno, que estd sustituido por uno o més sustituyentes, a menos que se defina lo
contrario, cada uno de estos sustituyentes puede seleccionarse preferiblemente del
grupo que consiste en hidroxilo, halégeno, aicoxi C.4 lineal o ramificado, alqguile Cq4
lineal o ramificado, perfluoroaicoxi Cy4 lineal o remificado, perflucroalquilo C, lineal o
ramificado, amino, carboxilo, amido, cieno, nitro, -SO;NH,, alquile -CO-Cy.4, alquilo -
S0-C1.4, alquilo —SOzC,., alquilo -NH-SO2-C..4, en al que alquilo C14 puede ser lineal
o ramificado, un radical fenilo o naftllo no sustituido a al menos monosustituido y un
radical furanilo, tienilo, pirrolflo, imidezolilo, pirazolilo, piridinilo, pirimidinilo, quinelinilo e
isoquinolinlio no sustituido o al menos monosustituido, més preferiblemente se
seleccliona del grupo que consiste en hidraxilo, F, Cl, Br, metoxi, etoxl, -CF, y fenilo no
sustituido. Si cualquiera de los sustituyentes menclonados anteriormente esta en s al
menos monosustituido, dichos sustituyentes pueden seleccionarse preferiblemente del
grupo que consiste en F, Cl, metilo y metoxi.
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Si uno o més de los residuos R'“-R*, R'™-R'®™ comprende un sistema ciclico
mono o paliciclico, que estd sustituido por uno o méas sustituyentes, a menos que se
defina lo contrario, cada uno de esios sustituyentes puede seleccionarse
preferiblements del grupo que consiste en hidroxilo, halégeno, aiquilo C.4 lineal o
ramificado, alcoxd C,. lineal o ramificado, perfluorcalcoxi C,, lineal o ramificado,
perfluorocarbonilo C,4 lineal o ramlificado, perflucroaiquilo Ci4 lineal o ramificado,
amino, carboxilo, amido, clano, ceto, nitro, -SO;NH;, alquilo -CO-C,4, alquilo -SO-C4,
alqulio -SO,Cy4, alquio -NH-SO-C.4, en el que alquilo C.4, puede ser lineal o
ramificado, un radical fenilo o naftilo no sustituido o al mencs monosustituldo o un
radical furanllo, tienilo, pimolilo, imidazolilo, pirazolilo, piridinilo, pirimidiniio, qulnolinik; e
Isoquinolinilo no sustituido o al menos monosustituido, més preferiblemente del grupo
que consiste en hidraxilo, F, Cl, Br, metilo, etlio, metoxl, etoxd, -CF,, {(C=0)-CF,, ceto,

clano y un radical fenilo no sustituido. Si cualquiera de los sustituyentes mencionados '

anteriomente estd en sl al mencs monosustituido, dichos sustituyentes pueden
seleccionarse preferiblements del grupo que consiste en F, Cl, metilo y metoxi.

Si uno o més de los residuos R'-R*, R'"™.R'"™ y R™ represanta 0 comprende
un radical arilo, que estd sustituldo por uno o més sustituyentes, a menos que se
defina lo contrario, cada uno de esios sustituyentes puede seleccionarse
preferiblemente del grupo que consiste en hidroxilo, haldgeno, alcoxi Cy4 lineal o
ramificado, alquilo Cs4 lineal o mmificado, perfiuoroaicoxi C,, lineal o ramificado,
fenoxi no sustituido o al menos monosustituido, benzoilo no sustituido o al menos
monosustituido, ciclohexdlo, perflucroaiquiio C.., lineal o ramificado, NR*R® en el que
R, R® se seleccionan cada uno independientemente del grupo que consiste en H, un
radical alquilo Cy4 lineal o ramificado, -CH,-CHz-OH y fenllo, carboxilo, amido, clano, -
CH(OH)(fenil), nitro, -SO2NH;, alqullo -CO-C.4, alquilo -CO-OC,,, salquilo -SO-C,,
alquilc —-SO»-C4, alquilo -NH-SO2-Cy., en el que alqulio C,, puede ser lineal o
ramificado, un radical fenilo o naftilo no sustitukio o al manos monosustituido y radical
furanilo, tienilo, pimrolllo, imidazolilo, pirazolilo, piridinilo, pirimidinilo, quinolinio e
ilsoquinolinilo no sustituido o al menos monosustituido, mds preferiblements se
seleccionan del grupo que consiste en hidroxdlo, F, Cl, Br, metllo, etilo, ciano, nitro, -
CH(OH){(fenil), metoxd, etoxi, benzollo no sustituide o al menos monosustituido, fenoxi
no sustituido o al menos monoaustituido, ciclohexlio, -CF3, OCF;, -CO-CHa, -CO-OCH,,
SO,-CH,, -NR*R® en el que R*, R® se seleccionan cada uno independientemente del
grupo que consiste en H, un radical alqulio C,4 lineal o ramificado, -CHy-CHz-OH y
fenilo, y un radical fenilo no sustituido. Si cuaiqulera de los sustituyéntes mencionados
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anterlormente estd en sl al menos monosustituido, dichos sustituyentes pueden
seleccionarse preferiblemente del grupo que conslste en F, Cl, Br, -CF,, OCF;, metilo y

Si uno o més de los residuos R'™-R*, R'™.R'™ representa o comprende un
radical heteroarilo, que estéd sustituido por uno o mas sustituyentes, a menos que se
defina lo contrario, cada uno de estos sustiiuyentes puede seleccionarse
preferiblemente del grupo que consiste en hidroxilo, halégeno, alcoxt C.4 lineal o
ramificado, alquilo Ci4 lineal o ramificado, perfluorcaicoxi C,4 lineal o ramificado,
fenoxi no sustituido o al menocs monosustituldo, benzoilo no sustituido o al menos
monosustituido, ciclohexlio, perflucroalquilo Cy4 lineal o ramificado, NR*R® en el que
R*, R? se seleccionan cada uno independientemente del grupo que consiste en H, un
radical alquilo C,, lineal o ramificado, -CH;-CH>-OH y fenllo, carboxilo, amkio, clano,
nitro -CH(OH){(fenil), -SO.NH,, alquilo -CO-C,4, alquilo -CO-OC,,, alquilo -S0-C,,,
alquilo -SOrC,4, alquilo -NH-SO-Cy4, &n el que alquilo Ci4 puede ser lineal o
ramificado, un radical fenilo o naftiio no sustituido o al mencs monosustituido y un
radical furanilo, tienilo, pirrofilo, imidazolilo, pirazolilo, piridinilo, pirimidinilo, quinolinilo e
isoquinoliniic no sustifuido o al menos monosustituido, més preferiblemente se
seleccionan del grupo que consiste en hidroxilo, F, Cl, Br, metilo, etllo, clano, nitro, -
CH(OH)(fenil), metoxi, etoxi, benzoilo no sustituido o al menos monosustituido, fenoxi
no sustituido o al menos monosustituido, ciclohexllo, -CF,, -OCF;5, -CO-CH,, -CO-
OCH,, -SO;CH;, -NR'R®* en el que R* R® se seleccionan cada uno
independientemente del grupo que consiste en H, un radical alquilo C.4 lineal o
ramificado, -CH-CHz-OH y fenllo, y un radical fenilo no sustituido. Si cuaiquiera de los
sustituyentes mencionados anteriormente estd en sl al menos monosustituido, dichos
sustituyentes pueden seleccionarse preferiblemente del grupo que consiste en F, Cl,
Br, -CF,, OCF3, metilo y metoxi.

Si R'™ y R'** forman un anillo heterociclico, que esta sustituldo por uno o mas
sustituyentes, a menos que se defina lo contrario, cada uno de esios sustituyentes
puede seleccionaree preferiblements del grupo que consiste en hidroxilo, halégeno,
alcox] Cy4 lineal o ramificado, alquilo C, lineal o remificado, perfluoroalcoxi C..4 lineal
o ramificado, perfluoroaiquilo C,4 lineal o ramificado, amino, carboxiio, amido, ciano,
nitro, -SO;NH,, alquilo -CO-C,,, aiqullo -SO-C.4, alqullo ~SOrC,, alquilo -NH-SO-
C14, en el que alquilo C44 puede ser lineal o ramificado, un radical fenilo o naftilo no
sustituido o al menos monosustituido y un radical furanilo, tienilo, pirmolilo, imidazolilo,
pirazolilo, piridinilo, pirimidinilo, quinolinilo e isoquinolinilo no suetituido o al menos
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monosustituido, més preferiblemente se seleccionan del grupo que consiste en
hidroxilo, F, Cl, Br, metoxd, etoxi, metllo, -CF, y un radical fenllo no sustituido. Si
cuaiquiera de los sustituyentes mencionados anteriomente estd en sl al menos
monosustituido, dichos sustituyentes pueden seleccionarse preferiblemente del grupo
que consiste en F, Cl, metilo y metoxi

S| R'™ y R™ forman un anllio heterociclico, que contiene uno o més
hetercétomos adicionales como miembros del anlllo, a menos que se defina o
contrario, cada uno de estos hetercdtomos puede selaccionarse preferiblemente del
grupo que consiste en N, O y S, més preferiblemente del grupo que consisteen Ny O.

S| uno o mas de los residuos R"-R'™ y W* representa o comprende un radical
cicloalifdtico, que contiene uno o més heterodétomos como miembros del! anillo, a
menos que se defina lo contrario, cada uno de estos heterodétomos puede
seleccionaree preferiblemente del grupo que consiste en N, O, S y P, més
preferiblemente del grupo que consiste en N, Oy S.

Si uno o mas de los residucs R™-R* y R'™-R'™ y W* representa o comprende
un radical heteroarilo, que contiene uno o méds heterodtomos como miembros del
anilio, a mencos que se defina lo contrarlo, cada uno de estos heteroatomos puede
seleccionarse preferiblemente del grupo que consiste en N, O, S y P, mée
preferiblemente del grupo que consisteen N, Oy S.

SI W* represanta o comprende un radical cicioalifético, un radical heteroarilo,
un radical arilo y/o un slatema ciclico mono o policiclico, que esté sustituldo por uno o
mas suslituyentes, a menos que se defina lo contrario, cada uno de estos
sustituyentes puede seleccionarse preferiblemente del grupo que conslste en hidraxilo,
nitro, carbaoxilo, ciano, ceto, halégeno, alqullo C,.2, alquilo C., parciaimente fluorado,
alquilo C,., parclaimente clorado, alqullo C1, parciaimente bromado, alcod C,.s, alcoxi
C14 parclaiments fluorado, alcoxl C,4 parciaimente clorado, alcoxi C.4 parclaimente
bromado, alquenlio Cys, alquilc SOzC14, alquilo {C=0)-C,, alquilo (C=0)-0-C,, -
(C=0)-Cl, alqullo —S-C,4, -(C=0)-H, alquilo -NH{C=0)-NH-C,,, perfluoroaiquilo -
(C=0)-C14, -NR*R?, en ol que R* y R se seleccionan Independientemente del grupo
que consiste en H, alquilo C,4 y fenllo, alquile NH-(C=0)-C,,, alquilen C,; alquilo -
(C=0)-Cys,  (1.3-dIhidro-1-oxo-2HHscindol-2-),  N-fialimidinilo,  (1,3-dioxo-2-
azaspirof4,4]-non-2-1i), fenilo sustituido o no sustituldo, -SO-fenilo, fenoxi, piridinilo,
piridinlioxi, pirezolilo, pirimidinlio, pirolidinilo, -SOx-pirrolidinilo, morfolinllo, SO
morfolinilo, tiadlazolilo, oxadiazolilo, oxazolilo, tiazolilo, isoxazolllo, O-CHx-tiazolilo, NH-
fenilo, y alquilen-NH-(C=0)-fenilo C.,, mas praferiblemente del grupo que consliste an
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hidroxilo, nitro, carboxilo, ciano, ceto, F, Cl, Br, |, alquilo C,.13, -CHsF, -CHF3, -CF,, -
CHCl, -CHCh, -CClL, -CH3Br, -CHBr;, -CBrs, OCFs, OCHFz, OCHaF, O-CHCF,,
vinilo, SO;-CH,, {C=0)-CH;, {C=0)-C;H;, {C=0)-0-CH,, {C=0)-0-C.CHj;, -(C=0)-
Cl, -S-CHy-, -(C=0)-H, -NH-{C=0)-NH-CH,, -(C=0)-CF,, dimetilamino, dietilamino, di-
n-propilamino, di-iso-propilamino, di-n-butilamino, di-terc-butilamino, NH-{C=0)-CH;, -
CH{C=0)-CH,, -CHz-(C=0)CzH;, (1,3-dihidro-1-oxo-2H-isoindol-2-ll), N-ftalimidinilo,
(1,3-dloxo-2-azaspirof4,4]-non-2-il), fenlio sustituido o no sustituido, -SOxfenilo, fenoxd,
piridinilo, plridinilox|, plrazollto, pirimidiniio, pimolidinilo, -SOz-pirolidinilo, morfolinilo,
SO-morfolinilo, tiadiazolilo, oxadiazoliio, oxazolilo, tiazofilo, isoxazolllo, O-CHz-tlazolilo,
NH-fenllo, y -CH-NH-{C=0)-fenilo,

Si cualquiera de los sustituyentes mencionadoa en si mismo estA sustituido por
uno o més sustituyentes, dichos sustituyentes pueden seleccionarse preferiblemente
del grupo que consiste en halégeno, nitro, ciano, hidroxilo, alqullo {C=0)-C,4, alquilo
C14, alquilo C,4 al menos parciaimente fluorado, alquilo C,4 al mence parciaiments
clorado, alquilo Cy4, &l menos parciaimente bromado, alquilo -§-C,.4, alqullo -C(=0)-O-
Cias, «(C=0)CH:-F, (C=0)-CHyCl, {C=0)-CHz-Br, preferiblemente del grupo que
consiste en F, Cl, Br, -CHzF, -CHF,, -CF5, -CH;Cl, -CHCL, -CCl,, -CH,Br, -CHBr;, -
CBr,, nitro, clano, hidroxilo, {C=0)-CH,, -CHj, -CzH,, -S-CH,, -C(=0)~0-CHj, -C{=0)-
O-CzH;, -(C=0)-CHx-F, {C=0)-CHCl y {C=0)-CHx-Br.

Se prefiere ol uso de compuestos de férmula general (la) en la que R™, R™,
R™, R* se seleccionan cada uno Independientemente del grupo que conslete en H, F,
Cl, Br, un radical alifético C..y lineal o ramificado, saturado o insaturado, opcionalmente
al menos monosustituido, un radical cicloalifitico C,y saturado o insaturado,
opcionalmente al menos monosustituido, que contiens opcionaimente al menos un
heteroéitorno como miembro del anillo, que puede estar unido mediante un grupo
alquileno C.4 opcionalmente al menos monosustituido, y/o puede estar condensado
con un sistema ciclico mono o policiclico opcionaimente al menos monosustituido, un
radical arilo o heteroarilo de 5 ¢ 8 mlembros opcionalmente al menos monosustituido,
que puede estar unido mediante un grupo alquileno C,, opcionalmente al menos
monosustituido y/o puede estar condensado con un sistema ciclico mono o policiclico
opcionaiments al menos monosustituido, un grupo nitro, un grupo clano, -OR'™, -
O(C=0O)R'"", -SR'* _SOR'#, -SO,R'®, -NH-SO.R'®, -SO,NH, y un resto —NR'>R4,

preferiblemente selecclonados del grupo que consiste en H, F, Cl, Br, un
redical alifaico C,; lineal o ramlficado, saturado, opcionalmente al menos
monosustituido, un radical cicloallfético C; o Cy saturado, opcionalments al menos
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monosustituido, que contiene opcicnaliments al menos un heterodtomo como miembro
del anillo, que puede estar unido mediante un grupo alqulieno C, o C, opcionaimente
al menos monosustituido, un resto nitro, ciano, -OR™, -O(C=O)R'"", -SR'™, y -
NR““‘MI'

més preferiblements seleccionados del grupo que conasiste en H, F, Cl, -CH,, -

CHzCH,, -CF5, -CF:CF;,, ciclopentilo, ciclohexilo, un grupo nitro, un grupo ciano y -
0R1“.

y R*“-R'™ y W" tienen la significacién definida anterlormente, opcionaimente en
forma de uno de sus esterecisdmeros, preferiblemente enantiémeros o diasterémeros,
8us racematos o en forma de una mezcla de al menos dos de sus astereoisémeros,
preferiblemente enantidmeros o diasterémercs, en cualquler razén de mezcia, o sales
corraspondientes de los mismos, o solvatos correspondientas.

También se prefieren compuestos de formula general (la), en la que R®
representa hidrdgeno, un radical alifdtico C., lineal o ramificado, saturado o
insaturado, opcionaimente al menos monosustituido o un radical cicloaliftico Cas
saturado o insaturado, opcionaimente al menos monosustituido, que contiene
opcionalmente al mencs un heterodtomo como miembro del anllio,

preferiblemente representa H o un radical alquilo C,., lineal o ramificado,

més preferiblemente H, -CH;3 0 -CHzCH,,

y R“R% R™R'™ y W* tienen la significacién definida anteriormente,
opcionaiments en forma de uno de sus estereclsémeros, preferiblemente
enantibmeros o diasterémeros, sus racematos o en forma de una mezcla de al menos
dos de sus esterevisdémeros, prefariblements enantidmeros o diasterdmeros, en
cualquier raz6n de mezcla, o sales comespondientes de los mismos, o solvatos
cormespondientes.

También se prefieren aquefios compuestos de formula general (la) en la que
R*, R™, R*, R™ se seleccionan cada uno Independientemente del grupo que consiste
en hidrégeno, un radical alifético C,, lineal o ramificado, saturado o insaturado,
opcionaimente al menos monosustituido, un radical clcloalifdtico C,, saturado o
insaturado, opcionaimente al mencs monosustituido, que contiene opcionalmente al
menos un heterodtomo como miembro del anillo, un grupo clano y un resto COOR™

preferiblemente seleccionados del grupo que consiste en H, un radical alquilo
C1.s lineal o ramificado, un grupo clano y un grupo COOR™™,

més preferiblemente del grupo que consiste en H, -CH,, -CH,CHjy y un resto
clano,

391
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y R'“R% R"R'™ y W* tienen la significacién definida anteriormente,
opcionaimente en forma de uno de sus esterecisdmeros, preferiblemente
enantiSmeros o diasteromeros, sus racematos o en forma de una mezcia de al menos
dos do sus estereoclsémeros, preferiblemente enantidmeros o dlasterémeros, en
cualquier raz6n de meazcla, o sales comespondientes de los mismos, o solvaios
comrespondientes.

También se prefieren compuestos de férmula gemeral (la), en la que W*
representa un rmadical alquilo Ci.z lineal o ramificado, saturado o insaturado,
opcionaimente al menos monosustituido, un radical cicloalifdtico C,» saturado o
insaturado, opcionalmente al menos monosustituido, que contiene opcionalmente al
menos un hetaerodtomo como miembro del anillo, que puede estar unido mediante un
grupo aiquileno C.s opcionaimente al menos monosustituido y/o puede estar
condensado con un sistema ciclico mono o policiclico, opcionaimente al menos
monosustituido, un radical arilo o hetercarilo de 5 ¢ 8 miembros opcionaimente al
menos monosustituido, que puede estar unido mediante un grupo alquileno C.,
opcionaimente al menocs monosustituldo y/o puede estar condensado con un sistema
ciclico mono o policiclico, opcionalments al menos monosustituido, un resto NR'™R'®
o un resto COR™,

preferiblemente se selecciona del grupo que consiste en 1-naftilo, 5
dimetilamino-naft-1-llo, 2-acetamido-4-metil-5-tiazolilo, 2-tienilo, 8-quinolinilo, fenilo,
pentafluorofenilo, 2,4,5-triclorofenilo, 2,5-diclorofenilo, 2-nitrofenilo, 2,4-dinitrofenilo,
3,5-dicloro-2-hidroxi-enllo, 2,4,6-trisisopropii-fenllo, 2-mesitilo, 3-nitro-fenilo, 4-bromo-
fenilo, 4-fluoro-fenilo, 4-clorofenilo, 4-cloro-3-nitro-fenllo, 4-yodo-fenilo, N-acetil-
sulfanlfilo, 4-nitro-fenilo, 4-metaxi-fenilo, dcido benzoico-4-ilo, 4-terc-butil-bencilo, p-
tolilo, trifluorometilo, friciorometlio, Isoproplio, metilo, bencilo, trans-estirilo, 2,2,2-
friflucroetilo, etllo, hexadeclio, 2-clorostilo, n-proplio, 3-cloro-propilo, n-butilo, metil-
benzoato-2-lo, 2-niro-4-{trifluorometil)-fenilo, pentametil-fenilo, 2,3,5,6-tetrametil-
fenilo, 3-(trifluorometil}-fenilo, 3,5-bis-{trifluorometil)-fenilo, diclorometilo, clorometilo,
dodecllo, 1-octilo, 2,3 4-tricloro-fenllo, 2,5-dimetoxi-fenilo, o-tolilo, p-xili-2-ilo, écido
benzoico-3-io, 4-cloro)-3-{triflucrometil)-fenilo, écido 4-cloro-5-nitro-benzoico-3-llo, 6-
(p-toluidino)-naft-2-ilo, 4-metoxi-2,3,68-trimetlifenilo, 3.4-diclorofenfio, 4,5-dibromo-
tiofen-2-llo, 3-cloro-4-fluorofenilo, 4-etil-fenilo, 4-n-propil-fenilo, 4-(1,1-dimetilopropil)-
fenilo, 4-isopropil-fenilo, 4-bromo-2,5-difluoro-fenilo, 2-fluoro-fenilo, 3-fluoro-fenilo, 4-
{trifluorometoxi)-fenilo, 4-(trifiuorometil)-fenilo, 2 4-diflucro-fenilo, 2,4-dicloro-5-metil-
fenilo, 4-cloro-2,5-dimetil-fenilo, S-dietllamino-naft-2-llo, cloruro de benzoll-3-llo, 2-
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cloro-fenilo, 1-octadecilo, 4-bromo-2,5-dicloro-tiofen-3-lo, 2,5-dicloro-tiofen-3-ilo, 5-
cloro-tiofen-2-ilo, 2-metfi-5-nitro-fenilo, 2-(triflucrometil)-fenilo, 3-cloro-fenilo, 3,5-
dicloro-fenlio, 1-decilo, 3-metil-fenilo, 2-cloro-8-metilo, 5-bromo-2-metoxi-fenilo, 3,4-
dimetoxi-fenilo, 2-3-dicloro-fenilo, 2-bromo-fenilo, 3,5-dlcloro-4-(2-cloro-4-nitrofencxd)-
fenilo, 2,3-dicloro-tiofen-5-ilo, 3-bromo-2-cloro-ticfen-5-llo, 3-bromo-5-cloro-tiofen-2-ilo,
2-(benzollaminometil)-tiofen-5-lio, 4-(fenilsulfonil}-tiofen-2-llo, 2-fenilsulfoniitiofen-5-io,
3-cloro-2-metil-fenilo,  2{1-metil-5-(trifluorometil)pirazol-3-il-ticfen-5-llo,  5-pirid-2-ii-
tiofen-2-lo, 2-cloro-5-{trifiuorometil)-fenilo, 2,6-dicloro-fenllo, 3-bromo-fenilo, 2-
(trifluorometoxd)-fenilo, 4-ciano-fenllo, 2-ciano-fenilo, 4-n-butoxi-fenilo, 4-acetamido-3-
cloro-fenilo,  2,5-dibromo-3,6-difiuorofentio,  5-cloro-1,3-dimetilpirazol4-lo,  3,5-
dimetiliscxazol-4-ilo, 2-(2 4-diclorofencxi)-fenilo, 4-(2-cloro-8-nitro-fenoxi)-fenilo, 4-(3-
cloro-2-clano-fenoxi)-fenllo, 2,4-dicloro-fenllo, 2,4-dimetil-1,3-tiazol-5-ilo, metil-metano-
sulfonilo, 2,5-bis-(2,2,2-triflucroetoxi)-fenilo, 2-cloro-4-{trifluorometil)-fenilo, 2-cloro-4-
fluoro-fenilo, 5-fluoro-2-metii-fenlio, 5-cloro-2-metaxi-fenilo, 2.4,68-tricioro-fenilo, acido
2-hidroxi-benzoico-5-ilo, 5-(d-n-propilamino)-naft-1-o, 8-metoxi-m-olilo, 2,5-difiuoro-
fenilo, 2,4-dimetoxi-fenlio, 2,5-dibromo-fenilo, 3,4-dibromo-fenilo, 2,2,5,7,8-pantametii-
croman-6-lo, décido 2-metoxi-benzoico-5-llo, 5-cloro-4-nitro-tiofen-2-ilo,  2,1,3-
benzotiadiezol4-o, 1-meti-imidazol4-lo, benzofurazan-4-llo, 2-{metoxicarbonil)-
tiofen-3-ilo, 5-(isoxazol-3-ii)-ticfen-2-lo, 2,4,5-triflucrofenilo, bifenil-4-ilo, Vinilfenil-4-ilo,
2-nitro-bencilo, S-dicioro-metil-furan-2-ilo, 5-bromo-tiofen-2-ilo, 5-(4-
clorobenzamidometil)-tiofen-2-ilo,  2,6-difluoro-fenilo,  2,5-dimetoxi-4-nitro-fenlio,
dibenzo{b,d}-uran-2-ilo, 2,34-trifluoro-fenilo, 3-nitro-p-tolilo,” 4-metoxi-2-nitro-fenilo,
3,4-dfiuoro-fenilo, 4-(bromoetil)-fenilo, 3,5-dicioro-4-hidroxi-fenilo, 4-n-amiH-fenilo, 5-
cloro-3-metilbenzofbHiofen-2-lo,  3-metoxi-4{metoxicarbonit)-ticfen-24lo,  4-n-
butiifenilo, 2-cloro-4-clano-fenilo, 5-[2-(metiitio)-pirimidin-4-I--tiofen-2-ilo, 3,5-dinitro-4-
metoxi-fenilo, 4-bromo-2-{trifluorometoxi)-fenilo, 4-cloro-2,1,3-benzmxadlazol-7-io, 2-(1-
naftil)-etilo, 3-clano-fenilo, 5-cloro-2,1,3-benzoxadiazol-4-lo, 3-cloro-4-metil-fenilo, 4-
bromo-2-etil-fenilo, 2,4-dicioro-8-metil-fenllo, 8-cloro-imidazo(2,1-b)-tiazol-5-ilo, 3-metil-
benzofb}iofen-2-ilo, 4-metil-sulfonii-fenllo, 2-meti-sulfonil-fenilo, 4-bromo-2-metil-
fenilo, 2,6-dicioro-4-(trifluorometil}-fenilo, 4-{[3-cloro-5-(trifluorometil)-2-piridinifoxi}-
fenilo, 5-cloro-naft-1-lio, 5-cloro-naft-2-lio, 8,10-dibromoantracen-2-ilo, isoquinofin-5-ilo,
4-metox}-2,3,6-trimetil-fenlio, 4'-nitro-bifenil4-ilo, [(4-fenox)-fenllo, (1,3-dihidro-1-oxo-
2H-soindol-2-il)-4-fenilo, 4-acstil-fenilo, 5-(2-metil-1,3-tiazol-4-il)-ticfen-2-lto, 5-(1-metil-
3-(trifiuorometil)pirazol-5--}-tiofan-2-ilo, 5-{5-trifiucrometil)-eoxazol-3-l}-tiofen-2-llo, 2-
yodo-fenilo, p-dodecil-fenilo, 4-[(3-ciano-4-metoxi-2-piridiniljoxi}-fenilo, 4-(N-ftalimidinil)-
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fenllo, 1,2,3,4-tetrahidro-2-(trifluoroacetil)-lsoquinolin-7-ilo, 4—bmm6-2-ﬂuom-fanilo. 2-
flucro-5-(triflucrometil)-fenilo, 4-flucro-2-{triftucrometil)-fenilo, 4-flucro-3-(triflucrometil)-
fanilo, 2.4,6-trifluoro-fenilo, 3-(trifluorometoxi)-fenilo, 1,2-dimetilimidazol-4-ilo, etil4-
carboxilato-3-lo, 2,2,4,6,7-pantametildihidrobenzofuran-5-ilo, 3-bromo-2-cloropiridin-5-
ilo, 3-metoxi-fenilo, 2-metoxi-4-metil-fenilo, acido 2-cloro-4-fluorobenzoico-5-ilo, 4-
cloro-naft-1-llo, 2,5-dicloro-4-nitro-tiofen-3-ilo, 4-(4-metoxi-fencxi)-fenilo, 4-(4-cloro-
fenoxi)-fenllo, 4-(3,5-dicloro-fenaxi)-fenilo, 4-(3,4-dicloro-fenoxi)-fenilo, 4-(4-fluoro-
fenoxi)-fenilo, 4-(4-metiHenoxi)-fenilo, 4-{4-(trifluorometil)-fenoxi-fenlio, 4-[3,5-bis-
(trifiuvorometil)-fenoxi}-fenilo, 3-{2-metomd-fenoxi)-fenilo, [3-(2-cloro-fenoxi)-fenilo, 3-(2-
metil-fencxd)-fenilo, 4-[2-(trifluorometil)-fenoxd-enilo, 3-fenil-fenilo, 3-(4-metoxi-fenil)-
fenilo, 3-(4-cloro-fenil)-fenilo, 3-(3,5-dicloro-fenil)-fenilo, 3-(3,4-dicloro-fenil)-fenilo, 3-(4-
fiuorofenil)-fenilo, 3-{4-metifenil}-fenilo, 3{4-(trifluorometil)-fenil}-fenllo, 3{3,5-bie-
(trifluorometil)-fenil-fenllo, 4-(4-piridiloxi)-fenil)-, 4-(2-metoxi-fenaxi)-fenilo, 4-{2-cloro-
fenoxd)-enllo, 4-(2-metil-fenoxi)-fenlio, 4-{4-metoxi-fenoxi)-fenlio, 4-(4-clorofenil)-fenilo,
4-(3,5-diclorofenli)-fenllo, 4-(3,4-diclorofenl)-fenllo, 4-(4-fluorofenil)-fenilo, 4-(4-
metilfenil)-fenilo, 4{4-(trifluorometil)-fenil}-fenilo, 4-{3,5-bis-(triflucrometil)-feniflfenilo, [3-
(trifluorometil)-fenill-metilo,  (4-clorofenil-metilo, (3,5-diclorofenil}-metilo, (3,5-
diclorofenil}-metilo, (4-fluorofenil}-metilo, 4-metilfenimetilo, [4-{trifluorometil)-fenil}-
metlio, ciclopropilo, 2-{2-clorofenil)-2-feniletilo, 2-(2-trifiuorometilfenil)-2-feniletiio, 5-{4-
ciano-1-metil-5-{metiitio)-1H-pirazol-3-i-iofen-2-ilo, 3-clano-2,4-bls-(2,2,2-trifluorotoxi)-
fenilo, 4-{(2-cloro-1,3-tiazol-5-il-metoxi}-fenilo, 3-nitro-feniimetilo, 4-formilfenilo, 2-(1,3-
dioxo-1,3-dihidro-isoindol-2-il}-etilo, [3,5-bis-{trifluorometif)-fenil}-metilo, (4-(2-piridiloxi)-
fenll}, (4-(3-piridiloxi)}-fenil}, 5-yodo-naft-i-llo, etll-2,5-dimetil-1-fenilopirmol-4-
carboxilato-3-llo, etll-2-metil-1,5-difenil-1H-pimol-3-carboxliato-4-llo, etil-5-(4-clorofenil)-
2-metil-3-furoato-4-ilo, etil-5-{4-clorofenll)}-2-metil-1-fenil-3-carboxilato4-llo, et#-2,5-
dimetil-3-furoato-4-ilo, 3-cloro-4-(1,3-dioxo-2-azaspiro[4,4]non-2-)-fenilo, 5-bromo-2,4-
difluoro-fenilo, 5-cloro-2,4-diflucrofenlio, coumarin-8-lo, 2-metoxi-fenilo, (3-fenoxi)-
fenllo, 3-{4-metoxi-fenoxi)-fenilo, 3-{4-clorofenaxi)-fenilo, 3-(3,5-diclorofenoxi)-fenllo, 3-
(3,4-diclorofenoxi)-fenlio, 3-(4-fluorofencxi)-fenllo, 3-(4-metilfenoxi)-fenilo, 3-[4-
{trifluorometil}-fenoxi}-fenllo, 3{3,5{trifiuorometif}-fenoxil-fenilo, 3{2{trifluorometil)-
fenoxi}-fenilo, 2,2-difeniletiio, 4-fenll-5-(trifluorometil)-ticfen-3-ilo, metil-4-fonil-5-
(trifluorometil)-tiofen-2-carboxilato-3-llo, metil-1,2,5-trimetilpirrol-3-carboxilato-4-lo, 4-
fluoro-naft-1-ilo, 3,5-difluorofenilo, 3-fluoro-4-metoxi-fenilo, 4-cloro-2,5-diftuorofenilo, 2-
cloro-4,5-difluoro-fenlio, 5-fluoro-3-metilbenzofb}-ticfen-2-ilo, metil-3-feniipropionato-4-
ilo, acido dihidrocinédmico-4-ilo, metil-2,5-dimetil-3-furoato-4-ilo, metil-2-furoato-5-ilo,
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metil-2-metil-3-furoato-5-ilo, metil-1-metil-1H-pimol-2-carboxllato-5-ilo, 2-(5-cloro-1,2,4-
tiadiazol-3-il)-tiofen-5-ilo, 1,3,5-trimetil-1H-pirazol-4-ilo, 3-cloro-5-flucro-2-metilfenilo,
pentafiuorostoxitetrafluoroetilo, 5-(5-lsoxacil)-tiofen-2-ilo, 5-(5-isoxazolil)-2-furilo, 5-
metil-2,1,3-benzotiadiazol-4-ilo, bifenil-2-ilo, 2,3-dihidro-1,4-benzodioxin-8-ilo, 4-metil-
nafi-1-llo,  5-metil-2-(trifluorometil)-3-furilo,  2,3-dihidrobenzofb}furan-5-ilo, 1-
benzotiofen-3-llo,  4-metil-3,4-dlhidro-2H-1,4-benzoxazin-7-ilo,  5-metil-1-feni-1H-
pirazol-4-ilo, 6-morfolin-3-piridinllo, 4-(1H-pirazol-1-i)-fenilo, B-fenoxi-3-piridilo, 3,4~
dihidro-2H-1,5-benzodioxepin-7-llo, 5-(1,3-oxazol-5-)-2-tienilo,  4-(1,3-oxazol-5-1l)-
fenilo, 5-metil-4-isoxazolilo, 2,1,3-benzotiadiazol-5-lo, 3-tienilo, 2-metil-bencilo, 3-cloro-
bencilo, 5-acetamido-nafi-1-ilo, 3-metil-8-quinolinilo, 4-cloro-2-nitrofenilo, 8-quinoliniio,
1,3-benzotiazol-8-lo, 2-morfolin-3-piridilo, 2,5-dimetii-3-tienilo, 5{5-(clorometif)-1,2,4-
oxadiazol-3-I[}-2-lenilo, etil-3-[5-il-2-tienil}-1,2 4-oxadlazol-5-carboxilato, 3-(5-metil-
1,3,4-oxadiazol-2-ll)-fenllo, 4-lsopropoxifenlio, 2,4-dibromofenilo, 3-ciano-4-fluorofenilo,
2,5-bis-{trifluorometil)-fenilo, 2-bromo-4-fluorofenilo, 4-bromo-3-flucrofenilo, 4-
(difluorometoxi)-fenilo, 3-(difluorometoxi)-fenilo, 5-cloro-2-fluorofenilo, 3-cloro-2-
fluorofenilo, 2-fluoro-4-metilfenilo, 4-nitro-3-(triflucrometil)-feniio, 3-fluoro-4-metilfenilo,
4-fluoro-2-metilfenilo, 4-bromo-3-{tiflucrometil)-fenilo, 4-bromo-2-(trifluorometil)-fenilo,
3-bromo-5-{triflucrometil)-fenilo, 2-bromo-4-(irifluocrometil)-fenilo, 2-bromo-5-
(trifluorometil)-fenilo, 2,4-dicloro-5-fluorofeniio, 4,5-dicloro-2-fluorofenilo, 3,4,5-

trifluorofeniio, 4-cloro-2-flucrofenilo, 2-bromo-4,6-difluorofeniio, 2-etilfenilo, 4-bromo-2-
clorofenilo, 4-bromo-2,8-diclorofeniio, 2-bromo-4,8-dicloro-fenilo, 4-bromo-2,6-
dimetilfenilo, 3,5-dimetilfenilo, 4-bromo-3-metilfenlio, 2-metoxi-4-nitrofenilo, 2,2-dimetil-
8-cromanilo, etil-3,5-dimetil-1H-pirol-2-carboxilato-4-llo, Imiiazof1,2-a]piridin-3-ilo, 3-
(1,3-oxazol-5-ll)-fenilo, etll-5{4-il)-fenil}-2-metil-3-furcato, metil-3-(il}-4-metoxibenzoato,
1-pirrolidinilfenilsulfonilo, metil-5-i-4-metil-2-tiofen-carbodiato, metil-3-il-4-
(lsopropilsulfonil)-2-ticfeno, 2-piridilo, 3-fluoro-4-nitrofenilo, 7-clorocromon-3-ilo, 4'-
bromobifenil-4-ilo, 4-acetil-bifenil-4-ilo, 4'-bromo-2'-fluoro-bifenil4-llo, 2-cloro-4-(3-
propil-ureido)-fenilo, 3-{-bromoacstil}-fenilo, 2-bromo-3-(triflucrometil)}-fenllo, 1-metil-5-
isatinilo, acido 4-isopropil-benzoico-3-llo, écido 2-cloro-3-tiofenocarboxilico-5-ilo, 3-
piridilo, ciciohexiimetiio, 2-metoxi-5-(N-fiallmidinil)}-fenilo,  1-benzotiofen-2-llo,
morfolinfenilsutfonilo, 3-(2-metil-4-pirimidini)-fenllo, y 2-clano-5-metilfenito, y R™-R'™
tienen la significacién definida anteriormente, opcionalmente en forma de uno de sus
estereoisémeros, preferiblemente enantidmeros o diasterdmeros, sus racematos o en
forma de una mezcla de al menos dos de sus estereoisdmercs, preferiblemente
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enantimeros o diasterdmeros, en cualquier razdn ; de mezcla, o sales
cormespondientes de los mismos, o solvatocs corraspondientes. :

Ademés, se prefiere el uso de compuestos de férmula general (la), en la que
R'™ representa hidrdgeno, un radical allfdtico C.s lineal o ramificado, saturado o
Insaturado, opcionaimente al menos monosustituldo, un radical cicloalifdtico Cs
saturado o insaturado, opcionaimente al menos monosustitukdo, que contiene
opcionalmente al menos un heterodtomo como miembro del anillo, que puede estar
unido mediante un grupo alquileno G, opcionaimente al menos monosustitukdo, y/o
puede estar condensago con un sistema ciclico mono o policiclico opcionaimente al
menos monosustituido, o un radical arlo o hetercario de 5 & 8 miembros
opcionaiments al menos monosustituido, que puede estar unido mediante un grupo
alquileno C,¢ opclonaimente al menos monosustituido y/o puede estar condensado
con un slstema ciclico mono o policiclico opcionaimente al menos monosustituido,

preferiblemente H, un radical alqullo C., lineal o ramificado, un radical
ciclohexilo o un radical fenilo, '

mis preferiblements H, -CHj,, -C;H; o feniio,

y R"R™, R'“.R™ y W* tienen la significacién definida anteriormente,
opclonaimente en forma de uno de sus estereocisémeros, preferiblements
enantiémeros o dlasterdmeros, sus racematos 6 en forma de una mezcla de al menos

dos de sus estereocisébmeros, preferiblementa enantimeros o diasterdmeros, en *

cualquier razén de mazcia, o sales comespondientes de los mismos, o solvatos
correapondientes.

Ademds, se prefiere el uso de compuestios de férmula general (la), en la que
R representa hidrdgeno, un radical alifdtico Ci4 lineal o ramificado, saturado o
insaturado, opcionaimente al menos monosustituido, un radical cicloalifdtico Cie
saturado o insaturado, opcionaimente al mencs monosustituido, que coitiene
opclonalmente al menos un heterodtomo como miembro del anillo, que puede estar
unido mediants un grupo alquileno C,., opcionaimente al menos monosustituldo, y/o
puede estar condensado con un sistema ciclico mono o paoliciclico opcionaiments al
menos monosustituldo, o un madical arilc o heteroarlio de 5 ¢ 6 miesmbros
opcionaimente al menos monosustituido, que puede estar unido mediante un grupo
alquileno C,4 opclonaimente al menos monosustituido y/o puede estar condensado
con un slstemna ciclico mono o policiclico opcionalments al menos monosustituido,

preferiblemente H, un radical elquilb C,4 lineal o ramificado, un radical
ciclohexllo o un radical fenilo, més preferiblemente H, -CH,, -CzHj; o fenilo,
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y R“R'™ RZR'™ y W" tienen la significacién definida anteriormente,
opcionaimente en forma de uno de sus estereoclsdmeros, preferiblemente
enantibmeros o diasterémeros, sus racematos o en forma de una mezcla de al menocs
dos de sus estereoisémeros, preferiblemente enantiémeros o 'dlasterémercs, en
cualquier razén de mezcla, o sales comespondientes de los l:r'lhmos. o solvatos
cormespondientes. T

También se da preferencia al uso de compuestos de férmula general (la), en la
que R' representa un radical alifatico C..¢ lineal o ramificado, saturado o insaturado,
opcionaimente al menos monosustitukdo, un radical cicloalifdtico Css saturado o
insaturado, opcionaiments al menos monosustituido, que contiene opclonaimente al
menos un heteroatomo como miembro del anillo, que puede estar unido mediante un
grupo alquileno C,s opcionaimente al menos monosustituido, y/o puede estar
condensado con un sistema ciclico mono o policiclico opcionalmente al menos
monosustituido, o un radical arilo o heteroarilo de 5 6 6 miembros, opcionalmente al
menos monosustituido, que puede estar unido mediante un grupo alquiieno Ci.
opcionaimente al menos monosustituido y/o puede estar condensado con un sistema
ciclico mono o policiclico opcionalmente al menos monosustituido,

preferiblemente representa H, un radical alquilo C.4 lineal o ramificado, un
radical ciclohexilo o un radical fenilo,

més preferiblementa H, -CHjs, -CzH; o fenlio,

y R™R", R™.R™ y W* tienen la significacién definkda anteriormente,
opcionalmente en forma de uno de sus esterecisémercs, preferiblemente
enantidmeros o diasterdmeros, sus racematos o en forma de una mezcla de al menos
dos de sus estereocisomeros, preferiblemente enantibmeros o diasterdmeros, en
cuaiquier raz6n de mezcla, o sales comespondientes de los mismos, o solvaios
corespondientes.

~ También se prefieren compuestos de formula general (Ia), en la que R™ y R'*
8e seleccionan cada uno independientemente del grupo que consiste en hidrdgeno, un
radical alifético C.4 lineal o ramificado, saturado o insaturado, opcionalmente al menos
monosustituido, un radical cicloalifético C4 saturado o Ineaturado, opcionalmente al
menos monosustituido, que contiene opclonaimente al menos un heterodtomo como
miembro del anillo, que puede estar unido mediante un grupo alquileno Ciy
opclonaimente al mencs moncsustituido, y/o puede estar condensado con un sistema
ciclico mono o policiclico opcionaimente al menos monosustituldo, o un redical arilo o
heteroerilo de 5 6 6 miembros, opcionalmente al mencs monosustituldo, que puede
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estar unido mediante un grupo alquileno C, s opcionaimente al menos monosustituido
y/o puede estar condensado con un sistema ciclico mono o policiclico opcionalmente
al menos monosustituido,

preferiblemente se seleccionan cada uno independientemente del grupo que
consiste en H, un radical alquilo Cy, lineal o ramificado, un radical ciclohexilo y un
radical fenilo, '

més preferiblemente se seleccionan cada uno independientemente del grupo
que conslste en H, -CH,, -C2H, y fenilo,

y R™“R™ R'™.R'"™ y W* tienen la significacién definida anteriormente,
opcionaimente en forma de uno de sus esterecisdémeros, preferiblemente
enantiémeros o diasterémeros, sus racematos o en forma de una mezcla de al menos
dos de sus estereoisdmeros, preferiblemente enantibmeros o diasterémeros, en
cualquier razén de mezcla, o sales comespondientes de los mismos, o solvatos
comrespondientes.

Ademés, se prefiere el uso de compuestos de fdrmula general (la), en la que
R™y R junto con el &tomo puents de nitrégeno forman un anillo heterociclico de 5§ 6
68 miembros saturado, insaturado o aromdtico, que puede estar al menos
monosustituldo y/o contener al menos un heterodtomo mas como miembro del anillo,

preferiblemente forman un grupo piperidina o morfolina no sustituido,

y R"R'® R™R'™ y W* tienen la significacion definida anteriormente,
opcionaimente en forma de uno de sus esterecisdmeros, preferiblemente
enantidémeros o diasterémeros, sus racematos o en forma de una mezcia de al menos
dos de sus estereclsémercs, preferiblemente enantimeros o diasterémeros, en
cualquier razén de mezcla, o sales comespondlentes de los mismos , o solvatos
oonaspondlentas.'

También se prefieren compuesios de férmula general (la), en la que R'™
representa hidrogeno, un radical alifitico C.e lineal o ramificado, saturado o
insaturado, opcionalmente al menocs monosustituido, un radical cicloalifdtico Cyg
saturado o Insaturado, opcionaimente ail menos monosustituido, que contiene
opcionaimente al menos un heteroatomo como miembro del anilio, o un radical arilo o
heteroarilo de 5 6 6 miembros opcionaiments al menos monosustituido, que puede
estar unido mediante un grupo alquileno C.¢ opcionaimente al menos monosustituido
y/o puede estar condensado con un sistemna cliclico mono o policiclico opcionalmente
al menos monosustituido,
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preferiblemente representa H, un radical alquilo C,4 lineal o ramificado, un
radical ciclohexilo o un radical fenilo,

més preferiblemente H, -CHj, -C;H; o fenilo,

y R™®R™s R™R'" y W* tienen la significacion definida anteriorments,
opcionaimente en forma de uno de sus esterecisémeros, preferiblemente
enantibmeros o diasterémeros, sus racematos o en forma de una mezcia de al menos
dos de sus estersoisdmeros, preferiblemente enantidmeroe o diasterdmercs, en
cualquler razén de mezcla, o sales comespondientes de los mismos, o solvatos
comrespondientes.

También se prefieren compuestos de férmula general (la), en la que R™
representa un radical alifitico C,s lineal o ramificedo, saturado o insaturado,
opcionaimente al menos monosustituido,

preferiblemente un radical alquilo C.; lineal o remificado, seaturado, no
sustituido,

més preferiblemente un radical metilo,

y R™R'™, R R'™ y W* tienen Ia significacion definkia anteriormente,
opcionaimente en forma de uno de sus esterecisémercs, preferiblemente
enantiémeros o diasterdmeros, sus racematos o en forma de una mezcla de al menos
dos de sus estereolsémeros, preferiblemente enantidmeros o diasterémercs, en
cualquier razobn de mezcla, o eales comespondientes de los mismos, o solvatos
comespondientes.

También se prefieren compuestos de férmula general (ls), en la que R'™
representa un radical alifitico C.s lineal o ramificado, saturado o insaturado,
opcionaimente al menos monosustituido,

preferiblemente un radical alquio Cis lineal o ramificado, saturado, no
sustituido,

més preferiblements un radical metilo,

y R™R™ R'™.y W' tienen la significacién definida amteriormente,
opcionalmente en forma de uno de sus esterecisdmeros, preferiblemente
enantiémeros o diasterémeros, sus racematos o en forma de una mezcla de al menos
dos de sus esterecisdémeros, preferiblemente enantibmeros o diasterdémercs, en
cualquler razén de mazcia, o sales comespondientes de los mismos, o solvatos
comespondientes.

Tamblén se prefieren compuestos de férmule general (la), en la que R™
representa un radical fenilo que esté opcionalmente al menos monosustituido por un
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radical alifético Cye, més preferiblements un radical fenlio que esté opclonaiments al
menos monosustituldo por un grupo metlio, y R™-R"" y W* tienen Ia significacién
definida anteriormente, opclonalmente en forma de uno de sus estereoisémeros,
preferiblemente enantibmeros o dlasterdmeros, sus racematos o en forrna.de una
mezcia de al menos dos de sus estereoladmeros, preferiblemene enantibmeros o
diasterdmeros, en cualquler razén de mezcla, o sales comespondientes de los mismos,
o solvatos comespondientes.

Se prefiere particularmente el uso de compuestos de sulfonamidas derivados
de benzoxazinona de férmula general (la) seleccionados de la lista A definida
anteriormente.

Se prefiere mas particularmente el uso de uno o més compuestos de férmula
general (la) seleccionados del grupo que consiste en:

1-[1<{naftil-1-sulfonil)-piperidin-4-}-1,4-dihidro-benzo[d][1,3]oxazin-2-ona,

1-(1-fenilsulfonilpiperidin-4-il}-1,4-dihidro-benzo[d][1,3]-oxazin-2-ona,

1-{1-(5-cloro-3-metil-benzo{bltiofenil-2-sultfonil)-piperidin-4-il}-1,4-dihidro-
benzo{[d][1,3]oxazin-2-ona,

8-metil-1-{1-naiti-1-sulfonll)-plperidin-4-il}-1,4-dihidro-benzo[d][1,3]oxazin-2-
ona,

1-[1-(quinolin-8-gulfonlt)-piperidin-4-il}-1,4-dihidro-benzofd][1,3]oxazin-2-ona,

8-metil-1-{1-{quincfin-8-sulfonil)-plperidin-4-if}-1,4-dlhidro-benzo[d][1,3Joxazin-2-
ona,

14{1-{5-dimetilamino-nafti-1-gulfonil)-piperidin-4-il}-8-metil-1,4-
dihidrobenzofd][1,3]oxazin-2-ona,

1-[1-({5-dimetilamino-naftil-1-sulfonil)-piperidin-4-1}-1,4-dihidro-
benzo{d][1,3]mazin-2-ona,

1{1<(2,3-dicloro-fenilsulfonil)-piperidin-4-il}-1,4-dihidro-benzo[d][ 1, 3]oxazin-2-
ona,

1-[1<(2,3-dicioro-fenlisuffonil)-piperidin-4-il}-8-metli-1,4-dihidro-
benzo[d][1,3]oxazin-2-ona, ¥

sales comespondientes de los mismos, o solvatos comespondientes de los
mismos.

Los compuestos de férmula general (la), sus esterecisdmercs, sales
comespondlentes y solvatos correspondientes pueden obtenerse de manera anidloga
mediante los métodos descritoa anteriormente para compuestos de férmula general (1).

S
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En otro aspecto la prasente invencién se refiere a compuestos de sulfonamidas
derivados de la benzoxazinona de formula general (ib)

en la que

R™, R®, R®, R* se seleccionan cada uno independientemente del grupo que
consiste en hidrégeno, halégeno, un radical alifético lineal o ramificado, saturado o
insaturado, opcionalmente al menos monosustituido, un radical cicloalifético saturado o
insaturado, opcionaiments al menos monosustituido, que contiene opcionalmente al
menos un heterostomo como miembro del anillo, que puede estar unido mediante un
grupo aiquileno opcionalmente al mencs monosustituldo y/o puede estar condensado
con un sistema ciclico meno o policiclico opclonaiments al menos monosustituido, un
radical arilo o heteroarilo opcionaimente al menos monosustituido, que puede estar
unido mediante un grupo aiquileno opcionaimente al menos monosustituido y/o puede
estar condensado con un elstema clclico mono o policiclico opclonaimente al menos
monosustituldo, un grupo nitro, un grupo clano, -OR'®, -OC(=0)R'™®, {C=0)-OR™®, -
SR'® _SOR'®, -SO,R'®, -NH-50;R'®, -S0;NH; y un resto —-NR'*R'*,

R® representa hidrégeno, un radical alifético lineal o ramificado, saturado o
insaturado, opcionalmente al menos monosustituido, o un'radlcal cicloalifitico saturado
o insaturado, opcionaimente al menos monosustituido, que contiene opcionaiments al
menos un hetero4dtomo como miembro del anillo,

R®™, R™, R®™, R™ se seleccionan cada uno independientemente del grupo que
consisten en hidrégeno, un radical alifético lineal o ramificado, saturado o insaturado,

37
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opcionaimente al menos monosustituido, un radical cicloallfético saturado o insaturado,
opcionaimente al menos monosustituido, que contiene opcionaimente al menos un
heterodtomo como miembro del anillo, un grupo ciano y un resto ~COOR™®,

W representa un redical alifatico lineal o ramificado, saturado o insaturado,
opcionaimente al menos monosustituido, un radical cicloalifético saturado o insaturado,
opcionalmente al menos monosustituido, que contiene opcionaimente al menos un
heterodtomo como miembro del anillo, que puede estar unklo mediante un grupo
alquileno opcionaimente al menocs monosustituido y/o puede estar condensado con un
slstema ciclico mono o policiclico opcionaimente al menos monosustituido, un radical
arllo o heteroarilo opcionaimente al mencs monosustituido, que puede estar unido
mediante un grupo alquileno opcionaimente al menos monosustituido y/o puede estar
condensado con un sistema ciclico mono o policicico opcionaimente al menos
monosustituido, un resto NR"™R"™® o un resto COR'™®,

R'™ representa hidrégeno, un radical alifdtico lineal o ramificado, esturado o
insaturado, opcionaimente al menos monosustituido, un madical cicloalifético saturado o
insaturado, opcionaimente al menos monosustituldo, que contiene opcionaimente al
menos un heterodtomo como miembro del anlilo, que puede estar unido mediante un
grupo alquileno opcionaiments al menos monosustituldo y/o puede estar condensado
con un sistema ciclico mono o policiclico opclonaimente al menos monosustituido, o un
radical arilo o heteroarilo opcionaimente al menos monosustituido, que puede estar
uniio mediante un grupo alquiteno opcionaiments al menos monosustituido y/o puede
estar condensado con un sistema ciclico mono o policiclico opcionaimente al mencs
monosustituido,

R'" representa hidrdgeno, un redical alifético lineal o ramificado, saturado o
insaturado, opclonalmente al menos monosustituido, un radical cicloallfético saturado o
insaturado, opcionalmente al menos monosustituido, que contiene opcionaimente al
menos un heterodtomo como miembro del anilio, que puede estar unido medlante un
grupo alquileno opcionalimente al menos monosuetituido y/o puede estar condensado
con un sistema ciclico mono o policiclico opclonaimente al menos monosustituido, o un
radical arilo o heteroarilo opcionaimente al menos monosustituido, que puede estar
unido mediante un grupo alquileno opcionaimente al menos monosustituido y/o puede
estar condensado con un sistema cliclico mono o policiclico opcionalmente al menos
monosustituido,

R'™ representa un radical allfético lineal o ramificado, saturedo o insaturado,
opclonalmente al menos monosustituido, un radical cicloalifético saturado o Insaturado,
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opcionaimente al menos monosustituldo, que contiene opcionalmente al menos un
heteroétomo como miembro del anillo, que puede estar unidlo mediante un grupo
alquileno opcionaimente al mencs monosustituldo y/o puede estar condensado con un
sistema cliclico mono o policiclico opcionaiments al menos monosustituido, o un radical
arilo o heteroarilo opclonalmente al menos monosustituido, que puede estar unido
mediante un grupo aiquileno opcionaimente al menos monosustituido y/o puede estar
condensado con un sistema ciclico mono o policiclico optionalmente al menos
monosustituido, :

R™ y R™ se seleccionan cada uno independientemente del grupo que

consiste en hidrégeno, un radical afifidtico lineal o ramificado, saturado o Insaturado,
opcionaimente al menos monosustituido, un radical cicloalifatico saturado o Insaturado,

. opclonaimente al menos monosustituldo, que contiene opcionalmente al menos un

heteroétomo como miembro del anllio, que puede estar unido mediante un grupo
alquileno opcionalmente al menos monosustiituido y/o puede estar condensado con un’
sistema cliclico mono o policiclico opclonalmente al menos monosustituldo, o un radical
arilo o heteroarilo opcionalmentse al mencs monosustituido, que puede estar unido
mediante un grupo aiquileno opclonaimente al menos monosustituido y/o puede estar
condensado con un sistema ciclico mono o policiclico opclonaimente al menos
monosustituido,

o R™ R“ junto con el 4tomo puente de nitrdgeno forman un anilo
heterociclico saturado, inseturado o aromético, que puede estar al menos
monaosustituldo y/o contener al menos un heterodtomo més como miembro del anillo,

R'™ representa hidrégeno, un radical alifético lineal o ramificado, saturado o
insaturado, opclonaimente al menos monosustituido, un radical cicloalifético saturado o
insaturado, opcionalmente al menos monosustituido, que contiene opcionaimente al
menos un heterodtomo como miembro del anillo o un radical arilo o heteroariio
opcionaimente al menos monosustituido, que puede estar unido mediante un grupo
alquileno opcionaiments al menos monosustituido y/o puede estar condensado con un
sistema ciclico mono o policiclico opcionalmente al menog monosustituido,

R'™ representa un radical silfético lineal o ramificado, saturado o insaturado,
opcionaimente al menos monosustituido,

R™ representa un radical alifético lineal o ramificado, saturado o insaturado,
opcionaimente al menos monosustituido,

R representa un radical arllo opcionaimente al menos monosustituido,
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opcionaiments en forma de uno de sus esterecisdmeros, preferiblements
enantibmeros o diasterdmercs, su racemato o en forma de una mezcla de al menos
dos de sus esterecisdmeros, preferiblemente enantibmeros o diasterémercs, en
cuaiquier razén de mezcla, 0 una sal fisiolégicamente aceptable de los mismos, o un
solvato, respectivaments.

Si uno o mas de los residuos R™-R"™ y W® representan un radical alifético, el
cual estd sustituldo por uno o més sustituyentes, a menoe que se defina lo contrario,
cada uno de estos su;ﬁtuyantes puede seleccionarse preferiblemente del grupo que
consiste en hidroxilo, halégeno, alcoxi Cy4 lineal o ramificado, perfluoroaicox C14 lineal
o ramificado, perfluoroalquilo C,4 lineal o ramificado, amino, carboxi, amkio, ciano,
nitro, -SO;NH., alquilo -CO-C,., alquilo -SO-C..4, alquilo -SO-C,, alquilo -NH-S02-C,.
4, 6n los que el alquilo C.4 puede ser en cada caso lineal o ramificado, un radical fenilo
o naftilo no sustituldo o al mencs monosustituido y un radical furanilo, tienilo, plrrolile,
imidazolilo, pirazolilo, piridinilo, pirimidiniio, quinolinilo e isoquinolinilo no sustituido o al
menos monosustituido, mas preferiblemente seleccionarse del grupo que consiste en
hidroxilo, F, Cl, Br, metoxi, etoxi, -CF; y un radical fenilo no sustituido. S| uno
cualkquiera de los sustituyentes mencionados anteriormente estd en &l al menos
monosustituido, dichos sustituyentes pueden seleccionarse preferiblemente del grupo
que consliste en F, Cl, metilo y metoxi.

Si uno o mas de los residucs R'™-R'® representa o comprenden un radical
cicloalifético, que esté sustituiklo por uno o0 mas sustituyentes, a menos que se defina
lo contrario, cada uno de estos sustituyentes puede seleccionarse preferiblemente del
grupo que consiste en hidroxilo, haldgeno, alquilo Cy4 lineal o ramificado, alcoxi Cy4
lineal o ramificado, perfluoroalcoxi C.4 lineal o ramificado, fenoxi, benzollo, ciclohexilo,
perfluoroalquilo C, lineal o ramificado, -NR*R® en el que R*, R® se seleccionan cada
uno Independientemente del grupo que consiste en H, un radical aiquilo C.4 lineal o
ramificado, -CH-CH--OH y fenilo, carboxi, ceto, amido, ciano, nitro, -SO.NH,, alquilo -
CO-C14, alquilo -CO-0-C,, alquilo -SO-C.4, aiquilo -S04+C44, aiquilo -NH-SO-C,.,
en los que el aiqullo C44 puede ser en cada caso lineal o ramificado, un radical fenilo o
naftilo no sustituido o al menos monosustituido y un radical furanile, tienilo, pirrolilo,
imidazolilo, pirazolilo, piridinilo, pirimidinilo, quinolinlio e Isoquinolinilo no sustituido o al
menos moncsustituldo, mas preferiblemente seleccionarse del grupo que conslsts en
hidroxilo, F, Cl, Br, metilo, etilo, metax|, etoxd, ceto, benzollo, fenoxi, ciciohexilo, -CF,, -
CO-CH;, -CO-OCH;, -NR'R? en el que R*, R® se selecclonan cada uno
indepandientemnente del grupo que consiste en H, un radical alquilo Ci4 lineal o
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ramificado, -CH,-CH»-OH y fenllo, y un radical fenilo no sustituldo. S| uno cualquiera de
los sustituyentes mencionados anterioomente estd en sl al menos monosustituldo,
dichos sustituyentes pueden seleccionarse preferiblemente del grupo que consiste en
F, Cl, metilo y metoxi.

Si uno o més de los residuos R™-R*® y R'™-R'® y W® comprenden un grupo
alquileno, que estd sustituido por uno o mée sustituyentes, a menos que se defina lo
contrario, cada uno de estos sustituyentes puede seleccionarse preferiblemente del
grupo que conslste en hidroxdio, halégeno, alcoxi Cq4 lineal o remificado, alquilo Cq4
lineal o ramificado, perfluoroaicox C,4 lineal o ramificado, perflucroalquilo C, lineal o
ramificado, amino, carboxl, amido, ciano, nitro, -S0.NH;, alqullo -CO-C4, alquilo -SO-
C14, akquilo -S02-C1.4, alqullo -NH-SO--C., en los que el alquilo C1¢ puede ser lineal o
ramificado, un radical fenilo o naftio no sustituido o al menos monocsustituido y un
radical furanilo, tienilo, pimolilo, imidazolilo, pirezolilo, piridinilo, pirimidinilo, quinoliniio e
isoquinolinilo no suslituidko o al menos monosustituido, més preferiblemente
seleccionarse del grupo que consiste en hidroxllo, F, Cl, Br, metilo, metox, etoxl, -CF,
y fenilo no sustituido. Si uno cuakuiera de los sustituyentea menclionados
anteriormente estd en s al menos monosustituido, dichos sustituyentes pueden
selaccionarse preferiblements del grupo que consiste en F, Cl, metilo y metoxi.

Sl uno o més de los residuos R™-R* y R™™®.R"® comprenden un sistema ciclico
mono o policiclico, que esta sustituldo por uno o mas sustituyentes, a menos que se

defina lo contrario, cada uno de estos sustituyentes puede seleccionarse '

preferiblemente del grupo que conesiste en hidroxilo, halégeno, alquilo C.4 lineal o
ramificado, alcoxi C,4 lineal o ramificedo, perfluoroaicoxi Cy4 lineal o ramificado,
perfluorocarboniio C,4 lineal o ramificado, perfluoroalquile C, lineal o ramificado,
amino, carboxi, amido, ciano, ceto, nitro, -SONH,, alquilo -CO-C,., alquilo -SO-C,
aiquilo -S0,-C,4, alquilo -NH-SO,-C.4, en los que el alquilo C,4 puede ser lineal o
ramificado, un radical fenilo o naftiio no sustituido 0 al menos monosustituido y un
radical furanilo, tienllo, pirrolilo, imidazolilo, pirazolilo, piridinilo, pirimidinilo, quinolinilo e
Isoquinolinilo no sustituido o al menos monosustitukio, mas preferiblemente del grupo
que consiste en hidroxilo, F, Cl, Br, metilo, efilo, metoxd, etoxl, -CF,, (C=0)-CF,, ceto,
ciano y un radical fenilo no susfituido. Si uno cualquiera de los sustituyentes
mencionados anteriormente esté en & al menos monosustituido, dichos sustituyentes
pueden seleccionarse preferiblements del grupo que consiste en F, Cl, metilo y metoxi.

Sl uno o mas de los residuos R™-R*, R'®-R'® y R'® representa o comprende
un radical arilo, que esth sustituido por uno 0 més sustituyentes, a menos que se
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defina lo contrario, cada uno de esitos sustituyenites puede seleccionarse
preferiblemente del grupo que conaiste en hidroxio, halégeno, alcoxd C,, lineal o
ramificado, alquilo C., lineal o ramificado, perfluoroalcox] Ci4 lineal o ramificado,
fenoxi no sustituido o al menos monosustituido, benzolio no sustituldo o al mencs
monosustituldo, ciclohexdio, perfiucroalquilo C.. lineal o ramificado, NR*R® en el que
R*, R® e seleccionan cada uno Independientemente del grupo que consiste en H, un
radical alquilo C4, lineal o ramificado, -CHz-CHz-OH y fenlio, carboxi, amido, clano, -
CH{OH)(fenil), nitro, -SO,NH,, alqullo -CO-C,,, alquilo -CO-0O-C,, alquilo -SO-C,,
alquilo -S0;-Cy4, -NH-SOralquilo C.4, en los que el alquilo C,, puede ser lineal o
ramificado, un radical fenlio o naftilo no sustituido o al menos monosustituido y un
redical furanllo, tienilo, pirrolilo, imidazolilo, pirazolilo, piridinilo, pirimidinilo, quinolinilo e
lsoquinolinilo no eustituido o al menos monosustituido, més preferiblements
seleccionares del grupo que consiste en hidroxilo, F, Cl, Br, metilo, etilo, clano, nitro, -
CH(OH)(fenil), metoxi, etoxi, benzollo no sustituido 0 al menos monosustituido, fenox
no sustituido o al menos monosustituido, ciclohexilo, -CF,, -OCFs, -CO-CH,, -CO-
OCH,;, SOyCHs, -NR*R® en el que R, R® se seleccionan cada uno
independientemente del grupo que consiste en H, un radical aiquilo C,4 lineal o
ramificado, -CH>-CH-OH y fenilo, y un radical fenlio no sustituido. Si uno cualquiera de
los sustituyentas mencionados anteriorente esté en el al menos monosustituido,
dichos sustiuyenies pueden seleccionarse preferiblemente del grupo que consiste en
F, Cl, Br, -CF,, -OCF3, metilo y metoxi.

Si uno o mas de los residucs R™-R*® y R'®.R'® representa o comprende un
radical heteroarilo, que esta sustituido por uno o mas sustituyentes, B menos que se
defina lo contraro, cada uno de estos sustituyenies puede seleccionarse
preferiblemente del grupo que consiste en hidroxilo, halégeno, alcoxi C;4 lineal o
ramificado, alquilo C,, lineal o ramificado, perfluoroaicoxi C,4 lineal o ramificado,
fenoxi no sustituldo o al menos monosustituido, benzolio no sustituido o al menos
monosustituldo, ciclohexilo, perflucroaiquilo C, lineal o ramificado, NR*R® en el que
R*, R® se seleccionan cada uno independientemente del grupo que consiste en H, un
radical alquilo C. lineal o ramificado, -CH-CHz-OH y fenllo, carboxi, amido, ciano, -
CH(OH)(fenil), nitro, -SO-NH., alquilo -CO-C,, alquilo -CO-0-C.4, alqullo -SO-C.,
alquilo -SO-C,, alquilo -NH-SOC,, en los que el alquilo C.4 puede ser lineal o
ramificado, un radical fenllo o naflilo no sustiuldo o al menos monosustituido y un
radical furanilo, tienilo, pirrolilo, imidazolilo, pirazolilo, piridinilo, pirimidinilo, quinolinilo @
Isoquinolinilc no sustituido o al menos monosustituido, méds preferiblements
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seleccionarse del grupo que consiste en hidroxilo, F, Cl, Br, metilo, etilo, ciano, nitro, -
CH(OH){fenil), metoxi, etoxl, benzoilo no sustituido o al menos monosustituido, fenoxi
no sustituido o al menos monoeustituido, ciclohexilo, -CFy, -OCF;, -CO-CH;, -CO-
OCHs, SOzxCHs, -NR*R? en e que R R" se selecclonan cada unoc
Independlontelflente del grupo que consiste en H, un radical aiquilo Cy4 lineal o
ramificado, -CHx-CHz-OH y fenilo, y un radical fenilo no sustituido. Si uno cualiquiera de
los sustituyentes mencionados anteriormente estd en sl al menos monosustituido,
dichos sustituyentes pueden seleccionarse preferiblements del grupo que consiste en
F, Cl, Br, -CF,, -OCF,, metllo y metoxi.

SI R'™ y R forman un anillo heterociclico, que est sustituido por uno o més
sustituyentes, a menos que se defina io contrario, cada uno de estos sustituyentes
puede selecclonarse preferiblemente del grupo que consiste en hidroxilo, halégeno,
alkcoxi Cy4 lineal o ramificado, alquilo C+ lineal o ramificado, perfluoroalcoxi C,.4 lineal
o ramificado, perfluoroaiqullo C.4 lineal o ramificado, amino, carboxi, amido, ciano,
nitro, -SOzNHj3, alquilo -CO-C., alquilo -50-C,4, alqullo -S03-C14, alquilo -NH-S0-C;.
« 0n los que &l alquilo C,4 puede ser lineal o ramificado, un radical fenllo o naftilo no
sustituido o al menos monosustituido y un radical furanilo, tienllo, pirrolilo, imidazolilo,
pirazolilo, piridinilo, pirimidinilo, quinolinilo e isoquinolinllo no sustituido o al mencs
monosustituido, més preferlblemente selecclonarse del grupo que consiste en
hidroxilo, F, Cl, Br, metoxl, etod, metilo, -CFs y un radical fenilo no sustituido. Si uno
cualquiera de los sustituyentes mencionados anteriormente estd en s/ al menos
monosustituldo, dichos sustituyentes pueden seleccionarse preferiblements del grupo
que consiste en F, Cl, metilo y metox. ]

Si R™ y R™ forman un anilloe heterociclico, que contlene uno o més
heterostomos adicionales como miembros del anillo, a menos que se defina lo
contrario, cada uno de estos heterodtomos puede seleccionarse preferiblemente del
grupo que consiste en N, O y S, més preferiblemente del grupo que conslste en Ny O.

Si uno o més de los residuos R™-R™ y WP representa o comprende un radical
cicloalifético, que contiene uno o més hetercétomos como miembros del anillo, a
mencs que se defina lo contrarlo, cada uno de estos heteroAtomoa puede
selecclonarse preferiblements del grupo que consiste en N, O, § y P, més
preferiblemente del grupo que consisteen N, Oy S.

Sl uno o mas de los residuos R™-R*, R"™-R'™® y WP representa o comprende
un radical heteroarilo, que contiene uno o més heterodtomos como miembros del
anillo, a menos que se defina lo contrario, cada uno de estos heterodtomos puede
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seleccionarse preferiblemente del grupo que consiste en N, O, S y P, mas
preferiblemente del grupo que consisteen N, Oy S.

Si W® representa o comprende un radical cicloallfético, un radical heteroartio,
un radical arilo y/o un sistema ciclico mono o policiclico, que estd sustituido por uno o
méds sustituyentes, a menos que se defina lo contrario, cada uno de estos
sustituyentes puede seleccionarse preferiblements del grupo que consiste en hidroxilo,
nitro, carboxi, clano, ceto, halégeno, alquiio Ci.z, alquilc C,4 parclaimente fluorado,
alquilo Cy4 parclaiments clorado, alqulio C,4 parciaimente bromado, alcoxi Cy, alcox
C14 parciaimente fluorado, alcoxi C.4 parciaimente clorado, alcoxi C,4 parclaiments
bromado, alquenilo Css, alqullo -S07-Cy, alquilo {C=0)-C, alquilo , {C=0)-0-C., -
(C=0)-Cl, alquilo -S-C.4, {C=0)-H, alqulio -NH-(C=0)-NH-C.5, perflucroaiquilo -
(C=0)-C1.4, -NR*R® en el que R*, R® se seleccionan cada uno independientemente del
grupo que consiste en H, alquilo C,¢ y fenilo, aiqullo NH-{C=0)-C.s, alquilen Cys
alquio (C=0)-Cs, (1,3-dihidro-1-oxo-2H-isoindol-2-il), N-ftalimidinilo, (1,3-dioxo-2-
azaspiro{4,4}-non-2-ll), fenilo sustituido o no sustituldo, -SOzfenilo, fenoxi, piridinilo,
piridinlioxi, pirazolilo, pirimidinilo, pirrolidinilo, -SOx-pimrolidiniio, morfolinile, -SOx-
morfolinilo, tiadlaxolilo, oxadiazolilo, oxardiilo, tiazolilo, ismmzolilo, -O-CHz-tiazolilo, -
NH-{enilo, y alquilen C,, NH{C=0)-fenilo, mds preferiblemente del grupo que consiste
en hidroadio, nitro, carboxi, ciano, ceto, F, Cl, Br, |, ailqullo Csq2, CHF, CHF,, CF3,
CH,CI, CH,Cl;, CChL, CH.Br, CHBr;, CBrs, OCF;, OCHF;, OCH.F, O-CHz-CF,, vinilo,
80zCH,, {C=0)-CHs, {C=0)-CHs, {C=0)-0-CHs, {C=0)-0-C;CHs, {C=0)-C|, -S-
CHs, {C=0)H, -NH{C=0)-NH-CH,, -(C=0)CF;, dimetilamino, dietiamino, di-n-
propilamino, diHso-propilamino, di-n-butilamino, diterc-butilamino, NH-(C=0)-CH,, -
CHx{C=0)-CH,, -CH{C=0)-C:H;, (1,3-dihidro-1-oxo-2H-Isclndol-2-il), N-ftalimidinilo,
(1,3-dioxo-2-azaspiro[4,4}-non-2-il), fenilo sustituido o no sustituido, -SOxfenllo, fenoxi,
piridinilo, piridinliaxd, pirazolilo, pirimidinilo, plmolidinlio, -SOz-pimolidinilo, morfolinilo, -
SOz-morfolinilo, tiadlazolilo, oxadiazolilo, oxazolilo, tiazolilo, isoxazoillo, O-CH.-tiazolilo,
NH-fenilo, y -CH-NH-{C=0)-fenllo.

Si uno cualquiera de los sustituyentes antes mencionado astd en s sustituldo
por uno o mds sustituyentes, dichos sustituyentes pueden seleccionarse
preferiblemente del grupo que consiste en halégeno, nitro, clano, hidroxilo, alquilo -
(C=0)-C..4, alqulio Cy,, aiquilc C,, al menos parclaimente fluorado, alquilo C,, al
menos parciaimente clorado, alquilo C+4 al menos parciaimente bromado, aiquilo -S-
Cis. alqullo -C(=0)0-Cis, C=0)}-CHyF, +(C=0)-CHrCl, ~C=0)-CHyBr,
preferiblemente del grupo que consiste en F, Cl, Br, CH.F, CHF,, CF3, CHCl, CHCL,
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CChk, CHzBr, CHBr;, CBr,;, nitro, clano, hidroxllo, {C=0)-CH,, CHs, CaHs, -8-CHs, -
C(=0)-0-CHj, -C(=0)-0-C;H;, {C=0)-CHy-F, {C=0)-CHCl y {C=0)-CHz-Br.

Se prefieren compuestos de férmula general (Ib) dada anterlormente, en la que
R™, R® R*®, R* se seleccionan cada uno Independientsmente del grupo que consiste
en H, F, Cl, Br, un radical alifdtico C,¢ lineal o ramificado, saturado o insaturado,
opcionaimente al menos monosustituido, un radical cicloalifético Cy4 saturado o
insaturado, opcionaimente al menos monosustituido, que contiene opcionaimente al
menos un heterodtomo como miembro del anllio, que puede estar unido mediante un
grupo alquileno Cye opcionalmente al menos monosustituido y/o que puede estar
condensado con un sistema cliclico mono o policiclico opclonaimente al menos
monosustituldo, un radical arilo o heteroarilo de 5 6 8 miembros, opcionaimente al
menos monocsustituido, que puede estar unido mediante un grupo alquileno C,,
opcionaimente al menos monosustituldo y/o que puede estar condensado con un
sistema ciclico mono o policiclico opclonaimente al menos monosustituido, un grupo
nitro, un grupo ciano, -OR'®, -OC(=O)R"®, -SR'®, -SOR'®, -SO,R'®, -NH-SO.R'®, -
SO;NH; y un resto -NR™R', preferiblemente seleccionados del grupo que consiste
en H, F, Cl, Br, un radical allfético C..; saturado, lineal o ramificado, opcionaiments ai
menos monosustituido, un radical cicloslifético C; o Ce saturado, opcionaimente al
menos monosustituido, que contiene opcionaimente al menos un heteroatomo como
miembro del anilio, que puede estar unkic mediante un grupo alquileno C; o C;
opcionaimente al menos monosustituido, un grupo nitro, un grupo ciano, -OR'™, -
OC(=O)R'™®, -SR'® y un resto -NR'®R'®, mds preferiblements seleccionados del
grupc que conslete en H, F, Cl, Br, -CH,, -CH:CHs, -CF5, -CFCF,, ciclopentilo,
diclohexilo, nitro, clano y -OR'*®, y R®-R'™ y W® tienen la significacion definida
anteriomente, opcionalmente en forma de uno de sus esterecisémerocs,
preferiblements enantibmeros o diasterdmeros, sus racematos o en forma de una
meazcla de al menos dos de sus esterecisémeros, preferiblemente enantimercs o
diasterdmerocs, en cualquier razén de mezcla, o sales comespondientes de los mismos,
o solvatos correspondientes.

También se prefieren compuestos de férmula general (Ib) dada anteriorments,
en la que R™ representa hidrogeno, un radical ellfético C.s lineal o ramificado,
saturado o insaturado, opcionaimente al menos monocsustituido o un radical
cicloalifatico Cys saturado o insaturado, opcionalmente al menos monoeustituido, que
contiene opcionaimente al menos un heterodtomo como miembro del anillo,
preferiblemente representa H o un radical alquilo C.s lineal o ramificado, mas
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preferiblemente H, -CH,, 0 =CH;CH,, lo més preferiblements un étomo de hidrégeno, y
R'™-R*®, R®-R™ y W* tienen la significacién definide anteriormente, opcionalmente en
forma de uno de sus estereoisémercs, preferiblements enantiémeros o diasterdmeros,
sus racematos o en forma de una mezcla de al mencs dos de sue esterecisémercs,
preferiblemente enantiémeros o diasterémeros, en cuaiquier razén de mezcia, o sales
comrespondientes de los mismos, o solvatos comespondientes.

También se prefieren compuestos de férmula general (Ib) dada anteriormente,
en la que R®™, R™, R®, R™ ge seleccionan cada uno independientemente del grupo
que consiste en hidrdgeno, un radical alifdtico Cq IineaI-o ramll_'lcado. saturado o
insaturado, opcionaimente al menos monosustituido, un radical cicloalifdtico Cag
saturado o insaturado, opcionaimente al menos monosusfituido, que contiene
opcionaimente al menos un heterodiomo como miembro del anillo, un grupo ciano y un
resto —COOR'®, preferiblemente selecclonados del grupo que consiste en H, un
radical aiquilo Cy4 linesl o ramificado, un grupo ciano y un grupo COOR™, més
preferiblemente del grupo que consiste en H, -CHy, -CH>CHjs y un resto clano, lo més
preferiblemente cada uno de R®™, R™, R™ y R™ representa un atomo de hidrégeno, y
R'™-R™, R"™.R'"™ y W" tienen la significacion definida anteriormente, opcionaimente en
forma de uno de sus estereoisémercs, preferiblemente enantimeros o dlasterdmeros,
sus racematos o en forma de una mezcla de al menos dos de sus esterecisdmeros,
preferiblemente enantibmercs o diasterémeros, en cualquier razén de mazcia, o sales
corespondientes de los miamos, o solvatos cormespondientes.

También se prefieren compuestos de férmula general (Ib) dada anteriorments,
en la que W® representa un radical allfitico C,a lineal 0 ramificado, saturado o
insaturado, opcionalmente al mencs monosuetituldo, un radical cicloalifético C,s
saturado o insaturado, opcionalmente al menos monosustituido, que contiene
opcionalmente al menos un heterodtomo como miembro del anillo, que puede estar
unido mediante un grupo alquileno Cs4 opclonaimente al menos monosustituido y/o
que puede estar condensado con un sistema ciclico mono o policiclico opcionaimente
al mencs monosustituido, un radical arilo o heteroario de 5 6 6 miembros,
opcionaimente al menos monosustituido, que puede estar unido mediante un grupo
alquileno C,4 opcionalments al menos monosustituido y/o que puede estar
condensado con un sistema ciclico mono o policiclco opcionaimente al menos
monosustituido, un resto NR'®R™ o un resto COR'™®,

preferiblemente W® representa
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un radical alqullo Cq.z lineal o ramificado, preferiblemente un radical alquilo
selecclonado del grupo que consiste en metlio, etilo, n-proplio, iso-proplio, n-butilo, iso-
butilo, sec-butlio, terc-butilo y 1,1-dimetil-proplio; un radical alquenilo C,2 lineal o
ramificado; preferiblemente un radical vinilo; -CFy; -CHF2; -CHaF; -CCly; -CHCly; -
CHCl;, CHyCF;; -CHxCH,Cl; -CHrCHrCHrCl; -CHfS(=0)-CH,; .un radical
ciclopropilo; un radical ciclobutilo; un redical ciclopentilo; un radical ciclohexilo; -CH.-
ciclopropilo; -CHx-ciclobutilo; - CHrciclopentilo; - CHr-ciclohexilo; -N(CHy)a; ~N{CaHs)s;
-N(n-CHz-CHz-CHy)s; fenilo; bencilo; naftilo; -CH=CH-fenilo; {CF2)-(CF2)-O-fenilo; -
(CHz)-naftilo; {CHz)-(CH;z)-natflilo; antracenlio; {C=0)-fenilo; tiofenllo; benzo[bjtiofenilo;
furanilo; 2-oxo-2H-cromenilo; dibenzofuranilo; 2,3-dihkdrobenzofuranilo; cromanilo; 2,3-
dihidro-benzo[1,4]dloxinlio;  3,4-dlhidro-2H-1,5-benzo-dioxepinilo; cromonilo; 1H-
imidazolllo; piridinlio; plmrolidin-2,5-dionllo; pirroldo; 1H-pirazolilo; 1H-pirimidin-2,4-
dionilo; quinolinilo; isoquinolinilo; 1H-benzoimidazolilo; 1,4-dihidro-quinoxalin-2,3-
dionflo; 1,2,3,4-tetrahidro-Isoquinolinilo; 1,4-dihidro-benzo[b)[1,4]diazepin-2,4-dionilo;
1,3-dlhidro-1-oxo-2H-scindollio; ftalimidinllo; 2-(1,3-dioxo-1,3-dihidro-isolndol-2-ll)-etilo;
imidazo[1,2-a]piridina; isatinilo; tiazolilo; 1,3-tiazollo; 1,2,4-tiadiazollio; imidaxo[2,1-
bjtiaxolilo, 1,3-benzotiazolilo; benzo[1,2,5iadlazollio; 2-oxo-2,3-dihidro-benzotiazolilo;
2,1,3-benzotiadiazolilo; imidazof2,1-bltiazolilo; Isoxazolilo; benzo[1,2,5loxadiazolilo;
benzo[d]isoxazolilo; benzofurazanilo; 2-oxo-2,3-dihidro-benzooxazolilo; 3,4-dihidro-2H-
benzo{1,4]Joxazinilo; o 2,1,3-benzooxadiazolilo;

en los que cada uno de los restos ciclicos mencionados anteriormente puede
sustituirse opcionaimente con 1, 2, 3, 4 6 5 sustituyentes seleccionados
independientemente del grupo que consiste an metilo; etilo; n-proplilo; iso-propilo; n-
butilo; iso-butilo; sec-butlio; terc-butilo; 1,1-dimetil-propilo; n-pentilo; vinlio; ciclopropilo;
clelobutilo; ciclopentilo; ciclohexilo; morfolino; metoxi; etoxi; n-propoxd; lsopropoxi; n-
propoxi; F; CL; Br; I; -CN; -OH; -CF,; -CF,H; -CHaF; -CCly; -CCIH3; -CHCY; -CH-F; -
CHz-Cl; -CHx-Br; {C=0)-CHzBr; -OCF;; -O-CHx-CF3; -O-CHF3; -NOg; -NHz; -N(CHa)s; -
N(CzHp)zi -N(n-CHrCH-CHa)a: -N(n-CH-CHy-CH-CH,)ai -NH{C=0)-CH;; -NH-fenilo;
+{C=0)-CF;, {C=0)-OH; =0 (oxo), {C=0)-H; -§(=0)=-CHs; -S(=0)z-isopropilo; -S(=0)-
fenilo; -S(=0),pirrolidinilo; -S(=0)y-morfolino; ~(CH)H{CHx)H{C=0)-0-CH,; -NH{(C=0)-
NH-CHrCHrCHs, C=0)-CH,; -(C=0)}0-CHjy; -(C=0)O-C;Hs; +{CHz)}-NH-(C=0)-
fenilo; -CHrC(H)(fenli){fenll, -O-CHrilazolllo; 1,3-dloxo-2-azaspiro[4,4]non-2-ilo;
fenilo; fenoxd; isoxazollio; 1,3-oxazolllo; 1,2,4-oxadiazolilo; 1,3,4-oxadiazolilo; piridinilo;
piridiniloxi; pirazolilo; pirimidinilo y flalimidinilo; y
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en los que cada uno de los restos ciclicos de estos sustituyentes mencionados
anteriormente puede sustituirse con 1, 2, 3, 4 6 5 sustituyentes que se seleccionan
independientemente del grupo que conasiste en metilo; etilo; n-proplio; isoproplio; F; Cl;
Br; |; CN, -CHx-F; -CHCl; -CHz-Br; -CF3 y -S-CH;,

més preferiblemente W* representa

un radical alqullo seleccionado del grupo que conelste en metllo; etilo; n-propilo;
iso-propilo; n-butilo; sec-butilo; iso-butilo y terc-butilo; vinilo (CH-'.#CH-); -N(CH,)s; 1-
naftilo; bencilo; 2-naftilo; fenilo; 2-metil-fenllo; 3-metil-fenilo; 4-metil-fenilo; 2-etil-feniio;
3-etienilo; 4-etii-fenllo; 2-n-propili-fenilo; 3-n-propii-fenlio; 4-n-propli-fenilo; 2-isopropil-
fenllo; 3-isopropil-fenilo: 4-isopropli-feniio; 2-n-butil-feniio; 3-n-butil-fenllo; 4-n-butil-
fenilo; 2-lso-butli-fenilo; 3-iso-butilfenilo; 4-lec-butll-fenélo; 2-terc-butil-fenilo; 3-terc-
butil-fenllo; 4-terc-butil-fenilo; 1,1-dimetilpropil-fenlio; 2-ciclopentil-fenlio; 3-ciclopentil-
fenilo; 4-ciclopentil-fenilo; 2-ciclohexdl-fenilo; 3-ciciohexil-fenllo; 4-ciclohexil-fenilo; 2-
metoxi-fenilo; 3-metoxi-fenilo; 4-metoxi-fenllo; 2-etoxi-fenilo; 3-etoxi-fenilo; 4-etox-
fenilo; 2-n-propoxi-feniio; 3-n-propoxi-fenilo; 4-n-propoxi-fenilo; 2-iso-propoxi-fenilo; 3-
iso-propoxi-fenilo; 4-iso-propoxi-fenilo; 2-fluoro-fenilo; 3-fluoro-fenilo; 4-fluoro-fenilo; 2-
cloro-fenlio; 3-cloro-fenilo; 4-cloro-fenilo; 2-bromo-fenllo; 3-bromo-fenllo; 4-bromo-
fenilo; 2-triflucrometil-fenilo;  3-trifluorometi-fenilo;  4-trifluorometil-fenilo;  2-
trifluorometoxi-fenilo; 3-triflucrometoxi-fenilo; 4-trifiluorometoxi-fenilo; 2-carboxi-fenilo;
3-carboxi-fenilo; 4-carboxi-fenilo; 2-acetil-fenilo; 3-acetil-fenilo; 4-acetil-fenllo; 2-(C=0)-
O-CHs-fenilo; 3-(C=0)-O-CHy-fenllo; 4(C=0)-O-CHy-fenilo; 2-(CHa)}<{CH;)-(C=0)-0-
CHs; 3-{CH)-{CH2){C=0)-0O-CH,; 4{(CHHCH,)-(C=0)-0-CHj3; 2-ciano-fenilo; 3-ciano-
fenilo; 4-ciano-fenilo; 2-nitro-fenilo; 3-nitro-fenilo; 4-nitro-fenilo; 4-(4-bromofenoxi)-
feniio; 2-metllsulfonil-fenllo; 3-metilsulfonii-fenilo; 4-metilsulfonii-fenilo; 2-fenil-fenil-
(bifenil-2-it); 3-fenil-fenl{bifenil-3-1l); 4-fenil-fenil-{bifenil-4-il); 2-fenoxi-fenilo; 3-fenox-
fenilo; 4-fenoxi-fenilo; 2,4-dimetil-fenilo; 3,4-dimetil-fenlio; 2,4,68-rimetil-fenilo; 2,3,5,6-
tetrametil-fenilo; pentametil-fenilo; 2,5-dimetoxi-fenlio; 3,4-dimetoxi-fenilo; 2,3-dicloro-
fenilo; 2,4-dicloro-fenllo; 2,5-dicioro-fenilo; 3,4-dicloro-fenilo; 3,6-dicloro-fenilo; 2.6
dicloro-feniio; 2,4-difluoro-fenilo; 3 4-difluoro-fenilo; 2,5-difluoro-fenlio; 2,8-difluoro-
fenilo; 3-cloro-2-fluoro-fenilo; 3-cloro-4-fluoro-fenilo; 5-cloro-2-fluoro-fenilo; 2,3,4-
tricloro-fenilo; 2,4,5-tricloro-fenilo; 2,4,6-tricloro-fenlio; 2,4,5-trifluoro-fenllo; 2,34~
trifluoro-fenilo; 2-cloro-4,5-difluoro-feniio; 2-bromo-4-fluoro-fenilo; 2-bromo-4,8-difilucro-
fenilo; 4-cloro-2,5-difluoro-fenilo; 5-cloro-2,4-difiucro-fenilo; 4-bromo-2,5-diflucro-fenilo;
5-bromo-2,4-diflucro-feniio; pentafiuoro-fenllo; 2,4-dinltro-fenilo; 4-cloro-3-niro-fenilo;
2-metil-5-nitro-fenilo; 5-bromo-2-metoxi-feniio; 3-cloro-2-metil-fentio; 4-bromo-3-meti-
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fenilo; 4-cloro-2,5-dimetil-fenilo; 4-fluoro-3-metil-fenilo; 5-fluoro-2-metil-fenilo; 2-nitro-4-
trifiuorometil-fenlio; 2-metoxi-4-metil-fenilo; 3,5-dicloro-2-hidroxdi-fenilo; 3,5-dicloro-4-
hidroxil-fenilo; 5-cloro-2,4-diflucro-fenilo; 3-cloro-4-(NH)<{C=0)-CHy-fenllo; 2-cloro-8-
meti-fenllo; 2-cloro-5-trifiuorometil-fenlio; 2-cloro-5-triflucrometoxi-fenllo; 4-bromo-2-
trifluorometoxi-fenlio; 4-bromo-2-trifiucrometii-feniio; 4-bromo-3-trifiuorometil-feniio; 3-
carboxi-4-fluoro-fenilo; 3-carboxi-4-cloro-8-fluoro-fenilo; 4-metoxi-2,3,6-trimetii-fenilo; o
uno de los grupos siguientes:
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en los que en cada caso X indica la posicién por la cual se une el sustituyente
W respectivo al grupo —-SO; de la férmula (Ib),

y R™R'™ tienen la significacién definida anteriorments, opcionaimente en
forma de unc de sus esterscisémercs, preferiblemente enantiémeros o diasterémeros,
sus racematos o en forma de una mezcia de al menos dos de sus esterecisémeros,
preferiblements enantiémeros o diagterdmeros, en cualquier razén d.a mezcla, o las
sales comespondientes de los miamos, o los solvatos corespondientes.

Tamblén se prefieren compuestos de formula gaeneral (Ib) dada anterlormente,
en la que R'™ rapresenta hidrégeno, un radical alifdtico C. lineal o ramificado,
saturado o insaturado, opcionaiments al menos monosuatituido, un radical cicloalifético
Cs» saturado o insaturado, opcionaimente al menos monosustituido, que contiene
opcionalmente al menos un heterodtomo como miembro del anllio, que puede estar
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unido mediants un grupo a-lquileno Cis Opcionaimente al menos monosustituido y/o
que puede estar condensado con un slstema ciclico mono o policiclico opclonaimente
al mencs monosustituido o un radical arilo o heteroariic de 5 6 68 miembros,
opcionalmente al menos monosustituldo, que puede estar unido mediante un grupo
alquileno C.s opclonaimente al menos monosustitukdo y/o que puede estar
condensado con un sistema ciclico mono o policiclico opclonaimente al menos
monosustituldo, preferiblements H, un radical alquilo C, lineal o ramificado, un radical
ciclohexilo o un radical fenllo, méae preferiblemente H, -CHj, -C2H; o fenilo, y R™-R®,
R"E_R'®™ y W tienen la eignificacién definida anteriorments, opcionalments en forma
de uno de sus estersoisémeros, preferiblemente enantidmeros o diasterdmeros, sus
racematos o en forma de una mezcla de al menos dos de sus esterecisdbmeros,
preferiblemente enantiémeros o dlasterémeros, en cualquier razon de mazcia, o las
sales corespondientes de los mismos, o los solvatos correspondientas.

Tembién se prefieren compuestos de férmula general (Ib) dada anteriorments,
en la que R'™® representa hidrdgeno, un radical alifético C.s lineal o ramificado,
saturado o insaturado, opcionaimente al menos monosustituido, un radical cicloalifético
Cs» saturado o insaturado, opcionaimenta al menos monosustituido, que contiene
opcionalmente al menos un heterodtomo como miembro del anilio, que puede estar
unido mediante un grupo alquileno C.s opclonaimente al menos monosustituido y/o
que puede estar condensado con un sistema ciclico mono o policiclico opcionalmente
al menos monosustituido, o un radical arilo. o hetercarilo de 5 6 6 miembros,
opcionalmente al menos monosustituido, que puede estar unido mediants un grupo
alquileno C,s opcionaimente al menos monosustituido y/o que puede estar
condensado con un sistema ciclico mono o policiclico opcionalmente al menos
monosustituido, preferiblemente H, un radical alquilo C. lineal o ramificado, un radical
ciclohexilo o un radical fenilo, més preferibiemente H, -CH,, -CaH; o fenllo, y R™-R'™,
R'Z_R'™ y WP tienen la eignificacién definida anteriormente, opcionaimente en forma
de uno de sus esterecisémeros, preferiblements enantibmeros o diasteromeros, sus
racematos o en foma de una mezcla de al menos dos de sus esterecisdmeros,
preferiblemente enantimeros o diasterdmeros, en cualquier razon de mezcla, o las
sales correspondientes de los mismos, o los solvatos correspondientes.

También se prefiaren compuestos de férmula general (Ib) dada anteriorments,
en la que R'® representa un radical alfético Cy4 lineal o ramificado, saturado o
inseturado, opcionalments al menos monosustituido, un radical cicloalifético Cse
saturado o insaturado, opcionaimente al menos monosustituido, que contiene
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opcionaimente al menos un heterodtomo como miembro del anillo, que puede estar
unido mediante un grupo alqulleno Cys opcionaimente al-menos monosustituido y/o
que puede estar condensado con un sistema ciclico mono o paliciclico opcionalmente
al menos monosustituido, o un radical arilo o hetercariic de 5 6 8 miembros,
opcionaimente al menos monosustituido, que puede estar unido mediante un grupo
alquileno C,s opcionalmente al menos monosustituido y/o que puede estar
condensado con un sletema ciclico mono o policiclico opcionalments al mencs
monosuetituido, preferiblemente representa H, un radical alquilo Ci, lineal o
ramificado, un radical ciciohexilo o un radical fenllo, més preferiblemente H, -CH,, -
CzH; o fenilo, y R™®-R'"®, R™.R"™® y W" tianen la significacion definida anteriormente,
opcionaimente en forma de uno de sus esterecisémeros, preferiblemente
enantiémeros o diasterémeros, sus recemaics o en forma de una mezcia de al mencs
dos de sus estereoisdmeros, preferiblemente enantimeros o diasterdmeros, en
cualgquier razén de mezcla, o las sales comespondientes de los mismos, o los solvatos
cormespondientes.

También se prefieren compuestos de férmula general (Ib) dada anteriormente,
en la que R'* y R"" ge seleccionan cada uno independientemente del grupo que
consiste en hidrégeno, un radical alifidtico C.s lineal o ramificado, saturado o
insaturado, opcionalmente al menos monosustituido, un radical cicloalifdtico Cse
saturado o insaturado, opcionaimente al menos monosustituido, que contiene
opcionaimente al menos un heterodtomo como miembro del anillo, ciue puede estar

unido mediante un grupo alquileno Cys opcionalmente al menos monosustituido y/o

que puede estar condensado con un sistema ciclico mono o policiclico opcionaimente
al menos monosustituido, 0 un radical arllo o heteroarilo de 5 6 8 miembros,
opcionaimente al mencs monosustituldo, que puede estar unido mediante un grupo
alquileno Cis opcionaimente al menos monosustituido y/o que puede estar
condensado con un sistema ciclico mono o policiclico opcionaimente al mencs
monosustituido, preferiblemente se seleccionan cada uno independientemente del
grupo que consliste en H, un radical alquilo C., lineal o ramificado, ciclohexilo y un
redical fenilo, mas preferiblements se seleccionan cada uno Independientsmente del
grupo que consiste en H, -CH,, -C;H; ¥ fenilo, y R™-R'®, R"™.R'™ y W fienen la
significacion definida anteriorments, opcionalmente en forma de uno de sus
estersoisémeros, preferiblemente enantiémeros o diasterémeros, sus racematos o en
forma de una mezcla de al menos dos de sus esterecisémeros, preferiblemente
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enantibmeros © diasterdmeros, en cualquier razén de mezcla, o las scales
comespondientes de los mismos, o loa solvatos comespondientes.

También se prefieren compuestos de férmula general (Ib) dada anteriorments,
en la que R™ y R™ junto con el dtomo puente de nitrdgeno formen un anillo
heterociclico de 5 6 8 miembros, saturado, Insaturado o aromético, que puede estar al
menos monosustituido y/o contener al manos un heterodtomo més como miembro del
anillo, preferiblemente forman un grupo piperidina o morfolina no sustituido, y R'™™-R'®,
R'™.R'® y W* tienen Ia significacién definida anteriormente, opclonalmente en forma
de uno de sus esterecisémeros, preferiblemente enantidmeros o diasterémeros, sus
racernatos o en forma de una mezcla de al menos dos de sus estersoisdémeros,
preferiblements enantiémeros o diasterdmeros, en cualquier razdn de mezcla, o les
sales comespondientes de loe mismos, o los solvatos corespondientes.

También se prefieren compuestos de formula general (Ib) dada anteriorments,
en la que R'™ representa hidrdgeno, un radical allfético Cis lineal o ramificado,
saturado o insaturado, opcionalments al menos monosustituldo, un radical cicloalifdtico
Css saturado o insaturado, opcionaimente al menos monosustituido, que contiene
opcionaimente al menos un heterodtomo como miembro del anillo o un radical arilo o
heteroarilo de 5 ¢ 8 miembros, opcionalmente al mencs monosustituido, que puede
estar unido mediante un grupo alquileno C..s opcionaimente al menos monosustituido
yio que puede estar condensado con un sistema ciclico mono o policiclico
opcionaimente al menos monosustituido, preferiblemente representa H, un radical
glquilo C.4 lineal o ramificado, un madical ciclohexilo o un radical fenilo, mas
preferiblemente representa H, -CH,, -CaH; o fenllo, y R™-R'*®, R"™.R'* y W* tienen Ia
significacién definida anteriormente, opclionalmente en forma de uno de sus
esterecisémeros, preferiblements enantiémeros o diasterdmercs, sus racematos 0 en
forma de una mezcla de el menos dos de sus estereolsdmeros, preferiblemente
enantibmeros o diasterdmeros, en cualquier razén de mezcla, o las sales
correspondientes de loa mismos, 0 los solvatos cormespondientes.

Tamblén se prefieren compuestos de férmula general (Ib) dada anteriorments,
en la que R'™ representa un radical allfdico C,, lineal o ramificado, saturado o
insaturado, opcionaimente al menos monosustituldo, preferiblements un radical alquilo
C,. lineal o amificado, saturado, no sustiuido, més preferiblements un radical metilo,
y RP-R'™] R™ y R™ y W® tienen la significacién definida anteriomente,
opcionalmente en forma de uno de sus estersoisémeros, preferiblements
enantibmeros o diasterémeros, sus racematos o en forma de una mezcla de al menos
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dos de sus estereoisdmeros, preferiblemente enantidmeros o dlasterémercs, en
cuaiquier razén de mezcla, o las sales correspondientes de los mismos, o los solvatos
correspondientes. .

También se prefieren compuestos de férmula general (Ib) dada anteriormente,
en la que R™ representa un radical alifético C,, lineal o ramificado, seturado o
insaturado, opclonaimente al mencs monosustituldo, preferiblements un radical alquilo
C1 lineal o ramificado, saturado, no sustituido, mas preferiblernente un radical metilo,
y R®-R'® R'® y WP tienen la significacién definide anteriormente, opcionalments en
forma de uno de sus esterecisémeros, preferiblements enantiémeros o diasterémeros,
sus racematos o en forma de una mezcia de al menos dos de sus estereoladmercs,
preferiblemente enantidmeros o diasterémeros, en cuaiquler razén de mezcia, o las
sales correspondientes de los miamos, o los solvatos comespondlentss.

También se prefieren compuestos de férmula genetal (Ib) dada anteriormenta,
en la que R'™® representa un radical fenilo, que estd opcionalments al menos
monosustituido por un radical alifitico C.s, més preferiblemente un radical fenlio, que
estd opcionalmente al menos monosustituido por un grupo metilo, y R®-R™ y W*
tienen la significacion definida anteriormente, opcionalmente en forma de uno de sus
esterecisdmeros, preferiblements enantimeros o diasterémeros, sus racematos o en
forma de una mezcla de al menos dos de sus esterecisdmeros, preferiblemente
enantibmeros o diasterdmercs, en cualquier razén de mezcla, o las sales
corespondientes de los mismos, o los solvatos comespondientes.

Se prefisren més los compuestos de férmula general (Ib) dada anteriormente,
an la que

R™, R®, R®, R* se seleccionan cada uno independientemente del grupo que
consiste en un atomo de hidrdgeno; un étomo de fidor; un &tomo de cloro; un étomo de
bromo; un grupo metilo y un grupo metoxi;

R® representa un dtomo de hidrégeno;

R®™, R™, R®, R™ represantan cada uno un éomo de hidrégeno;

W" representa

un redical alquilo ssleccionado del grupo que consiste en metilo; etilo; n-propilo;
iso-propilo; n-butilo; sec-butilo; iso-butilo y terc-butilo; vinilo (CH=CH-); -N(CHa).; 1-
naftilo; bencllo; 2-naftilo; fenilo; 2-metil-fenilo; 3-metil-fenilo; 4-metil-fenllo; 2-etil-fenilo;
3-etil-fenilo; 4-etil-fenilo; 2-n-propil-fenilo; 3-n-propil-fenlio; 4-n-propil-feniio; 2-lsopropil-
fenilo; 3-lsopropil-fenilo: 4-isopropii-fenilo; 2-n-butilfenilo; 3-n-butilfenllo; 4-n-butil-
fenilo; 2-leo-butifenilo; 3-iso-butii-fenilo; 4-iso-butil-fenllo; 2-terc-butii-fenilo; 3-terc-
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butil-fenilo; 4-terc-butilfenllo; 1,1-dimetlipropii-fenlio; 2-ciclopentil-fenilo; 3-ciclopenti-
fenilo; 4-ciclopentilfenilo; 2-ciclohexil-fenlio; 3-ciciohexil-fenilo; 4-ciciohexil-fenllo; 2-
metoxi-fenilo; 3-metoxi-fenilo; 4-metoxi-fenilo; 2-etoxi-fenilo; 3-etoxifenilo; 4-etoxi-
fenilo; 2-n-propoxi-fenilo; 3-n-propoxi-fenilo; 4-n-propoxi-fenilo; 2-lso-propoxi-fenilo; 3-
Iso-propoxi-fenilo; 4-iso-propoxi-fenilo; 2-fluoro-fenilo; 3-fluoro-fenilo; 4-fluoro-fenilo; 2-
cloro-fenllo; 3-cloro-fenllo; 4-cloro-fenllo; 2-bromo-fenllo; 3-bromo-fenilo; 4-bromo-
fenilo;  2-triflucrometil-fenilo;  3-triflucrometii-feniio;  4-trifluorometil-fenilo;  2-
trifluorometoxi-fenlio; 3-triflucrometoxi-fenilo; 4-triffucrometoxi-fenilo; 2-carboxi-fenilo;
3-carboxl-fenilo; 4-carboxi-fenilo; 2-acetil-fenlio; 3-acetli-fenilo; 4-acetil-fenllo; 2-(C=0)-
O-CHy-fenillo; 3{C=0)-O-CHy-fenilo; 4(C=0)-O-CHs-fenilo; 2{CHz){CHxH{C=0)-0-
CHj; 3{CHa)-(CHz){C=0)-0-CHjy; 4-(CH;)-(CH2){C=0)-0O-CH,; 2-clano-fenilo; 3-ciano-
fanilo; 4-ciano-fenilo; 2-nitro-fanilo; 3-nitro-fenilo; 4-nitro-fenilo; 4-(4-bromofenmd)-
fenilo; 2-metilsulfonil-fenilo; 3-metiisulfoni-enllo; 4-metiisulfonli-fenilo; 2-fenil-fenil-
(bifenll-2-1); 3-fenil-feni{bifenil-3-il); 4-fenil-fenil-(bifenil-4-il); 2-fenoxi-fenilo; 3-fenoxi-
fenlio; 4-fenoxi-fenilo; 2,4-dimetil-fenilo; 3,4-dimetil-fenilo; 2,4,6-trimetil-fenilo; 2,3,5,6-
tetrametil-fenilo; pentametil-fenilo; 2,5-dimetoxi-fenilo; 3,4-dimetoxd-fenilo; 2,3-dicloro-
fenilo; 2 4-dicloro-fenilo; 2,5-dicloro-fenilo; 3 4-dicloro-fenilo; 3,5-dicloro-fenilo; 2,6-
dicloro-fenilo; 2,4-difluoro-fenilo; 3.4-diflucro-fenlio; 2,5-diflucro-fenilo; 2,8-difluoro-
fenilo; 3-cloro-2-fluoro-fenilo; 3-cloro-4-flucro-fenilo; 5-cloro-2-fluoro-fenilo; 2,3,4-
fricloro-fenilo; 2 .4,5-tricloro-fenlio; 2.4 6-iricloro-fenilo; 2.4,5-trifluoro-fenilo; 2,3.4-
trifluoro-fantio; 2-cloro-4,5-difluoro-fenilo; 2-bromo-4-flucra-fenilo; 2-bromo-4,6-difluoro-
fenilo; 4-cloro-2,5-difluoro-fenilo; 5-cloro-2,4-difluoro-fenilo; 4-bromo-2,5-diflucro-fenilo;
5-bromo-2,4-diflucro-feniio; pentafiuoro-fenilo; 2,4-dinitrofenilo; 4-cloro-3-nitro-fenilo;
2-metil-5-nitro-fenilo; 5-bromo-2-metoxd-fenilo; 3-cloro-2-metil-fenilo; 4-bromo-3-metil-
fenlio; 4-cloro-2,5-dimetil-fenilo; 4-fluoro-3-metil-fenilo; 5-fluoro-2-metil-fenilo; 2-nitro-4-
trifluorometil-fenilo; 2-metoxi-4-metil-fenilo; 3,5-dicloro-2-hidroxi-fenilo; 3,5-dicloro-4-
hidroxi-fenilo; 5-cloro-2,4-difluoro-fenilo; 3-cloro-4-(NH){C=0)-CHy-fenllo; 2-cloro-8-
meti-fenlio; 2-cloro-5-triflucrometil-fenilo; 2-cloro-5-trifluorometoxi-fenilo; 4-bromo-2-
trifluorometoxi-fenlio; 4-bromo-2-trifiucrometii-fenlio; 4-bromo-3-trifiuocrometil-fenilo; 3-
carboxi-4-fluoro-fenilo; 3-carboxi-4-cloro-6-fluoro-fenilo; 4-metoxi-2,3,6-frimetil-fenilo; o
uno de los grupos siguientes:
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en los que en cada caso X indica la posicién por la que se une el sustituyente
W respectivo al grupo -SO; de la fdrmula (Ib),

opcionaimente en forma de uno de sus esterecisémeros, preferiblemente
enantimeros o diasterémercs, su racemato o en forma de una mezcla de al menos
dos de sus esterecisdmeros, preferiblemente enantiémeros o diasterdmeros, en
cualquier razén de mezcla, o una sal fisioldgicamente aceptable de los mismos, o un
solvato, respectivamente.

Los compuestos preferidos més particularments son los de férmula general (Ib)
seleccionados del grupo siguiente dado en la lista B:



< 4%

Lista B:

—

Compuesto

1 1-(nafta|ano—2-|ulfoml)-plpend|n-4-|l]-1 4—d|h|dro-bonzq[g][1 ,3joxacin-2-ona

1{1-{tofueno-4-sulfonil)-piperidin-4}-1,4-dlhidro-benzo[d][1,3]oxacin-2-ona

1-(1-feniimetanosulfonli-piperidin-4-il)}-1,4-dihidro-benzo[d][1,3Joxacin-2-ona

1-{1-bencenosulfonii-piperidin-4-il)-8-cloro-1,4-dthidro-benzo[d][1,3]oxacin-2-ona

6-cloro-1{1-(tolueno-4-sulfonll)-piperidin-4-li}-1,4-dihidro-benzofd][1, 3joxacin-2-
ona

6-cloro-1-(1-feniimetanosulfonil-piperidin-4-il)-1,4-dihidro-benzo[d][1,3Joxacin-2-
ona

6-doro-1-[1-(naﬂaleno-1 -sulfonll)-piperidin-4-[}-1 4-dlhldro-benm[dI1 3joxacin-2-
ona

[- -] ~J -] LB RILNIE 4

6-cloro-1-[1{naftaleno-2-sufonil)-piperidin4-il-1,4-dlhidro-benzo[d] 1, 3joxacin-2-
ona

) 6-cloro-1-[1-(5-cloro-3-metil-benzo[bjtiofeno-2-sulfonil)-piperidin-4-il|-1,4-dihidro-
benzofd][1,3]oxacin-2-ona

10 | 1{1{tiofeno-2-sulfonil)-piperidin-4-il}-1 4-dihidro-benzo{d}[1, 3]oxacin-2-ona

11 | 1{1{4-aceti-bencenosulfonil)-piperidin-4-il}-1,4-dihidro-benzofd][1,3]oxacin-2-
ona

12__| 2-J4-(2-oxo-4H-benzo[d][1,3Joxacin-1-l}-piperidina-1-sulfonil-benzonitrilo

13 | 1-[1-(2,4-dimeti-bencenosulfonil)-piperidin-4-il}-1,4-dihidro-benzold][1,3)oxacin-2-
ona

14 | 1-[1-(4-metoxi-bencenosulfonil)-piperidin-4-il}-1,4-dihidro-benzo[d][1,3Joxacin-2-
ona

15 |1{1-(2-naftalen-1-l-stancsulfonil)-piperidin-4-il}-1,4-dihidro-benzo[d][1,3]oxacin-
2-ona

16 [ 8-metl-1{1{tiofeno-2-sulfonil)-piperidin-4-i]-1,4-dihidro-benzo[d][1,3}oxacin-2-
ona

17 | 1{1-(4-aceti-bencenosulfonil)-piperidin-4-ill-8-metil-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

18 | 2{4-(8-metil-2-oxo-4H-benzo{d][1,3]oxacin-1-il}-piperidina-1-sulfonill-benzonitrilo

18 | 1{1«2,4-dimetil-bencenosulfonll)-plperidin-4-1[-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

20 | 1{1{4-metoxi-bencenosulfonil)-piperidin-4-il}-8-metit-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

21 [8-meti-1{1<(2-naftalen-1-I-stancsulfonil)-piperidin-4-if}-1,4-dihidro-
benzo|d][1,3]oxacin-2-ona

22 |Dimetilamida del 4cido 4-(B-mehl-2-oxo-4H-benzo[d][1 ,3joxacin-1-l)-piperidina-1-
sulfénico

23 | Ester metliico del acido 2-{4-(2-oxo-4H-benzo{d][1,3Joxacin-1-il)-piperidina-1-
sulfonli}-benzolco

24 | 14{1<(3-trifluorometil-bencencsulfonll)-piperidin-4-i}-1,4-dlhidro-
benzo{d][1,3Joxacin-2-ona

25 |Eseter metllico del dckdo 2-{4-(8-metl-2-oxo-4H-benzo[d][1, 3]Joxacin-1-il}-
piperidina-1-sulfonill-benzolco

26 | 8-metil-1-[1-(3-trifluorometil-bencencsulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

27 |1-[1-(4-aceti-bencencsulfonil)-piperidin-4-}-8-cloro-1,4-dihidro-
benzo[d][1, 3]oxacin-2-ona

28 | 2{4-{B-cloro-2-oxo-4H-benzo[d][ 1 3joxacin-1-il}-piperidina-1-sulfonil|-benzonitrilo

29 | 8-cloro-1-1-{4-metoxi-bencenosulfonil}-piperidin-4-il}-1,4-dihidro-
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benzo[d][1,3joxacin-2-ona

Ester metilico del écido 2-{4-(6-cloro-2-oxo-4H-benzo[d][1,3]oxadin-1-il)-
plperidina-1-sulfonill-banzoico

(1]
=y

6-cloro-1{1<(2,4-dimetil-bencenosulfonil}-piperidin-4-il-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

6-cloro-1-{1-(3-triflucrometil-bencencsulfonil)-piperidin4-il-1,4-dIhidro-
benzg[g]ﬁ ,3Joxacin-2-ona

1-[1-{5-cloro-3-metil-benzolbjticfeno-2-sulfonil)-piperidin-4-il-8-meti--1,4-dihidro-
benzofd][1,3]oxacin-2-ona

1-{1{4~(4-bromo-fenoxi)-bencenosulfoni}-piperidin4-i}-8-mefil-1,4-dihidro-
benzo{d][1,3Joxacin-2-ona

8 & ® 8 &

1-[1-(4-fluoro-bencenosulfonll)-piperidin-4-i-8-meti-1,4-dIhidro-
1,3Joxacin-2-ona

8-metil-1-{1-{neftaleno-2-sulfonll)-piperidin-4-il-1,4-dihidro-benzo|d 1 .3]oxae|n-2-
ona

(7]
J

8-metil-1-(1-feniimetanosulfonil-piperidin-4-il}-1,4-dihidro-benzo[d][1 .3]oxacln-2-
ona

1{1-(4-bromo-bencenosulfonil}-piperidin-4-1-8-cloro-1,4-dihidro-
benzo[d]{1,3]oxacin-2-ona

6-cloro-1-[1-{4-metanosulfonil-bencencsulfonll)-piperidin4-il|-1,4-dihidro-
benzo[d}1,3]oxacin-2-ona

1{1-{butano-1-sulfonil)-piperidin-4-I-8-cloro-1,4-dihidro-benzo[d][1, 3loxacin-2-
oha

1-[1-{4-bromo-bencencsulfonil)-piperidin-4-}-8-meti-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1{1-(4-metancsulfonil-bencenosulfonil)-piperidin-4-i[-8-metil-1,4-dihidro-
1,3Joxacin-2-ona

14{1-butano-1-sulfonil)-piperidin-4-il}-8-metil-1 .thldm-benzn[d']h JJoxacin-2-
ona

6-cloro-1{1-(2-nitro-bencenosulfonii)-piperidin-4-il-1,4-dihidro-
benzofd][1,3]oxacin-2-ona

6-cloro-1-{1«(3-nitro-bencenosulfonil)-piperidin-4-il}-1,4-dihidro-
1,3Joxacin-2-ona

1-{1-(bifenil-4-aulfonil)-piperidin-4-ill-8-cloro-1,4-dihidro-benzo[d][ 1, 3]oxacin-2-
ona

8-metil-1-[1-{(2-nitro-bencenosulfonil)-piperidin-4-if}-1,4-dlhidro-
benzo[d][1,3Joxacin-2-ona

8-metil-1{1-(3-nitro-bencenosulfonil)-piperidin-4-il}-1,4-dihkiro-
benzo[d]{1,3]Joxacin-2-ona

1{1-(bifenil-4-sulfonil)-piperidin-4-il-8-meti-1,4-dihidro-benzo[d][ 1,3]oxacin-2-
ona

3

8-met||-1-[1-(4—nrtro-benoanosulfonll)-piperidin—4—il]—1 4-dihldro-
benzo|[d][1,3]Joxacin-2-ona _

4]
-h

8—cbro-1-[1-(4-nltrn-beneanosuﬂonlll-plpeﬂdln-4-lll-1 4-dihidro-
benzo{d][1,3Joxacin-2-ona

1-{1-stanosulfonlk-plperidin-4-1-1 ;4-dlhidro-benzo[d][1,3]oxacin-2-ona

1{1-(propano-1-eulfonil)-piperidin-4-i}-1 4-dihidro-benzo[d][1,3joxacin-2-ona

1-[1-(propano-2-sulfonil)-piperidin-4-il]-1,4-dihidro-benzo[d][1,3]Joxacin-2-ona

6-cloro-1-(1-etancsulfonil-piperidin-4-il-1.4-dihidro-benzo[d][1,3Joxacin-2-ona

S(&(X)2(R

6-cloro-1-[1-{propano-1-sulfonil)-piperidin-4-Il}-1,4-dihidro-benzo{d][1,3]oxacin-2-
ona




57 |8-cloro-1-{1-(propano-2-sulfonil)-piperidin-4-il}-1,4-dihidro-benzo{[d][1,3]oxacin-2-
ona

58 |8-cloro-1-{1-(quinolina-8-sulfonil)-piperidin-4-il}-1,4-dihidro-benzo[d][1,3Joxacin-2-
ona

59 |1{1 -(4-mtro-bencenosulfon|l)-ggndln-4-lnz1 ,4-dihldro-benzo[d][1,3]oxacin-2-ona

60 |6-meti-1-[1-(quinolina-8-sulfonil)-piperidin-4-i}-1,4-dihidro-benzo[d] 1,3Joxacin-2-
ona

61 a-metll-1-[1-(2-nuhlan-1-II-etanoouII’onII)-piporidin—d—ll]d 4-dihidro-

nzo[d][1,3]oxacin-2-ona

62 6-met|l-1-[1-(tolueno-4—ou|fon||)-p|perldln-4-lll-1 4-dihidro-benzo[d][1,3]oxacin-2-
ona

63 |11 -(#ﬂuom—bencenosulfonil)—piperidln—4—ll]—8—metll—1 /4-dihidro-
benzo[d]{1,3]oxacin-2-ona

684 |8-meti-1{1-{naftaleno-1-sulfonif}-piperidin-4-l}-1,4-dihidro-benzo[d][1,3]oxacin-2-
ona

65 |6-metil-1-[1-(naftaleno-2-sulfonil}-piperidin-4-i[}-1,4-dihidro-benzo{d] 1,3]oxacin-2-
ona

68 | 1-{1-{5-cloro-3-metil-benzo]b}tiofeno-2-sulfonil}-piperidin-4-if}-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

687 | 6-metil-1-{1-(4-nitro-bencenosulfonil)-piperidin-4-il}-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona _

68 | 1-(1-bencenosulfonil-piperidin-4-il)-8-metil-1,4-dihidro-benzo{d][1,3}oxacin-2-ona

88 | 1{1-(4-cloro-3-nitro-bencenosulfonil)-piperidin-4-{}-8-metil-1,4-dihidro-

| benzo{d][1,3]oxacin-2-ona

70 -[1-(5-d|meﬂhmmo—naﬂnlono—1-sulfonil)-plpeﬂdh—4—|ll-6-met||-1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

71 1-[1-(4-cloro-3-n|h'o-benconoculfon|l)-plpoddln-4-|ll-8-mehl-1 4-dlhidro-
benzo[d][1,3Joxacin-2-ona

72 | 1{1-(4-cloro-3-nitro-bencenosutfonll)-piperidin-4-1}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

73 6—c|oro-1-[1-(4—dom-3—n|ho-bencanosulfoni)-p|pendln-44I]-1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

74 |6-cloro-1{1-(5-dimetilamino-naftaieno-1-sulfonll)-piperidin-4-lF-1, 4-dihidro-

benzojd][1,3]oxacin-2-ona

75 |1-]1-(4-metox-2,3 B-ﬁmﬂl-bencanosuifoml)-plpendlnMIH 4-dihidro-
benzo[d][1,3Joxacin-2-ona

76 | 1{1<(4-metoxi-2,3,6-trimeti-bencencsulfonil)-piperidin-4-il-8-metil-1,4-dihidro-
benzo[d][1,3joxacin-2-ona

77 | B-cloro-1{1-(4-metoxl-2,3,6-trimetil-bancenosulfonil)-piperidin-4-i[}-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

78 | 1{1-(4-metoxi-2,3 6-trimetil-bencencsutionil)-piperidin-4-i}-6-metil-1,4-dihidro-
benzol[d][1,3]oxacin-2-ona

79 | 1{1(2-bromo-bencencsulfonil)-piperidin-+4-i}-1,4-dlhidro-benzo{d][1,3joxacin-2-
ona

80 | 1{1-(2-bromo-bencenosulfonll)-piperidin-4-il}-8-mstil-1,4-dihidro-
benzo{d][1,3]joxacin-2-ona

81 1-[1-(2-bmmo-baneenosulfoml)-p|pendln-4-lll-6-doro-1 4-dlhidro-
benzo[d][1,3]oxacin-2-ona

82 | 1]1<(2-bromo-bencenosulfonil)-piperidin-4-1-6-metil-1,4-dihidro-
benzo[d][1 n-2-ona

83 |6-cloro-1{1«(2,3-dicioro-bencencsulfonil)-piperidin-4-il}-1,4-dihidro-

benzo[d]j1,3]oxacin-2-ona




84 |141-(2,3-dicloro-bencencsulfonil)-piperidin-4-il}-8-metil-1,4-dhidro-
benzofd][1,3]oxacin-2-ona

85 |1{1-{2,4,5-tricloro-bencenosulfonil)-piperidin4-Il-1 ,4-dihidro-benzo[d][1,3Joxacin-
2-ona

88 |8-meti-1{1(2,4,5-tricloro-bencenosulfonil)-piperidin-4-il-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

87 |6-cloro-1{1-(2,4,5-tricloro-bencenosulfonil)-piperidin-4-i|-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

88 |B-meti-1{1{24 5-mcloro-bencenoaulfonll)-p|perliln-4-lll-1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

89 | 1{1-(5-bromo-2-metoxi-bencenosulfonil)}-piperidin-4-}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona _

80 | 1{1-(5-bromo-2-metoxi-bencenosulfonil)-piperidin-4-I}-8-metil-1,4-dihidro-
benzoﬂ]ﬂ Jjoxacin-2-ona

91 | 1-{1-(5-bromo-2-metoxi-bencenosulfonil)-piperidin-4-il-8-cloro-1,4-dihidro-
benzo{d][1,3Joxacin-2-ona

92 |1{1{5-bromo-2-metoxi-bencenosulfonil)-piperidin-4-i}-8-meti-1,4-dihidro-
benzo[d][1,3joxacin-2-ona

83 14142, 5-dmatnm-bencmosutfonil)—plpendm-44l]-1 ,4-dlhidro-benzo[d][1,3]oxacin-
2-ona

84 | 1-[1-(2,5-dimetoxi-bencenosulfonil)-piperidin-4-I-8-metil-1,4-dihidro-
benzo{d]1,3]oxacin-2-ona

856 |6-cloro-1{1-(2, 5-dineton-boncenosu|l’onll)-plperid|n-4-|ll-1 4A-dihidro-
benzo[d][1,3Joxacin-2-ona

98 | 1{1-(2,5-dimetoxi-bencencsulfonil)-piperidin-4-Il|-8-metil-1,4-dihidro-

| | benzo[d][1,3]oxacin-2-ona

97 1-(1-pemamahlbenconosulfonll-plperid|n-4-ll)-1 4-dihidro-benzo[d][1 ,3]oxacin-2-
ona

o8 B—metil-1-(1-pentamelilbaneenosul|’oni|-plpeddin-4-il)—1.4-d|h|dro-
benzo[d][1,3]oxacin-2-ona

99 |B-cloro-1-{1-pentemetilbencenosulfonii-piperidin-4-Ii}-1,4-dihidro-
benzo{d][1,3Joxacin-2-ona

100 6-mehl-1-(1-pentamahlbencenosulfunll-plperldm—4-|l)-1 4-dihidro-
benzo[d][1,3Joxacin-2-ona

101 | 1{1{2(2,2,2-trifluoro-acetl)-1,2,3 4-tetrahldro-noquInoIIna-T-eulfonlI]-plperldm-4-
i}-1,4-dihidro-benzo[d][1,3Joxacin-2-ona

102 |8-metil-1{14{2-(2,2,2-trifluoro-aceti}-1,2,3 4-tetrahidro-Isoquinolina-7-sulfonil}-
piperidin-4-il}-1,4-dihidro-benzo|d][1,3]oxacin-2-ona

103 | 8-cloro-1-{1-2-(2,2,2-trifluoro-acetil}-1,2,3,4-tetrahidro-isoquinolina-7-sulfonil}-
piperidin-4-il}-1,4-dihidro-benzo|d][1,3]oxacin-2-ona

104 |6-meti-1-{1]2(2,.2 ,2-trifluoro-acetil)}-1,2,3,4-tetrahidro-isoquinolina-7-sulfonil}-
piperidin-4-if}-1,4-dihidro-benzo|d][1,3]oxacin-2-ona )

105 | 1{1-(2-metil-5-nitro-bancencaulfonil)-piperidin-4-i}-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

108 |B-metil-1{1-(2-metil-5-nitro-bencenosulfonil)-piperidin-4-il]-1,4-dihidro-
benzo[d][1 3joxacin-2-ona -

107 | 8-cloro-1-{1-{2-metil-5-nitro-bencenosulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3joxacin-2-ona

108 | 6-metil-1-[1-{2-metil-5-nitro-bencenosulfonil)-piperidin-4-il|-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

109 |1{1{4-bromo-2, 5-dll'|uom-benomosulfoml)—plpeﬁdln—4-||]-1 4-dihidro-

benzo{d][1,3Joxacin-2-ona




110

1{1-{4-bromo-2,5-difluoro-bencenosulfonil)-piperidin-4-i}-8-meti-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1

11-(4-bromo-2,5-difluoro-bencenosulfons)-piperidin-4-i}-8-cloro-1,4-dihidro-
benzofd][1,3Joxacin-2-ona

112

1-[1-(4-bromo-2,5-diflucro-bencenosulfonil)-piperidin-4-[}-8-meti-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

113

14{1-(4-cloro-2,5-dimeti-bencencsulfonil)-piperidin-4-if|-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

114

1{1-{4-cloro-2, 5-dlmetll-beneanooulfonll)-plperldln-4-lll-8-mohl-1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

115

6-cloro-1{1-(4-cloro-2,5-dimeti-bencenosulfonil)-piperidin-4-il-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

116

1-{1-{4-cloro-2,5-dimetil-bencenosulfonil)-piperidin-4-If}-8-metil-1,4-dihigro-
benzo[d][1,3joxacin-2-ona

117

1{1{4-metoxi-bencenosulfonil)-plperidin-4-il-6-metil-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

118

1-{1-(4-isopropil-bencenosulfonil)-piperidin-4-i}-1,4-dihidro-benzo[d][1,3]oxacin-2-
ona

118

1-{1-{4-=sopropil-bencenosulfonll}-piperidin-4-i-8-metil-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

120

6-cloro-1{1-{(4-Isopropl-bencencsulfonil)-piperidin-4-i}-1,4-dihidro-
benzo[d][1,3joxacin-2-ona

121

1{1-{(4sopropil-bencenosulfonil)-piperidin-4-Il-8-metil-1,4-dihidro-
benzofd][1,3]oxacin-2-ona

122

141-(3-cloro-4-fluoro-bencencsulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3joxacin-2-ona

123

1-[1-(3-c|oro-4—ﬂuoro—hencanosulfonll)-p|pendm-4-lll-a-metll-1 4-dihidro-
benzo[d][1,3Joxacin-2-ona

124

B-cbro-1-[1-(3-c|oro-4-ﬂuoro—bancanusulfonll)-plper1dln—4-|ll-1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

125

1{1-(3-cloro-4-fluoro-bencenosulfonil)-piperidin-4-i-6-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

126

14{1-(4-bromo-bencenosulfonil)-piperidin-4-if|-6-meti-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

127

6-metil-1-[1-(3-nitro-bencencsulfonil)-piparidin-4-il-1,4-dihidro-
benzo[d][1,3joxacin-2-ona__

128

8-melll-1-[1-(3-Mﬂuoronntnl—boncanosuﬂ’onll)—plperidm—4-|ll-1 4-dihidro-
benzo[d][1,3Joxacin-2-ona

128

14{1-«(4-triflucrometoxi-bencencaulfonil)-piperidin-4-il}-1,4-dihidro-
benzofd][1,3Joxecin-2-ona

130

1-[1-(2-n||ro-4-tnﬂuomahl—henconosulloml)—plpend|n-4-|l]-1 4-dihidro-
benzofd][1,3]oxacin-2-ona

131

1-[1-(3-fluoro-bencenosulfonlf)-piperidin-<4-}-1,4-dihidro-benzo[d][1,3]oxacin-2-
onha

132

11712, 4-dicloro-bencenosulfonily-piperidin-4-i}-1,4-dihidro-benzo[d)[1, 3joxacin-2-
ona

133

1-[1-(2.4.8-h1m|i’l—benoenosulfonll)-plpeﬁdh—4—il]—1 ,4-dihidro-benzo[d][1,3Joxacin-
2-ona

134

1{1-(2-triflucrometii-bencenosulfonil)-piperidin-4-}-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

136

8-metil-1{1-{4-riflucrometoxi-bencenosulfonil)-piperidin-4-1}-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona




136

8-metil-1-{1-(2-nitro-4-trifluorometil-bencencsulfonil)-piperidin-4-il}-1,4-dihidro-
benzo{d]|1,3Joxacin-2-cna

137

14{1-(3-fluoro-bencenosulfonil)-piperidin-4-i-8-metil-1,4-dihidro-
benzo{d][1,3Joxacin-2-ona

138

14{1<2,4-dicloro-bencenosulfonil)-piperidin-4-if-meti-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

138

8-metil-1-[1-(2,4,6-rimetil-bencenosulfonil)-piperidin-4-i}-1,4-dihidro-
benzofd][1,3]oxacin-2-ona

140

8-muﬂ|-1-[1-(2-|nfluorumohI-banconoeulfonll)—plperudun—4—ll]-1 4-dihidro-
benzo[d][1,3Joxacin-2-ona

141

1-{1-(4-fluoro-bencencsulfonil)-piperidin-4-T}-1 ,4-dihidro-benzo[d][1,3]oxacin-2-
ona

142

1{1<{4-bromo-bencencsulfonil)-piperidin-4-Ii}-1,4-dihidro-benzo[d][1, 3joxacin-2-
ona

143

1{1-(3-nitro-bencenosulfonil)-piperidin-4-}-1 4-dihldro-benzo[d][1 3joxacin-2-ona

144

1-{144-(4-bromo-fenoxi}-bencenosulfonil}-piperidin-4-f}-1,4-dihidro-
benm[gjﬂ Jjoxacin-2-ona

145

1-[1-{3-metoxi-bencenosulfonil)-piperidin-4-il}-1,4-dihidro-benzo[d][1,3]oxacin-2-
ona

1{1-(2-nitro-bencencsulfonil)-piperidin-4-il}-1,4-dihidro-benzo|d][ 1, 3joxacin-2-ona

8-metil-1-{1-(tolueno-4-sulfonil)-piperidin-4-il}-1,4-dlihidro-benzo[d][1,3)Joxacin-2-
ona _

148

1-(1-bencenosulfon|l-p|perldln-4-|l)-8-metll-1 thdmbenm[w

148

-[1-(3-meﬁox|-bencenosulfonll)-plpend|n-4-|ll-8-mﬂl-1 4-dihidro-
benzo[d][1 ,3Joxacin-2-ona

1-[1-(2,4-dimetil-bencenosulfonil)-piperidin-4-i-8-meti-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

1-{1{4-(4-bromo-fenoxi)-bancenosulfonil}-piperidin-4-if}-8-metil-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

8-metil-1-[1-{tiofeno-2-sulfonil)-piperidin-4-Il}-1 4-d|h|dro-bemo[d][1 ,Jjoxacin-2-
ona

1{1-(tolueno-3-sulfonil}-piperidin-4-i}-1,4-dihidro-benzofd][1,3]oxacin-2-ona

1{1-(5-fluoro-2-meti-bencenosulfonil)-piperidin-4-l}-1,4-dihidro-
benzo[d][1,3joxacin-2-ona

1-[1-(4—|sopropoxl-beneenosulfonll)-p|pendln-4-|ll-1 \4-dihidro-benzo[d][1,3]Joxacin-
2-ona

1{1-(3-cloro-bencenosulfonil)-piperidin-4-il}-1 Hihidm-benzo[d]ﬁ ,3]oxacin-2-
ona

157

1-{1-3,4-dimetoxi-bencenosulfonil)-plperidin-4-il}-1 4-d|h|dro-banzo[d][1 ,3Joxacin-
2-ona

158

1-(1-pentaﬂuorobenconosutfonll-plporidin—4—ll]—1 4-dihidro-benzo[d][1,3]oxacin-2-
ona

158

8-metil-1-{1-tolueno-3-sulfonil)-piperidin-4-il}-1,4-dihidro-benzo{d][1, 3]oxacin-2-
ona

160

1{1-{5-fluoro-2-metil-bencencsulfonii)-piperidin4-il|-8-meti-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

181

14{1-<{4-isopropaxi-bancenosulfonil)-piperidin-4-il}-8-metil-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

162

141-{3-cloro-bencencsulfonil)-piperidin-4-il|-8-metil-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

163

1413, Mmdoxl-bencanosulfonﬂ)—pcpondln—d-ln-a-mehl-1 4-dihidro-

o3



benzold][1,2joxacin-2-ona

164

8-metil-1-{1-pentafiuorobencencsulfonii-piperidin-4-1)-1,4-dlhidro-
benzo[d][1,3Joxacin-2-ona

1685

6-metll-1-[1-(tolueno-3-sulfonil)-piperidin-4-i}-1,4-dIhidro-benzo[d]{1,3)oxacin-2-
ona

166

1{1-(5-fluoro-2-metil-bencenosulfonil}-piperidin-4-f}-8-metil-1,4-dihidro-
benzo{d][1,3Joxacin-2-ona

167

1-{1-{4dsopropoxi-bencenosulfonil)-piperidin4-I[-6-metl-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

168

1-[1-(3-cloro-bencenosulfonil)-piperidin-4-i}-8-metil-1,4-dihidro-
benzo[d]{1,3]oxacin-2-cna

169

1-{1-(3,4dimetoxi-bencenosulfonil)}-piperidin4-i-6-meti-1,4-dihidro-
benzo|d][1,3]oxacin-2-ona

170

6-metil-1-(1-pentafiucrobencenosulfonil-piperidin-4-il)-1,4-dihidro-
benzo|d][1,3]oxacin-2-ona

171

6-metil-1-[1-(4-trifluorometoxi-bencencsaulfonil)-piperidin-4-il|-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

172

6-metil-1-{1-(2-nitro-4-trifluorometi-bencenosulfonil)-piperidin-4-il}-1,4-dihidro-
1,3Jloxacin-2-ona

173

14{1<(3-fluoro-bencenosulfonil)-piperidin-4-il}-6-metil-1,4-dihidro-
benzofd][1,3]oxacin-2-ona

174

141-(2, Hmloro-bmoenocull’onll)—plpeﬂdlnﬂl]—e-mehld 4—d|h|dm-
benzo[d][1,3]oxacin-2-ona

175

6-metil-1-[1-(2,4,6-trimetil-bencenosulfonif)-piperidin-4-il}-1,4-dihidro-
benzold](1,3]oxacin-2-ona

176

B-meﬂl-1-[1-(2-tnﬂuomnahl—beneenosulfon|l)-plpond|n+|l]-1 4-dihidro-
benzo[d}{1,3]oxacin-2-ona

1

1-[1-(3-mclo:d-boncenoaulfonll)—plpend|n-4-||]-e-mehl-1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

178

170

8-metil-1-{1-(2-nitro-bencenosulfonil)-piperidin-4-il}-1,4-dihidro-

benzofd][1,3]oxacin-2-ona

14{1<(4-acstil-bencenosulfonil}-piperidin-4-il}-6-metil-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

180

14{1-{4-metanosulfonil-bencenosulfonil)-piperidin-4-i-6-meti-1 4-dihidro-
benzo[d](1,3]oxacin-2-ona

161

6-metll-1-{1-feniimetanosulfonil-piperidin-4-l)}-1,4-dIhidro-benzo[d][1,3]oxacin-2-
ona

182

Ester metflico del acido 2-[4-(B-mah"l-2-oxo-4H-benzo[d][1 Sjoacin-1-it)-
piperiiina-1-sulfonillpenzoico

183

6-metil-1-{1-{2-oxo0-2H-cromeno-8-sulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

184

6-cloro-1{1-(4-flucro-bencencsulfonil)-plperidin-4-il}-1,4-dihidro-
benzofd][1,3joxacin-2-ona

186

6-cloro-1-{1-(3,5-dicloro-bencenosulfonil)-piperidin-4-Il}-1,4-dlhidro-
benzo[d][1,3Joxacin-2-ona

188

1-{1{4-(4-bromo-fenoxi)-bencenosulfonil}-piperidin-4-I}-8-cioro-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

187

8-cloro-1-{1-tiofeno-2-gulfonif)-piperidin-4-ii}-1,4-dihidro-benzo{d][1,3Joxacin-2-
ona

188

6-cloro-1{1<{3-metoxi-bencencsuifonil)-piperidin-4-i}-1,4-dihidro-
benzo[d}{1,3]oxacin-2-ona

189

6-cloro-1-{1-{2-oxo0-2H-cromeno-8-gulfonil}- piperidin-4-il|-1,4-dihidro-

Yoy



oS

4

1 n-2-ona

180

6-cloro-1-{1-{tolueno-3-aulfonil)-piperidin-4-}-1,4-dihidro-benzo|d]{1,3 e

191

6-cloro-1-[1-(5-fluoro-2-meti-bencencsulfonil)-piperidin-4-i}-1,4-dIhidro-
benzo[d][1,3]oxacin-2-ona

182

8-cloro-1-{1-(4-Isopropoxi-bancanosulfonil)-piperidin-4-ll}-1, 4-dlhldro— '
benzo{d][1,3]oxacin-2-ona

183

B-cbro-1-[1-(3-cloro-bencanosulfonll)—plperldln—4—ll]-1 4-d|h|dro-
benzo{d]|1,3]oxacin-2-ona

104

6-cloro-1-{1-(3,4-dimetoxi-bencenosulfonil}-piperidin-4-}-1,4-dihidro-
benzofd][1,3]oxacin-2-ona

186

@-cloro-1-(1-pentafluorobencencsulfonil-piperidin-4-ii}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

166

6-c|oro-1-[1-(4-tnﬂuorometox|-beneenooulfon|l)-plpeddln-4-|ll-1 4-d|hldro-
benzo[d][1,3]oxacin-2-ona

187

6-cloro-1-{1-(2-nitro-4-triflucrometil-bencenosulfonil)-piperidin-4-il}-1,4-dithidro-
benzo[d][1,3]oxacin-2-ona

198

6-cloro-1{1-(3-fluoro-bencenosulfonil)-piperidin-4-ii}-1,4-dlhidro-
benzo|d][1,3]oxacin-2-ona

189

8-cloro-1-{1-(2,4-dicloro-bencenosulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

6-cloro-1{1-(2,4,8-trimetll-bancencsulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

201

6-cloro-1-[1-(z-tﬂl'luommehl-beneenosulfonll)-plperldln-4-lll-1 4-dihidro-
benzofd][1,3joxacin-2-ona

14{1<{2-oxo-2H-cromeno-8-sulfonil)}-piperidin-4-i[}-1,4-dihidro-benzo[d][1,3]oxacin-
2-ona

203

1-[1-(3,5-dicloro-bencenosulfonil)-piperidin-4-}-1,4-dlhidro-benzo[d][ 1,3]oxacin-
2-ona

204

111 -(2.5-_dlcloro-benconosulfonll)-plparldln-4-lll-1 JA-dlhidro-benzo[d][1,3Joxacin-
2-ona

1{1-(5-bromo-8-cloro-piridina-3-sulfonil)-piperidin-4-i}-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

14{1-<{4-cloro-bencenocsulfonil}-piperidin-4-i}-1,4-dihidro-benzo[d][1,3]oxacin-2-
ona

207

141+(2,8-dicloro-bencenosulfonil)-piperidin-4-il}-1,4-dihidro-benzo[d][ 1, 3]oxacin-2-
ona

208

8-metil-1-[1-(2-ox0-2H-cromeno-8-sulfonil)-piperidin-4-Il-1,4-dmMidro-
benzo[d][1,3loxacin-2-ona

208

1-[1-(3,5-dicloro-bencencsulfonil)-piperidin-4-il|-8-metil-1,4-dihidro-
1,3]oxacin-2-ona

210

14{1-(2,5-dicloro-bencencsulfonlil}-piperidin-4-il-8-metil-1,4-dihidro-
be 1,3joxacin-2-ona

211

1-{1-(5-bromo-6-cloro-piridina-3-sulfonil)-piperidin-4-il}-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

212

14{1-{4-cloro-bencenosulfonll)}-piperidin-4-i[}-8-metil-1 4-dihidro-
benzo{d][1,3Joxacin-2-ona

213

1{1{2,8-dicloro-bencenosulfonil)-piperidin-4-I}-8-metii-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

214

6-cloro-1-{1-(2,5-dicioro-bencencsulfonil)-piperidin-4-il}-1,4-dihidro-

benzo[d][1,3Joxacin-2-ona

1{1-{bifeni4-sulfonil)-piperidin-4-il}-1,4-dihidro-benzo[d][1 ,3joxacin-2-ona

‘*



216

14{1-{5-bromo-8-cloro-piridina-3-sulfonil}-piperidin-4-f}-8-cloro-1 .4.-dlhldm-
benzo[d][1,3loxacin-2-ona

217

8-cloro-1-{1-{4-cloro-bencenosulfonil)-piperidin-4-il]-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

218

8-cloro-1-{1-(2,8-dicloro-bencenosulfonif)-piperidin-4-il]-1, 4-d|h|dro-
benzo[d}{1,3]oxacin-2-ona

219

1{1-(bifenil-4-sulfonil)-piperidin-4-i]-8-metil-1,4-dihidro-benzo[d][1,3joxacin-2-cna

220

2-{4-(6-metil-2-oxo-4H-be! 1,3 n-1-1)-pi jina-1-sulfoni}-benzonitrilo

221

1{1-(2,5-dicloro-bencencsulfonil)-piperidin-<4-i-8-metii-1,4-dihidro-
benzo{d]|1,3]oxacin-2-ona_

1{1-(5-bromo-8-cloro-piridina-3-sulfonil)-piperidin-4--6-metil-1,4-dihidro-
benzofd][1,3]oxacin-2-ona

223

1{1-{4-cloro-bencenosulfonil)-piperidin4-il 6-meti-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

14{1<2,6-dicloro-bencencsulfonil)-piperidin-4-il}-6-metil-1,4-dlhidro-
benzo{d][1,3]Joxacin-2-ona

225

1{1-(3,5-dicloro-bencenosulfonii)-piperidin-<4-l}-6-metil-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

6-metil-1-{1{1-meti-1H-imidazor4-sulfonil)-piperidin-4-i}-1,4-dihidro-
benzofd][1,3joxacin-2-ona

227

1{1<{5-bromo-2,4-difluoro-bencenosulfonil)-piperidin-4-|-6-metil-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

1{1-(4—me|anoaulfonll—henoanosulfonll)-p|pendm-4-lll-1 4-dihidro-
benzo{d][1,Sjaxacin-2-ona

228

1{1-(1-meti-1H-imidazo4-sulfonlil)-piperidin-4-l}-1,4-dihidro-
benzo[d]|1,3]oxacin-2-ona

141«(5-bromo-2 4-d|ﬂuoro-bonocnosulfonll)—plperldln—4—ll]—1 4A-dlhidro-
benzo[d][1,3]oxacin-2-ona

231

1{1-{8-cloro-imidazo[2,1-bjtiazol-5-sulfonil)-piperidin<4-I-1,4-dihidro-
benzo[d][1.3]oxacin-2-ona

232

1{1-(4-etil-bancenosulfonll)-piperidin-4-I}-1,4-dihidro-benzo|d] 1, 3]oxacin-2-ona

1-[1-(banzo[b]tlofeno-3-aulfonll)-plpand|n-4-ﬂ]-1 ,4-dihidro-benzo[d][1,3Joxacin-2-

234

1-[1-(8-clom-lmlda:?2[2 ,1-bjtiazol-5-sulfonll)-piperidin-4-il}-8-metil-1,4-dihidro-
-ona_

1-[1-(4-sti-bencenosulfonil)-piperidin-4-I-8-metil-1,4-dihidro-benzo[d][1, 3joxacin-
2-ona

1-[1-(benzo{b]tiofeno-3-sulfonil)-piperidin-4-i-8-meti-1,4-dihidro-
benzo[d]{1,3]oxacin-2-ona

237

68-cloro-1-[1-(8-cloro-imidazof2, 1-bjtiazol-5-sulfonil)-piperidin4-il|-1,4-dihidro-
benzofd][1,3Joxacin-2-ona

g-cbrn-1-[1-(4-etll-boneanosuﬂ’oml)-plpond|n+lll-1 ,4-dihidro-benzo[d][1,3Joxacin-
-ona

111 -(henm[b]ﬁofano—.‘.’.—sutfonil)—piperldlnA—lI]—B—dom—1 /4-dihidro-
benzo[d][1,3]oxacin-2-ona

14{1-{8-cloro-imidazof2, 1-bltiazol-5-sulfonil)-piperidin-4-if}-8-metil-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

241

2—[1-(thbeneenouulfonll)-plpeﬂdm-d-lll-o-mohl-1 +4-dihidro-benzo[d}{1,3Joxacin-
-oha

1{1-{benzo[blticfenc-3-sulfonil)-piperidin-4-il-8-meti-1,4-dihidro-
benzo[d}{1,3]oxacin-2-ona




1-[1-(7-cloro-benzo[1,2,5]oxadiazol-4-sutfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1-[1-(2-metoxi-4-metil-bencanosulfonil)-piperidin-4-}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

Ester metllico del écido 3-{4-{4-(2-ox0-4H-benzo[d][1,3]oxacin-1-il)-piperidina-1-
sulfonill-fenil}-proplénico

1{1+2,4-dinitro-bencenasufonil)-piperidin-4-il}-1,4-dihidro-benzo[d][1,3Joxacin-2-
ona

1-[1-(7-cbro-bemo[1.2.5]ondiml-4-aulfoniT)-plporldln-4—il]-a-moﬂl-1 ,4-dihidro-
benzo[di1,3]loxacin-2-ona

3 % B 3 ¥ 3

11-(2-metoxi-4-metil-bencenosulfonil)-piperidin-4-i-8-metl-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

249

Ester metflico del &cido 3-{4-]4-{8-metl-2-oxo-4H-benzo[d][1, 3joxacin-1-Il}-

piperidina-1-sulfonil}-fenll)-propiénico

1-{1<(2,4-dInitro-bencenosulfonil)-piperidin-4-il}-8-metil-1,4-dihidro-

'benzofd][1,3]oxacin-2-ona

251

141-(7-cloro-benzo{1,2, 5joxadlazol-4-sulfonil)-piperidin-4-i-8-metil-1,4-dihidro-
benzo{d][1,3]oxacin-2-cna

1{142-metoxi-4-meti-bencenosulfonil)-piperidin-4-iI}-6-metil-1,4-dihidro-

behg[d]n ,Jjoxacin-2-ona _ _
r metilico del acido 3-{4-{4-(6-metil-2-oxo-4H-benzo[d][1,3Joxacin-1-il)-
piperidina-1-sulfonif}-fenil}-propiénico

254

1{1-2,4-dinitro-bencenosulfonil)-piperidin4-i-6-meti-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

255

6-cloro-1-{1-(7-cloro-benzo[1,2,5}oxadiazol-4-sulfonil)-piperidin-4-if-1,4-dihidro-
benzo[d][1 3]oxacin-2-ona '

256

6-cloro-1-[1-(2-metoxl-4-meti-bencenosulfonil)-plperidin-4-il-1,4-dihidro-
benzofd][1,3]oxacin-2-ona

257

Ester metllico del écldo 3-{4-{4-{6-cloro-2-oxo-4H-benzojd][1,3Joxacin-1-1)-
piperidina-1-sulfonil}-fenil}-propidnico

258

6-cloro-1-{1-{2,4-dinitro-bencenosulfonil)-piperidin-4-If-1,4-dihidro-
benzo[d][1,3joxacin-2-ona

259

6-cloro-1-[1-(1-meti-1H-imidazol-4-sulfonil)-piperidin-4-il--1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1-[1-(5-bromo-2,4-difiucro-bencencsulfonil)-piperidin-4-il|-6-cloro-1,4-dihidro-
1,3]oxacin-2-ona

261

8-metil-1-[1-{1-metll-1H-imidazol-4-sulfonil)-piperidin-4-il-1,4-dihidro-
1,3 in-2-ona

1{1-(5-bromo-2,4-difluoro-bencanosulfonil)-piperidin-4-I-8-metil-4,4-dihidro-
benzo{d][1,3]oxacin-2-ona

1{1-{benzo{bJtiofenc-2-aulfonil)}-piperidin-4-i]-8-meti-1,4-dihidro-

1,3 n-2-ona-

1{1-{benzo[b}tiofeno-2-sulfonil)-piperidin-4-I[-1,4-dihidro-benzo[d][1, 3joxacin-2-
ona

1{1-{benzo[bJticfeno-2-sulfonil)-piperidin4-il}-6-cloro-1,4-dihidro-
benzo{d][1,3joxacin-2-ona

1{1-(benzo[b}tiofeno-2-sulfonil)-piperidin-4-IF-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

267

; -{1-(2,5-dlfluoro-bencenosulfonil)-plperidin-4-il}-1,4-dihidro-benzo[d][1,3]loxacin-
-ona

1412, 5-difluoro-bencenosulfonil)-piperidin-4-I}-8-meti-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona




6-cloro-1-{1-(2,5-dfiuoro-bencenosulfonil)-piperidin-4-il--1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

270

14142, 5—dl||uoro-bencenosull’on||)-plpedd|n-4-|ll-0-mehl-1 4-dihidro-
banzo{d][1, 3joxacin-2-ona

271

141<{4-cloro-2, 5-dtﬂuoro-benoenosulfonll)—plpondm—4-ll]—1.4-d|hldro-
benzo[d][1,3Joxacin-2-ona

272

1{1{(4-cloro-2, 5-dIﬂuoro-bencenosulfoml)—plpandm—4—ll]—8—mat|l-1 4-dihidro-
benzo[d][1,3]oxacin-2-ona _

273

6-cloro-1{1-{(4-cloro-2, 5-dtﬂuoro-baneenosulfoml)—plpeﬂdm—4—ﬂ]—1 4-d|h|dro-
benzo{d][1,3]oxacin-2-ona

274

14{1-<{4-cloro-2, 5-difluoro-bencenosulfonil)-piperidin-4-i-6-metf-1,4-dihikiro-
benzo[d][1,3Joxacin-2-ona

275

1{1-(24,5-triflucro-bencenasulfonil)-piperidin-4-i}-1,4-dihidro-
benzo[d]{1,3]oxacin-2-ona

278

277

8-metil-1 -[1-(2 4,5-trifluoro-bencenosulfonil)-piperidin-4-il-1,4-dihidro-
in-2-ona

6-c|oro-1-[1-(2 4 5-mﬂuom-bencanosulfomll-plpeﬂdm-4-||]-1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

278

8-metil-1{1-(2,4,5-i 5-tnf|uoro-banoenosull’oml)-p|peﬂdm-4-||]-1 4-dihidro-
benzo[d][1,3Joxacin-2-ona

279

14143, 5-dIcloro-z-hldroxl-bencenoaulfoml)—plpaﬂdln—4-|ll-1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

1{1-(2,8-dlfluoro-bencenosulfonil)-piperidin-4-}-1,4-dihidro-benzojd][1, 3joxacin-
2-ona

281

1-{1-(2,6-difiuoro-bencenosulfonil)-piperidin-4-I-8-meti-1,4-dihidro-
benzo{d][1,3joxacin-2-ona

6-cloro-1{1-(2, 6-d|ﬂuoro-bencanosulfoml)-plpoﬁdm—4-ll]—1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

1{1-(2,6-difluoro-bencenosulfonil)-piperidin-4-i-6-metil-1,4-dihidro-
benzofd][1,3]oxacin-2-ona

284

14{1-{5-cloro-2,4-difluoro-bencanosutfonil)-piperidin-4-I-1,4-dihidro-
benzofd][1,3joxacin-2-ona

285

1{1-{5-cloro-2,4-difluoro-bencencsulfonil)-piperidin-4-i}-8-meti-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

287

6-cloro-1-{1-(5-cloro-2,4-dfiuoro-bencenosulfonil)-piperidin-4-i}-1,4-dlhidro-

benzo[t_i][1 ,3joxacin-2-ona

1-[1-(5-cloro-2,4-difluoro-bencencsulfonil)-piperidin-4-il|-8-metil-1,4-dihidro-
benzold][1,3]oxacin-2-ona

1-[1-(2-clom-beneonosulfonll)-p|per|dln-4-lll-1 ,A-dihidro-benzo[d][1, JJoxacin-2-
ona

289

1-[1-(2-cloro-bonoenosulfonll)-plperldm-4-|l}-8-mehl-1.4-d|hldro-
benzo{d]|1,3]oxacin-2-ona

200

6-cloro-1{1-(2-cloro-bencenasulfonil)-piperidin-4-il-1,4-dihidro-
benzo[d][1 Jjoxacin-2-ona

201

-[1-(2-c|om-bencanosulfonll)—plperidin—4—ll]—8-mlil—1 A-dihidro-
berzo{d][1,3 in-2-ona

202

8-cloro-1-[1-(2-naﬂalen-1-|l-atanoeulfonll)-p|pond|n-4-lll-1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

6-bromo-1-[1-(4-bromo-benconoaulfonll)-pnpondln—4—ll]-1 A-dihidro-
benzo[d]f1 in-2-ona

254

6-bromo-1-[1-(tolueno-4-sulfonil)-piperidin-<4-If}-1,4-dihiiro-benzo[d}[ 1, 3joxacin-2-
ona




8-bromo-1{1-(2,4-dimetil-bencenosulfonil)-piperidin-4-I}-1,4-dlhidro-
benzo[d][1,3Joxacin-2-ona__

6-bromo-1-[1-(2-naftalen-1-i -i-etanosulfonil)-piperidin-4-ii}-1,4-dihidro-
benzo{d][1,3]Joxacin-2-ona

207

6-brnmo-1-[1-(qumo||na-8-cu|fnml)-plpondm—4-||]-1 ,4-dihidro-benzo[d][1,3]oxacin-
2-ona

298

6-bromo-1{1-{5-cloro-3-metil-benzob}tiofenc-2-sulfonil)-piperidin-4-i-1,4-
dihidro-benzo[d][1,3]oxacin-2-ona

6-bromo-1-{1-{3-nitro-bencencsulfonil)-piperidin-4-i-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

8-bromo-1-{1-{naftaleno-1-sulfonll)-piperidin-4-i}-1 4-dihidro-benzo[d][1, 3]oxno|n-
2-ona

6—bromo-1-[1-(naﬂalono-z-nulfonll)-piperldln-4-|ll-1 ,4-dihidro-benzo[d][1,3joxacin-
2-ona

-(1-beneenosul|’oml—p|pedd|n-4-|l)-6-bmmo-1 /4-dihidro-benzo[d][1, 3joxacin-2-
ona

6-bromo-1-{1-{4-(4-bromo-fencxl)-bencencsulfonil}-piperidin-4-i}-1,4-dihidro-
benzofd][1.3Joxacin-2-ona

§§§§§

6—bmmo-1-[1-(1:ofeno-2—culfoml)—pipend|n-4-|ll-1 4-dihidro-benzo[d][1,3]oxacin-2-
ona

0-bmmo—1-[1-(2-moh|-5-nlhu—boncenosu|fonil)—pipeﬂdln—4-il]—1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

8-bromo-1-[1-(4-bromo-2, 5-dll|uoro-bencenoaulfonll)-plpeﬁdm-4—|ll-1 4-dihidro-
benzo[d][1,3Joxacin-2-ona

307

6-bromo-1-{1-(tolueno-3-sulfonil)-plperidin-4-il}-1 4—d|h|dm-benzo[dl1 Jjoxacin-2-
ona

308

8-bromo-1-[1-(5-ﬂuom-2-metll-boncanoaulfonIl)-plperldln-4-|I]-1 4-dihidro-
benzo[d][1,3]oxscin-2-ona

B-bromo-1-[1-(4—mpropom—benconosulbnll)—plpeﬁdln-4-ﬂ]-1 4-dihidro-
benzo[d][1,3 in-2-ona

310

6-bromo-1-[1-(3-cloro-bencenosulfonil)-piperidin-4-If-1,4-dihidro- .
benzo{d][1,3Joxacin-2-ona

311

6-bromo-1-{1-(3,4-dimetoxi-bencenosulfonil)-piperidin-4-Il}-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

312

6-bromo-1-(1-pentafiucrobencencsulfonlii-piperidin-4-)-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

13

8-bromo-1-{1-{4-cloro-2,5-dimetil-bencenosulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

314

6-bromo-1-[1-(3-metoxi-bencenosulfonil)-piperidin-4-il}-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

315

6-bromo-1-{1-(4-isopropil-bencenosulfonif)-piperidin-4-il}-1,4-dihidro-
benzo{d][1,3joxacin-2-ona

318

8-bmmo-1-[1-(4-ﬂuom-boncanoaulfoni)—plpeﬂdln—4-|ll-1 4-dihidro-
benzo[d[1,3]oxacin-2-ona

317

8-bromo-1-{1-(3-cloro-bancenosulfonil)-piperidin-4-l-1.4-dihidro-
benzo[d][1,3Joxacin-2-ona

318

6-bromo-1-{1-pentametilbencenosulfonil-piperidin-4-il)}-1,4-dlhidro-
benzo[d][1,3Joxacin-2-ona

319

6-bromo-1-{1-{2-nitro-bencenosulfonil)-piperidin-4-il}-1,4-dIhidro-
benzofd][1,3Joxacin-2-ona

6—brumo-1-[1-(4-dom-3-mtro—bancanoauﬂ'oml)—p|pendln-4-lll-1 4-dihidro-
benzofd][1,3]oxacin-2-ona

g0°/



6-bromo-1-{1-(5-dimetilamino-naftaleno-1-sulfonil)-piperidin-4-if|-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

8-bromo-1-{1-(4-nitro-bencenosulfonil)-piperidin-4-1}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1-[1-(4-acotll-bencanosulfonll)-plperldln-4-lll-8-bromo-1 4-dihidro-
be 1,3]oxacin-2-ona

6-bromo-1-{1-{4-metanosulfoni-bencencsulfonil)}-piperidin-4-I-1,4-dihidro-
benzo[d]{1,3]oxacin-2-ona

5 8 B K B

1{1-(bifenll-4-sulfonil)-piperidin-4-il|-6-bromo-1,4-dihidro-benzo[d][1,3Joxacin-2-
ona

326

6-bromo-1-{1-feniimetanosulfonil-piperidin-4-ll)-1,4-dihidro-benzo|d][1,3]oxacin-2-
ona

327

6-bromo-1{1-{2,5-dimetoxi-bencencsulfonil)-piperidin-4-i-1,4-dlhidro-
benzofd][1,3Joxacin-2-ona

328

6-bromo-1-{1{2-(2,2,2-trifluoro-acetll}-1,2,3,4-tetrahidro-isoquinolina-7-sulfonil}-
plperidin-4-i}-1,4-dihidro-benzofd][1,3]oxacin-2-ona

329

6-bromo-1{1-(2,3-dicloro-bencencsulfonil)-plperidin-4-il}-1,4-dihidro-
benzo{d][1,3Joxacin-2-ona

6-bromo-1-{1<(2,4, 5-fricloro-bencenosulfonil)-piperidin-4-l}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

331

6-bromo-1-{1-(5-bromo-2-metoxi-bencenosulfonil)-piperidin-4-i}-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

332

6-bromo-1-{1-{4-trifluorometoxi-bencenosuifonil)-piperidin-4--1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

333

8-bromo-1-[1-(2-nl|'.ro-4-triﬂuorumeﬂI-benoenosulfoml)—plpendln-4-lll-1 4-dihidro-
benzo[d][1,3Joxacin-2-ona

334

6-bromo-1{1-{3-lucro-bencenosulfond)-piperidin-4-if|-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

335

8-bromo-1{1-{2,4-dIcloro-bencencsulfonil)-piperidin-4-I-1,4-dlhidro-
benzofd][1,3Joxacin-2-ona

336

6-bromo-1{1-(2,4,8-trimetil-bencencsulfonil)-piperidin-4-Il}-1,4-dihidro-
benzofd][1,3joxacin-2-ona

337

6-bromo-1-{1-(2-triflucrometil-bencencsulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

338

8-bmmo-1-[1-(2-bromo-benoenoaulfonll)-p|pendln-4-lll-1 4-dihidro-
benzo[d][1,3Joxacin-2-ona

6-bromo-1{1-{4-metoxi-2,3 B-Mnntll-bancanosulfonll)-plpondln-4—|ll-1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

1413, 5-d|cloro-4-hldmn-beneanosulfonll)-p|por|d|n-4-|ll-1 4-dihidro-
1,3loxacin-2-ona

14{1-(3,5-dicloro-4-hidrox-bencenosulfonil)-piperidin-4-i}-8-metil-1,4-dihidro-
benzo[d][1,3joxacin-2-ona

6-cloro-1-{1-(3,5-dicloro-4-hidrox-bencenosulfonil)-piperidin-4-il}-1,4-dihidro-
benzo{d][1,3Joxacin-2-ona

1{1<(3,5-dicloro-4-hidroxi-bencenosuifonil)-piperidin-4-il-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

6-bromo-1-{1-(3,5-dicloro-4-hidraxi-bencenosulfonll}-piperidin-4-i}-1,4-dihidro-
benzojd][1,3joxacin-2-ona

6-cloro-1-{1-(3,5-dicloro-2-hidroxi-bencencsulfonil)-piperidin-4-il}-1,4-dihidro-
benzold][1,3joxacin-2-ona

5 B & 5 8 ¥ B 8

6-bromo-1-{1-(3,5-dicloro-2-hidroxi-bencenosulfoni)-piperidin-4-il|-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

§17



347

2{4-(8-bromo-2-oxo-4H-benzold][1 ,Jjoxacin-1-il}-piperidina-1-sulfonil}-
benzonitrilo

B-bromo-1-[1-(4-meto:d-hencanosulfonll)-plpendln-4-lll-1 4-d|h|dm-
benzo{d][1,3Joxacin-2-ona

Ester metilico del acido 2-{4-(6-bromo-2-ox0-4H-benzo[d][1,3]oxacin-1-il)-
piperidina-1-sulfonil}-benzoico

s-bromo-1-[1-(3-tr|ﬂuorunntll-bencanosulfon|l)-p|porldln-4-lll-1 4-dihidro-
benzojd]|1,3Joxacin-2-ona

351

6-bromo-1-{1-(2-0x0-2H-cromeno-8-sulfonll)-plperidin-4-i}-1,4-dihidro-
benzold][1,3]oxacin-2-ona

352

6-bromo-1-[1-(3, Hﬂom—bencenosulfoml)—mpoﬁdln—il—ll]d 4-dihidro-
benzo[d][1,3Joxacin-2-ona

8-bromo-1-[1-(2, 5-dlclom-beneenonulfonll)—p|pendm-4-|ll-1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

6-bromo-1-[1-(5-bromo-8-cloro-piridina-3-sulfonil)-piperidin-4-l-1,4-dihidro-
benzo|d][1,3Joxecin-2-ona

6-bromo-1-[1-(4-cloro-bencenocsulfonil)-piperidin-4-il}-1,4-dihidro-
1,3Joxacin-2-ona

6-brome-1-{1-(2,8-dicloro-bencencsulfond)-piperidin-4-If-1,4-dihidro-
benzo{d][1,3Joxacin-2-ona

357

8-bromo-1-{1-(1-metil-1H-imidazol-4-sulfonil)-piperidin-4-if}-1,4-dlhidro-
benzo{d][1,3Joxacin-2-ona

358

6-bromo-1-{1-(6-bromo-2,4-difiuoro-bencenoaulfonil)-piperidin-4-i}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

8-bromo-1-1-{4-etil-bencenosulfonil)-piperidin-4-il}-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

6-bromo-1-{1-(6-cloro-imidazo(2, 1-bftiazol-5-sulfonil)-piperedin-4-il}-1,4-dlhidro-
benzo[d}{1,3]oxacin-2-ona

1-{1-(benzoblticfeno-3-sulfonil)-piperidin-4-il|-6-bromo-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

8-bromo-1-[1-{7-cloro-benzo[1,2, 5joxadiazol-4~sulfonll)-piperidin-4-il]-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

6-bromo-1-{1-(2-metoxi-4-metil-bencencsulfonil)-piperidin-4-il-1,4-dihiiro-
benzo[d][1,3]Joxacin-2-ona

Ester metilico del écido 3-{4-]4-(8-bromo-2-axo-4H-benzo[d][1,3)oxacin-11)-
ridina-1-sulfonil}-feni 6Bnico

6-bromo-1-{1-(2,4-dinitro-bencenosulfonil)-piperidin-4-i}-1,4-dihidro-

benzo[d][1,3]oxacin-2-ona

1-[1-(benzo[b]hofano-z-nulloml)-plporldm-4-l|]-8—brnmo-1 4-dihidro-
benzo[d][1,3Joxacin-2-ona

-8-bromo-1-[1-(2,5-difluoro-bencenosulfonil)-piperidin-4-if}-1,4-dihidro-
benzo[d][1,3joxacin-2-ona

8-bromo-1-{1-{4-cloro-2,5-difluoro-bencenosulfonil)-plperidin-4-i[|-1,4-dihidro-
benzo[d][ 1,3]oxacin-2-ona

B B 8 & F ¥ BB Y E

6-bromo-1-{1-(2,4,5-trifluoro-bencenosulfonil)-piperidin-4-il-1,4-dihidro-
benzo[d]{1,3]oxacin-2-ona

6-bromo-1-{1-(2,8-difluoro-bencenosulfonil)-piperidin-4-i-1,4-dihidro-
benzo|d][1,3]oxacin-2-ona

an

6-bromo-1-{1-(5-cloro-2,4-diflucro-bencenosulfonil)-plperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

372

8-bromo-1-{1-(2-cloro-bencencsulfonil)-piperidin-4-i}-1,4-dihidro-

benzo{d][1,3]oxacin-2-ona

i

r-



73

8-bromo-1{1-(2,3,4-trifluoro-bencencsulfonil)}-piperidin-4-l}-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

374

N-{4-{4-(6-bromo-2-oxo-4H-benza[d][1, 3]m:adn-1-l|)-p|perldlna-1-sulhml]—2—cloro—
fenll}-acetamida

ars

1{1-(2,3,4-triflucro-bencencsulfonil)-piperidin-4-i}-1, 4-dlh|dro-
benzo[d]|1,3]oxacin-2-ona

a7e

8-metil-1{1-(2,3,4-trifluoro-bencenosulfonll)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

377

8-cloro-1{1(2;3 4-1nﬂuoro-benoenoeutfonll)-plpedd|n-4-|u-1 4-dihidro-
benzo[d][1,3Joxacin-2-ona

378

6-meti-1{1{2,3 4-triﬂuoro-beneenosulfonII)-pIperldIn-4-iI]-1 4-dihidro-
benzo[d]|1,3joxacin-2-ona

379

N-{2-cloro-4-{4-({8-metil-2-oxo-4H-benzo[d][1 3]0xac1n-1-||)-plpeﬂdlna—1-aulfoml]—
fenil}-acetamida

1-[1-(3,4-difluoro-bencenosulfonil)-piperidin-4--1 ,4-dihidro-benzo[d][1, 3]oxacin-
2-0na

381

1-]1-{3,4-dlfluoro-bencencsulfonil)-piperidin-4-i-8-metil-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

8-cloro-1-{1-(3, 4-d|ﬂuoro-bencanosulfoml)-plpeddln—4—ll]—1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

1-{1<3,4-difluoro-bencenosulfonil)-piperidin-4-i-8-meti-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

6-bromo-1-{1-(3,4-difluoro-bencenosuifoni)-piperidin-4-f}-1,4-dlhidro-
benzo{d]|1,3Joxacin-2-ona

N-{2-cloro-4-[4—(8-mehl-2—oxo—4H—berm[d][1 ,3Joxacin-1-il)-piperidina-1-sulfonil} |
fenil}-acetamida

141<{2-cloro-4, 5-d|ﬂuoro-bencanosulfnnil)-plper|dln-4-il]-1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

1{1-(2-cloro-4, 5-d:ﬂuoro-banoanoaulfonll]-plperldm-44l]-8—m¢hl—1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

6-cloro-1-{1-(2-cloro-4, 5-diflucro-bencanosulfonil)-piperidin-4-il}-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

1-[1-(2-cloro-4,5-difluoro-bencanosulfonil)-piperidin-4-il-8-metil-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

(73]
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8-bromo-1{1-(2-cloro-4, 5-drﬂu6m-beneanosulfonll)—plpen&n—4-lll-1 4-dihidro-
benzo{d][1,3)oxacin-2-ona

391

N-{2-cloro-4{4-(2-oxo-4H-benzo[d][1 3]omn-1-|l)-plperldlna-1-aulfonlll-faml}-
acetamida

382

14{1-(benzof1,2 5]mmdml-4-sulfonll)—piperidin—4—il]—1 4-dihidro-
benzo[d][1,3joxacin-2-ona

1{1-(benzo[1,2,5]oxadlazol-4-sulfonil)-piperidin-4-1]-8-meti-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

384

1{1-(benxo[1,2,5]oxad|azol-4-sulfonil}-piperidin-4-i}-8-cloro-1,4-dihidro-
benzo[d]]1,3joxacin-2-ona

141-(benzo[1,2 5]oxadI-|I-4-lull’on|I)-plpelidln-4—II]-8-mot|I-1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

396

1-{1-{benzo[1,2,5]joxadiezol-4-sulfonil)-piperidin-4-il|-6-bromo-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

397

N-{2-cloro-4-{4-{6-cloro-2-oxo-4H-benzo[d][1,3]oxacin-1-1) l)-piperidina-1-sulfonil}-
fenill-acetamida

11-(benzo[1 .2.5]t|ad||-4—aulfonil)—plpeﬂdln-4—ll]—1 J-dihidro-
benzo[d][1,3]oxacin-2-ona

HI?



388

111<(benzo[1,2,5]tiadiazol4-sulfonil)-piperidin-4-I}-8-meti-1,4-dihidro-
benzofd][1,3]oxacin-2-ona

1{1{benzo[1,2 ﬂﬂadlazol-4—eulfoml)-plperldh—4-ll]—8—cloro—1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

401

1{1<{benzo[1,2,5]tiadiazol-sulfonil)}-piperidin-4-i}-8-metil-1,4-dihidro-
benxofd][1,3]oxacin-2-ona

14{1-(benzo[1,2 5]tladlazo|-4-culfonll)-plpeﬁdh—4—nl]—6—bromo—1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

1-{1-etanosulfonil-piperidin-4-if-8-metil-1,4-dihidro-benzo{d][1 3]oxacin-2-ona

14{1-(2,4-difluoro-bencenosulfonil}-piperidin-4-il}-1,4-dihidro-benzo[d][1,3]oxacin-
2-ona

1{1-{(2,4-difluoro-bencenosulfonil)-piperidin-4-}-8-meti-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

6-cloro-1-{1-(2,4-dfiuoro-bencencsulfonil)-piperidin-4-}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1{1<2,4-difluoro-bencencsulfonil)-piperidin-4-li}-8-metil-1,4-dihidro-

g & 3§ 8 5 g &

benzo[dJ4,3loxacin-2-ona

8-bromo-1-{1-(2,4-difluoro-bencencsulfonil)-piperidin-4-I]-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

8-metil-1-{propano-2-sulfonil)-piperidin-4-il}- 1, 4-dihidro-benzo{d)[1 3]oxacln-2-ona

410

1{1<(3,4-dicloro-bencenosulfonil)-piperidin-4-il-1,4-dihidro-benzo[d][1,3]oxacin-2-
ona

411

1{1-(3,4-dicloro-bencencsulfonil)-piperidin-4-I}-8-meti-1,4-dinidro-
benzo[d][1,3]oxacin-2-ona _

412

8-cloro-141-(3,4-dicloro-bencenosulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

413

141<3.4-dicloro-bencenosulfonil)-piperidin-4-i-6-metil-1,4-dihidro-
benzo[d]|1,3Joxacin-2-ona

414

6-bromo-1-{1-(3,4-dicloro-bencencsulfonil)-piperidin-4-Il-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

415

8-metil-1{1-(propano-1-sulfonil}-piperidin-4-i}-1 thndm-benzo[dln JJoxacin-2-
ona

416

1-[1-(2-c|om-6-meti|—bencenosulfonil)—pipeﬂdln-4—lr]-1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

417

1{1-(2-cloro-8-meti-bencenosulfoni)-piperidin-4--8-meti-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

418

6-cloro-1-{1-(2-cloro-8-metil-bencencsulfonil)-piparidin-4-Il}-1,4-dihidro-
benzojd][1,3]oxacin-2-ona

418

1-[1-(2-clom-8-met|l-bencanoeulfonll)—plpeﬂdln-4—ll]—8—mcﬂl—1 4-dlhidro-
benzo[d][1,3]oxacin-2-ona

420

1{1(2-cloro-8-metil-bencencsulfonil)-piperidin-4-il-6-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-cna

421

8-metil-1-{1(2,3,5 B-tetramcﬂl-benoenosulfoml)-plpeddlnﬂl]-1 4-dihidro-
benzo[d][1,3Joxacin-2-ona

422

1{1-2,3,4-tricloro-bencencsulfonil)-piperidin-4-il}-1,4-dihidro-benzo[d][1,3]oxacin-
2-ona

423

8-metil-1-{1-(2,3,4-tricloro-bencenosulfonil)-piperidin-4-Ii-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

424

8-cloro-1{1-{2,3,4-tricloro-bencenosulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

425

6-metil-1-{1-(2,3,4-tricloro-bencenosulfoni)-piperidin-4-il-1,4-dihidro-
benzo[d][1.3]oxacin-2-ona

'L\ 3



426

427

6-bromo-1{1<(2,3,4-tricloro-bencenosulfonll)-piperidin-4-il}-1,4-dihidro-

| benzo[d][1,3]oxacin-2-ona

141<(2,3,5,8-tetrametil-bencenosulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

428

1{1{tiofeno-3-sulfonll)-piperidin4-i}-1 4-dihidro-benzo[d]| 1, 3joxacin-2-ona

429

B—nuhl-1-[1-(ﬂofano-3-suﬂbnll)-plperldln-4-lll-1 4-dlhidro-banzo[d][1,3]oxacin-2-
ona

6-c|oro-1 -[1-(ﬂ0fen0-3-eulfonll)—plperldln—4—ll]—1 ,4-dihidro-benzofd][1,3]oxacin-2-

431

6-meti|-1-[1-(t|u|’ono-3-sulfonll)-plpuldln—4—ll]—1 .4-dihidro-benzo{d][1,3]oxacin-2-
ona

432

8-bromo-1-{1-{tiofeno-3-sulfonll)-piperidin-4-il}-1,4-dihidro-benzo[d][1,3]oxacin-2-
ona

433

6-cloro-1{1-(2,3,5,6-tetrametiFbencenosulfonil)-piperidin<4-[-1,4-dihidro-
banzo{d][1 3Joxacin-2-ona

434

14{1-(2,4,6-tricloro-bencenosulfonil}-piperidin-4-il}-1,4-dihidro-benzo[d][1,3]Joxacin-
2-ona

435

8-metil-1-{1 -(2.4.8-tricloro-benoenosuﬁil)—piporidin—4—il]-1 A-dihidro-
benzo|d][1, Jjoxacin-2-ona

6-cloro-1-{1-(2,4,6-ricloro-bencenosulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

437

@-metil-1-{1-(2,4,8-tricloro-bencenosulfonil)-piperidin-4-i-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

438

6-bromo-1-{1-(2,4,6-tricloro-bencenosulfonil)-piperidin-4[}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

439

8-metil-1{1(2,3,5,6-tetrametii-bancenosulfonil)-piperidin-4-}-1, 4-dihidro-
benzofd][1,3]oxacin-2-ona

1{1(2-bromo-4,6-difiuocro-bencencsulfonil)-piperidin-4-il-8-meti--1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1{1-(2-bromo-4, a-dlﬂuoro-benoanosulfonll)-plpeddlnA-II]-B-cloro-1 4-dihidro-
benzo{d][1,3joxacin-2-ona

1{1-(2-bromo-4, B-diﬂuoro-banoenosulfoml)-plpendlﬁlll-a-mehl-1 4-dihidro-
benzo{d][1,3]oxacin-2-ona

6-bromo-1-{1-(2-bromo-4,6-difiuoro-bencenosulfonil)-piperidin-4-il}-1,4-dihidro-
benzo{d][1,3loxacin-2-ona

8-bromo-1-{1-(2,3,5,6-tetrametil-bencenosulfonil)- piperidin-4-TF-1,4-dihidro-
benzo[d]|1,3Joxacin-2-ona

1-[1-(4-bromo-2-|nﬂuorumtou|—benoenosulfonil)—pipeﬂdln—4—ll]—1 JA-diidro-
benzo[d][1,3Joxacin-2-ona

1-[1-{4-bromo-2-trifluorometoxi-bencenosulfonil)-piperidin-4-if-8-meti-1,4-dIhidro-
benzo[d][1,3]oxacin-2-ona

1-[1-(4-bromo-2-1:1|‘|uommeto:l—benoenoculfon|I)-p|pend|n-4-||]-6-doro-1 4
dihidro-benzo[d][1,3]oacin-2-ona

1-{1-{4-bromo-2-trifluorometoxi-bencencsulfonil)-plperiin-4-i[}-8-metil-1,4-dihidro-
benzo]d][1,3]oxacin-2-ona

450

6-bromo-1-[1-(4-bromo-2-trifiucrometoxi-bencencsulfonil)-piperidin-4-il}-1,4-

dihidro-benzo[d][1,3Joxacin-2-ona

1{1-{4-fenoxi-bencenosulfonil)-piperidin-4-il}-1,4-dihidro-benzo[d][1,3]oxacin-2-
ona

451

14143-bromo-bencenosulfonil)-piperidin-4-l}-1,4-dihidro-benzo[d][1,3Joxacin-2-
ona

141-{3-bromo-bancenosulfonil)-piperidin-4-il}-8-metil-1, 4-dihidro-



benzo[d]{1,3]oxacin-2-ona

453

14{1-{3-bromo-bencenosulfonil)-piperidin-4-i}-8-cloro-1,4-dlhidro-
benzo{d][1,3]oxacin-2-ona

1-{1<{3-bromo-bencenosulfonil)-piperidin-4-il-8-metil-1,4-dihidro-
benzo{d][1,3joxacin-2-ona

6-bromo-1-{1-{3-bromo-bencenosulfonil)-piperidin-4-il}-1,4-dlhidro-
benzo{d][1,3Joxacin-2-ona

8-metil-1-[1-(4-fenoxi-bancenosulfonil)-piperidin-4-il}-1,4-dihidro-
benzofd][1 3Joxacin-2-ona

1-[1-(4-terc-butil-bencenosulfonil)-piperidin-4-i}-1 4-dihidro-benzo[d][1,3]oxacin-
2-ona

1-[1-(4-terc-buti-bencenosulfonil)-piperidin-4-Il-8-metii-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

1-[1{4-terc-buti-bencenosulfonil)-piperidin-4-I-6-cloro-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

1-{1{4-terc-buti-bencencsulfonil}-piperidin-4-i}-6-metil-1,4-dihidro-
benzofd][1,3joxacin-2-cna

8-bromo-1-{1-(4-terc-buti-bencencsulfonll)-piperidin-4-Il-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

6-c|orn-1-[1-(4-10no:d-bencenosulfonll)—plpeﬂdln—4—ll]—1 4-dihidro-
1,3]oxacin-2-ona

1-[1-(2-bromo-4,6-difluoro-bencencsulfontl)-piperidin-4-l}-1,4-dihidro-
benzo[g]n JJoxacin-2-ona

1-[1-(2-metanoeulfonil-bencenosutfonil)-piperidin4-i-8-metil-1,4-dihidro-
benzo[d][1,3joxacin-2-ona

6-c|oro-1-[1-(2-maianosul|’oml-bonoenosuIfoml)-plpendln-d-lll-1 4-dhidro-
benzo[d][1,3]oxacin-2-ona

14{1-<(2-metanosulfonii-bencenosuffonil)-piperidin-4-il}-8-metil-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

§§§§§E§§§§§E§E§

8-bromo-1-[1-(2-metancsulfonii-bencencsulfonll)-plperidin-4-if}-1,4-dihidro-
benzofd][1,3]oxacin-2-ona

a-mahl-1-[1-(4-propll-bmnosulfoml)-p|pandm-4-ll]-1 4-dihidro-
benzo{d][1,3]oxacin-2-ona

4489

470

8-cloro-1-{1-(4-propil-bencenosulfonil)-piperidin-4-il}-1,4-dihidro-

| berzold]}1,3joxacin-2-one

6-metl-1-{1-(4-propil-bencenosulfonil)-piperidin-4-I}-1,4-dihidro-
benzo[d][1,3joxacin-2-ona

471

6-bromo-1-{1-(4-propil-bencenoeuifonil)-piperidin-4-I-1,4-dihidro-
benzo[d][1, 3Joxacin-2-ona

472

1-{1{3-cloro-2-metil-bencencsulfonil)-piperidin-4-F-8-meti-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

473

6-cloro-1{1-(3-cloro-2-metil-bencenosulfonil)-piperidin-4-il}-1,4-dihkiro-
benzo[d]{1,3]oxacin-2-ona

474

1-{1{3-cloro-2-metiF-bencenosulfonil)-piperidin-4-iT-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

475

8-bromo-1-[1-{3-cloro-2-metil-bencencaulfonil)-piperidin-4-}-1,4-dIhidro-
benzo[d]]1,3]oxacin-2-ona

476

1{1-(4-buti-bencenosulfonil)-piperidin-4-il}-8-metil-1,4-dlhidro-
benzo[d][1,3Joxacin-2-ona

477

1-[1-(4-butit-bencenosulfonil)-piperidin-4-il-6-cloro-1,4-dihidro-
benzo[d}{1,3]oxacin-2-ona

478

1{1-(4-butil-bencenosulfonil)-piperidin-4-if-6-metil-1,4-dihidro-

YK



benzo[d][1,3]oxacin-2-ona

479 |6-bromo-1-{1-(4-butll-bencencsulfonil)-pipesidin-4-Il-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona __

480 | 1{1<{4-bromo-3-metil-bencenocsulfonil)-piperidin-4-i}-8-metil-1,4-dihidro-
benzo{d][1,3Joxacin-2-ona

481 | 1{1-{(4-bromo-3-metil-bencenosulfonll)-piperidin-4-Il}-8-cloro-1,4-dIhidro-
benzo[d][1,3]oxacin-2-ona _ e

482 | 14{1-{4-bromo-3-metil-bencenosulfonil)-piperidin-4-il|-8-metil-1,4-dihidro-
benzo[d}{1,3]oxacin-2-ona —

483 | 6-bromo-1{1-(4-bromo-3-metil-bencenosulfonil)-piperidin-4-Il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

484 | 1{1{4-(1,1-dimetd-propil}-bencenosulfonil}-piperidin-4-il}-8-metil-1,4-dihidro-
benzofd][1,3Joxacin-2-ona -

485 |6-cloro-1-{14{4-(1,1-dimetil-proplil}-bencencsulfonil}-piperidin-4-il-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

488 | 1-{1-[4{(1,1-dimetil-propil)}-bencenosulfonil}-piperidin-4-i}-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona _ _ _ _

487 | 6-bromo-1-{1{4-(1,1-dimetil-propil}-bencenosulfonil}-pliperidin-4-[}-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona _

488 | 1-(1-etanceulfonil-piperidin-4-il}-8-metil-1,4-dihidro-benzo[d][1,3]Joxacin-2-ona

488 |Acido 3{4-(8-metil-2-oxo-4H-benzo[d][1,3]oxacin-1-i}-piperina-1-sulfonill-
benzoico

480 |Acido 3{4-{8-metil-2-oxo-4H-benzo[d]1,3]oxacin-1-i-piperina-1 -gulfonil}-
benzoico

491 |Acido 3-{4-(6-bromo-2-axo-4H-benzo[d][1,3Joxacin-1-[}-piperina-1-sulfonil}-
benzoico

492 | 14{1-(3-cloro-2-fluoro-bencenosulfonll)-piperidin-4-l-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona _

483 |6-cloro-1{1-(3-cloro-2-fiuoro-bencencsulfonll)-plperidin-4-i}-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona _ _ _

484 | 1{1-{3-cloro-2-fluoro-bancenosulfonil)-piperidin-4-il}-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona _

485 | 8-bromo-1-{1-(3-cloro-2-fluoro-bencenosulfonil)-plperidin-4-il}-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

4968 | N-{4-metil-5-[4-(8-metll-2-oxo-4H-benzo|d][1,3]oxacin-1-l)-piperdine-1-sulfonil}-
tiazol-2-l}-acetamida _ :

497 | NH{5]4-(6-cloro-2-oxo-4H-benzo[d][1,3]oxacin-1-il}-plperidina-1-sulfonil-4-meti-
tiazol-2-[}-acetamida _ _

488 | N-{4-metil-5-[4-(8-metil-2-oxo-4H-banzo{d][1,3]oxacin-1-I}-piperidina-1-sulfonil]-
tiazol-2-if}-acetamida _

499 | N-{5{4-(6-bromo-2-oxo-4H-benzo[d][1,3]oxacin-1-l)-piperidina-1-sulfonil4-metil-
tiazol-2-I}-acetamida _

600 | 141-(2-bromo-4-fiuoro-bencencsulfonil)-piperidin-4-Il}-8-metil-1,4-dihidro-
benzo[d}{1,3]oxacin-2-ona__ .

501 | 1-{1-(2-bromo-4-fluoro-bencencsutfonil)-piperidin-4-li}-8-cloro-1,4-dIhidro-

1 n-2-ona

502 | 1{1-(2-bromo-4-fluoro-bencenosulfonil)-piperidin-4-l}-8-metil-1,4-dlhidro-
benzo{d][1,3joxacin-2-ona _

503 |6-bromo-1-{1-{2-bromo-4-fluoro-bencencsulfonll)-plperidin-4-if}-1,4-dihidro-
benzo[d][1,JJoxacin-2-ona _ _

504 | 11-5-cloro-2-flucro-bencenosulfonil)-piperidin-4-i]-8-metil-1,4-dfhidro-

benzo[d][1,3]oxacin-2-ona

N7



\

6-cloro-1-{1-{5-cloro-2-fluoro-bencenosulfonil)-piperidin-4-}-1,4-dthidro-
benzo[d][1,3]oxacin-2-ona

1-[1-(5-cloro-2-ﬂuoro-benconoaull’on|I)-p|pend|n-4-I|]-B-metll-1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

507

6-bromo-141-{5-cloro-2-flucro-bencencsulfonil)-piperidin-4-il-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

1-{1-{4-bromo-3-trifiuorometi-bencencsulfonil)-piperidin4-i-8-meti-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1-[1-(4-bmmo-3-ﬁ1ﬂuommeﬂl—bencanosulfaml)—p|pend|n+ll]-a-dom-1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

510

1-{1-(4-bromo-3-trifiucrometi-bencencsulfonil)-piperidin-4-il|-6-meti-1,4-dihidro-
benzo[d]{1,3]oxacin-2-ona

511

0-bromo-1-[1-(4-bromo-3-tnﬂuoromeﬂl—bencanosulfonII)-plpandm-4-II]-1 4-dihidro-

benzo[d][1 ,Jjoxacin-2-ona

512

1-[1-(2-metanosulfoni-bencencsaulfonil)-piperidin-4-il-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

513

1-{1-(4-propil-bencenosulfonil)-piperidin-4-il-1,4-dihidro-benzo[d][1, 3Joxacin-2-
ona

514

14{1<{3-cloro-2-metil-bencencsulfonil)-piperidin-4-if]-1,4-dihidro-
benzo[d])[1,3]oxacin-2-ona

515

516

1-[1-(4-buﬂ|-benoanosulfonlltm‘gﬁdin—4-il]:1,4-d|hldro-banzo__[g][1,§]oxacin-2-ona
1-{1-{4-bromo-3-metil-bencenosulfonll)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

517

14{1{4-(1,1-dimetil-propil}-bencenosulfonif}- pipertdin-4-i}-1,4-dihidro-
benzo{d][1,3loxacin-2-ona

518

N-{4-metil-5{4-(2-oxo-4H-benzo{d][1, 3]omn-1-ll)-p|pend|na-1-sulfun|ll-tml-2-
il}-acetamida

519

1-{1-(3-cloro-2-fluoro-bencenosulfonil)-piperidin4-il}-1,4-dihidro-
benzo[d]{1,3]oxacin-2-ona

1-[1-(2-bromo-4-fluoro-bencenosulfonil)-piperidin-4-Il-1,4-dlhidro-
benm[gm Jjoxacin-2-ona

521

-[1-(4-bmmo-3-h1ﬂuommsﬂl-bencanosulfoml]—plperldln—4—ll]—1 4-dihidro-
1,3]oxacin-2-ona

1-]1-(5-cloro-2-fiuoro-bencenosulfonii)-piperidin-4-iJ-1,4-dihidro-

benzo[d][1,3]oxacin-2-ona

523

1{1-(isoquinolina-5-sulfonil)-plperidin-4-If-1,4-dihidro-benzo{d][1,3]oxacl

8-fluoro-1-{1-{2-metanosulfonil-bencenoaulfonif)-piperidin-4-il-1, 4-d|h|dm-
benzo[d][1,3]oxacin-2-ona

6-flucro-1-{1-{4-propil-bencenosulfonil)-piperidin-4-il-1,4-dlhidro-
benzo[d][1,3loxacin-2-ona

1-[1-(3-cloro-2-met|l-boncanoouIfonll)-plpeﬂdln-4-|I]-8-ﬂuoro-1 4-dihidro-
benzo[d][1,3Joxacin-2-ona

527

1{1{4-butil-bencengsulfonll)-piperidin-4-1[1-8-fluoro-1,4-dihidro-
benzofd][1,3]oxacin-2-ona

528

1{1-(4-bromo-3-metil-bencencseulfonil)-piperidin-4-}-6-fluoro-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

14{144-(1,1-dimetll-propil}-bencenosulfonil}- piperidin-4-il}-8-fluoro-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

N-{5-{4-(8-fluoro-2-oxo-4H-benzo[d)[1,3]oxacin-1-il}-piperidina-1-sulfoniF-4-meti-
tiazol-2-l}-acetamida

531

1{1-{3-cloro-2-fluoro-bencenoeulfonif)-piperidin-4-iF-8-fiuoro-1,4-dihidro-

benzo[d][1,3]oxacin-2-ona




532

1-[1-(2-brnmo-4-ﬂuoro—beneanosu|fonﬁ)—pipeﬂdln—4—il]—8—ﬂuom—1 4-dihidro-
nzo[d][1,3]oxacin-2-ona

533

1-[1-(4-brurno-3-t1ﬂuomnwﬂl-beneanouuﬂonll)—p|poﬁd|n+lu-e-ﬂuoro-1 4-dihidro-
be 1 3]oxacin-2-ona

534

1{1-(5-cloro-2-flucro-bencenosulfonil)-piperidin-4-il-8-fluoro-1,4-dihidro-
benzofd][1,3joxacin-2-ona _

6—ﬂuom-1-[1-(|loqulnollna-5-culfonll)-plper1d|n-4—lll-1 4-dihidro-
1,3]oxacin-2-ona

6-fluoro-1-{1 -(qulnolina-B-culfonlI)-pIpeﬁdin—d—ll]—1 A-dihidro-benzo{d][1,3Joxacin-
2-ona

637

1{1-(5-cloro-3-metil-benzofb]ticfenc-2-sulfonil|-piperidin-4-il]-8-fiuoro-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

——

6-fluoro-1{1-(naftalenc-1-sulfoni)-piperidin-4-i|-1 A-dihidro-benzo[d][1,3]oxacin-
2-ona

6-fluoro-1-{1-{naftaleno-2-sulfonil)-piparidin-4-il-1 /4-dihidro-benzo{d)[1,3Joxacin-
2-ona

14{1-(benzo[bltiofeno-2-sulfonil)-piperidin-4-I-6-fluoro-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

541

1-{1-(benzolbltiofeno-3-sulfonil)-piperidin-4-if}-8-fluoro-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

8-meto:d-1-[1-(qu|no||na-8-su|fonl|)-plpedd|n-4—|l]-1 ,4-dihidro-benzo[d}1,3]oxacin-
2-ona

1{145—cbm-3—md1kbenzo[b]ﬂofeno—2—sulfonll)—plporilin+iﬂ-ﬂ-metoxi1 4-
dihidro-benzo[d])[1 3joxacin-2-ona

8-metoxi-1-[1-{naftaleno-1-sulfonil)-piperidin-4-il-1,4-dihidro-benzo[d][1, 3Joxacin-
2-ona

8-metoxi-1-{1-{naftaleno-2-sulfonll)-piperidin-4-il}-1,4-dihidro-benzo[d][1, .3]oxacin-
2-ona

1{1-{benzolb]tiofeno-2-sulfonil)-piperidin-4-il-8-metaxi-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

ES'%ES%

14{1-{benzo|bJticfeno-3-sulfonil)-piperidin-4-i}-8-metoxi-1,4-dihidro-
benzof[d][1,3]oxacin-2-0na

548

5-cloro-1-{1-(2-metanosulfoni-bencenosulfonil)-piperidin-4-il-1,4-dihidro-
benzofd][1,3joxacin-2-ona

5-cloro-1-[1-(4-pmpll-bencenosulfoml)-p|pe|idln-4-|ll-1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

5—cloro-1-[1-(3-dom—24natll—boncenoaulfoml)—p|pendln-44ll-1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

551

141-{4-buti-bencenosulfonil)-plperidin-4-i}-5-cloro-1,4-dihidro-
benzo[d][1,3]oxeacin-2-ona

14{1-(4-bromo-3-metil-bencencsulfonll)-piperidin-4-il}-5-cloro-1,4-dihidro-
benzo[d]{1,3]oxacin-2-ona

5-cloro-1-{1-{4-(1, 1-dImaﬂl—pmpﬂ)-bencenosulfonil]-plperldIn-4-|I]-1 4-dihidro-
benzofd][1,3Joxacin-2-ona

N-{5-{4-(5-cloro-2-oxo-4H-benzo[d][1, 3]omcln-1-|l)-plper1dlna-1-nulfonlll-4-metll-
tiazol-2-}-acetamida

5-c|oro-1-[1-(3-dom-2-ﬂuoro-bencanoaulfonll)-piporidin—4—ll]—1.4-dihidm-
benzo[d][1,3]oxacin-2-ona

1-{1-{2-bromo-4-fluoro-bencencsulfonil)-piperidin-4-i}-5-cloro-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

557

1-[1-(4-bmmo-3-h1ﬂuoromehl-benoanonulfonll)—plpondnn—4—ul]-5—clom—1 4-dihidro-
benzo[d][1,3]oxacin-2-ona




5-cloro-1-{1-{5-cloro-2-fluoro-bencenosulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

5 cloro-1-1-(lsoquinolina-5-sulfonil)-piperidin<4-I-1,4-dihidro-
benzo{d][1,3Joxacin-2-ona

141+(2-metanosulfonil-bencenosulfonll}-piperidin-4-1[}-8-metoxi-1 ,4-dihidro-
benzo[d][1,3]oxacin-2-ona

6561

1-[1-(2-rnotanosulfon|I-beneonosuﬂoml)-pmaddlnA—ll]—B—meto:dJ 4-dihidro-
benzo{d][1,3Joxacin-2-ona

1{1<{3-cloro-2-metil-bencenosulfonil)-plperidin-4-il}-8-metod-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

663

14{1-{4-butil-bencenosulfoni)-piperidin-4-il|-8-metoxi-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

1-[1-{4-bromo-3-metil-bencenosulfonil)-piperidin-4-il}-8-metoxi-1,4-dihidro-
benzo[d][1,3joxacin-2-ona

1{144<(1,1-dimetil-propi)}-bencenosulfonii}-piperidin-4-i-8-metox-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

N-{5-{4-(8-metoxi-2-oxo-4H-benzo[d][1,3Joxacin-1)-piperidina-1-sulfonil|-4-meti-
tiazol-2-Il}-acetamida

567

14{1-{3-cloro-2-fluoro-bencenosulfonil)-piperidin-4-il}-8-metoxi-1,4-dihidro-
benzo{d]|1,3Joxacin-2-ona

1{1-{2-bromo-4-fluoro-bencenocsulfonil}-piperidin-4-1}-8-metoxi-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

1-{1-{4-bromo-3-trifiucrometil-bencencsulfonil)-piperidin-4-il|-8-metoxi-1,4-dihidro-
benzo{[d]|1,3Joxacin-2-ona

570

14{1{5-cloro-2-flucro-bancenosulfonil)-piperidin-4-il]-8-metoxi-1,4-dihiiro-
benzo[d][1,3]oxacin-2-ona

574

Clorhidrato de 1{1-(isoquinolina-5-sulfonil)-piperidin-4-{-8-metoxi-1,4-dihidro-
benzo[d][1,3joxacin-2-ona

572

1-{t-(4-metil-naftaleno-1-sulfonlil)-piperidin-4-il}-1,4-dihidro-benzo[d[1,3]Joxacin-2-
ona

573

6-cloro-1-{1-{4-meti--naftaleno-1-sulfonil)-piperidin-4-ill-1,4-dihidro-
benzo[d]{1,3]oxacin-2-ona

574

6-metil-1-{ 1-{4-metil-naftaleno-1-sulfonil)}-piperidin-4-1-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

575

8-metil-1{1-{4-metil-naftaleno-1-sulfonil)-piperidin-4-1]-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

6578

6-fluoro-1-{1-(4-metiF-naftaleno-1-sulfonil)-piperidin-4-il}-1,4-dihidro- {
benzo[d][1,3Joxacin-2-ona

577

8-metoxi-1-[1-(4-metil-naftaleno-1-sulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

578

5-cloro-1-{1-{4-metil-naftaleno-1-gulfonil)-piperidin-4-il]-1, 4-dihidro-
benzo[d][1,3]oxacin-2-ona

579

S-cloro-1-[1-{naftaleno-1-sulfonil)-piperidin-4-il}-1.4-dihidro-benzo[d}1,3loxacin-2-
ona

5-cloro-1{1-{naftaleno-2-sutfonil)-pipendin-4-i}-1,4-dihidro-benzo[d][ 1, 3]cxacin-2-
ona

581

5-cloro-1-{1<{quinolina-8-suifonil)-piperidin-4-}-1,4-dihidro-benzo[d][1,3joxacin-2-
ona

583

S-cloro-1-{1-(5-cloro-3-metil-benzofbltiofeno-2-sulfonil)-piperidin-4-il}-1,4-dihidro-

| benzoldJ[1,3joxacin-2-ona

1{1<{benzo{bltiofeno-2-sulfonli}-piperidin-4-il}-5-cloro-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

Vi



1{1-(benzolbjtiofeno-3-sulfonil)-piperidin-4-il-5-cloro-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

6-bromo-1{1-{4-metil-naftaleno-1-sulfonil)-piperidin-4-il-1,4-dihidro-
benzo{[d][1,3]oxacin-2-ona

Acldo 2-cloro-4-fluoro-5{4-(8-metll-2-axo-4H-benzo[d][1,3]oxacin-1-il)-piperidina-
1-sulfonil}l-benzoico

587

Acido 2-cloro-5-[4-(8-cloro-2-oxo-4H-benzo[d] 1, 3joxacin-1-l)-piperidina-1-
sulfonll}-4-flucro-banzoico

Acldo 2-cloro-4-fluoro-5-[4-{6-metil-2-oxo-4H-benzo[d][1,3]oxacin-1-il)-piperidina-
1-sulfonill-benzoico

Acido 2-cloro-4-fluoro-5-{4-(2-oxo-4H-benzold] 1,3]oxacin-1-l)}-plperidina-1-
sulfonil}-benzoico

Acido 2-cloro-4-fluoro-5-{4-(8-metoxi-2-oxo-4H-benzo[d][1,3]oxacin-1-il}-
piperidina-1-sulfonil}-benzoico

591

Acido 2-cloro-5-[4-(5-cloro-2-oxo-4H-benzo[d][1,3Joxacin-1-il)-piperidina-1-
sulfonill-4-fluoro-benzoico

Acido 3§4-(2-ox0-4H-benzo[d][1 3joxacin-1-il}-piperidina-1-sulfonil}-benzoico

Acido 3-{4-(8-metoxi-2-axo-4H-benzold][1,3]oxacin-1-il)-piperidina-1-sulfonil}-
benzolco

Acido 3-[4-(5-cloro-2-oxo-4H-benzo[d][1,3]oxacin-1-1l)-piperidina-1-sulfonil}-
benzolco

Clorhidrato de 1-{1-(isoquinolina-5-sulfonll)-piperidin-4-i-8-metil-1,4-dihidro-
benzo[d]f1,3]oxacin-2-ona

Clorhidrato de 6-cloro-1-{1-{Isoquinolina-5-sulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

597

Ciorhkirato de [1-(lsoquinolina-5-sulfonil)-piperidin-4-i]-6-meti-1,4-dihidro-
benzofd][1,3]oxacin-2-ona

6,7-difluoro-1{1-{quinolina-8-sulfonll}-piperidin-4-il}-1,4-dihidro-
benzo{d][1,3joxacin-2-ona _

1{1-{(5-cloro-3-metil-benzo[bjticfeno-2-sulfonil)-piperidin-4-Il-8, 7-dfiuoro-1,4-
dihidro-benzojd][1, 3]oxacin-2-ona

8,7-difluoro-1-{1-(naftaleno-1-aulfonil)-piperidin-4-i}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

601

6,7-difluoro-1{1-(naftaleno-2-sulfonil)-piperidin-4-}-1,4-dlhidro-
benzo{d][1,3Joxacin-2-ona

1-{1{benzo[bjtiofenc-2-sulfonll)-piperidin-4-i}-8,7-difiuoro-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1{1-{benzofbRiofeno-3-sulfonil)-piperidin-4-1}-8,7-dfluoro-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

1-{1-(6-dimetilamino-naftaleno-1-sulfonll)-piperidin-4-I}-8, 7-difiuoro-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

;—[1-(blfenll-4-sulfonil)—piperidin-4-il]—6.7—dlﬂuoro—1 /A-dlhidro-benzo[d][1,3]oxacin-
-ona

1-{1-{benzo[1,2,5ltiadiezol-4-sulfonll)-piperidin-4-f}-8, 7-diffuoro-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

607

1{1-{benzo[1,2,5]oxadiazol-4-sulfonll)-piperidin-4-l-68,7-dflucro-1,4-dihidro-
benzo[d][1,3]joxacin-2-ona

1{1<(7-cloro-benzo[1,2, 5]cxadiezol4-sulfonil)-piperidin-4-I[-6,7-difiucro-1 4-
dihidro-benzo{d]1,3]oxacin-2-ona

8,7-difluoro-1{1-{4-metil-naftalenc-1-sulfonll)-piperidin-4-il]-1,4-dihidro-
benzo[d]|1,3joxacin-2-ona

810

1-{1-(4-cloro-naftalenc-1-sulfonil)-piperidin-4-if}-1,4-dihidro-benzo[d][ 1 3joxacin-2-




611

1-[1-(4-fiuoro-neftaleno-1-sulfonil)-piperidin-<4-ilF-1,4-dihidro-benzo[d][1,3]oxacin-
2-ona

612

1{1-(dIbenzofuran-2-sulfonil}-piperidin-4-i}-1,4-dihidro-benzo[d][1,3]oxacin-2-ona

613

141-(2,3-dIhidro-benzofuran-5-sulfonil)-piperidin-4-i}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

814

1{1-{bifeniF-2-sulfonil)-piperidin-4-il}-1,4-dihidro-benzo[d][1,3joxacin-2-ona’

615

1{1-{5-isoxazol-5-i-tiofeno-2-sulfonil)-piperidin-4-if}-1,4-dihidro-
benzo{d][1,3Joxacin-2-ona

é16

1{1-(4-cloro-naftaleno-1-aulfonll)-piperidin-4-il]-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

617

14{1-(4-fluoro-naftaleno-1-sulfonll)-piperidin-4-f-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

618

1{1-<{dibenzofuran-2-sulfonil}-piperidin-4-1[}-8-metil-1,4-dhidro-
benzo[d][1 3]oxacin-2-ona

618

14{1-(2,3-dihidro-benzofuran-5-sulfonil)-piperidin-4-if]-8-metil-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

1{1<bifenil-2-sulfonil)-piperidin-4-I|-8-meti-1,4-dihidro-benzo[d][1,3]oxacin-2-
ona

621

141-(5-isoxazol-5--ticfeno-2-sulfonil)-piperidin-4-l}-8-metll-1,4-dihkiro-
benzo{d][1,3Joxacin-2-ona

5-cloro-1{1(4-cloro-naftaleno-1-sulfonil}-piperidin-4-ill-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

5-cloro-1{1<(4-fluoro-naftaleno-1-sulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

624

§-cloro-1-[1-{dibenzofuran-2-gulfonil)-piperkiin-4-ii}-1,4-dlhidro-
banzod][1 in-2-ona

5-cloro-1-[1-(2, 3-dIhidro-benzofuran-5-sulfonil)-piperidin-4-i}-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

14{1-(bifeni-2-sulfonil)-piperidin-4-i-5-cloro-1,4-dihidro-benzo[d}[1,3]oxacin-2-
ona

ez27

5-cloro-1-{1-(5-isoxazol-5-l-tiofeno-2-sulfonll)-piperidin-4-i}-1,4-dihidro-
benzo[d][1 ,JJoxacin-2-ona

1-[1{4-cloro-naftaleno-1-aulfonil)-piperidin-4-il-8-metoxi-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1-41-{4-fluoro-naftaleno-1-sulfonil)-piperidin-4-il}-8-metoxi-1,4-dlhidro-
benzo{d][1 3]oxacin-2-ona

1{1-(dibanzofuran-2-sulfonil)-piperidin-4-il}-8-metoxi-1,4-dihidro-
benzo[d])J1,3joxacin-2-ona

61

1{1<(2,3-dihidro-benzofuran-5-sulfonll)-piperidin-4-if}-8-metoxi-1,4-dihidro-
benzo|d][1,3joxacin-2-ona

632

1{1-(bifenil-2-sulfonil)-piperidin-4-}-8-metoid-1,4-dihidro-benzo[d][ 1, 3]oxacin-2-
ona

1-{1-(5-isoxazol-5-IHtiofeno-2-sulfonil)-piperidin-4-l|-8-metoxi-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

634

6-cloro-1-{1-(4-cloro-naftaleno-1-sutfonil}-piperidin-4-il}-1,4-dihidro-
benzo[d]{1,3]oxacin-2-ona

6-cloro-1-1-(4-fluoro-naftaleno-1-sulfonil)-piperidin-4-i}-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

6-cloro-1-{1-(dibenzofuran-2-sulfonll)-piperidin-4-il-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

VR,



8-cloro-1-[1-(2,3-dlhidro-benzofuran-5-sulfonil)-piperidin-4-if}-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

1-[1-bifenil-2-gulfonil)-piperidin-4-I-8-cloro-1,4-dihidro-benzo[d][1 3joxacin-2-ona

o-cloro-1-[1-(5-Ismuml-5—ll—t|ulano—2—eulfoml)—plpuldln—4—ll]—1 4-dihidro-
benzo[d][1,3joxacin-2-ona

1-{1-(4-cloro-naftaleno-1-sulfonil)-plperidin-4-il]-6-meti-1,4-dlhidro-
bemo[d][:l Jjoxacin-2-ona

1-[1-(4-fluoro-naftaleno-1-sulfonil)-plperidin-4-i-6-metil-1,4-dihidro-
benzofd][1,3]oxacin-2-ona

1-[1-(dibenzofuran-2-sulfonil}-piperidin-4-il-8-meti-1,4-dihidro-
bemo[d][1 Jjoxacin-2-ona

11142, 3—dlhldro-benzufuran-5-aulfom|)—p|pendln-4-|ll-8-m¢hl-1 4-dihidro-
benzofd][1,3joxacin-2-ona

1-{1-{bifeni-2-sulfonil)-piperidin-4-i}-6-meti-1 4-dihidro-benzo[d][1, 3joxacin-2-
ona

1-[1-(54mol-54|—twhno—2—sulfonll)—plpeﬂdln—4—il]-0—meﬂl—1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

1-[1-(4-cloro-naﬂaleno-1-squonll)-pIpeﬂdIn+|I]-6.7-dIﬂuoro-1 4-dihidro-
benzo[d1,3]oxacin-2-ona

8,7-difluoro-1{1-{4-flucro-naftaleno-1-sulfonil)-piperidin-4-if|-1,4-dihidro-
1,3Joxacin-2-ona

11 -(dlbenzofulan-z-sulfonll)-plperidin-4-||]-a,7-di||uom-1 4-dihidro-
benzo{d][1,3Joxacin-2-ona

141+(2,3-dihidro-benzofuran-5-sulfonil)-piperidin-4-il-8, 7-difiluoro-1,4-dihidro-
benzo[d][1,3joxacin-2-ona

1-{1-(bifeni-2-sulfonil)-piperidin-4-il}-8,7-difluoro-1,4-dihidro-benzo[d][1, 3joxacin-
2-ona

651

8,7-difluoro-1{1-(5-Isoxazol-5-il-tiofeno-2-sulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

852

1{1-{1,2-dimetil-1H-Imidezol-4-sulfonil}-piperidin-4--1 4-dihidro-
benzo[g]ﬁ ,JJoxacin-2-ona

1-[1-(5-metil-benzo[1,2,5}iadlazol-4-sulfonil)-piperidin-4-il}-1,4-dihidro-
banzo[d][43]mcm-2-ona

1-[1-(3,5-dimetil-isoxazol-4-sulfonil)-piperidin-4-if|-1,4-dihidro-
benzofd][1,3joxacin-2-ona

ﬁﬁlﬁ

141-{1,2-dimetil-1 H-lmldazol-4-sulfonll)-plpeﬂd|n-4-|ll-0-meﬂl-1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

8-metil-1-[1-{5-metil-benzo[1,2,5]tiadiazol-4-gulfonil)-piperidin-4-I-1,4-dihidro-
benzo|dl[1,3Joxacin-2-ona

857

1-{1-(3,5-dimeti-Iscxazol-4-sulfonll)-piperidin-4-ii}-8-meti-1,4-dihidro-
benzo[dl{1,3]oxacin-2-ona

6-cloro-1-{1-{1,2-dimetil-1H-imidazol-4-sulfonil)-piperidin-4-il}-1,4-dihidro-
1,3Joxacin-2-ona

6-cloro-1-{1{5-metil-benzof1,2, 5}tiadiazol-4-autfonil)-piperidin-Il-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

6-cloro-1-{1(3,5-dimeti-Haoxazol-4-sulfonll)}-piperidin-4-i-1,4-dihidro-
benzo{d][1,3Joxacin-2-ona

14{1-(1,2-dimetil-1 H-Imidaml-d-sulfonil)-pipeddln—4—il]-0—mem-1 A-dihidro-
benzo{d][1,3Joxacin-2-ona

8-metoxi-1-{1-(5-metil-benzo[1,2,5tiadiazol-4-sulfonil)-piperidin-4-Ii}-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

1413 5-dimetil-isoxazol-4-gulfonil}-piperidin-4-i}-8-metoxi-1,4-dihidro-




benzold][1,3joxacin-2-ona

5-cloro-1{1-(1,2-dimetil-1 H-imidazol-4-sulfonll)-piperidin-4-il}-1,4-dlhidro-
benzofd][1,3]oxacin-2-ona

5-cloro-1-{1-{5-meti-benzo[1,2,5]tiadlazol-4-sulfonil}-piperidin-4-il-1, 4-d|hldro-
benzo{[d][1,3Joxacin-2-ona

5-cloro-1-{1-(3,5-dimetil-lsoxazol-4-sulfonil)-plperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1-[1-(1,2-dimetil-1H-Imidazol-4-gulfonil)-piperidin-4-il|-8-metil-1,4-dihidro-
1,3 in-2-ona

6-metil-1-[1-(5-metil-benzo[1,2, 5tiadiazol-4-sulfonil)-piperidin-4-I]-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

1{1-(3,5-dimetiHsoxazol-4-sulfonil)-piperidin-4-il}-8-metil-1,4-dihidro-
benzo|d][1,3Joxacin-2-ona

1{1-(1,2-dimeti-1H-Imidazolsulfonil)-piperidin4--8-fluoro-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

671

6-fluoro-1-{1-(5-metil-benzo[1,2, 5itiadlazol-4-sulfonil)-piperidin-4-il}-1,4-dihidro-
benzo{[d][1,3]cxacin-2-ona

672

1-[1-(3,5-dimetiHsoxazol-4-sulfonil)-piperidin-4-I}-8-fiuoro-1,4-dihidro-
benzold][1,3]oxacin-2-ona _

873

141<(1.2-dIimetil-1 H-Imldazol-4-sulfon||)—pmeﬂdln—4—ll]-6 7-difluoro-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

874

8,7-difluoro-1-{1-(5-metl-benzo[1,2,5]tiadlazol-4-sulfonil)-piperidin-4-i]-1,4-
dlhldro-bemo[ﬂ1 3joxacin-2-ona

675

1-[1-(3,5-dimetiHesoxazol-4-sulfonil)-piperidin-4-l}-8,7-dfiuoro-1,4-dihidro-
1,3]joxacin-2-ona

676

14{1-(5-cloro-naftaleno-1-sulfonil)-piperidin-4-il}-1 .4-dlhidm-benm[dT[1 Jloxacin-2-
ona

877

1-[1-(5-cloro-naftaleno-2-sulfonif)-piperidin-4-il-1,4-dihidro-benzo[d][1,3]oxacin-2-
ona

678

N-{5{4-(2-oxo-4H-benzo[d][1,3]oxacin-1-ii)-piperidina-1-sulfonil|-naftalen-1-}-
acaetamida

679

1-{1-(5-cloro-naftaleno-1-sulfonil)-piperidin<4-i}-8-metil-1,4-dihidro-
benzofd][1,3]oxacin-2-ona

1{1-(5-cloro-naftalenc-2-sulfonil)-piperidin-4-i[-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

881

N-{5{4-(8-metil-2-oxo-4H-benzo[d][1, 3loxacin-1-i)-plperidina-1-sulfonil}-naftalen-
1-i ida

5-cloro-14{ 1-<(5-cloro-naftaleno-1-aulfonil}-plperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona___

683

5-cloro-1-[1-(5-cloro-nulh|eno-2-sulfonll)-p|perldln-4-lll-1 4-dihidro-
be 1,3loxacin-2-ona

N-{5{4-(5-cloro-2-oxo-4H-benzo[d][1,3]oxacin-11)-piperidina-1-sulfonil}-naftalen-
1-il}-acetamida

1{1-{5-cloro-naftalenc-1-sulfonil}-piperidin-4-il-8-metox-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

1-[1-(5-cloro-naftaleno-2-sulfonii)-piperidin-4-il]-8-metoxi-1,4-dihidro-
benzo|d][1,3Joxacin-2-ona

887

N-{5-[4—(B-meto:d-2—oxo-4H—benzo[d1[1 ,3]oxacin-1-l)-piperidina-1-sulfonil}-
naftalen-14 ida

Ester metilico del écido 2 ,5-dimetil-4-{4-(8-metil-2-oxo-4H-benzo[d][1,3]oxacin-1-
il}-piperidina-1-sulfonil}-furan-3-carboxilico

8-metil-1-[1-(2-0x0-2, 3-d|hldru-benzobaml-6-aulfonll)—plperldln—4-|ll-1 4-dihidro-

\{/,?_7;



benzo[d][1,3]oxacin-2-ona

1-[1-(4-ﬂuoro-3-mt|l—bencanosulfonil)-mpeddln—4—ll]—0—meﬂl—1 4-dihidro-
benzo[d)[1,3]oxacin-2-ona

691

8-metil-1{1-(2-ox0-2, 3-dihidro-benzooxazol-8-sulfonil)-piperidin4-i]-1,4-dihidro-
benzo|d][1,3]oxacin-2-ona

802

14 1-{4-ciclohexil-bencenosulfonil)-piperidin-4-i}-8-metil-1, 4-dihidro-
benzo[d][1,3]oxacin-2-ona

Ester metllico del dcido 2,5-dimetll-4-{4-(2-oxo-4H-benzo[d][1,3Joxacin-1-il)-
plperidine-1-sulfonil}-furan-3-carboxilico

1-[1-(4-fluoro-3-meti-bencenoaulfonll)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1-{1-(2-ox0-2,3-dihidro-benzooxazol-8-sulfonll)-piperidin-4-i}-1,4-dihidro-
benzo[d]|1,3]oxacin-2-ona

1{1-{4-ciclohexil-bencenosulfonil)-piperidin-4-i}-1,4-dihidro-benzo{d][1,3]oxacin-
2-ona

697

Acido 2-fluoro-5{4-{8-metil-2-oxo-4H-benzo[d][1,3Joxacin-1-]-piperidina-1-
sulfonil}-benzoico

Acido 2-fluoro-5{4-(2-oxo-4H-benzo[d][1,3]oxacin-1-il)-piperidina-1-sulfonil]-
benzoico

1{1-(2-oxo-2,3-dihidro-benzotiazol-8-sulfonil)-piperidin-4-i-1,4-dihidro-
benzo{d][1,3]Joxacin-2-ona

700

1-[1-(5-piridin-2-I-tiofenio-2-sulfonil)-piperidin-4-i(F-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

701

3{4-(2-oxo-4H-benzo[dl[1,3 in-1-1l}-piperidina-1-gulfonl nzonitrilo

702

Ester metilico del acido 3-[4-{2-ox0-4H-benzo[d][1,3]oxacin-1-il)}-piperidina-1-
sulfonif}-ticfeno-2-carboxilico

703

1{5{4{2-oxo-4H-benzo[d](1,3Joxacin-1-il}-piperidina-1-sulfonil}-naftalen-1il}-
pirmolidin-2,5-diona

704

14{1-(2-cloro-5-trifluorometil-bencenosuffonil)-piperidin-4-il]-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

705

1-{1-(3,4-dimetil-bencenosulfonil)-piperidin-4-il}-1,4-dihidro-benzo[d][ 1, 3joxacin-2-
ona

708

8-metil-1-{1-(5-piridin-2-il-tiofeno-2-sulfonil)-piperidin-4-i]1,4-dihidro-
benzo[d]{1,3]oxacin-2-ona

707 _|
708 |

%{4-(8—meﬂl—2—om—4H—be_mg[g][1 ,Jjoxacin-1-il)}-piperidina-1-sulfonil}-benzonitrilo
ster matllico del acido 3-[4—(3-meh|-2-om-4H-bem[d][1 3]onac|n-1-il)-
piperidina-1-sulfonii}-tiofeno-2-carboxilico

709

1-{5{4{(B-metii-2-oxo-4H-benzo[d][1,3}oxacin-1-)-piperidina-1-sulfonil-naftalen-
1-il}-pirrolidin-2,5-diona

710

71

1-{1-(2-cloro-5-trifluorometi-bencenosulfonil)-piperidin-4-il-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1-{1-(3,4-dimetil-bencenosulfonil)-piperidin-4-i}-8-metil-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

712

5-cloro-1{1-(5-piridin-2-i-tiofeno-2-sulfonil)-piperidin-4-il}- 1, 4-dihidro-
benzo]d][1,3]oxacin-2-ona

713

714

Ester metllico del acido 3-[4-{5-cloro-2-oxo-4H-benzo[d][1,3]oxacin-1-)-
piperidina-1-sulfonil-tiofeno-2-carboxflico

3{4-{5-cloro-2-oxo-4H-benzo[d][ 1,3]oxacin-1-1l}-piperidina-1-sulfonil}-benzonitrilo

715

1-{5{4-(5-cloro-2-oxo-4H-benzo{d][1,3]oxacin-1-il}-piperidina-1-sulfonil}-naftalen-
1-I}-pirolidin-2,5-diona

716

5-cloro-1{1-(2-cloro-5-trifluorometii-bencenosulfonil)-piperidin-4-il]-1,4-dihidro-

49



benzo[d][1,3]oxacin-2-ona

77

5-cloro-1{1-(3,4-dimetll-bencencsulfonil)-piperidin-4-il}-1,4-dthidro-
benzo[d]{1,3joxacin-2-ona

718

6-metil-1-{1-(5-piridin-2-il-tiofeno-2-sulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

718

3-[4-(6-metil-2-oxo-4H-benzo[d][1,3]oxacin-1-il}-piperidina-1-sulfonil}-benzonitrilo

720

Ester metflico del dcido 3-{4-(8-metil-2-axo-4H-benzo[d][1,3]oxacin-1-i)-
piperidina-1-sulfonil}-tiofeno-2-carboxilico

721

1-{5-{4-(6-metil-2-oxo-4H-benzo[d][1,3]oxacin-1-l)-piperidina-1-sulfonil}-naftalen-
1-il}-pirrolidin-2 5-diona

722

1{1-(2-cloro-5-rifluorometi-bancencsulfonii}-piperidin-4-1}-8-metil-1,4-dihidro-
benzo[d][1,3joxacin-2-ona

723

141-(3,4-dimetil-bencenosulfonil)}-piperidin-4-}-8-metil-1,4-dihidro-
benzold][1,Jloxacin-2-ona

723

6-cloro-1-{1-(5-piridin-2-iF ticfeno-2-sulfonil)-piperidin-4-i}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

725

3{4{6-cloro-2-oxo-4H-benzo{d][1,3Joxacin-1-il)-piperidine-1-sulfonil-benzonitrilo |
Ester metliico del écido 3-{4-(6-cloro-2-oxo-4H-benzo[d][1,3]oxacin-1-l)}-
piperidina-1-sulfonil-tiofenc-2-carboxflico

727

1-{5{4-{(8-cloro-2-oxo-4H-benzo[d][1,3Joxacin-1-il}-piperidina-1-sulfonil}-neftaten-
1l}-pirrolidin-2,5-diona

728

6-cloro-1-{1-(2-cloro-5-trifluorometil-bencenosulfonil)-piparidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

729

6-cloro-1-{1-(3,4-dimetiFbencencsulfoni)-piperidin-4-}-1,4-dihidro-
benzo{d][1,3Joxacin-2-ona

730

1-{1-(5-meti-isoxazol-4-sulfonil)-piperidin-4-11}-1,4-dihidro-benzo{d][1,3Joxacin-2-
ona

731

1{1-(2,2-dimetil-croman-8-sulfonil}-piperidin-4-il}-1,4-dihidro-banzo[d][1,3]oxacin-
2-ona

732

1{1-(4-metil-3,4-dihidro-2H-beanzo[1 4]Joxacin-7-sulfonil)-piperidin-4-il]-1,4-
dihidro-benzo[d][1,3]oxacin-2-ona

733

14{1-(2,3-dlhidro-benzo{1,4]dioxina-8-sulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d]{1,3]Joxacin-2-ona

734

141-(1,3,5-rimeti}-1H-pirazol-4-sulfonf)-piperidin-4-i}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

735

1{1<(3-metil-2-oxo0-2,3-dihidro-banzooxazol-6-sulfonil)-piperidin-4-}-1,4-dIhidro-
benzo{d][1,3]joxacin-2-ona

738

8-metil-141-(5-metil-isoxazol-4-sulfonil)-piperidin-4-il]-1,4-dihidro-
benzo[d][1,3joxacin-2-ona

737

1-[1-(2,2-dimetil-croman-8-gulfonil)-piperidin-4-i}-8-metil-1,4-dIhidro-
benzo[d]{1,3]oxacin-2-ona

738

E—metll-1-[1-(4-metil-3.4—3ihidro—2H—benzo[1 ,4Joxacina-7-sulfonil)-plperidin-4-il}-
1,4-dIhidro-benzo[d][1,3]oxacin-2-ona

738

1{1-(2,3-dihidro-benzo[1,4]dioxina-8-sulfonil)-piperidin-4-il}-8-metil-1,4-dihidro-
benzofd][1,3]oxacin-2-ona

740

8-metil-1-[1-(1,3,5-trimetll-1 H-pirazol-4-sulfonil)-piperidin-4-il}-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

741

8-metll-1-[1-(3-metil-2-oxo-2,3-dihkiro-benzooxazol-8-sulfoni)-piperidin-4-i}-1,4-
dihidro-benzo[d][1,3]oxacin-2-ona

742

8-metoxi-1-{1-(1,3,5-trimetil-TH-pirazol-4-sulfonii)-piperidin-4-}-1,4-dihidro-

benzo[d][1,3]oxacin-2-ona




743

8-metod-1-[1-{3-metil-2-ox0-2, 3-dIhkiro-benzooxazol-8-sulfonll)}-piperidin-4-l}-
1,4-dihidro-benzo[d][1,3]oxacin-2-ona

744

745

1{1-{benzo[d]isoxazol-3-Fmetanosulfonil)}-piperidin-4-il}-1,4-dlhidro-

| benzo[d][1,3]oxacin-2-ona

14142,2,4,6,7-pentametil-2,3-dihidro-benzofuran-5-sulfonil)-piperidin-4-i-1,4-
dihidro-benzo[d][1,3Joxacin-2-ona

748

6-metil-5-[4-(2-oxo-4H-benzo[d][1 3]0mcln-1-ll)-plpendlna-1-culfoml]—1l-l—
pirimidin-2,4-diona

747

1-[1-(3-msl1|-qu|nol|na-8-aulfonll)-plpoﬂdln-4-||]-1 .4-dihidro-benzo[d][1,3]oxacin-2-
ona

748

1{1(2.2,5,7,8-pentametil-croman-E-sulfonil)-piperidin-4-i[-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

749

1.4-dimetil-8-{4-(2-oxo-4H-benzo[d][1,3Joxacin-1-il}-piperidina-1-suifonil}-1,4-
dihidro-quinoxalina-2 3-diona

750

1{1-{1H-imidazol-4-sulfonil)-plperidin-4-il}-1,4-dIhidro-benzo{d][1,3]oxacin-2-ona

751

1-4{1-{2-ox0-1,2,3,4-tetrahidro-quinolina-8-sulfonil)-plperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

752

7-[4-(2-oxo-4H-benzo[d][1 3]oxncln-1-ll)-p|per|dma-1-sulfon|I]-1 S-dihidro-

benzo[b][1,4]dlacepin-2,4-dlona

7583

8-metil-1{1-{(3-metil-quinolina-8-sulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

754

6-cloro-1-{1-(3-meti-quinolina-8-sulfonii)-piperidin-4-ii}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

756

5-cloro-1-{1-(3-metil-quinolina-8-sulfonil)-piperidin-4-il}-1,4-dihidro-
benzofd][1,3]oxacin-2-ona

766
757

B-msta:d—1-[1-(3-m¢hl-qmnolma-a-aulfuml)-p|pondm-4—ﬂ]-1 4-dihidro-
in-2-ona

1jl:(p|r|d|nn-2-sulfoml)-plpe|1dln-4-ll];-1 4-dlhidro-benzo[d][1,3]oxacin-2-ona

758

1-1-(6,7-dihidraxl-naftaleno-1-sulfonll)}-piperidin-4-ii}-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

759

Ester 3-acetoxi-5-[4-{2-oxo-4H-benzo{d][1,3Joxacin-1-}-piperidina-1-sulfoni]}-
naftalen-2-flico del dcido acético

760

1{1-(1H-benzoimidazol-2-sulfonil)-piperidin-4-il}-1,4-dihidro-benzo[d][1,3]oxacin-
2-ona

761

1{1<(1H-benzoimidazol-2-sulfonil)-piperidin-4-il|-8-metox}-1,4-dlhkiro-
benzo[d][1,3]oxacin-2-ona

7682

141-(1H-benzoimidazol-2-sulfonil)-piperidin-4-il}-5-cloro-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

783

1{1-(2,5-dimetoxi-bencenosulfonil)-piperidin-4-}-8-fiuoro-1,4-dihidro-
benzo[d][1,3]cxacin-2-ona

764

1{1<(2,5-dimetoxi-bencenosulfonil)-piperidin-4-il}-8-metoxi-1,4-dihidro-
benzo[d][1,3]Joxacin-2-ona

785

1{14{2,5-dimetox-bencenosulfonil)-piperidin4-il}-8,7-difiluoro-1,4-dihidro-
benzo[d][1,3joxacin-2-ona

5-cloro-1-{1-(2,5-dimetoxi-bencenosulfonil)-piperidin-4-i}-1,4-dihidro-
benzofd][1,3]oxacin-2-ona

7687

1{1-(5-dimetiiamino-naftaleno-1-sulfonll)-piperikiin-4-i[}-8-metoxi-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

768

5-cloro-1-[1-(5-dimetilamino-naftaleno-1-sulfonil)-piperidin-4-f}-1,4-dihidro-
benzofd][1,3]oxacin-2-ona

768

8-cloro-1{1-(5-cloro-naftaleno-1-autfonil)-piperidin-4-il}-1,4-dlhidro-
benzo[d][1,3Joxacin-2-ona




770

1-[1-(5-cloro-naftaleno-1-sulfonil)-plperidin-4-ii}-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

[L4)

14{1<(5-cloro-naftaleno-1-sulfonil)-piperidin-4-il}-8-flucro-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1772

8-cloro-1-[1-{5-cloro-naftaleno-2-sutfonil)-piperidin-4-il|-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

73

14{1-{5-cloro-naftaleno-2-sulfonil)-piperidin-4-il}-8-metil-1,4-dlhidro-
benzo[d}[1,3Joxacin-2-ona

774

14{1-{5-cloro-naftaleno-2-sulfonii)-piperidin-4-{l]-8-fluoro-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona __

775

6-meh|-1-[1-(3-metll-qulno||na-&-auIfonll)-plpeﬂdln-4—||]-1 4-dihldro-
benzo|d][1 3]joxacin-2-ona

8-ﬂuoro-1-[1-(3-mtl|-qulno|lna-8-aulfnml)—plporldln-4—ll]—1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

8,7-diftuoro-1-{1-(3-metil-quinolina-8-suifonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

778

6-cloro-1-{1(3-metil-2-ox0-2, 3-dihidro-benzooxazol-8-sulfonil)-piperidin-4-iF-1,4-
dihidro-benzo{d][1,3]oxacin-2-ona

6-metil-141-{3-metil-2-0x0-2,3-dihidro-benzooxazol-8-sulfonil)-piperidin-4-il}-1,4-
dihidro-benzo[d][1,3]oxacin-2-ona

780

6-fluoro-1-{1-(3-metil-2-oxo-2,3-dlhkiro-benzooxazol-8-sulfonil)-piperidin-4-il|-1,4-
dihidro-benzo[d][1,3]oxacin-2-ona

781

8,7-difluoro-1-{1-{3-metil-2-oxo-2,3-dihidro-benzooxazol-8-sulfonil)-plperidin-4-I}-
1,4-dihidro-benzo[d]{1,3Joxacin-2-ona

782

5-cloro-1{1-(3-metll-2-ox0-2, 3-dihidro-benzooxazol-8-sulfonil)-plperidin-4-i-1,4-
dihidro-benzo[d][1,3]oxacin-2-ona

783

6-cloro-1-[1-(4-metil-3,4-dlhidro-2H-benzo{1 4]macma-7-aulfonll)—plper1dln-4—ul]-
1,4-dihidro-benzo]d][1,3Joxacin-2-ona

764

6-metil-1{1-(4-metil-3,4-dlhidro-2H-benzo{1,4Joxacina-7-sulfonil)-piperidin-4-il}-
1,4-dihidro-benzo l[joxacin-2-ona

785

6-fluoro-1-{1-(4-mefil-3,4-dihidro-2H-benzo[1 4]omdna-7-sulfoni|)-p|pendm-4-ll]-
1,4-dihidro-benzo IlJoxacin-2-ona

788

8-metoxi-1-[1{4-metil-3 4-dihidro-2H-benzo[1,4Joxacina-7-sulfonil)-piperidin-4-}- |

1,4-dihidro-benzo iljoxacin-2-ona

787

5-cloro-1-{1-(4-meti-3,4-dihidro-2H-benzo[1,4Joxacina-7-sulfonil)-piperidin4-i-
1,4-dlhidro-benzofd][1,3]oxacin-2-ona
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Preferiblements, puede excluise el compuesto 1-{I(7,7-dimeti-2-
axobiciclof2,2, 1]hept-1-ilimetiljsulfonill-4-(2-oxo-2H-3, 1-benzoxazin-1(4H)-i-piperidina.
Més preferiblemente, pueden exciuirse el compuesto 1J(7,7-dimetil-2-
oxobiciciof2,2, 1]hept-1-il)metiljeuifonill-4-(2-oxo-2H-3, 1-benzoxazin-1(4H)-Il-piperidina,
las sales del mismo y los solvatos del mismo.

Los compuestos de formula general (Ib), sus esterecisdmercs, las sales
cormespondientes y los solvatos comespondientes pueden obtenerse andlogaments
mediante los métodos descritos anteriormente para los compuestos de fGrmula genersl
{l). Para detalles del procedimiento, se hace referencla a la descripcion dada
anteriormente para los compuestos de férmula general (l).

De este modo, en otro aspecio la presente invenclén se refiere al
procedimlento para la preparacién de compuestios de sulfonamidas derivados de la
benzoxazinona de férmula general (Ib) dada anteriormente, que comprende hacer
reaccionar al menos un compuesto de piperidina de férmula general (lib), en la que R™
a R® fienen Ia significacién definida anteriormente y/o una sal, preferiblemente un sal
de clorhidrato, de los mismos,

)

con al menos un compuesto de férmula general (llib),

LY
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en la que W® tiene la significacién definida anteriorments, en un medio de
reaccion adecuado, opcionalmente en presencia de al menos una base y/o al n.mnos
un agente auxillar.

En un objeto mds la presente invencién se refiere al procedimiento para la
preparacién de una sal fisioldgicamente aceptable de los compuestos de sulfonamidas
derivados de la benzoxazinona de férmula general (Ib) dada anterfiormente o un
esterevisdmero corespondiente de los mismos, camacterizado porque se hace
reaccionar al menos un compuesto de férmula general (Ib) que tiene al menos un
grupo bdsico con al menos un écido, preferiblemente un acido orgdnico o Inorgdnico,
preferiblemente en presencia de un medio de reaccién adecuado.

En un objeto més la presente invencion se refiere al procedimiento para la
preparacién de una sal fisiclégicaments aceptable de los compuestos de sulffonamidas
derivados de la benzoxazinona de férmula general (Ib) deda anteriormente o un
esterecisdmero correspondients de los mismos, caraclerizado porque se hace
reaccionar al menos un compuesto de férmula general (Ib) que tiene al menos un
grupo écido con al menos una base, preferiblements en presencia de un medio de
reacclon adecuado.

Aln en otro objeto la presente Invencién se refiere @ una composicién
farmacéutica que comprende al menos un compuesto de sulfonamida derivado de la
benzoxazinona de formula general (1b) dada anteriomnente, opcionalmente en forma

de uno de sus estereoisdémercs, preferiblements enantibmeros o diasterdmeros, su *

racemato o en forma de una mezcla de al menos dos de sus estersoisdmeros,
preferiblemente enantibmeros o diasterdmeros, en cualquier razén de mezcia, o una
sal fislologicamente aceptable de los mismos, o un solvato, respectivaments, y
opcionaimente uno o més adyuvantes farmacéuticamente aceptabies.

Aln en ofro objeto la presente invencidn proporciona un medicamento que
comprende al menos un compuesto de sulfonamida derivado de la benzoxazinona de
formula general (Ib) dada anteriomente, opcionaimente en forma de uno de sus
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estersolsémercs, preferiblemente enantidmeros o diasterémeros, su racemato o en
forma de una mezcla de al menos dos de sus esterecisémeros, pruhﬂblemqfﬂn
enantidmeros o diasterdmeros, en cualquier razén de mezcla, o una sal
fisioldgicamente aceptable de los mismos, o un solvato, respectivamente, y
opcionaimente uno o més adyuvantes farmacéuticamente aceptables.

El medicamento de la presente invencién es adecuado para la profilaxis yfp el
tratamiento de trastomos que son mediados al menos parciaimente mediante
receptores 5-HT,.

En particular, el medicamento de la presente invencion es adecuado para ia
profilaxis y/o el tratamiento de trastomos relacionados con la ingestién de alimentos,
preferiblemente para la regulacién del apetito, para e mantenimiento, incremento o
reduccion del peso corporal, para la profilaxis y/o el tratamiento de la obesidad, para la
profilaxis y/o el tratamiento de la bullmia, para la profilaxis y/o el tratamiento de la
anorexia, para la profilaxis y/o el tratamlento de la caquexia, para la profilaxis y/o, el
tratamiento de la diabetes de tipo Il (dlabetes mellitus insulino independiants).

También en particular, el medicamento de la presente invencién es adecuado
para la profilaxis y/o el tratamiento de trastomos gestrointestinales, preferiblemente el
sindrome del colon imritable; para la profilaxis y/o el tratamiento de trastomos del
sistemna nervioeo central; para ia profilaxis y/o el tratamiento de la ansiedad; para la
profilaxis y/o el tratamiento de ataques de pénico; para la profilaxis y/o el tratamiento
de la depresién; para la profilaxis y/o el tratamiento de trastomos bipolares; para la
profilaxis y/o el tratamiento de trastomos cognitivos, preferiblemente trastomos de la
memoria; para el desarrolio de la cognicién (para mejora de la cognicion); para la
profilaxis y/o el tratamlento de la demencia senll; para la profilaxis y/o el tratamiento de
la psicosis; para la profilaxis y/o el tratamiento de trastomos neurodegenerativos;
preferiblemente selecclonados del grupo que consiste en la enfermedad de Alzheimer,
enfermedad de Parkinson, enfermedad de Huntington y esclerosis mditiple; para la
profilaxis y/o el fratamiento de la esquizofrenia o para la profilaxis y/o el tratamiento del
trastomo de hiperactividad (ADHD, déficit de atencién, trastomo de hiperactividad).

Otro aobjeto de la presente Invencién es el uso de al menos un compuesto de
sulfonamida derivado de la benzoxazinona de fdrmuia general (Ib) dada anteriormente,
opcionailmente en forma de uno de sus estereolsémeros, preferiblemente
enantiémeros o diasterdmercs, su racemato o en forma de una mezcla de al menos
dos de sus esterecisdmerce, preferiblemente enantimeros o diasterdmeros, en
cualquier razén de mezcla, o una sal fisiolégicamente aceptable de los mismos, o un
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solvato, respectivaments, para la preparacion de un medicamento para la regulacién
del receptor 5-HT,, en particular para la preparacion de un medicamento para la
profilaxis y/o el tratamiento de trastornos que estén mediados al menos parcieimente
mediante los recepiores 5-HT,. .
Se prefiere el uso de al menos un compuesto de sulfonamida derivado de la
benzoxazinona de fdrmula genemal (Ib) dada anteriormente, opclonaimente en forma
de uno de sus estereoisémeros, preferiblements enantibmeros o diasterdmeros, eu
racemato o en forma de una mezcla de al menos dos de sus estersoisdmeros,
preferiblements enantidmeros o diasterémeros, en cualquier razén de mezcia, o una
sal fisioldgicamente aceptable de los mismos, 0 un solvato, respectivaments, para la
preparacién de un medicamento para la profilaxis y/o el tratamiento de trastomos
relacionados con la Ingestién de alimentos, preferiblemente para la regulacién del
apetito, para la reduccién, incremento o mantenimiento del peso corporal; para la
profilaxis y/o el fratamiento de la obeskiad, para la profilaxis y/o el tratamiento de la
bulimla, para la profilaxis y/o el tratamiento de la anoraxia, para la profilaxis y/o el
tratamiento de la caquexia, pam la profilaxis y/o el tratamiento de la'dlabetes de tipo Ii.
También se prefiere el uso de al menos un compuesto de sulfonamida derivado
de la benzoxazinona de férmula general (Ib) dada anteriormente, opcionalmente en
forma de uno de sus estereoisdmeros, preferiblemente anantiémeros o diasterémeros,
su racemsato o en forma de una mezcla de al menos dos de sus esterecisdémeros,
preferiblemente enantibmercs o diasterdmeros, en cualquier razén de mezcla, o una
sal fislolégicamente aceptable de los mismos, o un solvato, respectivamente, para la
preparacién de un medicemento para la profilaxis y/o el tratamiento de trastomos

. pastrointestinales, preferiblements el sindrome del colon irritable; para la profilaxis y/o

el tratamiento de trastornos del sistema nervioso central; para la profilaxis y/o el
tratamiento de la ansledad; para la profilaxis y/o el tratamiento de ateques de pénico;
para la profilmds y/o el tratamiento de la depresidn; pare la profilaxis y/o el tratamlento
de trastomos bipolares; para la profilaxis y/o el tratamiento de trastomos cognitivos;
preferiblemente trastornos de la memoria; pama el desamolio de la cognicién (para
mejora de la cognicién); para la profilaxis y/o el tratamiento de la demencia senll; para
la profilaxis y/o el tratamiento de la psicosis; para la profilaxis y/o el tratamiento de
trastomos neurodegenerativos; preferiblemente selecclonados del grupo que consista
en la enfermedad de Alzheimer, enfermedad de Parkinson, enfermedad de Huntington
y esclerosia mditiple; para la profilaxis y/o el tratamiento de la esquizofrenia; o para la
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profilaxis y/o el tratamlento del trastomo de hiperactividad (ADHD, déficit de atencién,
trastomo de hiperactividad).

El medicamento segin la presents Invencion puede estar en cuaiquler forma
adecuada para su aplicacién en humanos y/o animales, particularmente mamiferos,
incluido en humancs, y puede fabricarse mediante procedimientos convencionales
conocldos por aquelios expertos en la técnica. La composicion del medicamento
puede variar en funci6n de la via de administracién.

La preparacidn de las composiciones farmacéuticas cormeapondientes as/ como
de los medicamentos formulados puede llevaree a cabo mediante métodos
convencionales conocidos por aquellos expertos en la técnica, por ejemplo a partir de
los Indices de "Phammaceutics: The Science of Dosage Forme”, segunda edicién,
Aulton, M.E. (Ed. Churchill Livingstone, Edimburgo (2002); "Encyclopedia of
Pharmaceutical Technology”, segunda edicién, Swarbrick, J. y Boylan J.C. (Eds.),
Marcel Dekker, Inc. Nueva York(2002); “Modem Pharmaceutics”, cuarta edicion,
Banker G.S. y Rhodes C.T. (Eds.) Marcel Dekker, Inc. Nueva York 2002 y "The Theory
and Practice of Industrial Pharmacy”, Lachman L., Lisberman H. y Kanig J. (Eds.), Lea
& Febiger, Filadelfia (1986). Las respectivas descripciones bibliogréficas se incorporan
como referencla y son parta de la descripcion.

Las composiciones farmacéuticas, asl como los medicamentos formulados
preparados seg(n la presente invencién, pueden comprender adicionaimente, ademas
de al menca un compuesto de férmula general (I), (la) o (Ib), opclonaimenta en forma
de uno de sus estereoisdémeros, preferiblemente enantimeros o diasterdmeros, su
racemato o en forma de una mezcla de al menos dos de sus esterecisémeros,
preferiblemente enantiémeros o diasterémeros, en cualquier razén de mezcla, o una
sal fislolégicamente aceptable comespondients o un solvato comespondiente, otras
sustancias auxiliares convencionales conockias por aquelios expertos en [a técnica,
tales como exciplentes, cargas, disolventes, dlluyentes, agentes colorantes, agentes
de recubrimiento, agentes para formar una matriz y/o aglutinantes. Como también
saben los expertos en la técnica, la eleccién de las sustancias auxiliares y las
cantidedes de las mismas dependen de la via de administracién prevista, por ejemplo
via oral, rectal, intravencea, intraperitoneal, intramuscular, Intranasal, bucal o topica.

Medicamentos adecuados para administracion orel son, por ejemplo,
comprimidos, grageas, cépsulas o multiparticulados, como granulos o microgrénulos,
sometidos opcionaimente a compresién en comprimidos, cargados en cdpsulas o
suspendidos en disoluclones, suspensicnes o liquidos adecuados.
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Medicamentos adecuados pana administracién parenteral, tépica-o inhaleda
pueden selecclonarse preferiblemente del grupo que consiste en disoluciones,
suspensiones, preparaciones anhidras de nipida reconstitucién y también aerosoles.

Medicamentos adecuados, por sjemplo para uso oral o percutdneo pueden
liberar los compu'estos de fémmula general (I), (la) o (Ib) y/o en cada caso
esterecisémeros de los mismos de forma retardada, generaimente se conoce la
preparacién de estos medicamentos de liberacion retardada por aquellos expertos en
la técnica.

Las formas adecuadas de llberacién retardada, asi como [0 materiales y
métodos para su preparacién, se conocen por aquelios expertos en la técnica, por
ejemplo a partir de los Indices de "Modified-Release Drug Delivery Technology”,
Rathbone, M.J. Hadgraft, J. y Roberts, M.S. (Eds.), Marcel Dekker, Inc., Nueva York
(2002); "Handbook of Pharmaceutical Controlled Release Technology”, Wise, D.L.
(Ed.}, Marcel Dekkar, Inc. Nueva York, (2000); "Controlled Drug Dellvery”, Vol, 1, Basic
Concepts, Bruck, S.D. (Ed.), CRD Press Inc., Boca Raton (1883) y de Takada, K. y
Yoshikawa, H., "Oral Drug Delivery", Encyclopedia of Controlled Drug Delivery,
Mathiowitz, E. (Ed.), John Wiley & Sons, Inc., Nueva York (1889), Vol. 2, 728-742, Fix,
J., "Oral drug delivary, emall intestine and colon”, EncyclopeOia of Controlled Drug
Delivery, Mathiowitz, E. (Ed.), John Wiley & So-ns. Inc.. Nueva York (1989), Vol. 2, 698-
728. Las descripciones respectivas se incorporan por referencla y forman parte de la
El medicamento de la presents invencién también puede tener al menos un
recubrimlento entérico que se disuelve en funcibn del pH. Debido a dicho
recubrimiento, el medicamento puede pasar por el estdmago sin disoiverse y los
compuesios de férmula general (1), (Ia) o (Ib) se liberan séio en el tracto intestinal. El
recubrimiento entérico se disuelve preferiblements a un pH de entre 5 y 7,5. También
8e conocen por aquelios expertos en la técnica los materiales y métodos adecuados
para preparar recubrimientos entéricos. ]

Los compuestos de la presente invencién también pueden administrarse por
via tépica o mediante supositorio,

Las composiciones mencionadas anteriormente incluyen preferiblemente de un
1 a un 80% en peso de uno o més compuestos de sulfonamidas derivados de
benzoxazinona de férmulas generales (), (la) o (Ib), opclonalments en forma de uno
de sus esterecisdémeros, preferiblemente enantidmeros o diasterémeros, su racemato
o en forma de una mezcia de al menos dos de sus esterecisdmeros, en cualquier
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razén de mezcia, o una sale fisioldgicaments aceptable de los mismos, o un solvato,
respectivamente, y de un 40 a un 88% en peso dei(de los) vehiculo(s)
farmacéuticamente apropiado(s). '

La dosis diarla para seres humanos y animales puede variar dependiendo de
factores basados en las respectivas especies o en otros factores, tales como edad,
sexo, peso o grado de enfermedad, etc. Normaiments, la dosis diaria para seres
humanos oscila desde 1 hasta 2.000, preferiblemente de 1 a 1.500, més
preferiblemente de 1 a 1.000 miligramoe de sustancia que debe administrarse en una
o varias ingestas.

Métodos Farmacéuticos
1) UNION AL RECEPTOR DE LA SEROTONINA 5-HT,

La membranas celulares de células HEK-203 que expresan el receptor
recombinante humano 5HT, fueron suministradas por Receptor Biology. En dichas
membranas la concentraci6n de receptor es de 2,18 pmol/mg de proteina y la
concentracién de proteina es de 8,17 mg/ml. El protocolo experimental sigue el
método de B. L. Roth et al. [B. L. Roth, S. C. Craigo, M. S. Choudhary, A. Uluer, F. J.
Monsma, Y. Shen, H. Y. Melizer, D. R. Sibley: Binding of Typical and Atypical
Antipsychotic Agents to 5-Hydroxytryptamine-8 and Hydroxytryptamine-7 Receptors.
The Joumnal of Farmacology and Experimental Therapsutics, 1994, 268, 1403] con las
sigulentes ligeras modificaciones. La parte respectiva de la descripcién bibliogréfica se
incorpora equl como referencla y forma parte de la descripci6n.

Se dlluye la membrana comerclal (diluclén 1:40) con el tampén de unién: Tris-
HCI 50 mM, MgCl; 10 mM, EDTA 0,5 mM (pH 7,4). El radioligando usado es [*H}-LSD
@ una concentracién de 2,7 nM con un volumen final de 200 pl se inicla la incubacion
afiadiendo 100 ul de suspensién de membrana, (~ 22,8 g de proteina de membrana),
Y 8o prolonga durante 60 minutos a una temperatura de 37 °C. Se- finaliza la
incubaclén por filtracién rédpida en un colector de células de Brandel a través de filtros
de fibra de vidrio fabricados por Schielcher & Schusll GF 3362 tratados previamente
con una disolucién de polietilenimina al 0,5 %. Se lavan los filtros tres veces con tres
mifilitros de tampdn Tris-HCI 50 mM, pH 7,4. Se transfieren los filtros a frascos y se
afiaden a cada frasco 5 mi de la mezcla de centelleo liquido Ecoscint H. Se deja que
los viales alcancen el equilibrioc durante varlas horas antes del recuento con un
contador de centelleo Wallac Winspectral 1414. Se determina la unién no especifica

>y
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en presencla de serotonina 100 yM. Se realizan las pruebas por friplicado. Se
calcularon las constantes de inhibicién (K, nM) por un andlisis de regresién no lineal
usando el programa EBDA/LIGAND descrito en Munson y Rodbard, Analytical
Biochemistry, 1980, 107, 220, que se Incorpora aqul como referencia y forma parte de
la descripcién.

Il.) MEDIDAS DE LA INGESTION DE COMIDA (MODELO DE COMPORTAMIENTO):

Se usan ratas macho W (200-270 g) obtenidas de Harlan, S.A. Los animales se
aclimataron a los alojamientos durante al mence 5 dias antes de que se sometan a
cualquier tratamiento. Durante este periodo los animales se alojan (en grupos de
cinco) en jaulas fraslicidas, y se les da agua y comida a voluntad. Al menos 24 horas
antes de que comience el tratamiento, los animales se adaptan a condiclones
individuales de alojamiento.

Entonces, se determina el efecto agudo de los derivades de sulfonamida de
formula (1) usados de manera inventiva sobre la ingesta de comida en ratas en ayunas
8eguan se indica a continuacién:

Las ratas se mantienen en ayunas durante 23 horas en sus jaulas individuales.
Después de este periodo, se trata a Ias ratas por via oral o intraperitoneal con una
dosls de una composicién que comprends un derivado de sulfonamida de fSrmula
general () o una composicién comespondiente (vehiculo) sin dicho derivado de
sulfonamida. Inmediatamente después de esto, se deja a la rata con alimentos
pesados previamente y se mide la Ingesta de comida acumulada después dq 1,2, 4 y
8 horas.

Este método de medida de la ingesta de comida se describe tamblén en las
publicaciones bibllogrdficas de Kask et al., European Journal of Farmacology 414
(2001), 215-224 y de Tumbull et al., Diabetes, Vol. 51, Agosto 2002. Las-paltes
respectivas de las descripclones se incorporan aqui como referencia y forman parte de
la descripcién.

La presente Invencién se ilustra a continuacién con la ayuda de ejemplos.
Estas llustraciones se dan solamente a modo de ejemplo y no limitan el esplritu
general de la Invenci6n.

Ejemplos

=
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Loe compuestos intermedios de frmulas generales (ll) y (I!l) se prepararon por
medio de métodos de quimica orgénica convencionales conocidos por aquelios
expertos en la técnica. El sigulente ejemplo A muestra la preparacién de un compuesto
intermedio de férmula general (If):

EJemplo A
Sintesis de un compuesto intermedio de fdrmula general (11)

Preparacién de clorhidrato de 6-cloro-1-{piperidin-4-il)-1,4-dihidro-2H-3, 1-benzoxazin-
2-ona

e

a) 1-(terc-butlioxicarbonii}-4-{4-cloro-{2-hidroximetiifenilamino)]piperidina

Se calentd a la temperatura de reflujo una disolucion de 1-(terc-
butiloxicarbonil)-4-piperidina (20 g, 0,10 mol), alcohol 2-amino-5-clorobencilico (17,34
g, 0,11 mol) y écido acético (14 ml, 0,22 mol) en tolueno anhidro (500 mi), con
eliminacién de agua mediante destllacién azeotrépica con un Dean-Stark, durante 6
horas. Entonces, se enfrié la mezcla y se concentrd a vacio hasta la mitad de volumen.
Se afladié NaBH,CN (20 g, 0,32 mol) y THF anhidro (300 mi) a la dlsolucién resultante.
Entonces, se afladib écido acético (10 ml, 0,17 mol) gota a gota durante una hora. Se
agitd la reaccion a temperatura ambiente durante 24 horas. Se concentré a vacio la
mezcia se y se disolvi6 el residuo en acetato de etlio (750 ml), se lavd con una
disolucion saturada de NaHCO, (4 x 250 ml) y con una disolucién saturada de NaCl
{250 ml), se secd y evapord hasta sequeded. Se purificd el residuo mediante
cromatografia uliramépida eluyendo con una mezcla de acetato de etllo : éter de
petrdieo (1:3). Dé esta forma se obtuvo el producto deseado como un aceite (32,7 g,
96%).

H RMN (CDCL): 1,32 (d, v = 11,2 Hz, 2H), 1,41(s, 8H), 1,92 (d, J = 11,2 Hz,
2H), 2,92 (&, J = 12,0 Hz, 1H), 3,10 (8, 1H), 3,37 (m, 1H), 3,88 (d, J = 13,7 Hz, 2H),
4,49 (8, 2H), 4,75 (8, 1H), 6,52 (d, J = 8,8 Hz, 1H), 6,98 (s, 1H), 7,07 (d, /= 8,6 Hz, 1
H).
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b) 1-(1-terc-butiloxicarbonil-4-piperidinil}-8-cloro-1,4-dihidro-2H-3, 1-benzoxazin-
2-ona .
Se afladié N,N-dilsopropiletilamina {(DIEA) (43 ML 025 mol) y trifosgeno (8,85 g,
29,2 mmol) a una disolucidn de 1-{terc-butiloxicarbonil)}-4-{(4-cloro-{2-hidroximetil)fenil-
amino))plperidina (27,0 g, 76 mmol) en THF anhidro (250 ml) enfriada a 0°C. Se agit
la reaccion a 0°C durante 1 h y a temperatura amblente durante 72 h. Se afiadié etil
éter y se enfrié la mezcia a 0°C durante 3 h y entonces se filtrd el clorhidrato de DIEA.
Se evapord la disolucion filtrada hasta sequedad y se disolvi6 el residuo en acetato de
etilo (750 ml), se lavéd con una disolucién al 5% de écido citrico (2 x 500 mi), agua (250
mi) y disolucién saturada de NaHCO, (2 x 500 mi). Se seco la disolucién de acetato de
etilo (MgSO0,), se filiré y se evapord a presién reducida. Sa llevé el residuo a ebullicidn
con etil éter hasta que se disolvié todo el sélido y se enfrié durante la noche para dar el
compuasto deseado en forma cristalina (28,9 g, 87%).

Punto de fusidn: 177-179°C

H RMN (CDCly): 1,48 (s, 8H), 1,79 (d, J = 10,1 Hz, 1H), 2,54 (m, 2H), 2,78 (m,
2H), 3,98 (m, 1H), 4,28 (m, 2H), 5,02 (s, 2H), 6,98 (d, J= 8,7 Hz, 1H), 7,13 (d, /=24
Hz, 1H), 7,28 (dd, J= 8,7 Hz, J= 2,4 Hz, 1H).

c} Clorhidrato de 8-cloro-1-(piperidin-4-il)-1,4-dihidro-2H-3,1-benzoxazin-2-ona

Se enfrié una disolucién de 1-{(1-terc-butiloxicarbonil)-4-piperidinil}-8-cloro-1,4-
dihidro-2H-3,1-benzoxazin-2-ona (24 g, 65 mmol) en acetato de etilo (500 ml) a 0°C.
Entonces se afiadié una disolucién de cloruro de hidrdgeno en etll éter 5 M (500 ml) y
se agitd la mezcla resultante agitacién a 0°C durante 4 horas. Se recogié el precipitado
formado por flliracién, se lavé con éter y se sect a vacio para dar el producto deseado
como un sdlido (16,95 g, 87%).

Punto de fusién: 254-257°C

H RMN (CD,OD): 2,13 (d, J = 12,2 Hz, 2H).- 2,88 (m, 2H), 3,20 (m, 2H), 3,53
(d, J = 12,8 Hz, 2H), 4,24 (m, 1H), 5,18 (8, 2H), 7,31 (m, 2H), 7,41 (dd, J=8,8Hz, J=
2,6 Hz, 1 H).

Se prepararon varios compuestos de 3,1-benzoxazin-2-ona sustituidos
mediante sus respectivos alcoholes bencllicos sustituidos obtenidos por reduccion de
los correspondientes acldos antranilicos sustituidos con hidruro de litio y aluminio y
otros agentes reductores conocidos mediante métodos blen conocidos por aquellios
expertos en la técnica (véase esquema 1), por ejemplo 8-metil-1-(piperidin-4-}-1,4-
dihidro-2H-3, 1-benzoxazin-2-ona, 7-metil-1-(piperidin-4-il}-1,4-dihidro-2H-3,1-
benzoxazin-2-ona, 8-metil-1-{piperidin-4-il}-1,4-dlhidro-2H-3,1-benzoxazin-2-ona, 5-

oo
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metoxi-1-(piperidin-4-il)-1,4-dihidro-2H-3, 1-benzoxazin-2-ona, 6-fluoro-1-(piperidin-4-il)-
1,4-dihidro-2H-3,1-benzoxazin-2-ona, 8-metoxi-1-(piperidinil)-1,4-dihidro-2H-3,1-
benzoxazin-2-ona, 5-metil-1-{piperidin-4-i)-1,4-dihidro-2H-3, -benzoxazin-2-ona, 7-
fluoro-1-{piperidin-4-1)}-1,4-dihiiro-2H-3,1-benzoxazin-2-ona, 5-fluoro-1-(piperidin-4-il)-
1,4-dihidro-2H-3,1-benzoxazin-2-ona, 6-metoxl-1-(plperidinil)-1,4-dihidro-2H-3,1-
benzoxazin-2-ona, 5-cloro-1-(piperidini)-1,4-dihidro-2H-3,1-benzoxazin-2-ona, 7-cloro-
1-(piperidinil}-1,4-dihidro-2H-3,1-benzoxazin-2-ona, 8-cloro-1-(piperidinil)-1,4-dihidro-
2H-3,1-benzoxazin-2-ona, y otras. La reaccién de los compuestos 5-metoxi-1-
(piperidinil)-1,4-dihldro-2H-3,1-benzoxazin-2-ona, 8-metoxi-1-{piperidinil)-1,4-dihidro-
2H-3,1-benzoxazin-2-ona y 6-metoxi-1-{piperidinil}-1,4-dihidro-2H-3, 1-benzoxazin-2-
ona respeciivos segin métodos convencionales, por ejemplo BBry en un disolvente
orgénico inerte da los compuestos 5-hidroxi-1-{piperidinil}-1,4-dihidro-2H-3,1-
benzoxazin-2-ona, 8-hidroxi-1-{piperidinil)-1,4-dihidro-2H-3,1-benzoxazin-2-ona y 6-
hidroxi-1-(piperidinil)-1,4-dihidro-2H-3,1-benzoxazin-2-ona respectivos. Se prepara la
benzoxarin-2-ona sin sustitulr, 1-{piperidin-4-il}-1,4-dihidro-2H-3,1-banzoxazin-2-ona,
segln el método descrito en J. Med. Chem. 1885, 38, 4834 y J. Med.Chem. 1998,
41,2148, que se incorporan aqul como referencia y forman parte de la descripcién.

Se redujeron los dcidos antranflicos sustituidos por métodos convencionales
conocidos por aquellos expertos en la técnica, por ejemplo mediante el uso de LIAIH,
como agente reductor en THF anhidro y bajo atméefera de un gas inerte, por ejemplo
argdn o nitrégeno. El procedimiento es muy eficaz y ee obtienen en la mayoria de los
casos los 2-aminobencilalcoholes respectivos con muy buenos rendimientos.

Método general para la reduccién de écidos antranl(licos sustituidos:

En un matraz de fres bocas, equipado con un agltador mecénico y una entrada
de gas nitrégeno, sa introducen 100 ml de THF anhidro y 116,86 mmoles de LIAIH, y se
enfria la suspension resultante a 0°C. Después de la adicion de 58,3 mmoles de! dcido
antranflico sustituido respectivo en 150 ml de THF anhidro, se calienta la mezcia de
reaccién hasta tamperaiura ambiente y se egite durante aproximadeamente una hora.
Enfriando la mezcla a 0°C ee afiade con precaucién 4,7 mi de agua, 4,7 ml de NaOH
al 15% y finaimente 14 ml de agua. Se filtra la suspensién resultante y se lava con
acetato de etilo.

Se lava la fase orgénica con agua, se seca y se evapora el disolvente. En la
mayoria de los casos puede utilizarse el producto resultants sin purificacién adicional.
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Ejemplo 5
Preparacion de 1-{1-quinolin-8-sulfonil)-piperidin-4-l}-1,4-dihidro-benzo[d][1,3Joxazin-2-

5 Se afladen 150 mg (0,66 mmol) de cloruro de quinolin-8-sulfonilo a una mezcla
de clorhidrato de 1-(4-piperidinil}-1,4-dihidro-2H-3,1-benzoxazinona (161 mg, 0,60
mmol) y dlisopropiletilamina (230 mg, 1,80 mmol) en diclorometano (10 ml) y se agitd
la mezcla de reaccion resultante durante la noche a temperatura ambiente. Entonces
se lavd la mezcla de reaccién con agua (3 x 15 ml) y se separd la fase orgénica, se

10  secd y se evapord hasta sequedad. Se obtuvo un sélido, que se recristaliz en etanol.
Se obtuvieron 182 mg de 1{1-quinolin-8-aulfonil)-piperidin-4-il-1,4-dihidro-
benzo[d][1,3]oxazin-2-ona como un sdlido blanco (rendimiento del 69%).

IR (em™) KBr: 1712, 1337, 1281, 1205, 1162, 1144, 1034, 717, 583
'H RMN (3 en ppm): 1,8 (d, J=9,5 Hz, 2 H) 2,8 (qd, J = 12,8, 4,4 Hz, 2 H) 3,0

15 (b, J=12,8, 2,5 Hz, 2H) 4,1(tt, J = 12,5, 3,8 Hz, 1H) 4,3 (ddd, J = 13,0, 2,3 Hz, 2H) 5,0
(,2H)7,1(m,3H)7,3(m, 1H) 7,6 (dd, /=84, 4,2 Hz, 1H) 7,86 (m, 1H) 8,1 (dd, J =
8,2, 1,3 Hz, 1H) 8,3 (dd, J= 8,3, 1,7 Hz, 1H) 8,5(dd, J= 7,3, 1,5 Hz, 1H) 8,1 (dd, J =
4,2, 1,8 Hz, 1H) (CDCl5d).

Punto de fusion: 170-172°C.

20 Loa compuestos segin los elemplos 1-4 y 6-10 facllitados en |a siguiente tabla
1 asl como los compuestos segin las listas A y B faclitadas anteriorments se
prepararon de forma andloga a los métodos descritos anteriormente.



Tabla I: .

jhenzoid][1, 3]oxazin-2-ona
1H-RMN':

1-~[1-(paftil-1-sulfonil)-piperidin-4-11)-1,4-dihidro-.

IR (KBr)

1.8(d, Jr0.6Hz, 2H) 24 (m, 2H) 2.7 (1, J=11.6 Hz, 2H) 38
{m3H)&1(e 2H)7.1(m2H) 72 (M, 2H) 7.7 (m, 3H) 8.1
] (d. /8.1 Hx, 1 H) 8.2 (d. J=7.8 Hz, 1 H) 8.3 (d, J=8.1 Hz, 1 H)
1 8.7 {d, /8.3 Hz, 1 H) (DM8O-uB)
IR (Br)
1700, 1408, 1353, 1162, 1034, 770, 718, 570
rm de Poxidn: 147-146°C
]
1-(1-fenilgul fonil-piperidin-4-il)-1,4-dihidro-
[benzo[d][1,3]oxazin-2-ona
1H-Ra:
1.8(dd, 121,21 Hz, 2H) 24 (i, /122,24 Hz, 2H) 2.7
{qd, 120, 4.3Hz, 2H) 3.0 (i, ;~12.3, 3.0 Hz, T H) 4.0 (ct,
N T INE 1 M7 o 10573 AT oS00 14 2
2 H)(onotd) o '
R (KBr)
1708, 1407, 1340, 1283, 1205, 1160, 738, 681, 076
rna de foxidn: 172-174°C
1-[1-(5—cloro-3-metil-benzo[b]tiocfeno~-2-sulfonil )~
iperidin-4-il]-1,4-dihidro-benzo[d)[1.3]oxzazin-2-ona
1H-RMN :
1.8(d, J~10.8Hz, 2H)25(m, 2H) 2.7 (a, IH) 2B {t, S=114
Hz, 2H)38(d, MM14HL 2H)3O(M1H)E1 (s 2H) 700
ST2Hz, 1H)7.2(d, /8.1 Hx, 1 H) 7.2 (m, 2 H) 7.8 (dd,
Ej 8.6, 2.0 Hz, 1 H)8.1 (d, 20 Hz, 1 H) 8.2 (d, 88 Hz, 1 H)
3 (DMSO-d6)
R (k)
1717, 1868, 1248, 1201, 1160, 1036, 712, 6564
Pnto de Pasitn: 204-200°C
B-metil-1-[1-({naftil-1-sulfonil)-piparidin-4~il]-1,4-dihidro-
|§nzc [d][1,3]oxazin-2-ona
1H-RMN :
%‘, 18(d, J~128Hz, 2H)23 (s, 3 H) 2.7 (m, 4 H) 43 (m, 1 H) 4.0
Ej (d. M112Hz, 2H)4.9(8, 2ZH) 7.0 (m, 2H) 7.1 (d, SSTO Hz, 1
4 H)7.8(m 3H)79({m, 1 H)8.1(d, J6.2 Hx, 1 H) 8.2 (dd, .
&. J=73 1.1 1H) 8.7 ({d J-8.8 H

1712, 1318, 1279, 1222, 1160, 1135, 1028, 788, 607

rmbr-ih:M'c




1-[1-({quinolinil-B8-gulfonil )-piperidin-4-11)-1,4-dihidro-
enzo[d][1,3]oxazin-2-ona

R :
> 8 1,8 (d, /=0.8 Hz, 2 H) 2.6 (qd, J=12.8, 4.4 Hz, 2H) 3.0(id,
(') Je12.8, 2.5 Hz, 2 H) 4.1 {8, J=12.5, 3.8 Hz, 1 H) 4.3 {ddd,
13,0, 23 Hz, 2H) 5.0(s, 2H) 7.1 (m, 3 F) 7.3 (m, 1 H)
Ej .g.. 76(0d, 84,42 1z, 1 7.8 m. 1 H) 8.1 (0d, =82, 13

Hz, 1 H) 8.3 (dd, J=8.3, 1.7 Hz, &[ﬁ.”.a.‘ljl-h,
1 H} 8.1 (dd, J=4.2, 1.8 Hz, 1 H) (CDCI3-d)

IR (KBr)
Flz. 1337, 1291, 1205, 1162, 1144, 1034, 717, 683

de hmitn: 170-172°C

J8-metil-1-[1-(quinolinil-B-sulfonil)-plperidin-4-1I]-

1,4~dihidro-benzo[d][1.3]oxazin-2-ona

1H-RMM :

1.9(d, J=128 Hz, 2 H) 2.3 (s, 3 H) 2.7 (qd, J12.2, 3.9 Hz,

2H)20(m, 2H) 3.3 (1t, J~11.7, 8.4 Hz, 1

£ J=12.8 Hx, 2 H) 4.0 (8, 2H) 7.0 (m, 2H) 7.1 (d, J=T.3 Hz,

e 1H) 7.6 (dd, 8.3, 4.1 Hz, 1 H) 7.6 (m, 1 H) 8.0 {dd,
J=62, 1.3 Hz, 1 H) 8.2 (dd, /83, 1.7 Hz, 1 H) 8.5 {dd,
J=7.3, 1.5 Ha, 1 H) 9.1 (dd, J=4.2 1.8 Hz, 1 H) (CDCE-d)

IR (KBr)

1702, 1329, 1284, 1218, 1024, 785, 701, 582

m

T

1-[1-(S5—dimetilamino-naftil-1-sulfonil )-piperidin-4-il]-
B-metil-1,4-dikidro-benzo[d][1.3)oxazin-2-ona

1H-RMN :
(Fg. 4.8(d, J41.9 Hz, 2H) 2.3 (s, SH) 27 (m, 4 H) 20 (s, 6 H)

3.3(m, 1 H)4.0(d, 9.9 Hz, 2H)4.9 (s, 2H) 7.0(m, 2 H)

Ej 7.2 (m, Ja7.3 Hz, 2H) 7.5 (m, 2 H) 8.2 {dd, /7.3, 1.1 Kz,
7 ;)l-l}u(d..ha.um.u-na.a(d.mmnmm
9. IR (ko)

2081, 1711, 1336, 1221, 1148, 1025, 784, 709, 571
Punto do fosidn: 202-203°C




1-[1- (5-dimetilamino-naltil-1-sulfonil)-piperidin-4-11]-

1,4-dihidro-benzo[d][1.3]oxazin-2-ona

TH-RMN :
1.8 (dd, J=12.3, 3.5 Hz, 2H) 2.7 (m, 4 H) 20 (s, 8 H) 4.0
(m, 3H)5.0(s, 2H)6.9(d, 82 HZ, 1 H) 7.1 (m, 2H) 7.3

1(m, 2H) 7.6 (wd, J=0.9, 7.4 Hz, 2 H) 8.3 (dd, M=7.3, 1.3 Hz,

:;ﬁlh4(duﬁﬂlﬂfhh1lﬂdllﬁdulﬂlzlhb1lD(CEKHS-

ﬂ

p———

(KBr)
2686, 1720, 1310, 1242, 1144, 820, 701, 735, 642

rmmlhfulh:‘lﬂ_-'lTG‘-G

1-[1~(2.,3-dicloro-fenileulfonil )-piperidin-4-il]-
1,4-dihidro-benzo[d][1.3]oxazin-2-ona

TH-RMH
1.9(d, J+10.1 Hz. 2H) 2.7 (qd, J=12.6, 4.2 Hz, 2 H) 3.0
%M?.?.ZSI&.!H)&‘I(maH)BJ s, 2H)7.1(m, 3

7.3 (m, 2 H) 7.7 (dd, J=8.0, 1.8 Hz, 1 H) 8.0 (dd, J=8.0,
1,8 Hz, 1 H) (CDCIS-d)

IR kB ,
1667, 1308, 1244, 1165, 1045, 942, 710, 5&2

rma fusid: 186-187 “C

10

X

1-[1-(2.3—dic1urn-£nni15u1£unil]-pip-ridin-i-il]-ﬁﬂmutil—
i,4-dihidro-benzo[d][1.3]oxazin-2-ona

tH-RMN :

20(d, S=11.5 Hz, 2H) 24 (s, 3 H) 2.8 (m, 4 H) 3.4 {m, 1
H) 4.0(d, J-0.0 Mz, 2H) 5.0 (s, 2H) 7.0 (m, 2 H) 7.2 (d,
&7.7 Hz, 1 H) 73 (1, 0.0 Hz, 1 H) 7.7 (dd, J=8.1, 1.5 Hz,
1 H) 8.0 (dd, 8.0, 1.8 Hz, 1 H) {CDCI3-d)

IR

(KBy)
1705, 1404, 1330, 1224, 1140, 639

FMMndnhaMu184dﬂﬂ1=
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Datos farmacéuticos:

La unién de los nuevos compuestos de sulfonamidas derivados de
benzoxazinona férmulas generales (I), (la) y (Ib) se determindé como se describe
anteriormente. ) . ] -

Los resultados de unién para algunos de estos compuestos se Indican a
continuacién en ia tabla 2:

Tabla 2:
Compuesto segin el % de Inhibiclén K{nM)
ejemplo: . [l |
1 98,1140 . 517
3 1074
4 248
5 152
6 1659
7 88
8 68
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REIVINDICACI NES
1. Compuesto de sulfonamidas derivado de benzoxazinona de formula general (1)

peel

m

RT

en la que

R, R, R% R* se seleccionan cada uno independientements del grupo que
consiste en hidrdgeno, halégeno, un radical alifatico lineal o ramificado, saturado o
insaturado, opcionaimente al menos monosustituido, un radical cicloalifédtico saturado o
insaturado, opcionaimente al menos monosustituido, que contiene opcionaimente al
menos un heteroatomo como miembro del anilio, que puede estar unido mediante un
grupo alquileno opcionaimente al menos monosustituldo, y/o puede estar condensado
con un sistema ciclico mono o policiclico opcionalments al menos monosustituido, un
radical arilo o heteroarilo opclonaiments al mence monosustituldo, que puede estar
unido mediante un grupo alquileno opclonalmente al menos monosustituido y/o puede
estar condensado con un sistema ciclico mono o policiclico opcionaiménte al menos
monosustituido, un grupo nitro, un grupo ciano, -OR™, -O(C=O)R"!, {C=0)OR"’, -
SR, -SOR™, -SO,R"™, -NH-SO:R", -S0,NH;, y un resto -NR¥R™,

R® representa hidrégeno, un radical allfético lineal 0 ramificado, saturado o
insaturado, opcionaimente al menos monosustituido o un radical cicloalifético saturado
o insaturado, opcionaimente al menos monosustituido, que contiene opcionaimente al
menos un heteroétomo como miembro del anilio,

R R’, R, R" se selecclonan cada uno independientemente del grupo que
conslste en hidrégeno, un radical allfitico lineal o ramificado, saturado o insaturado,
opcionaimente al menos monosustituldo, un radical cicloallfético aaturado o insaturado,
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opcionalmente al menos monosustituido, que contiene dpcionahnento al menos un
heterodtomo como miembro del anillo, un grupo clano y un resto -COOR?®,

W representa un radical alifdtico lineal o ramificado, saturado o insaturado,
opcionalmente al menos monosustituido, ' .

un radical cicloalifdtico saturado o insaturado, opcionaimente al menocs
monosustituido, que contiene opclonaiments al menos un heterodtomo como miembro
del anillo, que puede estar unido mediante un grupo alquileno opcionaiments
monosustituido, y/o puede estar condensado con un sistema ciclico mono o policiclico
opcionaimente al menos monosustituido,

un radical heteroarilo opcionaimente al menos monosustituido, que puede estar
unkio mediante un grupo alquileno opcionalmente monooustl-tuido y/o puede estar
condensado con un eistema ciclico mono o policiclico opclonaimente al menos
monosustituido,

un radical arllo monociclico, opcionaimente al menos monosustituido, que esta
condensado con un sistema ciclico mono o policiclico opcionalmente al menos
monosustituido y que puede estar unido mediants un grupo alquileno opcionaimente al
menos monosustituido,

un resto NR™RY,

un resto COR™,

© un radical fenilo, que estd al menos monosustituido por uno de los
sustituyentes selecclonados del grupo que consiste en:

2,2, 2-frifluorcetox], alqueniic Cie, 1,3-dlhidro-1-oxo-2H-isoindol-2-llo, N=
flalimidinilo, [(2-cloro-1,3-tiazolll-5-I)}-metoxi, etil-5-I-2-metil-3-furcato, alquilo Ci1.20,
1,3-dloxo-2-azaspiro[4,4]non-2-lo, pirazolilo, (1,3-oxazol-5-il)-, (5-metil-1,3,4-oxadiazol
2-f)-, diflucrometoxd, diclorometoxl, 1-pirrolidiniisulfonilo, morfolinosulfonio, 2-metil-4-
pirimidinilo, un grupo fenoxi, que estd al menos monosustituido por alcox C,a, un
grupo fenilo, que estd al menos monosustituido por uno de los sustituyentes
selecclonados del grupo que consiste en nitro, alcoxi C,5, F, Cl, Br, alquilo C, al
menos parciaimente fluorado, C,.; alquilo al menos pardalinenh clorado, [(2-cloro-1,3-
tiazol-5-ll)-metoxd}, {C=0)-H y alquilo (C=0)-C,s, un grupo piridinilo, que estd al
menos monosustituido por alcoxd C.s, un grupo piridiniloxi, que estd al menos
monosustituido por alcoxi Cy5, un grupo fenoxi, que estd al menos disustituldo y un
grupo piridinlloxi, que estd al menos disustituido,

con la condicibn de que W no represente furilo no sustituldo, tienilo no
sustituido o tienilo sustituido por un sustituyente seleccionado del grupo que consiste
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en alcoxicarbonilo C.,, aiquilcarbonilo C., carboxilo y piridilo, pirrolilo no sustituido,
naftlo no sustituido, indoliic no sustituido, tetrahidronafiio no sustituldo, piridilo
sustituidlo o no sustituido, pirazinilo no sustituido, quinolinilo no sustituido, pimolilo
sustituido por alquilo C, y ciclohexilo no sustituldo o ciclohexilo sustituldo por uno o
dos miembros seleccionados del grupo que consiste en oxo, hidroxilo, alcoxilo C,.,
alcoxi-carbonilamino C.5, alquilo C; y aminoalquilo Cy,

R™ representa hidrégeno, un radical alifético, lineal o ramificado, saturado o
insaturado, opcionalmente al mencs monosustituido, un radical cicloalifdtico saturado o
insaturado, opcionalments al menos monosustituido, que contiene opcionaimente al
menos un heterodtomo como miembro del anillo, que puede estar unido mediante un
grupo elquilenc opcionaiments al menocs monosustituido, y/o puede estar condensado
con un sistema cliclico mono o policiclico opcionaimente al menos monosustituido, o un
radical arlio o heteroariio opclonaimente al menos monosustituido, que puede estar
unido mediante un grupo aiquileno opcionalmente al menos moncsustituldo y/o puede
estar condensado con un sistema ciclico mono o policiclico opclonalmente al menos
monocsustituido,

R" representa hidrégeno, un radical alifético lineal o ramificado, saturado o
insaturado, opcionaimente al menos monosustituido, un radical cicloalifatico saturado o
insaturado, opcionaiments al mencs monosustituido, que contisne opcionalmente al
menos un heteroétomo como miembro del anlliio, que puede estar unido mediante un
grupo alqulleno opclonalmente al menos monosustituido, y/o puede estar condensado
con un sistema ciclico mono o policiclico opcionaimente al menos monosustituido, o un
radical arilo o heteroarilo opcionaimente al menos n'ionosustltuldo. que puede estar
unido mediante un grupo alquileno opcionalmente al menos monosustituido y/o puede
estar condensado con un sistema ciclico mono o policiclico opcionaimente al menos
monosustituido,

R™ representa un radical alifético, lineal o ramificado, saturado o insaturado,
opcionaiments al mencs monosustituido, un radical cicloslifético saturado o insaturado,
opcionaimente al menos monosustituido, que contiene opcionaimente al menos un
heterodtomo como miembro del anllio, que puede estar unido mediante un grupo
alquileno opcionaimente al menos monosustituido, y/o puede estar condensado con un
slatema clclico mono o policiclico opclonaiments al menoa monosustitulde, o un radical
arilo o heteroariio opcionaimente al menos monosustituido, que puede estar unido
mediante un grupo alqulleno opcionalmente al menos monosustituido y/o puede estar
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condensado con un sistema ciclico mono o policiclico opcionalments al menos
monosustituido,

R"™ y R' se selecclonan cada uno indepandientemente del grupo que consiste
en hidrégeno, un radical allfatico, lineal o ramificado, saturado o insaturado,
opcionalmente al menos monosustituldo, un radical cicloallfético saturado o Insaturado,
opcionaimente al menos monosustituido, que contiene opcionaiments al menos un
heterod&tomo como miembro del anilio, que puede estar unido mediante un grupo
alquileno opcionaimente al menos monosustituido, y/o puede estar condensado con un
sistema ciclico mono o policiclico opcionalmente al menos monosustituido, o un radical
arilo o heteroarilo opcionalmente al menos monosustituido, que puede estar unido
mediante un grupo alquileno opcionaimente al menos monosustituido y/o puade estar
condensado con un sistema ciclico mono o policiclico opcionaimente al menos
monosustituido,

o R® y R" junto con el &tomo puente de nitrégeno forman un anllio
heterociclico saturado, insaturado o aromdtico, que puede estar al menos
monosustituido y/o contener al menos un hetero&tormno més como miembro del anillo,

R' representa hidrogeno, un radical alifético, lineal o ramificado, saturado o
insaturado, opcionaimente al menos monosustituido, un radical cicloalifatico saturado o
Insaturado, opcionaimente al menos monosustituido, que contiene opclonaimente al
menos un heterodtomo como miembro del aniflo, o un radical ardlo o heteroariio
opcionaimente al mencs monosustituido, que puede estar unido mediante un grupo
alquileno ocpclonalmente al mencs monosustiiuido y/o puede estar condensado con un
sistema ciclico mono o policiclico opclonaimente al menos monosustituido,

R™ representa un radical aliféfico lineal o ramificado, saturado o insaturado,
opcionalmente al menos monosustituido,

R" representa un radical allfético lineal o ramificado, saturado o Ineaturado,
opclonaimente al menos monosustituido, y

R'® representa un radical arilo opclonaimente al menos monosustituido,

opcionaimente en forma de uno de sus esteracisémeros, preferiblemente

enantiomeros o diasterémeros, su racemato o en forma de una mezcla de al menos - -

dos de sus esterecisémeros, preferiblemente enantibmeros o diasterdmeros, en
cualquier razon de mezcla, o una sal correaspondiente de los miemos, o un solvato
cormespondiente de los mismos.

2. Compuesto segin la reivindicacién 1, caracterizado porque R, R2, R®, R* ge
seleccionan cada uno independientemente del grupo que consiste en H, F, Cl, Br, un
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radical alifético C, ¢ lineal o ramificado, saturado o insaturado, opclonaimente al menos
monosustituido, un radical cicloalifético C, 4 saturado o Insaturado, opcionalmente al
menos monosustituido, que contiene opcionaimente al menos un heterodtomo como
miembro del anillo, que puede estar unido mediante un grupo alquileno Cie
opcionaimente al menos monosustitukio, y/o puede estar condensado con un sistema
ciclico mono o policiclico opcionaimente al menos monosustituido, un radical arilo o
heteroarilo de 5 6 6 miembros opclonaiments al menoce monosustituidg, que puede
estar unido mediante un grupo alquileno C,.4 opcionalmenta al menos monosustituido
y/o puede estar condensado con un sietema ciclico mono o policiclico opclonaimente
al menos monosustituido, un grupo nitro, un clano, -OR™, -O(C=0)R", -SR*, -SOR™,
-SO;R™, -NH-SO;R%, -SO,NH; y un resto —~NR"R", preferiblemente saleccionados
del grupo que consists en H, F, Cl, Br, un radical alifético Cya ‘lIineal o ramificado,
saturado, opclonaimente al mencs monosustituido, un radical cicloalifético Cs 0 Ce
saturado, opcionaimente al menos monosustituido, que contlene opcionalmente al
menos un heterodtomo como miembro del anilio, que puede estaer unido mediante un
grupo alquileno C4 0 C; opcionalments al menos monosustituido, un nitro, un ciano, -
OR™, -O0(C=0)R", -SR'2, y un resto -NR"R", més preferiblements selecclonados del
grupo que consiste en H, F, Cl, -CH,, -CH;CH,, -CF3, -CF;CF,, ciclopentilo, ciclohexdio,
un grupo nitro, un grupo clano y -OR™,

3. Compuestos segln la reivindicacidn 1 6 2, caracterizado porque R® representa
hidrdgeno, un radical alifitico C.; lineal o ramificado, saturado o insaturado,
opcionaimente al menos monosustituido ¢ un radical ciclaliftico Cy, saturado o
insaturado, opcionaimente al menos monosustituldo, que contiene opclionaimente al
menoe un heterodtomo como miembro de! anillo, preferiblemente representa H o un
radical alquilo C,.5 lineal o ramificado, més preferiblemente representa H, -CHj o -
CHxCH,.

4. Compuesto segln una cualquiera de las relvindicaciones 1 a 3, caracterizado
porque R®, R’, R%, R® se seleccionan cada uno Independientemente del grupo que
consiste en hidrégeno, un radical alifdtico C.s lineal o ramificado, saturado o
insaturado, opcionaimente al menos monosustituldo, un radical cicloalifdtico Cs,
saturado o Insaturado, opcionaimente al menos monosustituido, que contiene
opcionaimente al menos un heterodtomo como miembro del anillo, un grupo ciano y un
resto COOR", preferiblemente seleccionados del grupo que consiste en H, un radical
@iquilo C.; lineal o ramificado, un grupo ciano y un grupo COOR'™, mds
preferiblemente del grupo que consiste en H, -CHs, -CH;CH; y un resto clano.
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5. Compuesto seg(in una cuaiqulera de las reivindicaciones 1 a 4, caracterizado
porque W representa un radical alquilc Cy1.20 lineal o ramificado, opcionaimente al
menoa monosustituido, un grupo naftilo, que estd al menos moncsustituldo, un grupo
quinolinilo, que estd al menos monosustituido, un grupo plrrolilo, que estd al menos
monosustituido por un sustituyente distinto de alquilo C..4, un tiazolilo opcionalmente al
menos  monosustituido, benzo{b}iofenilo, benzo[b}-furanlio, Isoquinolinilo,
tetrahidroisoquinclinilo, pirazolilo, isoazolilo, cromanilo, benzotiadlazolilo, imidezolilo,
benzofurazanilo, dibenzo[b,dHuranilo, benzoxadlazolilo, imidazo[2,1-b}iazolilo,
antracenilo, coumarinllo, 2,3-dihidro-1,4-benzodioxinilo, 2,3-dlhidrobenzo[b}furanilo,
3,4-dihidro-2H-1,4-benzoxazinilo, 3,4-dlhidro-2H-1,5-benzodioxepinilo, benzotiazolilo,
imidazo[1,2-a}-piridinilo, un grupo cromoniio, un grupo isatinilky, un grupo
pentametildihidrobenzofuranilo, un grupo cicloproplio o ciclopentlio opcionalmente al
menos monosustituido, 2<(1,3-dloxo-1,3-dIhidro-isoindol-2-il)-etilo, un grupo tienilo, que
estd al menos monosustituidko por uno o més sustituyenies seleccionados
independientemente del grupo que consiste en F, Cl, Br, alcoxl Cy.5, -CF3, alquilo -SOz-
Cis Y benzollaminometilo, fenlisulfonlio, isoxazolilo, benzoamidometilo, pirimidilo,
tiazoliio, pirazolilo, fenilo, 1,2, 4-tiadlazoliio, 1,3-oxazolio o 1,24-oxadiazolilo,
opcionaimente al menos monosustituidos, un grupo' furilo, que estd & menos
monosustituido por uno o mas sustituyentes eeleccionados independientemente del
grupo que consiste en un radical alquilo C.5, que puede astar al menos parciaimente
fluorado o clorado, un fenilo opclonaimente al mencs monosustituido y un grupo aiquilo
(C=0)-0-Cys,

un resto NR™RY,

un resto COR™,

o un radical fenilo, que estd al menos monosustituido por uno de los
sustituyentes selecclonados del grupo que consiste en:

2,2 2-trifluorcetoxi, alquenilo C,4, |, 1,3-dlhidro-1-oxo-2H-Isoindol-2-ilo, N-
fialimidinilo, [(2-cloro-1,3-tlazolll-5-l}-metox], eill-5-I-2-metil-3-furcato, alquilo Ciizn,
1,3-dloxo-2-azaspiro[4,4]non-2-ilo, pirazolilo, (1,3-oxazol-5-l)-, (5-metil-1,3,4-oxadlaxol-
2-ily-, diftuorometoxi, diclorometoxi, 1-plmolidiniisulfonllo, morfolinosulfonilo, 2-metil-4-
pirimidinilo, un grupo fenoxi, que estd4 al menos monosustituldo por alcoxi Cy5, un
grupo fenilo, que estdé al menos monosustituido por uno de los sustituyentes
seleccionados del grupo que consiste en nitro, alcox Cqy, F, Cl, Br, alquilo Cs al
menos parciaimente fluorado, C+s alquillo al menos parciaimente clorado, [(2-cloro-1,3-
tiazol-5-il}-metoxi}-, {C=0)-H y alqullo (C=0)-Cys, un grupo piridiniio, que esta al
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menos monosustitukdo por alcoxd C.5 un grupo pirdiniloxi, que estd al mencs
monosustituldo por alcoxi Ci.s, un grupo fenoxi, que estd al menos disustituido y un
grupo piridinliox, que eaté al menos disustituido,

més preferiblemente W representa un resto seleccionado del grupo que
consiste en S5-dimetilamino-naft-14lo, 2-acetamido-4-metil-5-tiazolilo, trifluorometilo,

triclorometilo, isopropilo, metilo, 2,2,2-triflucroetilo, etilo, hexadecllo, 2-cloroetilo, n-

proplio, 3-cloro-propilo, n-butlio, diclorometilo, clorometllo, dodecilo, 1-octilo, 6-(p-
toluidino)-naft-2-ilo, 4,5-dibromo-tiofen-2-ilo, cloruro de benzoilo-3-ilo, 1-octadeclio, 4-
bromo-2,5-dicloro-tiofen-3-llo, 2,5-dicloro-tiofen-3-ilo, 5-cloro-tiofen-2-ilo, 1-decilo, 3,5-
dicloro-4-(2-cloro-4-nitrofenoxi)-fenilo, 2,3-diclorotiofen-5-ilo, 3-bromo-2-cloro-tiofen-5-
llo, 3-bromo-5-cloro-tiofen-2-llo, 2-(benzollaminometil)-tiofen-5-lo, 4-(fenil-sulfonil)-
tiofen-2-llo, 2-fenil-sulfonit-tiofen-5-ilo, 2{1-metil-5-(irifluorometil)pirazol-3-il}-ticfen-5-lo,
5-cloro-1,3-dimetilpirazol-4-ilo, 3,5-dimetilisoxazol-4-llo, 2-(2 4-diclorofencxi)fenilo, 4-
(2-cloro-8-nitro-fenoxi)-fenilo, 4-(3-cloro-2-cianofenoxi)-fenilo, 2,4-dimetil-1,3-tiazol-5-
ilo, metil-metano-sulfoniio, 2,5-bis<(2,2,2-trifluorcetoxi)-fenllo, 5-(di-n-propilamino)-naft-
1-ilo, 2,2,5,7 8-pentametil-croman-8-lio, 5-cloro-4-nitro-tiofen-2-llo, 21,3
benzotiadiazol-4-ilo, 1-metil-imidazol-4-io, benzofurazan-4-ilo, 5-(isoxazol-3-if)-tiofen-2-
llo, vinil-fenii-4-ilo, 5-dicloro-metil-furan-2-lio, 5-bromotiofen-2-ilo, 54(4-
clorobenzoamidometil)-tiofan-2-ilo, dibenzo[b,dHuran-2-llo, 5-cloro-3-metilbenzo{b}-
tiofen-2-ilo, 3-metoxi-4-{metoxicarbonil)-tiofen-2-lio, 5-[2-(metiltio)-pirimidin-4-il-}-tiofen-
2-llo, 4-cloro-2,1,3-benzoadiazol-7-ilo, 5-cloro-2,1,3-benzoxadiazol-4-ilo, 8-cloro-
imidazo(2,1-b)-tiazol-5-lo, 3-metil-benzofb}Hiofen-2-llo, 4-[3-cloro-5-{trifluorometil)-2-
piridiffoxi-fenilo, S-cloro-naft-1-ilo, 5-cloro-naft-2-ilo, 9,10-dlbromoantracen-2-ilo,
isoquinolin-5-lo, 4-metox}-2,3,8-trimetilbenzollo, 4™-nitro-bifenii-4-llo, (1,3-dihidro-1-oxo-
2H-igoindol-2-il)-4-fenilo, 5-(2-metil-1,3-tiazol-4-il)-tiofen-2-lo, 5-(1-metil-3-
(triflucrometil)pirazol-5-ilHiofen-2-ilo, 5{5-{trifluorometil)}-isoxazol-3-il}-tiofen-2-ilo, p-
dodecil-fenilo, 4-{(3-clano-4-metoxi-2-piridinil)oxi}-fenilo, 4-(N-ftalimidinil)-fenilo, 1,2,3.4-
tetrahidro-2-(triflucroacstil)-lsoquinolin-7-lo, 1,2-dimetilimidazol-4-ilo, 22486,7-
pentametildihidrobenzofuran-5-ilo, 4-cloro-naft-1-ilo, 2,5-dicloro-4-nitro-tiofen-3-ilo, 4-
(4-metoxi-fenoxd)-fenilo, [4-(3,5-diclorofenoxd)fenil}, [4-(3,4-diclorofenaxi)-fenil], [4-
(3,5)-bis(trifluorometifenoxi)fenil], 3(2-metoxi-fenoxd)-fenilo, 3-{4-metoxi-fenil)-fenilo, 3-
(4-clorofenil)}-fenllo, 3-(3,5-dicloro-fenil}-fenilo, 3<3,4-dicloro-fenil}-fenilo, 3-(4-
fluorofenil)-fenilo, 3-{4-{irifluorometi)-fenill-enllo, 3-{3,5-bis(irifluorometil)-fenill-fenilo,
4-(2-metoxi-fenoxi)-fenilo, 4-(2-metil-fenoxd)-fenllo, 4-(4-metoxi-fencxd)-fenilo, 4-(4-
clorofenil)-fenilo, 4-(3,5-diclorofenil)-fenilo, 4-(34-diclorofenil)-fenilo, 4-{4-fluorofenil)-
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fenilo, 4-{4-(triflvorometil)}-fenill-fenllo, 4-{3,5-bis(trifluorometil)-fenil}-fenilo, ciciopropilo,
2-(2-clorofenil)}-2-feniletio, 2-(2-triftuorometilfenil)-2-fenlietlio, 5-[4-clano-1-metil-5-
(metiltio)-1H-pirazol-3-i-tlofen-2-ilo,  3-clano-2,4-bis(2,2,2-triflucrotoxd)-fenilo, 4-{(2-
cloro-1,3-tiazol-5-il}-metoxil-fenilo, 2-{(1,3-dloxo-1,3-dlhidro-lsoindol-2-)-etllo, 5-yodo-
naft-1-llo, etil-2,5-dimetil-1-fenilpirrol-4-carboxilato-3-llo, etll-2-metil-1,5-dlfenli-1H-pimrol-
3-carboxilato-4-ilo, etil-5-(4-clorofenil)-2-metil-3-furcato-4-lio, eti-5-(4-clorofenil)-2-
metil-1-fenil-3-carboxilato-4-ilo, etil-2,5-dimetll-3-furcato-4-ilo, 3-cloro-4-(1,3-dioxo-2-
azaspiro[4,4]non-2-il}-fenilo, coumarin-8-llo, 3<{4-metaxi-fenoxi)-fenilo, [3-(3,5-dicloro-
fenaxd)lfenilo, [3-(3,4-dicloro-fenoxi)}-fenllo, 3,5-bls(trifluorometil)fenoxifenilo, 2,2-

difeniletilo, 4-fenil-5<(trifluorometil)-tiofen-3-ilo, metil-4-fenil-5-(trifluorometil)-tiofen-2-

carboxilato-3-ilo, metil-1,2,5-trimetilpimol-3-carboxilato-4-ilo, 4-fluoro-nafi-1-ilo, 5-fluoro-
3-metiibenzo[b}-tiofen-2-llo, metil-2,5-dimetil-3-furoato-4-io, metll-2-furoato-5-ilo, metil-
2-metil-3-furcato-5-lo, metil-1-metil-1H-pirrol-2-carboxilato-5-ilo,  2-(5-cloro-1,2,4-
tiadiazol-3-1l)-tiofen-5-lo, 1,3,5-trimetil- 1H-pirazol-4-lio, pentafiucroetoxitetrafluoroetilo,
5-{5-Isoxacll)-tiofen-2-llo, 5-(5-lsoxazolll}-2-furilo, 5-metil-2,1,3-benzotiadiazol-4-ilo, 2,3-
dihidro-1,4-benzodioxin-8-ilo, 4-metil-naft-1-llo, 5-metil-2-({trifluorometil)-3-furilo, 2,3-
dihidrobenzo{bjfuran-5-lo, 1-benzotiofen-3-llo, 4—mdil-3.4-dih|dro-2H-1.4—&mmzin—
7-lo, 5-metil-1-fenil-1H-pirazol-4-ilo, 8-morfolin-3-piridinllo, 4-(1H-pirazol-1-il)-fenilo, 8-
fenoxi-3-piridilo, 3,4-dihidro-2H-1,5-benzodioxepin-7-ilo, 5-(1,3-oxazol-5-l1)-2-tienilo, 4-
(1,3-oxazol-5-)-fenilo, 5-metil4-isoxazolilo, 2,1,3-benzotiadiazol-5-llo, 5-acetamido-
naft-1-flo, 3-metil-8-quinclinlio, 1,3-benzotlazol-8-ilo, zqnorfolin-a-piﬂdi!o. 2,.5-dimetil-3-
tienllo, 5{5-{clorometil)-1,2,4-oxadiazol-3HI}-2-tienilo, otil-3{5--2-tienil}-1,2,4-
axadiazol-5-carboxllato, 3-(5-metil-1,3,4-oadiazol-2-1)-fenilo, 4-{difluorometoxi)-fenilo,
3-(difiuorometoxl)-fanilo, 2,2-dimetil-8-cromanilo, etil-3,5-dimetil-1H-pimol-2-carboxilato-
4Hlo, imidazo[1,2-a]piridin-3-lo, 3-(1,3-oxazol-5l)-fenilo, etil-5-{4-i-fenil}-2-metil-3-
furoato, 1-pirrolidinitfenilsulfonilo, meti-5-4-metil-2-tiofen-carboxilato, metil-3-i4-
(lsopropilsulfonll)-2-tiofeno, 7-clorocromon-3-ilo, 4'-bromobifenil-4-ilo, 4'-aceti-bifenil-4-
ilo, 4'-bromo-2'-fluoro-blifenil-4-ilo, 1-metil-5-isatinilo, dcido 2-cloro-3-tiofencarboxdlico-5;
llo, 2-metoxi-5-(N-ftalimidinil)fenilo, 1-benzotiofen-2-llo, morfolinfeniisulfonilo y 3-{2-
metil4-pidmidinil)-fenllo. -

6. Compuesto sagin una cuaiquiera de las relvindicaclones 1 a 5, caracterizado
porque R representa hidrégeno, un radical alifético C,.s lineal o ramificado, eaturado
o insaturado, opclonalments al menos monosustituido, un radical cicloallfético Csa
saturado o Ineaturado, opcionaimente al menos monosustituido, que contiene
opcionalmente al menos un heterodtomo como miembro del anillo, que puede estar
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unido mediante un dmpo alqulieno C,, opcionaimente al menos monosustituldo, y/o
puede estar condensado con un sistema ciclico mono o policiclico opcionalimente al
menos monosustituido, o un radical arlio o heteroariio de 5 6 6 miembros
opcionaimente al menos monosustituido, que puede estar unido mediante un grupo
alquileno C,¢ opcionaimente al menoca monosustituido y/o puede estar condensado
con un sistema ciclico mono o policiclico opcionaimente al menos monosustituido,
prefariblemente H, un radical alquilo C,4 lineal o ramificado, un radical ciclohexilo o un
radical fenilo, més preferiblements H, -CH,, -C5H; o fenllo.

7. Compuesto segin una cuaiquiera de las reivindicaciones 1 a 6, caracterizado
porque R representa hidrégeno, un radical alifatico C,., lineal o ramificado, saturado
o inssturado, opcionaimente al menos monosustituldo, un radical cicloalifitico Cas
saturado © Iinsaturado, opcionaiments al menose monosustituido, que contiene
opcionaimente al menos un heterodtomo como miembro del anilio, que puede estar
unido mediante un grupo aiqulleno C., opcionalmente al menos monosustituido, y/o
puede estar condensado con un slstema ciclico mono o policiclico opcionaiments al
menos monosustituido, 0 un radical arilo o hetercarlic de 5 6 6 miembros
opcionaimente al menos monosustituldo, que puede estar unido mediante un grupo
alquileno C.4 Opcionaiments al menos monosustituido y/o puede estar condensado
con un sistema ciclico mono o policiclico opclionaimente al menos monosustituido,
preferiblemente H, un radical aiquilo C,., lineal o ramificado, un radical ciclochexilo 0 un
radical fenilo, més preferiblemente H, -CHy, -C2H; o fenilo.

8. Compuesto segin una cuaiquiera de las relvindicaclones 1 a 7, caracterizado
porque R™ representa un radical alifdtico C., lineal o ramificado, saturado o
insaturado, opclonaimente al menos monosustituido, un radical cicloallfdtico Cs,
saturado o0 ineaturado, opcionalmente al menocs monosustituido, que contiene
opcionaimente al menos un heterodtomo como miembro del anllio, que puede estar
unido mediante un grupo alquileno C,4 opcionaimente al menos monosustituido, y/o
puede estar condensado con un sistema ciclico mono o policiclico opcionaimente al
menos monosustituldo, ¢ un radical arlo o hetercarlo de 5 6 8 miembros,
opcionalmente al menos monosustituido, que puede estar unido mediante un grupo
alquileno C,s opcionalmente al menos monosustituido y/o puede estar condensado
con un sistema ciclico mono o policiclico opcionaimente al menos monosustituido,
preferiblemente representa H, un radical alquilo C,4, un radical ciclohexilo o un radical
fenilo, més preferiblemente H, -CH,, -Cz;Hs o fenlio.
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8. Compuesto seglin una cualquiera de las reivindicaciones 1 a 8, caracterizado
porque R*? y R se seleccionan cada uno independientemente del grupo que consiste
en hidrégeno, un radica! alifaico C,¢ lineal o ramificado, saturado o insaturado,
opcionalmenie al menos monosustituido, un radical clcloalifdtico Cys saturado o
insaturado, opclonaimente al menoa monosustiiuldo, que contlene opcionaimente al
menos un heterodtomo como miembro del anillo, que puede estar unido mediante un
grupo alquileno Ciqe opcionalmente al menocs monosustituido, y/o puede estar
condensado con un sistema ciclico mono o policiclico opcionaimente al menos
monosustituido, o un radical arilo o heteroarilo de 5 & 8 miembros, opclonaimente al
menos monosustituido, que puede estar unido mediante un grupo alquileno C.s
opcionaimente al menos monosustituido y/o puede estar condensado con un sistema
ciclico mono o policiclico opclonaimente al menos monosustlmido. preferiblements se
seleccionan cada uno independientements del grupo que consiste en H, un radical
alquilo Cy4 lineal o ramificado, un redical ciclohexio y un radical fenilo, més
preferiblemente se seleccionan cada uno independientements del grupo que consiste
en H, -CH,, -C;H; y fenilo.

10. Compuesto segin una cualqulera do las relvindicaciones 1 a 9, carecterizado
porque R y R' Junto con el &tomo puents de nitrdgeno forman un anliio heterociclico
de 5 6 6 miembros saturado, insaturedo o aromético, que puede estar al menos
monosustituido y/o contener al menos un heterodtomo mas como miembro del anillo,
preferiblemente forman un grupo plperidina o morfolina no sustituido.

11. Compuesto segin una cualquiera de las reivindicaciones 1 a 10, caracterizado
porque R representa hidrégeno, un radical alifético C1.4 lineal o ramificado, saturado
o insaturado, opcionalmente al menos monosustituido, un radical cicloalifdtico Css
saturado o insaturado, opcionaimente al menos monosustitukdo, que contiene
opcionaimente al menos un heterodtorno como miembro del anillo, o un redical arilo o
heteroarilo de 5 6 8 miembros opcionaimente al menos monosustituido, que puede
estar unido mediante un grupo alquileno C,4 opclonaimente al menos monosustituido
y/o puede estar condensado con un sistema ciclico mono o policiclico opcionaimente
al menos monosustituido, preferiblements representa H, un radical alquilo C. lineal o
ramificado, un radical ciclohexilo ¢ un radical fenilo, méds preferiblements H, -CH,, -
CaH; o fenilo.

12. Compuesto segin una cuaiquiera de las reivindicaciones 1 a 11, caracterizado
porque R™ representa un radical alifdtico C.s lineal o ramlificado, saturado o
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Insaturado, opclonaimente al menos monosustituldo, preferiblements un radical alquiio
C1.s lIneal o ramificado, saturedo, no sustituido, més preferiblements un radical metilo.
13. Compuesto segin una cuaiquiera de las reivindicaciones 4 a 12, caracterizado
porque R" representa un radical alifético Cis lineal o ramificado, seturado o
insaturado, opcionalments al menos monosustituido, preferiblements un radical alquilo
C4. lineal o ramificado, saturado, no sustituido, mae preferiblemente un radical metilo.
14. Compuesto segin una cualquiera de las reivindicaclones 1 a 13:
1{1{5-cloro-3-metil-benzo{bltiofenil-2-sulfonli)-piperidin-4-il}-1,4-dihidro-
benzo[d] [1,3]oxazin-2-ona,
1{1-{5-dimetilamino-naftil-1-sulfonil)}-piperidin-4-1f}-8-metil-1,4-dihidro-
benzo[d][1,3 Joxazin-2-0na, '
1-{1-(5-dimetilamino-nafti-1-sulfonil}-piperidin-4-I[}-1,4-dihidro-
benzo[d}{1,3]oxazin-2-ona,
y sales comespondientss de los mismos, y solvatos cormespondientes.
15. Procadimiento para la preparacién de compuestos de sulfonamidas derivados
de benzoxazinona de férmula general (I) segin una o més de las relvindicaciones 1 a
14, caracterizado porque comprende hacer reaccionar al menos un compuesto de
piperidina de formula general (ll), en la que de R' a R tienen la significacion segun la
reivindicacién 1, y/o una sal, preferiblemente sal clorhidrato, del mismo,

R r®
R
R
R
R
R R
()

con al menos un compuesto de fdrmuila general (fll),
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en la que W tlene la significacitn segin la relvindicacién 1, en un medio de
reaccién adecuado, opcionaimente en presencia de al menos una base y/o al menos
un agente auxiliar.

16. Procedimiento pera la preparacién de una sal fisiolégicamente aceptable de
compuestos de sulfonamidas derivados de benzoxazinona seg(n las reivindicacionas
1-14, caracterizado porque se hace reaccionar al menos un compuesto de férmula
general (1) que tiene al menos un grupo basico con al menos un écido, preferiblements
un dcido orgénico o Inorgénico, preferiblemente en prasencia de un medio de reaccién
adecuado.

17. Procedimiento para la preparacién de una sal fisiolégicamente aceptable de
compuestos de sulfonamidas derivados de benzoxazinona segdn las reivindicaciones
1-14, caracterizado porque se hace reaccionar al menos un compuesto de formula
general (I) que tiene al menos un grupo écido con al menos una base, preferiblemente
en presencia de un medio de reaccién adecuado.

18. Medicamento que comprende al menocs un compuesto de sulfonamidas
derivado de benzoxazinona segin une cualquiera de las reivindicaciones 1-14,
opcionalmente en forma de uno de sus esterecisémeros, preferiblemente
enantiémeros o diasterémeroe, su racemato o en forma de una mezcla de al menos
dos de sus estereocisémeros en cualquier razén de mezcla, o una sal fisiolégicamente
aceptable de los mismos, o un solvato , respectivaments, y opcionalmente uno o mas
adyuvantes farmacéuticamente aceptables.

18. Medicamento seglin la reivindicacién 18 para la regulacion del receptor 5-HTg,
para la mejora de-la cognicién, la profilaxis y/o el tratamiento de un trastomo
relacionado con la ingestién de alimentos (ingesta de alimentos), particularments para
la regulacién del apetito, para el mantenimiento, Incremento o reduccién del peao
corporal, para la profilds y/o el tratamiento de la obesidad, bulimia, anorexia,
caquexia o diabetes de fipo Il (diabetes mellitus Insulino independiente),
preferiblemente diabetes de tipo Il que es causada por la cbesidad, trastomos del
sistema nervioso centrel, trastornos del tracto gastrointestinal, tales como sindrome del
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intestino Imitable, ansiedad, pénico, depresién, trastornos cognitivos de la memoria,
procesos de demencia senil, tales como enfermedad de Alzheimer, enfermedad de
Parkinson y enfermadad de Huntington, esquizofrenia, psicosis, hiperquinesia infantll o
ADHD (déficit de atencion, trastomo de hiperactividad).

20. Uso de al menos un compuesto de sulfonamidas derivado de benzoxazinona
segln una cuaiquiera de las reivindicaciones 1-14, opclonaiments en forma de uno de
sus esterecisémeros, praferiblemente enantiémeros o diasterdmeros, su racemato o
en forma de una mezcla de al menos dos de sus esatereocisémercs en cualquler rezén
de mezcla, o una sal fisioldgicamente aceptable de los mismos, o un solvato, pera la
preparacion de un medicamento para la regulacion del recaepior 5-HT,, para la mejora
de la cognicion, la profiaxis y/o el tratamiento de un trastomo relaclonado con la
ingestidn de alimentos (ingesta de alimentos), particularmente para la regulacion del
apetito, para el mantenimiento, incremento o reduccién del peso corporal, para la
profilaxis y/o el tratamiento de la obeskiad, bulimia, anorexia, caquexda o dlabetes de
tipo 1l (diabetes meliitus Insulino independients), preferiblamente diabetes de tipo |l
que es causada por la obesided, trastomos del sistema nervioso central, trastomos del
tracto gastrointestinal, tales como sindrome del intestino imitable, ansiedad, pénico,
depresi6n, trastomos cognitivos de la memoria, procesos de demencia senil, tales
como enfermedad de Alzheimer, enfermedad de Parkinson y enfermedad de
Huntington, esquizofrenia, psicosls, hiperquinesia infantil o ADHD (déficit de atencién,
trastorno de hiperactividad). )

21. Uso de al menos un compuesto de sulfonamkias derivado de benzoxazinona
de formula general (Ia),
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R"
R™ R~
? Rﬂ
w
(ta)

en la que,

R', R®, R™, R" se seleccionan cada uno Independientemente del grupo que
consiste en hidrégeno, halégeno, un radical alifético, lineal o ramificado, saturado o
insaturado, opclonalments al menos monosustituido, un radical cicloalifitico saturado o
insaturado, opclonalments al menos monosustituido, que contiene opcionaimente al
menos un heteroétomo como miembro del anilio, que puede estar unido mediants un
grupo alqulleno opcionalmente al menos monosustituldo, y/o puede estar condensado
conh un sistema ciclico mono o policidico opcionaimente al menos monosustituido, un
radical arllo o hsteroarilo opcionaimente al menca monosustituido, que puede estar
unido mediante un grupo alquileno opcionaimente al menos monosustituido y/o pusde
estar condensado con un sistama cfclico mono o policiclico opcionalmente al menos
monosustituido, un grupo nitro, un grupo ciano, -OR'™, -O(C=0)R™*, {C=0)OR™", -
SR, .SOR™, -SO;R'®, -NH-SO,R'™, -SO;NH; y un resto —-NR™ R,

R™ representa hidrégeno, un radical alifético fineal o ramificado, saturado o
insaturado, opclonalimente al menos monosustituido ¢ un radical cicloallfatico saturado
o insaturado, opclonalmente al menos monosustituido, que contiene opcionaimente al
menos un heterodtomo como miembro del! anillo,

R*™, R™, R™, R™ se seleccionan cada uno independientemente del grupo que
consiste en hidrégeno, un radical alifético lineal o ramificado, saturado o insaturado,
opcionalmente al menos monosustituldo, un radical cicioalifatico saturado o insaturado,
opcionaimente al menos monosustituido, que contiene opcionalmente al menos un
heterodtomo como miembro del anilio, un grupo clano y un resto -COOR'™,
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W" representa un radical alifético lineal o ramificado, saturado o insaturado,
opcionaimente al menos monosustituldo, un redical cicloallfético satumd'é o Ineaturado,
opcionaimente al menos monosustituido, que contiene opcionaiments al menos un
heteroétomo como miembro del anllio, que puede estar unido mediants un grupo
alquileno opcionalmente al menos monosustituido, y/o puede estar condensado con un
sistemna ciclico mono o policiclico opcionaimente al menos monosustituido, un radical
arilo o heteroarilo opcionalmente al menos monosustituido, que puede estar unido
mediante un grupo alquileno opcionaimente al menos monosustituido y/o puede estar
condensado con un sistema ciclico mono o policiclico opclonalimente al mencs
monosustituido, un resto NR'®R'*, un resto COR'™,

R'™ representa hidrogeno, un radical allfético, lineal o ramificado, saturado o
insaturado, opcionaimente al menos monosustituido, un radical cicloalifético saturado o
insaturado, opcionalmente al menos monosustituido, que contiene opcionaimente al
menos un heterodtomo como mismbro del anllio, que puede estar unido mediante un
grupo alquileno opcionalmente al menos monosustituido, y/o puede estar condensado
con un sistema ciclico mono o policiclico opcionaimente al menos monosustituido, o un
radical arilo o heteroariio opclonaimente al menos monosustituido, que puede estar
unido mediante un grupo alquileno opcionaiments al menos monosustituido y/o puede
astar condensado con un sistema ciclicoc mono o policiclico opcionaiments al menos
monosustituldo,

R™* representa hidrégeno, un radical alifatico lineal o ramificado, saturado o
insaturado, opcionaimente al menos monosustituido, un radical cicloalifatico saturado o
insaturado, opcionalmente al menos monosustituido, que contiene opcionalmente al
menos un helerodtomo como miembro del anillo, que puede estar unido mediante un
grupo akquileno opcionalments al menos monosustiuldo, y/o puede estar condensado
con un sietema clclico mono o policiclico opcionaimente al menos monosustituido, o un
radical arilo o heteroarilo opclonaimente al menos monosustituido, que puede estar
unido mediante un grupo alqulleno opcionaimente al menos monosustituikio y/o puede
estar condensado con un. sistema ciclico mono o policiclico opclonaimente al menos
monosustituido,

R'* representa un radical elifdtico, lineal o ramificado, saturado o insaturado,
opcionaimente al menos monosustituido, un radical cicloalifdtico saturado o insaturado,
opcionaimente al menos monosustituido, que contiene opcionaiments al menos un
heteroatomo como miembro del anillo, que puede estar unido mediante un grupo
alquileno opcionaimente al menos monosustituldo, y/o puede estar condensado con un
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sistema ciclico mono o policiclico opcionaimente al menos monosustituido, o un radical
arilo o heteroarilo opclonaimente al menos monosustituido, que puede estar unido
mediante un grupo alquileno opclonaimente al menos monosustituldo y/o puede estar
condensado con un sistena ciclico mono o policiclico opcionalmente al menos
monosustituldo,

R™ y R' se seleccionan cada uno Independientements del grupo que
consiste en hidrégeno, un radical allfatico, lineal o ramificado, saturado o insaturado,
opcionalimente al menos monosustituldo, un radical cicloalifitico saturado o insaturado,
opcionaimente al menos monosustituido, que contiene opclonaiments al menos un
heteroatomo como miembro del anllio, que puede estar unido mediante un grupo
alquileno opcionalmente al menos monosustituido, y/o puede estar condensado con un
sisterna ciclico mono o policiclico opcionalmente al menos monosustituldo, o un radical
arilo o heteroarilo opcionaimente al menaos monosustituido, que puede estar unido
mediante un grupo alquileno opcionalmente al menos monosustituido y/o puede estar
condensado con un sistema ciclico mono o policiclico opcionaimente al menos
monosustituido,

o R™ y R™ junto con el dtomo puenta de nitrdgeno formen un anillo
heterociclico saturado, insaturado o aromético, que puede estar al menos
monosustituldo y/o contener al menos un hetercétomo méas como miembro del anillo,

R'® representa hidrégeno, un radical alifatico, lineal 0 ramlificado, saturado o
insaturado, opcionaimente al mencs monosustituido, un radical cicloalifético saturado o
insaturado, opcionalmente al menos monocaustituido, que contiene opcionalmente al
menos un heterodtomo como miembro del anilio, © un radical arlo o hetercarilo
opcionaimente al menos monosustituldo, que puaede estar unido mediante un grupo
aiquileno opclonalimente al menos monosustituido y/o puede estar condensado con un
sistema ciclico mono o policiclico opcionalments al menos monosustituido,

R'™ representa un radical alifatico lineal o ramificado, saturado o insaturado,
opcionaimente al menoe monosustituido,

R"* representa un radical alifatico lineal o ramificado, saturado o insaturado, -

opcionaimente al menos monosustituido, y
R™ representa un radical arilo opcionalimente al menos monosustituido,
opcionaimente en forma de uno de sus estereoisémeros, preferiblemente
enantidmeros o diasterdmercs, su racemato o en forma de una mezcla de al menos
dos de sus esterecisdmeros, preferiblemente enantibmeros o diasterémercs, en
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cualquier razén de mezcla, o una sal flsiolégicamente aceptable de los mismos, o un
solvato, respectivamente,
para la preparacién de un medicamento para la regulacién del receptor 5-HT,.

22. Uso segun la reivindicacién 21, caracterizado porque R™, R*, R™, R* se
selaccionan cada uno independientemente del grupo que consiste en H, F, Cl, Br, un
radical alifético C,. lineal o ramificado, saturado o Insaturado, opcionalmente al menos
monosustituido, un radical cicloalifético Cy5 saturado o Insaturado, opcionaimente al
menos monosustituido, que contiene opcionalmente al menos un heterodtomo como
miembro del anillo, que puede estar unidoc mediante un grupo alqulleno Cis
opcionalmente al menos monosustituido, y/o puede estar condensado con un sistema
ciclico mono o policiclico opcionalmente al menos monosustituido, un radical arllo o
heteroarilo de 5 6 6 miembros opcionaiments al menos monosustituido, que puede
estar unido medlants un grupo alquileno C,s opcionaimente al menos monesustitukdo
Y/o puede eatar condensado con un sistema ciclico mono o policiclico opcionaimente
al menos monosustitukdo, un grupo nitro, un grupo ciano, -OR'™, -O(C=0)R'"®, -SR'>,
-SOR'®, -SO.R'®, -NH-SO:R'™ -SO;NH; y un resto —NR'*R'®, preferiblemente
seleccionados del grupo que congiste en H, F, Cl, Br, un radical alifatico C, lineal o
ramificado, saturado, opcionalmente al menos monosustituido, un radical cicloalifético
Cs o Cg saturado, opcionaimente &l menos monosustituido, que contiene
opclonaiments al menos un heterodtomo como miembro del anilio, que puede estar
unido mediante un grupo alqulleno C, o C; opcionaimente al menos monosustituido,
un grupo nitro, un grupo ciano, -OR'™, -O(C=0)R"", -SR'® y resto -NR'“R'*, mas
preferiblemente seleccionados del grupo que conslste en H, F, Cl, -CHs, -CH,CH, -
CFs, -CF:CF,, ciciopentilo, ciclohexilo, nitro, ciano y -OR™,

23. Uso segin la reivindicacién 21 6 22, caracterizado porque R*™ representa
hidrdgeno, un radical allifitico C.s lineal o ramificado, saturado o insaturado,
opcionaimente al menos monosustituido o un radical cicloalifstico C,, saturado o
ineaturado, opcionaimente al menos monosustituido, que contiene opcionalmente al
menos un heterodtomo como miembro del anillo, preferiblemente representa H o un
radical alqullo C,.; lineal o ramificado, més preferiblemente H, -CHy 0 -CH;CHs.

24, Uso segtn una cuaiquiera de las relvindicaciones 21 a 23, caracterizado
porque R", R™, R*™, R™ se seleccionan cada uno independientements del grupo que
consiste en hidrégeno, un radical alifdtico C.s lineal o ramificado, seturado o
insaturado, opclonaimente al menos monosustituldo, un radical cicloalifético C,4
safurado o ineaturado, opcionaimente al menos monosustituido, que contiene

LH0
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opcionaimente al menos un heterodtomo como miembro del aniilo, un grupo ciano y un
resto COOR'™, preferiblemente seleccionados del grupo que consiste en H, un radical
alquiio C,3 lineal o ramificado, un grupo ciano y un grupo COOR'™, més
preferiblements del grupo que consiste en H, -CH,, -CH,CHj y un resto clano. -

25. Uso segin una cualquiera de las reivindicaciones 21 a 24, caracterizado
porque W* representa un radical alqullo C1. lineal o ramificado, saturado o Insaturado,

opcionaiments al menos monosustituido, un radical cicloalifético C;4 saturado o -

insaturado, opcionaiments al menos monosustituido, que contiene opcionaimente al
menos un heterodtomo como miembro del anillo, que puede estar unido mediante un
grupo alqulleno C,s opcionalmente al menos monosustituido y/o puede estar
condensado con un sistema clclico mono o policiclico, opcionaimente al menos
monosustituikdo, un radical arllo o heteroarfio de 5 ¢ 6 miambroe opcionaimente al
menos monosustituido, que puede estar unidc mediante un grupo alquileno Cip
opcionalmente al menos monosustituldo y/o puede estar condensado con un sistema
ciclico mono o policiclico, opcionaimente al menos monosustituido, un resto NR'™R"*
o un resto COR™,

preferiblemente se selecciona del grupo que consiste en 1-naftiib, 5
dimetilamino-naft-1dlo, 2-acetamido-4-metil-5-tiazoliio, 2-tienllo, 8-quinolinilo, fenilo,
pentafluorofenilo, 2,4,5-triclorofenilo, 2,5-diclorofenilo, 2-nitrofenilo, 2,4-dinitrofenilo,
3,5-dicloro-2-hidroxi-fenilo, 2,4,6-trislsopropil-fenilo, 2-mesitilo, 3-nitro-fenlio, 4-bromo-
fenilo, 4-fluoro-fenilo, 4-clorofenilo, 4-cloro-3-nitro-fenilo, 4-yodo-fenllo, N-acetil-
sulfanililo, 4-nitro-fenilo, 4-metoxi-fenilo, acido benzoico-4-ilo, 4-terc-buti-bencilo, p-
tolllo, triflucrometilo, triclorometlio, isoproplio, metilo, bencllo, trans-estirio, 2,2,2-
frifluoroetilo, etilo, haxadecilo, 2-cloroetilo, n-propilo, 3-cloro-propilo, n-butilo, metil-
benzoato-2-ilo, 2-nitro-4-(triflucrometil}-fenilo, pentameti-fenilo, 2.3,5,6-tetrametil-
fenilo, 3-{trifluorometil)-fenilo, 3,5-bis-(friflucrometil)-fenlio, diclorometilo, clorometilo,
dodeclio, 1-octllo, 2,3,4-tricloro-fenilo, 2,5-dimetox-fenilo, o-tolllo, p-xili-2-lio, acido
benzoico-3-ilo, 4-cloro-3-(trifluorometil)-fenilo, acido 4-cloro-5-nitro-benzoico-3-llo, 6-{p-
toluidino)-naft-2-lio, 4-metoxi-2,3,6-trimetilfenllo, 3,4-diclorofeniio, 4,5-dlbromo-tiofen-2-
ilo, 3-cloro-4-fluorofenilo, 4-etil-fenilo, 4-n-propil-fenilo, 4-(1,1-dimetilopropil)-fenilo, 4-
isopropil-fenilo, 4-bromo-2,5-difluoro-fenilo, 2-fluoro-fenilo, 3-fluoro-fenilo, 4-
(trifluorometoxd)-fenilo, 4-{trifiuorometil)}-fenllo, 2,4-difluoro-fenllo, 24-dicioro-5-metil-
fenilo, 4-cloro-2,5-dimetil-fenilo, S-dietilamino-naft-2-ilo, cloruro de benzoil-3-ilo, 2-
cloro-fenilo, 1-octadecilo, 4-bromo-2,5-dicloro-tiofen-3-llo, 2,5-dicloro-tiofen-3-ilo, 5-
cloro-tiofen-2-ilo, 2-metil-5-nitro-fenilo, 2-(trifluorometil)}-fenilo, 3-cloro-fenilo, 3,5-
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dicloro-fenilo, 1-declio, 3-metil-fenilo, 2-cioro-8-metlio, 5-bromo-2-metoxi-fenlio, 3,4-
dimetoxi-fenilo, 2-3-dicloro-fenilo, z-b!'omo-fenilo. 3,5-dicloro-4-(2-cloro-4-nitrofenoxi)-
fanilo, 2,3-dicloro-tiofen-5-ilo, 3-bromo-2-cloro-tiofen-5-lio, 3-bromo-5-cloro-tiofen-2-ilo,
2-(benzoilaminometil)-tiofen-5-ilo, 4-(feniisutfonil)-tiofen-2-ilo, 2-fenilsulfoniitiofen-5-io,
3-cloro-2-metil-fenilo, 2-{1-meti-5(triflucrometil)pirazol-3-l-tiofen-5-llo,  5-pirid-2-il-
tiofen-2-llo, 2-cloro-5-(triflucrometil)}-fenlio, '2,8-dicloro-fenilo, 3-bromo-fenllo, 2-
(trifluorometoxi)-fenilo, 4-ciano-fenilo, 2-clano-fenilo, 4-n-butoxi-enilo, 4-acetamido-3-
cloro-fenilo, 2,5-dibromo-3,6-difluorofenile, 5-cloro-1,3-dimetilpirazol-4-ilo, 3,5
dimetilisoxazol-4-ilo, 2-(2,4-diclorofenoxi)-fenilo, 4-(2-cloro-8-nitro-fenoxi)-fenilo, 4-(3-
cloro-2-ciano-fenoxi)-fenilo, 2,4-dicloro-fenilo, 2,4-dimetil-1,3-tlazol-5-ilo, metil-metano-
sulfonilo, 2,5-ble-(2,2,2-trifluoroetoxi)-fenllo, 2-cloro-4-{triflucrometil)-fenlio, 2-cloro-4-
fluoro-fenlio, 5-fluoro-2-metli-fenilo, 5-claro-2-metoxienllo, 2.4,8-tricloro-fenllo, acido
2-hidroxi-benzoico-5-lo, 5-(di-n-propilamino)-naft-1-lo, 8-metoxi-m-tolilo, 2,5-difluoro-
fenilo, 2,4-dimetoxi-fenilo, 2,5-dibromo-fenilo, 3,4-dlbromo-fenilo, 2,2,5,7,8-pentametil-
croman-8-ilo, é&cido 2-metoxi-benzoico-5-ilo, S5-cloro-4-nitro-tiofen-2-ilo, 2,1,3-
benzotiadiazol-4-ilo, 1-mefil-imidezol-4-ilo, benzofurazan-4-lo, 2-(metoxicarbonil)-
tiofen-3-lo, 5-(isoxazol-3-il}-tiofen-2-ilo, 2.4,5-trifluorofenilo, bifenil-4-llo, Vinil-fenil-4-ilo,
2-nitro-bencilo, 5-dicloro-metil-furan-2-llo, 5-bromo-tiofen-2-lio, 5-(4-
clorobenzamidometil)-tiofen-2-lio, 2 6-difluoro-fenlio, 2,5-dimetoxi-4-nitro-fenlio,
dibenzofb,d}Huran-2-lo, 2,3 4-trifluoro-fenllo, 3-nitro-p-tolilo, 4-metoxd-2-nitro-fenilo,
3,4-diflucro-fenlio, 4-(bromoetil)-fenilo, 3,5-dicioro-4-hidroxi-fenllo, 4-n-amil-fenilo, 5-
cloro-3-metilbenzo[b]-iofen-2-llo, 3-metoxi-4-(metoxicarbonil)-tiofen-2-ilo, 4-n-
butitfeniio, 2-cloro-4-clano-fenlio, 5{2-(metiltio)-pirimidin-4-il-l-iofen-2-ilo, 3,5-dinitro-4-
metoxi-fenilo, 4-bromo-2-{trifluorometoxi)-fenilo, 4-cloro-2,1,3-benzoxadiazol-7-lo, 2-(1-
naftil)-etilo, 3-ciano-fenilo, 5-cloro-2,1,3-benzoxadiazol-4-ilo, 3-cloro-4-metil-fenilo, 4-
bromo-2-etil-fenilo, 2,4-dicloro-8-metil-fenilo, 6-cloro-imidazo(2,1-b)-tiazol-5-lio, 3-metil-
benzofb}-tiofen-2-ilo, 4-metil-sulfonil-fenilo, 2-metil-sulfonil-fenilo, 4-bromo-2-metil-
fenilo, 2,6-dicloro-4-{triflucromaetil)-fenlio, 4-{[3-cloro-5-(trifluorometil)}-2-piridiniljoxi}-
fenllo, S-cloro-naft-1-ilo, §-cloro-naft-2lo, 8,10-dibromoantracen-2-lo, isoquinolin-5-ilo,
4-metoxi-2,3,8-trimetil-fenilo, 4'-nitro-bifenil-4-iio, [(4-fenoxi)-fenllo, (1,3-dihidro-1-oxo-
2H-isoindol-2-l)}-4-fenilo, 4-acstil-fenllo, 5-(2-metil-1,3-tiazol-4-l)-tiofen-2-lio, 5-(1-metil-
3-(trifiuorometil)pirazol-5-il-Hiofen-2-llo, 5{5-trifiuorometil)-lsoxazol-3-If-tiofen-2-ilo, 2-
yodo-fenilo, p-dodecil-fenilo, 4{(3-clano-4-metoxd-2-piridinil)oxd}-fenllo, 4-(N-ftalimidinil)-
fenilo, 1,2,3,4-tetrahidro-2-(trifluoroacetil)-Hsoquinolin-7-ilo, 4-bromo-2-fluoro-fenilo, 2-
fluoro-5-{trifilucrometil)-fenllo, 4-flucro-2-{triflucrometil)-fenilo, 4-fluoro-3-(trifluorometil)-
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fenilo, 2,4,6-trifluoro-fenilo, 3-(trifluorometoxi)-fenilo, 1,2-dimetilimidazol-4-lo, etil-4-
carboxilato-3-llo, 2,2,4,6,7-pentametildihidrobenzofuran-5-llo, 3-bromo-2-cloropiridin-5-
flo, 3-metoxi-fenilo, 2-metoxi-4-metii-fenilo, écido 2-cloro-4-fluorobenzoico-5-io, 4-
cloro-nafi-1-lo, 2,5-dicioro-4-nitro-tiofen-3-llo, 4-{4-metoxi-fenoxi)-fenilo, 4-(4-cloro-
fenoxi)-fenilo, 4-(3,5-dicloro-fenoxi)-fenilo, 4-(3,4-dicloro-fenaxd)-fenlio, 4-(4-fluoro-
fenoxi)-fenilo, 4-{(4-metil-fenoxi)-fenilo, 4-{4-(triflucrometil)-fenoxi-fenilo, 4-3,5-ble-
(trifiuorometil)-fenoxil-enilo, 3-{2-metoxi-fencx)-fenilo, [3-(2-cloro-fenoxi)-fenilo, 3-{2-
metil-fenoxl)-fenilo, 4-{2-(triflucrometil}-fenaxil-fenllo, 3-fenil-fenilo, 3-(4-metoxi-fenil)-
feniio, 3-(4-cloro-fenil)-fenilo, 3-(3,5-dicloro-fenil)-enilo, 3-(3,4-dicloro-fenil)-fenilo, 3-(4-
fluorofenil)-fenilo, 3-(4-metilfenil)-fenilo, 3{4-(triflucrometil}-fenil}-fenilo, 3-{3,5-ble-
(triflucrometil)-fenil}-fenilo, 4-(4-piridiloxd)-fenil)}-, 4-(2-metoxi-fenoxi)-fenilo, 4-(2-cloro-
fenoxi)-fenilo, 4-(2-metil-fenoxi)-fenilo, 4-{4-metoxi-fenoxi)-fenllo, 4-(4-clorofenil)-fenilo,
4-(3,5-diclorofenil)-fenilo, 4-(3,4-diclorofenil)-fenilo, 4-(4-fluorofenil)-fenilo, 4-(4-
metilfenil)-fenilo, 4-[4-(trifluorometil)-fenil}-fenilo, 4-{3,5-bis-(trifluorometil)-fenillfenilo, [3-
(trifluorometil)-fenill-metilo,  (4-clorofenil}-metilo,  (3,5-diclorofenil}-metilo, (3,5-
diclorofenil}-metilo, (4-fluorofenil}-metilo, 4-metilfeniimetilo, [4-{triflucrometil)-fenil]-
metilo, ciclopropilo, 2<(2-clorofenil)-2-feniletilo, 2-(2-trifiuorometlifenil}-2-feniletilo, 5-{4-
ciano-1-metil-5(metiltio)-1H-pirazol-3-I-tiofen-2-lo, 3-clano-2,4-bis-(2,2,2-trifluorotoxi)-
fenilo, 4-{(2-cloro-1,3-tiazol-5-II)}-metoxilHenilo, 3-nitro-fenilmetilo, 4-formilfenilo, 2-(1,3-
dioxo-1,3-dihidro-soindol-2-ll}-etilo, [3,5-bis-(trifluorometil)-fenil}-metilo, (4-(2-piridiloxi)-
fenll}, (4«(3-piridiloxi)-fenily, 5-yodo-naft-1dlo, etil-2,5-dimetil-1-fenilopirmol-4-
carboxilato-3-ilo, etil-2-metll-1,5-difenil-1H-pirol-3-carboxilato-4-llo, etil-5-{4-clorofenil)-
2-metil-3-furcato-4-ilo, etil-5-(4-clorofenil)}-2-metil-1-fenil-3-carboxilato-4-llo, etil-2,5-
dimetil-3-furoato-4io, 3-cloro-4-{1,3-dioxo-2-azaspiro[4,4]non-2-ii)-fenilo, 5-bromo-2,4-
difiucro-fenilo, 5-cloro-2,4-difluorofenilo, coumarin-6-ilo, 2-metoxi-fenilo, (3-fencod)-
fenilo, 3{4-metoxi-fanoxi)-fenilo, 3-{4-clorofenoxi}-fenilo, 3(3,5-diclorofenoxi)-fenilo, 3-
(3,4-diclorofenoxi)-fenilo, 3-{4-fluorofenoxi)-fenlio, 3-(4-metiifenoxi)-fenilo, 3-{4-
(trifluorometil)-fenoxi}-fenllo, 3-[3,5<(triflucrometil)}-fenoxl}-Henilo, 3{2-{trifluorometil)-
fenoxiHfenilo, 2,2-difenlletiio, 4-fenil-S-{triflucrometil}-tiofen-3-ilo, metil-4-fenil-5-
{trifluorometil)-tiofen-2-carboxilato-3-llo, metil-1,2, 5-trimetiipimol-3-carboxilato-4-ilo, 4-
fluoro-naft-1-lo, 3,5-difluorcfenilo, 3-fluoro-4-metoxi-fenllo, 4-cloro-2,5-difluorofenilo, 2-
cloro-4,5-difluoro-fenilo, 5-fluoro-3-metilbenzo[bHicfen-2-ilo, metil-3-fenilopropionato-4-
ilo, acido dihidrocindmico-4-ilo, metll-2,5-dimetil-3-furoato-4-lio, metll-2-furoato-5-ilo,
metil-2-metil-3-furocato-5-lo, metll-1-metil-1H-pirol-2-carboxilato-5-ilo, 2-(5-cloro-1,2,4-
tiadiazol-3-H)-tiofen-5-lo, 1,3,5-trimetil-1H-pirazol4-lo, 3-cloro-5-fluoro-2-metilfenilo,
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pentafluorostoxitetrafiuoroetilo, 5-(5-soxach)-tiofen-2-llo, 5-(5-isoxazoll)-2-furilo, 5-
metil-2,1,3-benzotiadiazol-4-ilo, bifenil-2-llo, 2,3-dihidro-1,4-benzodioxin-6-ilo, 4-metil-
naft-1-lo,  5-metil-2-(trifluorometi)}-3-furilo,  2,3-dihidrobenzofb}furan-5-lio, 1-
benzotiofen-3-ilo, 4-metil-3,4-dihidro-2H-1,4-benzoxazin-7-ilo, 5-|;|etil-1-lanil-1l-l-
pirazol-4-ilo, 6-morfolin-3-piridinilo, 4-(1H-pirazol-1-li)}-fenllo, 6-fenoxi-3-piridilo, 3,4
dihidro-2H-1,5-benzodioxepin-7-llo,  5-(1,3-oxazol-5l)-2-tienilo, 4-(1,3-0xazol-5-il)-
fenilo, 5-metil-4-isoxazolilo, 2,1,3-benzotiadiazol-5-flo, 3-tienilo, 2-metil-bencilo, 3-cloro-
bencilo, 5-acetamido-naft-1-ilo, 3-metil-8-quinolinio, 4-cloro-2-nitrofenilo, 8-quinolinlio,
1,3-benzotiazal-6-ilo, 2-morfolin-3-piridiio, 2,5-dimetil-3-tienllo, 5-{5-(clorometil}-1,2,4-
oxadiazol-3-il}-2-tienllo,  efil-3{5-i-2-tlenil}-1,2 4-oxadiazol-5-carboxilato, 3-(5-metll-
1,3,4-oxadiazol-2-il}-fenilo, 4-isopropoxifenilo, 2,4-dibromofenilo, 3-ciano-4-fiuorofenilo,
2,5-bis-{trifluorometil)-fenilo, 2-bromo-4-fluorofenilo, 4-bromo-3-fiucrofenlic, 4-
(diftuorometoxi)-fenllo, 3-(difluorometoxi)-fenilo, 5-cloro-2-fluorofenilo, 3-cloro-2-
fluorofenilo, 2-fluoro-4-metilfenilo, 4-nitro-3-(triflucrometil)-fenilo, 3-fluoro-4-metilfenilo,
4-fluoro-2-metilfenilo, 4-bromo-3(tifiucrometil)-fenilo, 4-bromo-2-(trifiucrometil)-fenilo,
3-bromo-5-(trifluorometil)-fenilo, 2-bromo-4-{trifiuorometil)-fenilo, 2-bromo-5-
(trifluorometil)-fenilo, 2,4-dicloro-5-fluorcfenilo, 4,5-dicloro-2-fluorofenilo, 3,4,5-
trifiuorofenilo, 4-cloro-2-fiucrofenilo, 2-bromo-4,8-difiucrofenilo, 2-etilfenilo, 4-bromo-2-
clorofenlio, 4-bromo-2,6-diclorofenlio, 2-bromo-4,8-dicloro-fenllo, 4-bromo-2,6-
dimetilfenlio, 3,5-dimetilfenilo, 4-bromo-3-metilfenilo, 2-metoxi-4-nitrofenilo, 2,2-dimetil-
8-cromanlio, etll-3,5-dimetll-1H-pirrol-2-carboxilato-4-ilo, imidazo[1,2-a]piridin-3-illo, 3-
(1,3-oxazol-5-il)-fenilo, etil-5-{4-il)-fenil}-2-metil-3-furcato, matil-3-(l|)-4-r|:|etmdbemato.
1-pirrolidinilfeniisulfonilo, metil-5-i-4-metil-2-tiofen-carboxdiato, metil-3-i4-
(isopropilsulfonil)-2-tiofeno, 2-piridilo, 3-fluoro-4-nitrofenlio, 7-clorocromon-3-ilo, 4-
bromoblfenil-4-ilo, 4'-acetii-bifenil-4-ilo, 4'-bromo-2'-flucro-bifenil4-lo, 2-cloro-4-(3-
propil-ureido)-fenilo, 3-(-bromoacetil)-fenilo, 2-bromo-3-(trifluorometil)-fenilo, 1-metil-5-
isatinlio, écido 4-isopropil-benzoico-3-ilo, dckio 2-cloro-3-tiofenocarbaxilico-5-ilo, 3-
piridiio, ciclohaximetio, 2-metoxi-5-(N-ftalimidinil}-fenilo,  1-benzotiofen-2-ilo,
morfolinofenilsulfonilo, 3-(2-metil-4-pirimidinil)-fenil, y 2-ciano-5-metilfenilo.

26. Uso segin una cuaiquiera de las reivindicaciones 21 a 25, caracterizado
porque R'™ representa hidrégeno, un radical alifético C.., lineal o ramificado, saturado
o0 insaturado, opclonalmente al menos monosustituido, un radical cicloalifatico Cs,
saturado o insaturado, opcionalmente al menos monosustituido, que contiene
opcionalimente al menos un heterodtomo como miembro del anillo, que puede estar
unido mediante un grupo alquileno C,., opcionaimente al menos monosustituido, y/o
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puede estar condensado con un sistema ciclico mono o policiclico opcionaiments al
menos monosustituldo, o un radical arilo o heteroarllo de 5 6 6 miembros
opcionaiments al menos monosustituldo, que puede estar unido mediante un grupo
alqulleno C,4 opcionaimente al menos monosustituldo y/o puede estar condensado
con un sistema ciclico mono ¢ policiclico opcionalmente al mencs monosustituido,
preferiblements H, un radical aiquilo C,. lineal o ramificado, un radical ciclohexilo o un
radical fenilo, més preferiblements H, -CHs, -C;H; o fenilo.

27. Uso segin una cualquiera de las relvindicaciones 21 a 28, caracterizado
porque R''"" representa hidrégeno, un radical alifético C,. lineal o ramificado, saturado
o Insaturado, opcionalmente al menocs monosustituido, un radical cicloalifitico Css
saturado o ineaturado, opcionaimente al menos monosustituido, que contiene
opcionalmente al menos un heteroétorno como miembro del anilio, que puede estar
unido mediants un grupo alquileno C..s opcionaimente &l menos monosustituido, y/o
puede ester condensado con un sistema ciclico mono o policiclico opcionaimente al
menos monosustituido, o un radical arilo o heteroariio de 5 6 6 miembros
opclonalments al menos monosustituido, que puede estar unido mediante un grupo
alquileno Cy, opcionaimente al menos monosustituido y/o puede estar condensado
con un slstema ciclico mono o policiclico opclonaimente al menos monosustituido,
preferiblements H, un radical aiquilo C14 lineal o ramificado, un radical ciclohexilo o un
radical fenilo, més preferiblemente H, -CH,, -CzH; o fenlio.

28. Uso seglin una cualquiera de las reivindicaciones 21 a 27, caracterizado
porque R'® representa un radical alifético C.s lineal o ramificado, saturado o
insaturado, opcionalmente al menos monocsustituido, un radical cicloalifatico Ci,
saturado o insaturado, opcionaimente al menos monosustituido, que "contiene
opcionalmente al menos un heteroatomo como miembro del anillo, que puede estar
unido mediante un grupo alquileno C..s opcionalmente al menos monosustituido, y/o
puede estar condensado con un sistema ciclico mono o policiclico opcionaiments al
menocs monosustituido, o un radical arlo o heteroardlo de 5 6 6 miembros,
opcionalments al menos monosustituido, que puede estar unido mediante un grupo
alquileno Cis opcionaimente al menos monosustituido y/o puede estar condensado
con un sistema ciclico mono o policiclico opcionaimente al menos monosustituido,
preferiblemente representa H, un radical alquilo C,, lineal o ramificado, un radical
ciclohaxilo o un radical fenilo, més preferiblements H, -CH,, -C,H; © fenilo.

20. Uso segdn una cualquiera de laa reivindicaciones 21 a 28, caracterizado
porque R™ y R'* ge seleccionan cada uno independientemente del grupo que
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consiste en hidrdgeno, un radical alifitico C.4 lineal o ramificado, saturado o
Insaturado, opcionaimente al menos monosuetituldo, un radical cicloalifitico Cse
saturado o Insaturado, opcionalmente al menos monosustituido, que contiene
opclionaimente al menos un heterodtomo como miembro del anillo, que puede estar
unido mediants un grupo alquileno C..4 opcionaimente al menocs monosustituido, y/o
puede estar condensado con un sistema ciclico mono o policiclico opcionaimente al
menos monosustiiuklo, o un radical arllo o hetercarllo de 5 6 6 miembros,
opclonaimente al menos monosustituido, que puede estar unido mediante un grupo
giquileno C,.. opcionalmente al menos monosustituldo y/o puede estar condensado
con un sistema ciclico mono o policiclico opcionaimente al menos monosustituido,
preferiblemente se seleccionan cada uno independientemente del grupo que conaiste
en H, un radical alquilo C,4 lneel o ramificado, ciclohexilo y un radical fenilo.'mas
preferiblements se seleccionan cada uno independientements del grupo que consiste
en H, -CHs, -C2Hj; y fenllo.

30. Uso segln una cuaiquiera de las relvindicaciones 21 a 29, caracterizado
porque R'™ y R™ junto con el 4tomo puente de nitdgeno forman un anillo
heterociclico de 5 6 8 miembros saturado, insaturado o aromético, que puede estar al
mencs monosustituido y/o contener al mencs un heterod&tomo més como miembro del
anillo, preferiblements forman un grupo piperidina o morfolina no sustituido.

31. Uso segin una cuaiquiera de laa relvindicaciones 21 a 30, cearecterizado
porque R'™ representa hidrégeno, un radical alifético C. lineal o ramificado, saturado
o Insaturado, opcionalmente al menos monobsustituldo, un radical cicloalifitico Cy,
saturado o insaturado, opcionalmente al menos monosustituido, que contiene
opcionaimente al menos un heterodtomo como miembro del anillo, o un radiceal arilo o
heteroarilo de 5§ 6 8 miembros opcionalimente al menos monosustituido, que puede
estar unido mediante un grupo alquiieno C,.4 opcicnalmente al menos monosustituido
y/o puede estar condensado con un sistema ciclico mono o policiclico opcionalments
al menos monosustituldo, preferiblemente representa H, un radical alquilo C, lineal o
ramificado, un radical ciclohexilo o un radical fenilo, méds preferiblemente H, -CHs, -
C3H; o fenilo.

32. Uso segln una cualquiera de las reivindicaciones 21 a 31, caracterizado
porque R'™ representa un radical alifético C.s lineal o ramificado, saturado o
insaturado, opcionalmente al menos monosustituido, preferiblemente un radical alquilo
C1.s lineal o ramificado, saturado, no sustituido, més preferiblemente un radical metilo.
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33.Uso seglin una cualquiera de las relvindicaciones 21 a 32, caracterizado
porque R™ representa un radical alifético C.. lineal o ramificado, saturado o
insaturado, opcloneimente al menos monosustituido, preferiblemente un radical alquilo
C1.3 lineal o remificado, saturado, no sustituido, mas preferiblemente un radical metilo.
34.Uso seglin una cualquiera de les reivindicaciones 21 a 33, caracterizado
porque uno o més de los compuestos de sulfonamidas derivados de benzoxazinona de
férmula general (Ia) se seleccionan del grupo que consiste en:
1-[1-(naftil-1-sulfonl}-piperidin-4-il}- 1,4-dihidro-benzo[d][1,3Joxazin-2-ona,
1-{1-fenilsulfonilpiperidin-4-il}-1,4-dihidro-benzo[d][1,3]-0xazin-2-ona,
1-[1<{5-cloro-3-meti-benzo[bltiofenil-2-sulfonll)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxazin-2-ona,
8-metil-1-{1-naftil-1-sulfonil)-piperidin-4-l}-1,4-dihidro-benzo|d][1,3]oxazin-2-
ona,
141-(quinolin-8-aulfonlil)-piperidin-4-i}-1,4-dlhidro-benzo[d]{1,3joxazin-2-ona,
8-metil-1{1-(quinolin-8-sulfonll)-piperidin-4-if}-1,4-dihidro-benzold][1, 3]oxazin-2-
ona,
1{1{5-dimetilamino-nafti-1-sulfonil)-piperidin-4-il}-8-metil-1,4-
dihidrobenzo{d][1,3]oxazin-2-ona,
1-[1-(5-dimetilamino-naftd-1-sulfonil)-piperidin-4-l}-1,4-dihidro-
benzo[d][1,3]oxazin-2-ona,
1-{1«2,3-dicloro-fenilsulfonil)-piperidin-4-il}-1,4-dihidro-benzo[d]{1, 3joxazin-2-
ona,
1-[1-(2,3-dicloro-fenilsulfonil)-piperidin-4-il}-8-metil-1,4-dlhkiro-
benzo{d][1,3]oxazin-2-ona, y
sales comrespondientes de ios mismos, o solvatos comespondientes de los
mismos.
35. Uso de al menos un compuesto de sulfonamidas derivado de benzoxazinona
de férmula general (la) segin una cuelquiera de las reivindicaciones 21-34,
opcionaimente en forma de uno de sus esterecisémeros, preferiblemente
enantibmeros o diasterdmeros, su racemato o en forma de una mezcla de al menos
dos de sus esterecisémeros en cualquier razdn de mezcia, o una sal fisiolégicaments
acepiable de los miemos, o un solvato comespondiente, para la preparacién de un
medicamento para la profilaxis y/o el tratamiento de trastornos relacionados con la
ingestién de alimentos.
36. Uso segn la reivindicaclén 35 para Ia regulacion del apetito.
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37. Uso seg(in la relvindicacién 35 para la reduccién, incremento o mantenimiento
del peso corporal.

38. Uso segin la reivindicacion 35 para la profilaxia y/o el tratamiento de la
obesikdad.

39. Uso seg(in la reivindicacién 35 para la profilaxis y/o el tratamiento de la bullmia.

40. Uso segln la relvindicacién 35 para la profilaxis y/o el tratamiento de la
anorexia.

41. Uso segln la relvindicacién 35 para la profilaxis y/o el tratamiento de la
caquexia. .

42 Uso segin la reivindicacion 35 para la profilaxis y/o el tratamiento de la
diabetes de tipo II.

43. Uso de al menos un compuesto de sulfonamidas derivado de benzoxazinona
de formula general (la) segin una cuaiquiera de las reivindicaciones 21-34,
opcionalmente en forma de uno de sus esteracisébmeros, preferiblemente
enantibmeros o diasterdmeros, su racemato o en forma de una mezcia de al menos
dos de sus esterecisdmeros en cualquier razén de mezcla, o una sal fisiclégicamente
acepiabie de los mismos, 0 un solvato comespondiente, para la preparacidon de un
medicamento para la profilaxia y/o el tratamiento de la ansiedad.

44, Uso de al menos un compuesto de sulfonamidas derivado de benzoxazinona
de férmula general (la) segin una cuaiquiera de las reivindicaciones 21-34,
opclonalmente en forma de uno de sus esterecisémeros, preferiblemente
enantiémeros o diasterdmeros, su racemato o en forma de una mezcla de al mence
dos de sus esterecisomeros en cualquier razdn de mezcla, o una sal fislolégicamente
aceptable de los miamos, 0 un solvato comrespondiente, para la preparacién de un
medicamento para la profilaxis y/o el tratamiento del panico.

45. Uso de al menos un compuesto de sulfonamidas derivado de benzoxazinona
de férmula general (la) segin una cuasiquiera de las reivindicaciones 21-34,
opcionalmenta en forma de uno de sus estereclsdmeros, preferiblemente
enentibmeros o diasterémeros, su racemato o en forma de una mezcia de al menos
dos de sus estereoisdmeros en cualquier razén de mezcia, o una sal fisioldgicamente
aceptable de los mismos, 0 un solvato commespondiente, para la preqaracldn de un
medicamento para la profilaxis y/o el tretamiento de trastornos de la depresion.

48. Uso de al menos un compuesto de sulfonamidas derivado de benzoxazinona
de formula general (la) segin una cualquiera de las relvindicaciones 21-34,
opcionaimente en forma de uno de sus esterecisébmeros, preferiblemente
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enantidmeros o diasterémeros, su racemato o en forma de una mezcla de al menos
dos de sus estarecisdémeros en cualquier razén de mezcla, o una sal ﬁalob'glc'amente
aceptable de los mismos, 0 un solvato comespondients, para la preparacién de un
medicamento para la profiaxis y/o el tratamiento de trestomos cognitivos,
preferiblemente trastomoa de la memoria.

47. Uso de al menos un compuesto de sulfonamidas derivado de benzoxazinona
de formula general (la) segin una cualquiera de las reivindicaciones 21-34,
opcionaimente en forma de uno de sus esterecisémeros, preferiblemente
enantiémeros o diasterémercs, su racemato o en forma de una mezcla de al menos
dos de sus estereolsdmercs en cualquier razén de mezcia, o une sal flelolégicaments
aceptable de los mismos, o un solvato comespondiente, para la preparacién de un
medicamento para la profilaxis y/o el tratamiento de procesos de demencla senil,
preferiblements seleccionados del grupo que consiste en enfermedad de Alzheimer,
enfermedad de Parkinson, enfermedad de Huntington.

48. Uso de al menos un compuesto de sulfonamidas derivado de benzoxazinona
de féormula general (la) segin una cusiquiera de las relvindicaciones 21-34,
opcionaimente en forma de uno de sus esterecisdmeros, preferiblements
enantibmeros o diasterdmeros, su racemato o en forma de una mezcla de al menos
dos de sus esterscisémeros en cualquier razén de mezcla, o una sal fisioldgicamente
aceptable de los mismos, o un solvato comespondients, para la preparacion de un
medicamento para la profilaxis y/o el tratamiento de la psicosis.

49. Uso de al mencs un compuesto de sulfonamidas derivado de benzoxazinona
de férmula general (la) segin una cusiquiera de las relvindicaciones 21-34,
opclonaimente en forma de uno de sus esterecisébmeros, preferiblemente
enantiémeros o diasterdmeros, su racemato o en forma de una mezcla de al menos
dos de sus esterecisdmeros en cualquier razdn de mezcla, o una sal fisioldgicaments
acepiable de los mismos, o un solvato comespondiente, para la preparacién de un
madicamento para la profilaxis y/o el tratamiento de la hiperquinesia infanti.

50. Uso de al menos un compuesto de sulfonamidas derivado de benzoxazinona
de formula general (la) segin una cusiquiera des Ilss reivindicaciones 21-34,
opcionalmente en forma de uno de sus esterecisdmeros, preferiblemente
enantiSmeros o diasterdmeros, su racemato o en forma de una mezcla de al menos
dos de sus esterecisémeros en cualquier razdn de mezcia, o una sal fisioldgicamente
aceptable de los mismos, o un solvato comespondiente, para la preperacién de un
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medicamento para la profilaxis y/o el tratamiento de ADHC (déficlt de atencién,
trastomos de hiperactividad). '

51. Uso de al menos un compuesto de sulfonamidas derivado de benzoxazinona
de fémmula general (la) segin una cuslquiera de las reivindicaciones 21-34,
opcionalimente en forma de uno de sus esterecisémeros, preferiblemente
enantidmeros o diasterdmeros, su racemato o en forma de una mezcla de al menos
dos de sus esterecisdmercs en cualquier razdon de mezcla, o una aal fisloldgicamente

aceptable de loa miemos, o un solvato comespondiants, para la preparacién de un.

medicemento para la profilaxs y/o el tratamiento de trastomos .del ‘tracto
gastrointestinal, preferiblements sindrome del intestino irritable.

52. Uso de al menos un compuesto de sulfonamidas derivado de benzoxazinona
de férmula general (la) segin una cusiqulera de las reivindicaciones 21-34,
opcionaimente en forma de uno de sus estereoisdmeros, preferiblemente
enantiomeros o dlasterdmeros, su racemato o en forma de una mezcla de al menos
dos de sus estereclaémeros en cualquier razén de mezcia, o una sal fisioldgicamente
aceptable de los mismos, o un solvato comespondients, para la preparacién de un
medicamento para la profilaxis y/o el tratamiento de la esquizofrenia.

53. Uso de al menos un compuesto de sulfonamidas derivado de benzoxazinona
de formula general (le) segin una cuaiquiera de las reivindicaciones 21-34,
opclonaimente en forma de uno de sus esterecisdmeros, preferiblemente
enantibmeros o diasterémeros, su racemato o en forma de una mezcla de al menos
dos de eus esterecisémeros en cualquier razén de mezcia, o una sal flsiolégicamente
aceptable de los mismos, o un solvato correspondients, para la preparacién de un
medicamento para la mejora de la cognicién, .

54. Compuesto de sulfonamidas derivado de benzoxazinona de férmula general
(Ib),
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R™, R®, R*®, R* se seleccionan cada uno Independientemente del grupo que
consiste en hidrégeno, halégeno, un radical alifético lineal o ramlificado, saturado o
insaturado, opcionaiments al menos monosustituldo, un radical cicloalifdtico saturado o
insaturado, opcionaimente al menos monosustituido, que contiene opcionalmente al
menos un heteroétomo como miembro del anillo, que puede estar unido mediante un
grupo alquileno opcionalmente al menos monosustituldo y/o puede estar condensado
con un sistema ciclico mono o policiclico opcionalments al menos monosustituido, un
radical arlio o hetercariio opcionalmenta al menos monosustituido, que puede estar
unido mediante un grupo alquileno opcionalmente al menos monosustituido y/o puede
estar condensado con un sistema ciclico mono o policiclico opcionalmente al menos
moncsustituido, un grupo nitro, un grupo clano, -OR'®, -OC(=0)R'"™, {C=0)-OR'", -
SR'™®, -SOR'®, -SO.R'™®, -NH-SO;R'®, -SO;NH; y un resto —NR'®R™"",

R™ representa hidrégeno, un radical elifético lineal o ramificado, saturado o
insaturado, opcionaiments al menos monosustituido, o un radical cicloalifstico saturado
o Insaturado, opcionaimente al menos monosustituido, que contiene opcionalmente al
menos un heterodtomo como miembro del anlilo,

R®, R™, R™, R™ se saleccionan cada uno independientemente del grupo que
consisten en hidrégeno, un radical alifdtico lineal 0 ramificado, saturado o insaturado,
opcionaiments al menos monosustituldo, un radical cicloalifético saturado o insaturado,
opclonaiments al menos monosustituido, que contiene opcionalmente al mencs un
heterostomo como miembro del anillo, un grupo ciano y un resto ~COOR'™®,
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W® representa un radical alifético iineal o ramificado, saturado o insaturado,
opcionalmente al menos monosustituldo, un radical cicloalifético saturado o insaturado,
opcicnalmente al menos monosustituldo, que contiene opcionaiments al menos un
hetercdtomo como miembro del anillo, que puede estar unido mediante un grupo
alqulleno opclonaimente al menos monosustituido y/o puede estar condensado con un
sistema ciclico mono o policiclico opcionaimente al menos monosustituido, un radical
arilo o heteroarilo opcionalments al menos monosustituido, que puede estar unido
mediante un grupo alquileno opcionaimente al menos monosustituldo y/o puede estar
condensado con un sistema ciclico mono o policiclico opcionaimente al menos
monosustituido, un resto NR**R™™ o un resto COR'®,

R'® representa hidrégeno, un radical allfstico lineal o ramificado, saturado o
Insaturado, opcionaimente al menos menosustituido, un radical cicloalifético saturado o
insaturado, opclonaimente al menos monosustituido, que contiene opcionalmente al
menos un heterodtomo como miembro del anllio, que puede estar unido mediante un
grupo alquileno opclonaimente al menocs monosustituido y/o puede estar condensado
con un sistema clclico mono o policiclico opcionalmente al menos monosustituido, o un
radical arilo o heteroarilo opcionalmente al menos monosustituido, que puede estar
unido mediante un grupo aiquileno opclonaimente al menos monosustituldo y/o puede
estar condensado con un sistema cidlico mono o policiclico opcionaimente al menos
monosustituldo,

R'"® representa hidrégeno, un radical alifético lineal o ramificado, saturado o
insaturado, opcicnalmente al menos monosustituido, un radical cicloalifético saturado o
insaturado, opcionaimente al menos monosustituido, que contiene opcionaiments al
menos un heterodtomo como miembro del anillo, que puede estar unido mediante un
grupo alquileno opcionaimente al mencs monosustituldo y/o puede estar condensado
con un sistema ciclico mono o policiclico opclonalimente al menos monosustituldo, o un
radical arilo o heteroarlio opcionaimente al menos monosustituido, que puede estar
unido mediante un grupo alquileno opclonaimente al menos monosustituido y/o puede
estar condensado con un sistema ciclico mono o policiclico opcionalmente al mencs
monosustituido,

R'™ representa un radical alifético lineal o ramificado, saturado o insaturado,
opcionaimente al menos monosustituldo, un radical cicloalifético saturado o insaturado,
opcionalments al menos monosustituido, que contiene opcionalmente al menos un
heterodtomo como miembro del anillo, que puede estar unido mediants un grupo
alquileno opcionalments al menos monosustituldo y/o puede estar condensado con un
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sistema ciclico mono o policiclico opcionalmente al menos monosustituido, © un radical
arllo o heteroarlio opcionalmente al menos monosustituido, que puede estar unido
mediante un grupo alquileno opcionaiments al menoce monosustituido y/o puede estar
condensado con un slsteama ciclico mono o policiclico opcionaimente al mencs
monosustituldo,

R™ y R™ ge selecclonan cada uno independientemente del grupo que
consiste en hidrégeno, un radical aliféitico lineal o ramificado, saturado o Insaturado,
opcionaimente al menos monosustituido, un radical cicloalifdtico seturado o insaturado,
opcionaimente al menos monosustituido, que contiene opcionaimente al menos un
hetsroatomo como miembro del anilio, que puede estar unido mediante un grupo
alqulleno opclonaimenta al menos monosustituido y/o puede estar condensado con un
sistema ciclico mono o policiclico opcionaimente al menos monosustitukio, o un radical
arlo o heteroarilo opclonaimente al menoe monosustituido, que puede estar unido
mediante un grupo alquileno opcionaimente al menos monosustituido y/o puede estar
condensado con un sistema ciclico mono o policiclico opclonaimente al menos
monosustituldo,

o R™ R™ junto con e atomo puente de nitrdgeno forman un anllio
heterociclico saturado, insaturado o aromético, que puede estar al menos
monosustituido y/o contener al menos un heteroétomo més como miembro del aniilo,

R representa hidrégeno, un radical alifético lineal o ramificado, saturado o
insaturado, opclonaiments al mencs monosustituido, un radical cicloalifético eaturado o
insaturado, opcionalmente al menos monosustituido, que contiene opclonaimente al
menos un heteroétomo como miembro del anilo o un radical arllo o heteroarilo
opcionalmente al menos monosustituido, que puede estar unido mediante un grupo
alquileno opcionaimente al menoa monosustituido y/o puede estar condensado con un
sistemna ciclico mono o policiclico opcionalmente al menos monosustituido,

R' representa un radical alifdtico lineal o ramificado, saturado o insaturado,
opcionaimente al menos monosuestituido,

R'™ representa un radical alifdtico lineal o ramificado, saturado o insaturado,
opcionaimente al menos monosustituido,

R'"™ representa un radical arilo opcionalmente al menos monosustituido,

opcionaimente en forma de uno de sus esterecisémeros, preferiblements
enantiémeros o dlasterdmeros, su racemato o en forma de una mezcla de al menos
dos de sus estereolsdmeros, preferiblemente enantibmeros o diasterdmeros, en
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cualiquler razdn de mezcia, o una sal fisiolégicaments aceptable de los mismos, o un
solvato, respectivamente.

55. Compuesto segun |a relvindicacién 54, caracterizado porque R'®, R®, R®, R*
se seleccionan cada uno independientemente del grupo que conslste en H, F, Cl, Br,
un radical alifético C.4 lineal o ramificado, saturado o insaturado, opcionalmente al
menos monosustituido, un radical cicloalifdtico C,» safurado o insaturado,
opcionaimente al mencs monosustituido, que contiene opcionaimente al menos un
heterodétomo como miembro del anllio, que puede estar unido mediante un grupo
alquileno C,q opcionaimente al menos monosustituido y/o que puede estar
condensado con un sistema ciclico mono o policicico opcionaimente al menos
monosustituido, un radical arilo o heteroarilo de 5 6 8 miembros, opcionalmente al
menos monosustituldo, que puede estar unido mediante un grupo alquileno Cis
opcionaimente al menos monosustituido y/o que puede estar condensado con un
sistena ciclico mono o policiclico opclonaimente al menos monosustituido, un grupo
nitro, un grupo ciano, -OR'®, -OC(=0)R'™, -SR'®, -SOR™®, -SO,R'®, -NH-SO;R'®, -
SO:NH; y un resto -NR'*R'*, preferiblemente seleccionados del grupo que consiste
en H, F, Cl, Br, un radical alifitico C,., saturado, lineal o ramificado, opcionalmente al
menos monosaustituido, un radical clcloalifdtico C; 0 Cy saturado, opcionalmente al
menos monosustituido, que contiene opcionalmente al menos un heterodtomo como
miembro del anillo, que puede estar unido mediante un grupo alquileno C, o C,
opcionalmente al menos monosustituido, un grupo nitro, un grupo ciano, -OR™, -
OC(=O)R'™, -SR'® y un resto ~NR'®R'®, més preferiblemente seleccionados del
grupo que consiste en H, F, Cl, Br, -CHy, -CH,CH,y, -CF,, -CF;CF,, clclopentilo,
ciciohexilo, nitro, ciano y -OR'™.

56. Compuesto segin la relvindicacion 54 6 55, caracterizado porque R¥
representa hidrdgeno, un radical aliftico C,e lineal o ramificado, saturado o
insaturado, opcionalmente &l menos monosustituido o un radical cicloalifético Cse
saturado o Insaturado, opcionaimente al menos monosustituido, que contiene
opcionalmente al menoe un heterodtomo como miembro del anillo, preferiblements
representa H o un radical alquilo C,4 lineal o ramificado, mée preferiblements H, -CHs,
0 —CH2CH,, lo més preferibiements un &tomo de hidrégeno.

57. Compuesto segin una cualquiera de [as reivindicaclones 54 a 58,
caracterizado porque R*, R™, R™, R®™ se seleccionan cada uno independientamente
del grupo que consiste en hidrdgeno, un radical alifftico C; lineal o ramificado,
saturado o insaturado, opcionaiments al menos monosustituido, un radical cicloalifético
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Cses saturado o insaturado, opclonaimente al menos monosustituldo, que contiene
opcionalmente al menos un heterodtomo como miembro del anillo, un grupo clano y un
resto ~COOR'®, preferiblemente seleccionados de! grupo que consiste en H, un
radical alqullo Cys lineal o ramificado, un grupo ciano y un grupo COOR™, mas
preferiblemente del grupo que consiste en H, -CHy, -CH2CH; y un resto clano, lo mas
preferiblemente cada uno de R*, R™, R® y R™ representa un &tomo de hidrégeno.

58. Compuesto segin una cusiquiera de las relvindicaciones 54 a 57,
caracterizado porque W® representa un radical alifdtico C.x lineal o ramificado,
saturado o insaturado, opcionaimente al menos monosustituido, un radical cicloalifatico
Csq saturado o ineaturado, opcionalmente al menos monosustituido, que contiene
opclonaimente al menos un heterodtomo como miembro del anllio, que puede estar
unido mediante un grupo alquileno Cs4 opcionaimente al menos monosustituido y/o
que puede estar condensado con un sistema ciclico mono o policiclico opcionalmente
al menos monosustituido, un radical arlo o heteroarlio de 5 6 6 miembros,
opcionaimente al menoe monosustituldo, que puede estar unido mediante un grupo
alquileno C,s opcionaimente al menos monosustituido y/o que puede estar
condensado con un sistema ciclico mono o policiclico opcionaimente al menos
monosustituldo, un resto NR'™R'™ o un resto COR™,

preferiblemente W* representa

un radical alquilo Cy lineal o ramificado, preferiblemente un radical aiquilo
seleccionado del grupo que consiste en metilo, etilo, n-propilo, Iso-proplio, n-butfio, iso-
butilo, sec-butilo, terc-butilo y 1,1-dimetil-propilo; un radical alquenilo Ca lineal o
ramificado; preferiblements un radical vinilo; -CFy; -CHF;; -CHsF; -CCly; -CHCI;: -
CHCI; -CHrCFj; -CHxCHfCl; -CHxCHyCHx-Cl; -CHzS(=0)-CH;; un radical
ciclopropilo; un radical ciclobutilo; un radical ciclopentilo; un radical ciclohexilo: -CHx-
cicloproplio; -CHz-clclobutilo; -CHy-ciclopentiio; -CHa-ciclohexilo; -N(CHa)a; -N{CaHs)s; -
N(n-CHx-CHy-CHa)z; fenilo; bencilo; naftllo; -CH=CH-fenilo; -(CF2)-{(CF2)-O-fenilo; -
(CHz)-naftilo; (CHz)-(CHz)-naftilo; antracenilo; {C=0)-fenilo; tiofenilo; benzofbjtiofenilo;
furanilo; 2-oxo-2H-cromenilo; dibenzofuranilo; 2,3-dihidrobenzofuranilo; cromanilo; 2,3-
dihidro-benzo[1,4]dioxinllo;  3,4-dlhidro-2H-1,5-benzo-dioxepinilo; cromonllo; 1H-
imidazolilo; piridinilo; pirrolidin-2,5-dionilo; pirolilo; 1H-pirazolilo; 1H-pirimidin-2,4-
dionilo; quinolinilo; isoquinolinilo; 1H-benzoimidazolilo; 1,4-dihidro-quinoxalin-2,3-
dionilo; 1,2,3,4-tetrahidro-isoquinolinilo; 1,4-dihidro-benzo[b][1,4]diazepin-2,4-dionilo;
1,3-dihidro-1-ox0-2H-iscindolllo; ftalimidinilo; 2-(1,3-dioxo-1,3-dihidro-lsoindol-2-il)-stllo;
imidazo{1,2-a]piriding; isatinilo; tiazolilo; 1,3-tiezolllo; 1,2 4-tiadlazolllo; imidazof[2,1-
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bltiazolllo; 1,3-benzotiazolilo; benzo[1,2,5tladlazollio; 2-0x0-2,3-dihidro-benzotiazolilo;
2,1,3-benzotladiazollio; imikdazof2,1-bltiazoliio; isoxazolllo; benzo{1,2,5jcxadiazolilo;
benzo[d]iscxazolilo; benzofurazanllo; 2-oxo-2,3-dlhidro-benzooxazolilo; 3,4-dihidro-2H-
benzo[1,4}oxazinilo; o 2,1,3-benzooxadiazoiiio;

en los que cada uno de los restos ciclicos mencionados anteriormente puede
sustituiree opcionaimente con 1, 2, 3, 4 6 5 seustiuyentes seleccionados
independientemente del grupo que conelete en maetilo; etilo; n-propilo; iso-propilo; n-
butilo; lso-butilo; sec-butilo; terc-butilo; 1,1-dimetii-proplio; n-pentilo; vinllo; ciclopropilo;
ciclobutilo; ciclopentilo; ciclohexilo; morfolino; metoxd; etoxd; n-propoxi; isopropoxi; n-
propoxi; F; Cl; Br; I; -CN; -OH; -CFy; -CF;H; -CHyF; -CCh; -CCIH3; -CHCL; -CH=F; -
CHx-Cl; -CH-Br; {(C=0)-CHx-Br; -OCF3; -O-CHy-CFy, -O-CHF3; -NO3; -NH3; -N(CH;)z; -
N(CzHs)ai -N(n-CHz-CHz-CHa)a; -N(n-CHz-CHz-CHz-CHya)a; -NH{C=0)-CHy; -NH-fenilo;
~{C=0)-CF;; -(C=0)-OH; =0 (ox0); {C=0)-H; -5{=0)>-CH,; -S(=0)--isopropilo; -S(=0)r-
fenilo; -S(=0)x-pimolidiniio; -S{(=0)-morfolino; {CH2)-{(CH2){C=0)-0-CH,; -NH-{C=0)-
NH-CHrCHyCHy;, {C=0)-CHsy; ~{C=0)}-0-CHs; «{C=0)-0-C;Hs; -(CHa)-NH-{(C=0)-
fenllo; -CHx-C(H)fenil)(fenil); -O-CHytiazolilo; 1,3-dloxo-2-azaspiro[4,4]non-2-ilo;
fenilo; fenoxd; soxazolllo; 1,3-oxazolilo; 1,2,4-oxadiazolilo; 1,3,4-oxadlazolilo; piridinilo;
piridiniioxl; pirazolllo; pirimidinilo y ftalimidinilo; y

en los que cada uno de los restos ciclicos de estos sustituyentes mencionados
anteriormente puede sustitulrse con 1, 2, 3, 4 6 5 sustituyentes seleccionados
independientemente del grupo que consiste en metilo; etilo; n-proplio; isopropilo; F; CI;
Br; I; CN, -CHxF; -CHx-Cl; -CH2-Br; -CFy y —S-CH,

mis preferiblemnente W® representa

un radical alquilo seleccionado del grupo que consiste en metilo; etilo; n-propilo;
iso-propilo; n-butilo; sec-butllo; iso-butlio y terc-butilo; vinile {CH2=CH-); -N(CH,)s; 1-
naftilo; benclio; 2-naftilo; fenllo; 2-metil-fenilo; 3-metil-fenllo; 4-metil-fenilo; 2-etil-fenilo;
3-slifenllo; 4-etii-fenllo; 2-n-propit-fenilo; 3-n-propi-fenllo; 4-n-propil-fenilo; 2-isopropil-
fenilo; 3-isopropil-fenilo: 4-isopropil-fenilo; 2-n-butil-fenilo; 3-n-butil-feniio; 4-n-butl-
fenilo; 2-iso-butil-fenilo; 3-so-butil-fenlio; 4-iso-butil-fenilo; 2-terc-butil-fenilo; 3-terc-
butil-fenlio; 4-terc-butil-fenilo; 1,1-dimetliproplHenilo; 2-ciclopentilfenilo; 3-ciclopentil-
fenilo; 4-ciclopentil-fenilo; 2-ciclohexiHenllo; 3-ciclohexil-fenilo; 4-ciclohexil-fenilo; 2-
metoxi-fenilo; 3-metoxi-fenilo; 4-metoxi-fenilo; 2-etoxi-fenllo; 3-etoxi-fenllo; 4-etoxi-
fenilo; 2-n-propoxi-fenilo; 3-n-propoxi-feniio; 4-n-propoxi-fenilo; 2-iso-propoxi-fenilo; 3-
iso-propoxi-fenilo; 4-iso-propoxi-feniio; 2-fluoro-fenlio; 3-fluoro-fenilo; 4-fluoro-fenilo; 2-
cloro-fenilo; 3-cloro-fenlio; 4-cloro-fenilo; 2-bromo-fenilo; 3-bromo-fenilo; 4-bromo-



10

15

20

25

fenilo; 2-frifluorometil-fenilo;  3-triflvorometil-feniio;  4-trifluorometil-fenilo;  2-
trifluorometoxi-fenilo; 3-rifluorometoxi-fenilo; 4-frifluorometoxi-fenilo; 2-carboxi-fenilo;
3-carboxi-fenlio; 4-carboxi-fenilo; 2-acetiHenllo; 3-acetii-fenilo; 4-aceti-fenlio; 2-(C=0)-
O-CHyfenilo; 3-(C=0)-O-CHy-fenllo; 4-(C=0)-0-CHx-fenilo; ‘2-(CH2)<{CHa)}-{C=0)-0-
CHy; 3{CH)H{CHH{C=0)-O-CH,; HCHz)-(CH,)-(C=O)-O-éH,; 2-ciano-fenilo; 3-ciano-
fenilo; 4-clano-fenlio; 2-nitro-fenilo; 3-nitro-fenilo; 4-nitro-fenllo; 4-(4-bromofenaxi)-
fenilo; 2-metilsutfonil-fenilo; 3-metlisulfonil-fenilo; 4-metilsulfonil-fenilo; 2-fenil-fenil-
(bifenil-2-l); 3-fenil-fenii{bifenll-3-1l); 4-fenil-fenil-{bifenil4-il); 2-fencxi-fenllo; 3-fanoxi-
fenilo; 4-fenoxi-fenllo; 2,4-dimetii-fenilo; 3,4-dimetil-fenilo; 2,4,6-trimetil-fenllo; 2,3,5,6-
tetrameti-fenllo; pentametil-fenilo; 2,5-dimetmd-fenllo; 3,4-dimetoxi-fenlio; 2,3-dicioro-
fenilo; 2,4-dicioro-fenilo; 2,5-dicloro-feniio; 3,4-dicloro-fenilo; 3,5-dicloro-fenilo; Z,6-
dicioro-feniio; 2,4-difluoro-fenilo; 3,4-difluoro-fenilo; 2,5-difluoro-fenilo; 2,8-difluoro-
fenilo; 3-cloro-2-fluoro-fenilo; 3-cloro-4-fluoro-fenilo; 5-cloro-2-fluoro-fenllo; 2,3.4-
tricloro-fenilo; 2,4,5-fricloro-fenilo; 2 4,8-tricloro-fenilo; 2,4 5-trifluoro-fenilo; 2,3,4-
trifluoro-fenlio; 2-cloro-4,5-diflucro-fenilo; 2-bromo-4-flucro-fenilo; 2-bromo-4,6-difluoro-
fenilo; 4-cloro-2,5-difluoro-fenilo; 5-cloro-2,4-difluoro-fenilo; 4-bromo-2,5-difluoro-fenilo;
&-bromo-2, 4-diflucro-feniio; pentafiuoro-fenilo; 2,4-dinltro-fenilo; 4-cloro-3-nitro-fenilo;
2-metil-5-nitro-fenilo; 5-bromo-2-metoxi-fenilo; 3-cloro-2-metil-fenilo; 4-bromo-3-metil-
fenilo; 4-cloro-2,5-dimetil-fenilo; 4-fluoro-3-metii-enilo; 5-fluoro-2-metil-fenilo; 2-nitro-4-
trifluorometil-fenilo; 2-metoxi-4-metil-fenilo; 3,5-dicloro-2-hidroxi-fenilo; 3,5-dicioro-4-
hidroxi-fenilo; 5-cloro-2,4-difluoro-fenilo; 3-cloro-4-(NH)-(C=0)-CHs-fenilo; 2-cloro-6-
metil-fenilo; 2-cloro-5-rifluorometil-fenilo; 2-cloro-5-trifluorometoxi-fenilo; 4-bromo-2-
trifluorometoxi-fenilo; 4-bromo-2-triflucrometil-fenilo; 4-bromo-3-trifluorometil-fenilo; 3-
carboxi-4-fluoro-fenilo; 3-carboxi-4-cloro-8-fluoro-fanilo; 4-metoxi-2,3,6-frimetil-fenilo; o
uno de los grupos siguientes: ?)
S

t/ﬁf'?
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en los que en cada caso X indica la posicién por la cual se une el sustituyente
WP respectivo al grupo —S0O. de la formula (Ib).

58. Compuesto segin una cualquiera de las relvindicaciones 54 a 58,
caracterizado porque R'™ representa hidrégeno, un radical alifético C. lneal o
ramificado, saturado o insaturado, opcionalmente al menos monosus'tlhﬂdo. un radical
cicloalifético C3.4 saturado o insaturado, opcionaimente al menos monosustituldo, que
contiene opcionalments al menos un heterodtomo como miembro del anillo, que puede
estar unido mediants un grupo alquileno C. opcionaimente al menos monosustituido
y/o que puede estar condensado con un sistema ciclico mono o policiclico
opcionaimente al menca monosustituido o un radical arilo o heteroarilo de 5 6 8
miembros, opclonaimente al menos monosustituido, que puede estar unido mediante
un grupo alquileno C,.s opcionaimente al menos monosustituido y/o que puede estar
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condensado con un sletema ciclico mono o policiclico opclonaimente al menos
monosustituldo, preferiblements H, un radical aiquilo C,4 lineal o ramificado, un radical
ciclohexilo o un radical fenilo, més preferiblemente H, -CHj, -CzH; o fenilo.

60. Compuesto segin una cualquiera de las relvindicaciones 54 a 59,
caracterizado porque R'" representa hidrdgeno, un radical alifatico C., lineal o
ramificado, saturado o ineaturado, opcionaimente al menos monosustituido, un radical
cicloalifético Cy4 saturado o insaturado, opcionaimente al menos monosustituido, que
contiene opcionaimente al menos un heterodtomo como miembro del anllio, que puede
estar unido mediante un grupo alquileno C, opclonaimente al menos monoaustituido
y/o que puede estar condensado con un sistema, ciclico mono o policiclico
opcionalmente al menos monosustituido, o un radical arilo o heteroarilo de 5 6 6
miembros, opclonaimente al menos monosustituido, que puede estar unido mediante
un grupo alqulleno C.4 opcionaimente al menos monosustituido y/o que puede estar
condensado con un sistama ciclico mono o policiclico opcionaimente al menos
monosustituido, preferiblemente H, un radical alquilo C, lineal o ramificado, un radical
ciclohexilo o un radical fenilo, mas preferiblemente H, -CH,, -Cz;H; o feniio.

81. Compuesto segin una cualquiera de l|as reivindicaciones 54 a 60,
caracterizado porque R'® representa un radical allfético C,a lineal o ramificado,
saturado o insaturado, opclonalmente al menos monosustituido, un radical cicloalifético
Ci» saturado o insaturado, opcionaiments al menos monosustituido, que contiene
opclonaimente al menos un heteroatomo como miembro del anillo, que puede estar
unido mediante un grupo alquileno C., opclonalmente al menos monosustituido y/o
que puede estar condensado con un sistama ciclico mono o policiclico opcionaiments
al menos monosustituido, o un radical arilo o heteroarilo de 5 6 6 miembros,
opcionaimente al menos monosustituido, que puede estar unido mediante un grupo
alquileno C,s opcionalmente al menos monosustituldo y/c que puede estar
condensado con un sistema clclico mono o policiclico opcionaimente al menos
monosustituido, preferiblements representa H, un radical alquilo C,, lineal o
ramificado, un radical ciclohexilo o un radical fenilo, més preferiblements H, -CH,, -
CzH; o fenilo.

62. Compuesto segin una cualquiera de las reivindicaciones 54 a 61,
caracterizado porque R'® y R se selacclonan cada uno Independientements del
grupo que consiste en hidrégeno, un radical alifético C,, lineal o ramificado, saturado
o insaturado, opcionaimente al menos monosusiituldo, un radical cicloalifético Cyy
saturado o insaturado, opcionalmente al menos’ monosustituido, que contiene
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opcionalmente al menos un heteroétomo como miembro del anillo, que puede estar
unido mediante un grupo alqulleno C,.s opcionaimente al menos monosustituido y/o
que puede estar condensado con un sistema ciclico mono o policiclico opcionaimente
al menos monosustituido, o un radical arflo o heteroariio de 5 6 8 miembros,
opclonaimente &l menos monosustituldo, que puede estar unido mediante un grupo
alquileno C,s opcioneimente al menos monosustituido y/o que puede estar
condensado con un slstema ciclico mono o policiclico opcionalmente al menos
monosustituido, preferiblemente se seleccionan cada uno independientemente del
grupo que consiste en H, un radical aiquilo C, lineal o ramificado, ciciohexilo y un
radical fenllo, més preferiblemente se seleccicnan cada uno independientemente del
grupo que consiste en H, -CH,, -C;H, y fenilo.

63. Compuesto seglin una cuaiquiera de las reivindicaciones 54 a 62,
caracterizado porque R'® y R™ junto con el dtomo puente de nitrdgeno formen un
anilio heterociclico de 5 6 8 miambros, saturado, Insaturado o aromitico, que puede
estar al menos monosustituido y/o contener al menos un heterodtomo més como
miembro del anillo, preferiblemente forman un grupo piperidina o morfolina no
susfituido.

64. Compuesto segin una cualqulera de |ss reivindicaciones 54 a 83,
caracterizado porque R'® representa hidrogeno, un radical alifético C.e lineal o
ramificado, saturado o insaturado, opcionaimente al menocs monosustituido, un radical
ciclcalifdtico C,4 saturedo o insaturado, opcioneimente al menos monosustituido, que
contiene opcionaimente al menos un heterodtomo como miembro del anilic © un
radical arilo o heteroarilo de 5 6 6 miembros, opclonaimente al menos monosustituido,
que puede estar unido mediante un grupo alquileno C.s opclonaimente al menos
monosustituido y/o que puede estar condensado con un sistema ciclico mono o
policiclico opcionaimente al mencs monosustituido, preferiblemente representa H, un
radical alquilo Ci lineal o ramificado, un radical ciciohexilo o un radical fenilo, més
preferiblemente representa H, -CHs, -CHs  fenilo.

65. Compuesto segin una cuslqulera de las reivindicaciones 54 a 64,
caraclerizado porque R'® representa un radical alifdtico C., lineal o ramificado,
saturado o insaturado, opclonaimente al menos monosustituido, preferiblemente un
radical alquile C. 4 lineal o ramificado, saturado, no sustituido, més preferiblemente un
radical metilo.

88. Compuesto segin una cualquiera de las relvindicaciones 54 a 65,
caracterizado porque R™ representa un radical alifético C., lineal o ramificado,
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saturado o insaturado, opcionaimente al menos monosustituido, preferiblemente un
radical alquilo C,4 lineal o ramificado, saturado, no sustituldo, més preferiblemente un
radical metllo. .

67. Compuesto segin una cualquiera de las reivindicaciones 54 a 68,
caracterizado porque R'® representa un radical fenllo, que esté opcionalmente al
mencs mongsustituido por un radical alifdtico C.s, méds preferiblemente un radical
fenilo, que esta opcionalmente al menos monoeustituido por un grupo metilo.

68. Compuesto segin una cualquiera de las reivindicaclones 54 a 67,
caracterizado porque R™, R®, R®, R* se seleccionan cada uno independientemente
del grupo que consiste en un &tomo de hidrégeno; un Atomo de fiGor; un &tomo de
cloro; un étomo de bromo; un grupo metlio y un grupo metoxi;

R® representa un étomo de hidrégeno;

R®, R™, R®, R™ representan cada uno un dtomo de hidrégeno;

W* representa

un radical alquilo seleccionado del grupo que consiste en metlio; etilo; n-propilo;
Iso-propilo; n-butilo; sec-butlio; iso-butilo y terc-butilo; vinllo (CH=CH-); -N(CHs)z; 1-
naftilo; bencilo; 2-naftilo; fenilo; 2-metli-fenilo; 3-metil-fenilo; 4-metli-fenilo; 2-etil-fenilo;
3-etil-fenlio; 4-etil-fenilo; 2-n-propil-fenlio; 3-n-propii-fenito; 4-n-propil-fenilo; 2-isoproplil-
fenllo; 3-isoproplli-fenlio: 4-isopropilfenilo; 2-n-butil-fenilo; 3-n-butifenio; 4-n-butil-
fenlio; 2-iso-butil-fenllo; 3-iso-butit-fenllo; 4-iso-butii-fenilo; 2-terc-butil-fenilo; 3-terc-
butiHenilo; 4-terc-butil-fenilo; 1,1-dimetilproplii-fenilo; 2-ciclopentil-fenilo; 3-ciciopentil-
fenilo; 4-ciclopentil-fenilo; 2-ciclohexil-fenilo; 3-ciclohexdl-fenilo; 4-ciclohexil-fenilo; 2-
metoxi-fenllo; 3-metoxi-fenilo; 4-metoxi-fenilo; 2-stoxi-fenilo; 3-etoxi-fenilo; 4-etoxi-
fenilo; 2-n-propoxi-fenilo; 3-n-propoxi-fenilo; 4-n-propoxi-fenilo; 2-iso-propoxi-fenilo; 3-
iso-propoxi-fenilo; 4-lso-propoxi-fenlio; 2-fluoro-fenilo; 3-fluoro-fenilo; 4-fluoro-fenilo; 2-
cloro-fenilo; 3-cloro-fenilo; 4-cloro-fenilo; 2-bromo-fenilo; 3-bromo-fenilo; 4-bromo-
fenilo;  2-trifluorometi-fenilo;  3-trifivorometil-fenilo;  4-trifluorometil-fenilo;  2-
trifluorometoxi-fenilo; 3-trifiuorometoxi-fenilo; 4-trifluorometoxi-fenilo; 2-carboxi-fenilo;
3-carboxi-fenilo; 4-carboxi-fenilo; 2-acetil-fenilo; 3-acetil-fenlio; 4-acetil-fenilo; 2-(C=0)-
O-CHs-fenllo; 3<(C=0)-O-CHs-fenllo; 4(C=0)-0-CHy-fenilo; 2-(CHz){CHa)<{C=0)-0-
CHs; 3-(CHz)-(CH2){C=0)-0-CH,,; 4(CH;){CHa)-{C=0)-0-CHj; 2-clano-fenilo; 3-ciano-
fenilo; 4-ciano-fenllo; 2-nitro-fenilo; 3-nitro-fenlio; 4-nitro-fenilo; 4-(4-bromofenoxi)-
fenilo; 2-metlisutfonil-fenilo; 3-metilsulfonil-fenilo; 4-metiisulfonil-fenilo; 2-fenil-fanil-
(bifenl-2-il); 3-fenil-fenll{bifenil-3-l); 4-fenil-fenil-(bifenil-4-il); 2-fenoxi-fenllo; 3-fencxi-
fenilo; 4-fenoxi-fenilo; 2,4-dimetil-fenilo; 3,4-dimetil-fenilo; 2,4,8-trimetil-fenlio; 2,3,5,6-



10

15

tetrametil-fenilo; pentametil-fenilo; 2,5-dimetoxi-fenilo; 3,4-dimetoxi-fenllo; za-dnloro-
fenlio; 2,4-dicloro-fenilo; 2,5-dicloro-fenilo; 3,4-dicioro-fenilo; . 3,5-dicioro-fenilo; 2,8-
dicloro-fenilo; 2,4-difluoro-fenilo; 3,4-difluoro-fenilo; 2,5-difluoro-fenilo; 2,68-difluocro-
fenilo; 3-cloro-2-fluoro-fenilo;  3-cloro-4-fluoro-fenilo;  5-cloro-2-fluoro-fenilo; 2,34
fricloro-fenilo; 2,4,5-tricloro-fenilo; 2,4,8-tricioro-fenllo; 2,4,5-irifluoro-fenilo; 2,3.4-
frifiucro-fenilo; 2-cloro-4,5-difluoro-fenilo; 2-bromo-4-fluoro-fenilo; 2-bromo-4,8-difluoro-
fenilo; 4-cloro-2,5-diflucro-fenilo; 5-cloro-2,4-difluoro-fenilo; 4-bromo-2,5-diflucro-fenilo;
5-bromo-2,4-difluoro-fenilo; pentafluoro-fenilo; 2,4-dinitro-fenilo; 4-cloro-3-nitro-fenllo;
2-metil-5-nitro-fenilo; 5-bromo-2-metoxi-fenilo; 3-cloro-2-metil-fenlio; 4-bromo-3-metil-
fenilo; 4-cloro-2,5-dimetil-fenilo; 4-fiuoro-3-metil-fenllo; 5-fluoro-2-metil-fenilo; 2-nitro-4-
triflucrometil-fenilo; 2-metoxi-4-metil-fenilo; 3,5-dicloro-2-hidroxi-fenilo; 3,5-dicloro-4-
hidroxi-fenilo; 5-cloro-2, 4-difluoro-fenlio; 3-cloro-4-(NH)-(C=0)-CHs-fenllo; 2-cloro-8-
metil-fenllo; 2-cloro-5-triflucrometiHenilo; 2-cloro-5-trifluorometoxd-fenilo; 4-bromo-2-
trifluorometoxi-fenilo; 4-bromo-2-trifiucrometil-fenilo; 4-bromo-3-trifiluorometil-fenilo; 3-
carboxi-4-fluoro-fenilo; 3-carboxi-4-cloro-8-fluoro-fenilo; 4-metoxl-2,3,8-trimetil-fenilo; o
uno de los grupos sigulentes:
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en los que en cada caso X Indica la posicién por la que se une el sustituyente
W respectivo al grupo -SO; de la fémmula (Ib),

opcionaiments en forma de uno de sus estereolsémercs, preferiblements
enantiémercs o diasterdmeros, su racemato o en forma de una mezcla de al menos
dos de sus estereoisdmeros, preferiblemente enantimercs o diasterdmeros, en
cualquier razén de mezcla, o una sal fisloldgicamente aceptable de log mismos, o un
soivato, respectivamente.

68. Compuesto segin una cuaiquiera de las reivindicaciones 54 a 68 seleccionado

del siguiente grupo:

N° Compuesto

1 1{1-(naftalenc-2-suifonil)-piperidin-4-il}-1 ;4-dihidro-benzo[d][1,3]oxacin-2-ona

2 1{1-{tolueno-4-sulfonil)-piperidin-4-Il-1,4-dihidro-benzo[d][1,3]oxacin-2-ona

4



3 1-{1-fenimetanosulfonil-piperidin-4-i}-1 ;4-dihldro-benzo[d][1,3]cxacin-2-ona

4 1-{1-bencencsulfonil-piperidin-4-il}-8-cloro-1,4-diidro-benzo{d}[1 Sjoxacin-2-ona

5 6-cloro-1-{1-{tolueno-4-suifonll)-piperidin-4-il}-1,4-dihidro-benzofd][1,3]oxacin-2-
ona

6 6-cloro-1-(1-feniimetanosulfonil-piperidin-4-i)-1 ,A-dihidro-benzo[d][1,3Joxacin-2-
ona

7 6-cloro-1-[1-(naftaleno-1-sulfonil)-piperidin-4-il-1,4-dihidro-benzofd][1,3]oxacin-2-
ona

8 | 6-cloro-1{1{naftaleno-2-sulfonil)-piperidin4-i}-1,4-dihidro-benzo[d][1, 3joxacin-2-
ona

@ |6-cloro-1{1-(5-cloro-3-metil-benzo{bltiofeno-2-aulfonil)-piperidin-4-i}-1,4-dividro-
benzo[d][1 3Joxacin-2-ona

10 | 1-{1-{tiofeno-2-sulfonil)-piperidin-4-i}-1,4-dIhidro-benzo[d][1,3joxacin-2-ona

11 | 1-[1-(4-acetil-bencenosulfonif)-plperidin-4-If}-1,4-dlhidro-benzo[d][1,3]oxacin-2-
ona

12__|2{4-{2-ox04H- 1,3]oxacin-1-il)-piperidina-1-sulfonil benzonitrilo

13 | 1{1{24-dimetil-bencenosulfonil)-piperidin-4-il}-1,4-dihidro-benzo[d][1,3]Joxacin-2-
ona

14 1-[1-(4-mahxl-bencanoau|fonil')-pipaﬂdin-4-lll-1.4-dThidrn-benzo[d][1,3]oucln—2—
ona

15 | 1{1-(2-naftalen-1-i-etancsulfonil)-piperidin-4-i-1,4-dihidro-benzo{d][1, 3joxacin-
2-ona

16 | 8-metil-1{1-{tiofenc-2-sulfonil)-piperidin-4-i[}-1,4-dihidro-benzo|[d]{1,3]oxacin-2-
ona

17 | 1{1-(4-acefi-bencencsutionii)-piperidin-4--8-meti-1,4-dihidro-
benzofd][1,3]oxacin-2-ona _ _

18 |2{4-(8-metll-2-ox0-4H-benzo[d]{1,3]oxacin-1-Il}-piperidina-1-sulfonil-benzonitrilo

19 | 14{1-(2,4-dimetil-bencenosulfonil)-piperidin-4-i]-8-metil-1,4-dIhidro-
benzofd][1 3loxacin-2-ona _

20 | 14{1-{4-metoxi-bencencsulfonil)-piperidin-4-i-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona -

21 | 8-metil-1{1-{2-naftalen-1-I-etanosuffonil)-piperidin-4-i}-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona _

22 | Dimetilamida del &cido 4-(8-metil-2-oxo-4H-benzo[d][1,3]oxacin-1-il)-piperidina-1-
sulfénico

23 | Ester metflico del Acido 2{4-(2-oxo-4H-benzo[d][1 ,<3Joxacin-1-il)-piperidina-1-
sulfonil}-benzoico -

24 | 1{1-(3-trifluorometil-bencenosulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona _

25 |Ester metilico del acido 2-[4-(8-meti-2-oxo-4H-benzo[d][1 +Jjoxacin-1-il}-
piperidina-1-sulfonil}-benzoico _

26 | 8-metil-1-{1-(3-trifluorometil-bencencsulfoni)-piperidin4-il--1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

27 | 1{1-(4-acetil-bencenocsulfonil)-piperidin-4-i}-8-cloro-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

28 | 2-{4-(6-cloro-2-oxo-4H-benzold][1 ;3Joxacin-1-i)-piperidina-1-suffonil}-benzonitrilo

29 |B-cloro-1-[1-(4-metoxi-bencencsulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1 3]oxacin-2-ona _

30 |Ester metilico del acido 2-{4-{6-cloro-2-oxo-4H-benzo[d)[1,3]oxacin-1-iI)-

iperidina-1-sulfonill-benzoico _
31 __| 6-cloro-1{1-(2 4-dimetil-bencenasulfonil)-piperidin-4-]-1,4-dthidro-

§9°




benzo[d][1,3Joxacin-2-ona _

32 |6-cloro-14{1-{3-triflucromatil-bencenosulfonil)-piperidin-4-il]-1,4-dlhidro-
benzo[d][1,3Joxacin-2-ona

33 | 1{1-«(5-cloro-3-metil-benzofb}ticfenc-2-sulfonil)-piperidin-4-i}-8-metil-1, 4-d|h|dro-
benzo[d][1,3]oxacin-2-ona

34 [14{1-{4{4-bromo-fenoxi):bencencsulfonil}-piperidin-4-if-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

356 | 141-(4-fluoro-bencencsulfonil)-piperidin-4-il}-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

36 8-metl|-1-[1-(naﬂaleno-2—sul|’oml)—p|peﬁd|n-4-lll-1 ,4-dihidro-benzo[d][1,3loxacin-2-
ona

37 | 8-metil-1-{1-feniimetanosulfonil-piperidin-4-ii)-1,4-dihidro-benzo[d][1,3]oxacin-2-
ona

38 |14{1<(4-bromo-bencencsulfonil)-piperidn-4-il}-8-cloro-1,4-dlhidro-
benzo[d][1,3]oxecin-2-ona

39 |6-cloro-1{1-(4-metanosulfonil-bencenosulfonil)-piperidin4-T-1,4-dihidro-
benzo[d][1,3]oxacin-2-cna

40 |1{1-(butano-1-sulfonil)-piperidin-4-[}-6-cloro-1,4-dihidro-benzo[d][1,3Joxacin-2-
ona

41 |1{1{4-bromo-bencencsulfonil)-piperidin-4-I-8-metil-1,4-dihidro-
benzo[d][1,3joxacin-2-ona

42 1-[1-(4-motanosuIlbml-beneenoeulfonll)—plpandm-4-lll-e-meﬂl-1 4-dihidro-
benzofd][1,3joxacin-2-ona

43  |1{1-butano-1-sulfonll)}-piperidin-4-I[}-8-metil-1 4-dihidro-benzo[d][1,3]oxacin-2-
ona

44 |6-cloro-1-[1-(2-nitro-bencencsulfonil)-plperidin-4-If-1,4-dihidro-
benzo|d][1,3]oxacin-2-ona

45 |6-cloro-1{1-(3-nitro-bencenosulfonil)-piparidin-4-ill-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona _

48 | 1-[1-(bifenil-4-sulfonil)-piperidin-4-il}-8-cloro-1,4-dihidro-benzo[d][1,3joxacin-2-
ona

47 | 8-metil-1-{1-(2-nitro-bencenosulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

48 | 8-metil-1{1-(3-nitro-bencencsulfonil)-piperidin-4-li}-1,4-dihidro-

benzo[d]{1,3]oxacin-2-ona

49 | 1{1-(bifenil-4-sulfonil)-piperidin-4-il}-8-metil-1,4-dihidro-benzo[d][1,3]oxacin-2-
ona

50 [8-metll-1{1-{4-nltro-bencencsulfonil)-piperidin-4-I-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

51 |6-cloro-1{1-(4-nibo-bencenosulfonil}-piperidin-4-i}-1,4-dihidro-
benzo[d}{1,3]oxacin-2-ona

52 | 1-(1-etanosulfonil-piperidin-4-1-1 A-dihidro-benzojd][1,3]oxacin-2-ona

53 [ 1]1-(propano-1-sulfonil)-piparidin-4-i]-1,4-dihidro-benzo[d][1,3joxecin-2-ona

54 | 1{1-(propano-2-sulfonil)-piperidin-4-il}-1 4-dihidro-benzo[d][1,3]oxacin-2-ona .

55 | 6-cloro-1-{(1-etanosulfonil-pi in-4-1}-1,4-dihidro-be 1,3]oxacin-2-ona

58 | 6-cloro-1-{1{propano-1-sulfonil)-piperidin-4-il}-1,4-dihidro-benzo[d][1,3]oxacin-2-
ona

57 | 6-cloro-1-{1-(propano-2-sulfonil)-piperidin-4-il}-1,4-dihidro-benzo[d]1,3]oxacin-2-
ona

58

6-cloro-1-{1-(quinolina-8-sulfonil)-piperidin-4-il}-1,4-dihidro-benzo[d][1,3]oxacin-2-
ona

Y10



1{1-{4-nitro-bencenosulfonil}-piperidin-4-il}-1,4-dIhidro-benzo|d][1,3]oxacin-2-ona

6-met|l-1-[1-(qulno|lna-8-suﬂoml)-p|pendm-4-||]-1 4-dihidro-benzo[d][1,3]oxacin-2-

B—malll-1-[1-(2-naﬂalan-1-l|-etanoau|l’onll)—plperidin—4—il]—1 4-dihidro-
benzo[d][1,3Joxacin-2-ona

6-metil-1-{1-{tcluenc-4-sulfonli)-piperidin-4-il}-1 A—dlhldm-banzo[d]ﬁ Jjoxacin-2-
ona

1{1-(4-fluoro-bencenceulfonil)-piperidin-4-l1-6-metil-1,4-dihidro-
benzo{d][1,3Joxacin-2-ona

6-metil-1-{1-(naftaleno-1-sulfonll)-piperidin-4-i|-1,4-dihidro-benzo[d] 1, 3joxacin-2-
ona

6-metil-1-[1-(naftalenc-2-sulfonil)-piperidin-4-il}-1,4-dihidro-benzo|d]|1,3]oxacin-2-
ona

141-(5-cloro-3-metil-benzo[bltiofeno-2-sulfonil)-piperidin-4-i[}-8-metil- 1,4-dihidro-
benzo|d][1,3]oxacin-2-ona

6-metil-1{1-(4-nitro-bencencsulfonil)-piperidin-4-i}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1-(1-bencanosulfonll—plpeﬂdln—4-|l)-8-metll-1 4-dihidro-benzo|d][1,3]oxacin-2-ona

14{1-{4-cloro-3-nitro-bencencaulfonil)-piperidin-4-I[-8-metil-1,4-dihidro-
benzo{d][1,3loxacin-2-ona

1{1-{5-dimetilamino-naftaleno-1-sulfonil)-piperidin-4-i[-8-meti-1,4-dlhidro-
benzo[d][1,3joxacin-2-ona

1{1-{4-cloro-3-nitro-bencencsulfonil)-piperidin-4-il|-8-meti-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1{1-{4-cloro-3-nitro-bencencsulfonil)-plperidin-4-l-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

6-cloro-1-[1-(4-cloro-3-nitro-bencenosulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]Joxacin-2-ona

6-cloro-1-[1-(5-dlmaﬂlamlno-naﬂabno-1-suItomI)-pIperIdin-4—II]-1 4-dihidro-

benzo[d][1,3]oxacin-2-ona

141-{4-metox-2,3,6-trimetil-bencenosulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

14{1{4-metoxi-2,3 6-trimeti-bencencsulfonil)-piperidin-4-i}-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

6-cloro-1{1-(4-metoxi-2,3,6-trimetil-bencenosulfonll)-piperidin-4-I}-1 ,4-dihidro-
benzo[d][1,3Joxacin-2-ona

1-{1-(4-metoxi-2,3 8-trimeti-bencenosuifonil)-piperidin-4-I-6-metil-1,4-dihidro-
benzofd][1,3]oxacin-2-ona

141-(2-bromo-bencenosulfonil)-piperidin-4-I}-1,4-dihidro-benzo[d][1, 3joxacin-2-
ona

1-{1-(2-bromo-bencenosulfonil)-piperidin-4-il-8-meti-1,4-dihidro-
benzo[d][1,3joxacin-2-ona

1{1~(2-bromo-bencencsultfonil)-piperidin-4-[F-8-cloro-1,4-dihidro-
benzofd][1,3joxacin-2-ona

1-[1-(2-bromo-bencencsulfonil)-piperidin-4-[-8-metil-1,4-dihidro-
1 n-2-ona

benzo{d](1,3joxach
8-cloro-1-[1-(2,3-dicloro-bencencsulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

111-(2, Mdom-bencemsulfoml)—npandm—tl—ll]—&meﬂld 4-dlhidro-
benzo[d][1,3Joxacin-2-ona

14{1-(2,4,5-tricloro-bencenosulfonil)-piperidin-4-il-1,4-dihidro-benzo[d]{1,3joxacin-
2-ona




8-metil-1{1-{2.4 5-trldoro-bancanuulfoml)—plperldln—4-|ll-1 4-dihidro-
benzo|d][1,3]oxacin-2-ona '

a7

6-cloro-1-41-(2,4, 5-tricloro-bencenosulfonil)-piperidin-4-il--1,4-dihidro-
benzo{d][1,3Joxacin-2-ona

6-metil-1-{1-(2,4,5-tricloro-bencenosulfonil)-piperidin-4-Il}-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

1-{1-(5-bromo-2-metoxi-bencencsulfonil)-piperidin-4-il|-1,4-dlhidro- ,
benzo[d][1,3]oxacin-2-ona

1{1-{5-bromo-2-metoxi-bencanosulfonil)-piperidin4-I]-8-metil-1,4-dihidro-
benzo[d)[1,3]oxacin-2-ona

1-[1-(5-bromo-2-rnetoxl-bannenoaulfon|I)-p|par1d|n-4—|I]-6-cloro-1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

1-{1-{5-bromo-2-metoxi-bencencsulfonil)-piperidin-4-il-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1-[1-(2,5-dimetoxi-bencenosulfonil)-piperidin-4-if-1,4-dihidro-benzo{d][1, JJoxacin-
2-ona

1-[1-(2,5-dimetoxi-bencenosulfonll)-piperidin-4-i|-8-meti-1,4-dlhidro-
benzofd][1,3joxacin-2-ona

salgaassss

6-cloro-1-{1-(2,5-dimetoxi-bencenosulfonil)-piperidin4-ii-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

1{1-(2,5-dimetaxi-bencenosulfonil)-piperidin-4-T-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

97

1-(1-pentametllbencenoaulbnll-p|peﬂdln-4-|l)-1 +-dihidro-benzo{d][1,3]oxacin-2-
ona

8—meﬂl—1-(1-pentamehlbeneenosuﬂ’onil—plperldln-4—il)—1 JA-dihidro-
benzo{d][1,3joxacin-2-ona

6-c|oro-1-(1-pentamohlbancanoeulbnll-plperldm—4-|l)-1 4-dihidro-
benzo[d1,3]oxacin-2-ona

100

e-metll-1-(1-pentﬂnelllbenconosulfoml-p|poﬂdln-4-|l)-1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

101

1-{142{2,2 2-triftuoro-acetil)-1,2,3,4-tetrahidro4soquinolina-7-sulfonil}-piperidin-4-
if-1,4-dIhidro-benzo[d][1 .3]oxadn—2-ona

102

8-metil-1-{1-{2-(2,2 2-trifluoro-acetil)}-1,2,3,4-tetrahidro-lsoquinolina-7-suffonil}-
piperidin-4-il}-1 4-d|h|dro-benzo[d]L,3]omc|n-2-ona

103

6-cloro-1-{1{2-(2,2,2-triflucro-acetil}-1,2,3,4-tetrehidro-isoquinolina-7-sulfonil|-
Iperidin-4-il}-1,4-dihidro-benzo[d][1,3]oxacin-2-ona

104

6-metil-1-{1{2(2,2,2-trifluoro-acetil}-1,2,3,4-tetrahidro-isoquinolina-7-sulfon|}-

piperidin-4-ii}-1,4-dihidro-benzofd][1 ;3joxacin-2-ona

1-[1-(2-metil-5-nltro-bencencsulfonil)-piperidin-4-i[}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

106

8-metil-1-{1-(2-metil-5-nitro-bencenosulfonil)-piperidin-4-il-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

107

8-cloro-1-{1-(2-metil-5-nitro-bencencaulfonil)-piperidin-4-il}-1,4-dlhidro-
benzo[d][1,3Joxacin-2-ona

108

a-melll-1-[1-(2-meh|-5-n|tro-bencanooullbml)—plpeﬂdln—4-|ll-1 4-dihidro-
benzo[d}{1,3]oxacin-2-ona

108

1{1-{4-bromo-2,5-difluoro-bencenosulfonil)-piperidin-4-il-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

110

1{1-(4-bromo-2,5-dHflucro-bencencsulfonll)-piperidin-4-il|-8-meti-1,4-dihidro-
benzo[d{1,3]oxacin-2-ona

1

1-[1-(4-bromo-2, 5-d|ﬂuoro-beneenoeulfonll)-p|pendln-4-lll-6-cloro-1 4-dihidro-
benzo[d]{1,3]oxacin-2-ona

17



112

1]1-(4-bromo-2,5-diflucro-bancenosulfonil)- piperidin-4-l-8-metil-1 .4-dlhld|.'o-
benzo[d][1,3]oxacin-2-ona

113

1{1-{4-cloro-2,5-dimetil-bencencsulfonil)-piperidin-4-}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

114

1{1-(4-cloro-2, 5-dimeti-bencenosulfonil)-piperidin-4-il1-8-metil-1,4-dihidro-
benzo[d)[1,3]oxacin-2-ona

115

B-Gbro-1-[1-(4-doro-2 5-d|mat||-bencanosulfon|l)-plpeddln-4—|ll-1 4-dihidro-
benzo|d][1,3joxacin-2-ona :

116

1{1-{4-cloro-2, 5-dimeti-bencenosulfonil)-piperidin-4-I[-8-meti-1, 4-dihidro-
benzo[d][1,3loxacin-2-ona

117

1-[1-(4-metoxl-benoanosulfonll)—plpeﬂdln-4-|ll-8-metl|—1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

116

1-[1{4-isopropi-bencenosulfonily-piperidin-4-i1-1,4-dihidro-benzo[d][1,3Joxacin-2-
ona

118

1-[1-(4—|oopmpl'l-beneenosuIfonll)-piperidin-d-il]-a-meti'l-THihidm-
benzof[d][1,3Joxacin-2-ona

120

0—cloro-1-[1-(4-|sopropll-banoanosulfonll)-plpeﬂdln-4-|ll-1 4-dlhidro-
benzo[d][1,3]oxacin-2-ona

121

1]1<(4-sopropil-bencenosulfonil)-piperidin-4-ii}-8-metil-1,4-dlhidro-
benzo[d][1,3Joxacin-2-ona

122

1-[1-(3-cloro-4-ﬂuoro-benconoaulfunll)-p|poﬁdh-4-lu-1 4-dihidro-
benzofd][1,3 n-2-ona

123

1-[1-(3-c|om-4—ﬂuoro-bencanosulfonll)-plperldln44l]-8-mot||-1 4-dihkiro-
benzo[d][1,3]oxacin-2-ona

124

6-cloro-1-{1 -(3-cloro-4-fluoro-bencenasulfonil)-piperidin-4-}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona’

125

141-{3-cloro-4-fluoro-bencenosulfonil)-piperidin-4-}-8-metl-1,4-dihldro-
benzo[d][1,3]oxacin-2-ona

128

141 -(Lblmno-beneanosulfonll)-p|peﬁd|n-4-lll-6-mtll-1 4-dihidro-
benzo[d][1,3Joxacin-2-ona

127

6-metil-1{1-(3-nitro-bencenosutfonil)-piperidin-4-}-1, 4-dihidro-
benzo[d][1,3joxacin-2-oha

128

6-metil-1-[1(3-trifluorometi-bencenosulfonil)-piperidin-4-il-1,4~dlhidro-
benzo[d]{1,3]oxacin-2-ona

128

1-[1-(+ﬂ1ﬂuorometo:d—beneanosulfonll)—plpeﬂd|n-4-|ll-1 4-dihidro-
benzo[d][1,3Joxacin-2-ona

130

1-[1-(2-nitro+n1ﬂuoromehl-bencanosutfonll)-p|poﬂdln-4-lu-1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

131

1-[1-(3-fluoro-bencenosutfonil)-piperidin-4-i}-1,4-dihidro-benzo[d][1,3]oxacin-2-
ona

132

1-[1—(2.4—dic|oro-bemenoautfoni_|)-_plpeﬂdln-4-i|]-1 ‘4-dihidro-benzo[d][1,3loxacin-2-
ona

133

1-[1-(2.4,6-rimeti-bencencsulfonil)-piperidin-4-i}-1,4-dihiiro-benzo[d][1,3Joxacin-
2-ona

134

135

1{1<(2-trMuorometil-bencencsulfonil)-piperidin-4-if}-1,a-dihidro-
1.3 n-2-ona

8-metil-1-{1-{4-trifluorometoxi-bencenosulfonil)-piperidin-4-i}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

136

137

benzo[d][1,3]oxacin-2-ona

8-metil-1-[1<(2-nitro-4-triflucrometil-bencencsutfonil)-piperidin-4-il-1,4-dlhidro-

14{1<{3-fluoro-bencenocsulfonil)-piperidin-4-}-8-metil-1 J4-dihidro-
benzo[d][1,3]oxacin-2-ona




138

14142,4-dicloro-bencenosulfonil)}-piperidin-4-i[}-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

138

8-metil-1-[1-(2,4 0-t|1metll-benwnosulfonll)-p|par|dln-4-lll-1 4-dihidro-
1 n-2-ona

140

8-metil-1 -[1-(2-h1ﬂuoromﬂl-benoenosulfonil)—plporldln—4—ll]—1.4-dlhldm-
benzo[d][1,3]oxacin-2-ona

141

1{1-(4-fluoro-bencenosulfonil}-piperidin-4-I}-1,4-dihidro-benzo[d)[1, 3]oxacin-2-
ona

142

14{1-{4-bromo-bencenosulfonil)-piperidin-4-il}-1,4-dihidro-benzo[d][1, 3]oxacin-2-
ona

143

1{1{3-nitro-bencenosulfonil)-piperidin4-i}-1,4-dihidro-benzo[d][1,3joxacin-2-ona

144

1-{1-{4-{4-bromo-fenoxi}-bencencsulfonil}-piperidin-4-il}-1,4-dihidro-
benzofd][1,3]oxacin-2-ona

145

1-{1+(3-metoxi-bencenosulfonil)-piperidin-4-il}-1,4-dihidro-benzo[d][1,3]Joxacin-2-
ona

148

141-(2-nitro-bencenosulfonil)-piperidin-4-I}-1,4-dihidro-benzo[d][1,3joxacin-2-ona

147

8-metil-1-{1-{tolueno-4-sulfonil)-piperidin-4-il}-1,4-dihidro-benzo[d][ 1, 3Joxacin-2-
ona

148

1-{1-bencenosulfonil-piparidin-4-il)-8-metil-1,4-dihidro-benzo[d][1,3joxacin-2-ona

149

1-{1-(3-metoxi-bencenosulfonil)-piperidin-4-il}-8-metil-1,4-dihidro-
benzofd][1,3]oxacin-2-ona

150

141-(2,4-dimetil-bencenosulfonii)-piperidin-4-il-8-metil-1,4-dihidro-
benzo[d][1,3]Joxacin-2-ona

151

1-{1-[4-(4—bmmo—femxi)-bencanosulfonll]-p|pendm-4-il}-6-meﬂl-1 4-dihidro-
benzo[d][1,3joxacin-2-ona

152

8-metil-1-{1-{iofeno-2-sulfonil)-piperidin-4-il--1,4-dihidro-benzold][1,3]oxacin-2-
ona

153

141<{tolueno-3-sulfonil)-piperidin-4-l-1,4-dihidro-benzo[d][1,3loxacin-2-ona

154

1{1-(5-fluoro-2-metil-bencenosulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1, 3loxacin-2-ona

185

1-[1-(4-isopropoxi-bencenosulfonil)-piperidin-4-il-1,4-dihidro-benzo{d} 1,3}oxacin-
2-ona

156

1-[1-(3-cloro-bencencsulfonil)-piperidin-4-1]-1,4-dihidro-benzo{d][1, Sjoxacin-2-
ona

167

1{1-3,4-dimetoxi-bencenosulfonil)-piperidin-4-il-1,4-dihidro-benzo[d][1,3Joxacin-
2-ona

158

1-{1-pent=fiuorobencenosulfonil-piperidin<4-Il-1 ,4-dlhidro-benzo[d][1,3]oxacin-2-
ona

158

8-metll-1-{1-tolueno-3-sulfonil)-piperidin-4-Il}-1,4-dihidro-benzo[d][1,3Joxacin-2-
ona

160

1{1-(5-fluoro-2-meti-Fbencenocsulfoni)-piperidin-4-i-8-metil-1,4-dihidro-
benzo[d][1 ,Jjoxacin-2-ona

161

-[1-(4—|aopropoxl-benomosulfonil)-p|pendln-4-lll-8-metll-1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

1-{1-(3-cloro-bencencsulfonii)-piperidin-4-il}-8-metil-1,4-dihidro-
benzo[d)1,3]oxacin-2-ona

163

1{1-(3,4-dimetoxi-bencencsulfonil)-piperidin-4-i-8-metil-1,4-dihidro-
benzo{d][1,3Joxacin-2-ona

164

8-metil-1-(1-pentafiuorobencenosulfonil-piperidin-4-il)-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

165

8-metil-1-{1-(tolueno-3-sulfonil)-piperidin-4-if}-1,4-dlhidro-benzo[d][1,3Joxacin-2-




166

1-{1-{5-fluoro-2-metil-bencenosulfonil)-piperidin-4-il|-8-metil-1,4-dlhidro-
benzo[d][1,3Joxacin-2-ona

167

1{1-{4-isopropox-bencenosulfonil)-piperidin-4-[}-8-metil-1,4-dihidro-
benzo[d][1 3]oxacin-2-ona

168

1{1-{3-cloro-bencenasulfonlil)-piperidin-4-I[}-6-metil-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

169

1{1-(3,4-dimetcxi-bencenosulfonil)-piperidin-4-il|-6-metil-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

170

6-metil-1-(1-pentafiucrobencenosulfonil-piperidin-4-il)-1,4-dihidro-
benzo[d][1,3joxacin-2-ona

m

8-metil-1-{1-{4-trifluorometaxi-bencenosulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

172

a-mahl-1-[1-(2—n||m-4-tﬂﬂuommehl—benconoeuItoml)-plparldln-4-lll-1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

173

1{1-(3-flucro-bencenosutfonil)-piperidin-4-il|-6-meti-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

(174

1-[1-(2,4~dicloro-bencenosufonil)-piperidin4-i}-6-mefi-1,4-dihidro-
benzold][1,3joxacin-2-ona

175

6-metil-1{1-(2,4,6-trimeti-bencenosulfonli)-piperidin-4-I[-1,4-dihidro-
benzo{d][1,3joxacin-2-ona_

178

6-metil-1-{1-(2-irifluorometil-bencencsulfonil)-piperidin-4-Il-1, 4-d|h|dm-
benzo[d][1,3]oxacin-2-ona

177

14{1-(3-metoxi-bencencsulfonil)-piperidin-4-i[]-8-metil-1,4-dihidro-
benzo[d][1 3Joxacin-2-ona

178

6-metil-1-{1-(2-nitro-bencenosulfonil)-piperidin-4-il-1,4-dihidro-
benzo{d][1,3joxacin-2-ona

178

14{1-{4-acetil-bencenosulfonil)-piperidin-4-}-8-metil-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

180

14{1<{4-metanosulfonil-bencenosulfonii}-piperidin-4-1}-6-metll-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

181

6-metil-1-(1-feniimetanosulfonil-piperidin-4-i)-1,4-dihidro-benzold][1,3joxacin-2-
ona

182

ster metilico def écido 2-{4-(6-metil-2-oxo-4H-benzo[d][1,3]Jcxacin-1-il)-
ridina-1-sulfonillbenzoico

183

6-metil-1-{1-(2-ox0-2H-cromeno-8-sulfonil)-piperidin-4-if}-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

184

8-cloro-1-1-{4-flucro-bencenocsulfonil)-piperidin-4-i]-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

185

8-cloro-1{1-(3,5-dicloro-bencenosulfonil)}-piperidin-4-il-1,4-dihidro-
benzo{d][1,3Joxecin-2-ona

186

1-{1-[4-(4-bmmo-femxl)-beneonosuﬂonlll-plporldln-4-ll}-6-clom-1 4-dihidro-
benzo[d]|1,3Joxacin-2-ona

187

8-cloro-1-{1-tiofeno-2-sulfonil)-piperidin-4-il}-1,4-dihidro-benzo[d][1,3]oxacin-2-
ona

168

6-cloro-1-{1-(3-metoxi-bencenosulfonil)-piperidin-4-if}-1,4-dihidro-
benzo|d][1,3]oxacin-2-ona

186

8-cloro-1{1-(2-oxo-2H-cromeno-8-sulfonli}-piperidin-4-ii]-1,4-dihidro-
benzofd][1,3Joxacin-2-ona

190

6-cloro-1{1-(tolueno-3-sulfonll)-piperidin-4-il-1,4-dihidro-benzo[d][1, 3]oxacin-2-
ona

19

B8-cloro-1-{1-(5-fluoro-2-metil-bencenosulfonil)-piparidin-4-il}-1,4-dihidro-

&

!



benzo[d][1, Sjoxacin-2-ona

182

6-cloro-14{1-(4-isopropoxi-bencencsulfonil)-piperidin-4-il}-1,4-dihldro-
benzo[d][1,3joxacin-2-ona

183

6-cloro-1-[1-(3-cloro-bencenosulfonll)-piparidin-4-i}-1,4-dihidro-
benzo[d][1,3joxacin-2-ona

194

6-cloro-1-{1-(3,4-dimetoxi-bencenosulfonil)-piperidin-4-il|-1, 4-dlhldro-
benzo[d][1,3joxacin-2-ona

195

6-cloro-1-(1-pomnlluomboncanosulfonll-plpeﬂdln-4-il)-1 A-dihidro-
benzo[d][1,3joxacin-2-ona

196

6-cloro-1-1-{4-triflucrometoxi-bencenosulfonil)-piperidin-4-il}-1,4-dihidro-

benzo[d][1,3]oxacin-2-ona

197

6-cloro-1 -[1-(2-nltro-4-tr|ﬂuorometll-boneanonulbnll)-plperld|n-4-|I]-1 4-dihidro-
benzofd][1,3joxacin-2-ona

108

8-cloro-1{1-{3-fluoro-bencenocaulfonil}-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

180

8-cloro-1{1-(2,4-dicloro-bencenosulfonil)-piperidin-4-il|-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

200

8-cloro-1{1<2,4,68-trimetl-bencenosulfonil)-piperidin4-l}-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

201

8-cloro-1-[1-(2-u1ﬂuoromehl-bencanouuﬂonll)-plpu1d|n-4-d]-1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

14{1-{2-ox0-2H-cromeno-8-sulfonil)-piperidin-4-il-1 .4-dihidro-benzo[d][1,3]Joxacin-
2-ona

203

1-[1-(3,5-dicloro-bencenosulfonil)-piperidin-4-il}-1,4-dihidro-benzo[d][1,3]oxacin-
2-ona

204

1-[1-(2,5-dicloro-bencenosulfonil)-piperidin-4-li}-1,4-dIhidro-benzo{d][1,3Joxacin-
2-0na

205

1-[1-(5-bromo-8-cloro-piridina-3-sulfonil)-piperidin-4-i}-1,4-dlhidro-
bamo[d][1 ,3Joxacin-2-ona

208

1-[1-(4-cloro-bencenosulfonil)-piperidin-4-il}-1 4—d|h|dro-benzo[d][1 ,Jjoxacin-2-
ona

207

111 -(2,6-dicloro-bencenosulfonil)-piperidin-4-il}-1,4-dihidro-benzo[d][ , 3Joxacin-2-
ona

208

8-metil-1{1-(2-ox0-2H-cromeno-8-sulfonil)-piperidin4-i-1,4-dihidro-
benzo[d][1,3joxacin-2-ona

209

1{1-(3,5-dicloro-bencenosulfonil}-plperidin-4--8-meti-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

210

14{1+2,5-dicloro-bencenosulfonil)-piperidin-4-}-8-metil-1,4-dihidro-
benzo[d][1,3]Joxacin-2-ona

211

1-{1-{5-bromo-8-cloro-piridina-3-aulfonil)-piperidin-4-i[|-8-metil-1,4-dIhidro-
benzo[d][1,3]oxacin-2-ona

212

1-[1-{4-cloro-bencenosutfonil)-piperidin-4-i-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

213

1-[1-(2,8-dicloro-bencencsulfonil)-piperidin-4-il-8-metl-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

214

1-{1-{bifenir4-sulfonil)-piperidin-4-i}-1,4-dihidro-benzo[d][1,3]oxacin-2-ona

215

8-cloro-1{1-(2,5-dicloro-bancenosulfonil)-piperidin-4-}-1,4-dihidro-
benzo[d][1,3joxacin-2-ona

14{1-{5-bromo-6-cloro-piridina-3-sulfonil)-piperidin-4-il-8-cloro-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

6-cloro-1-{ 1-(4-cloro-bencenosulfonil)-piperidin-4-}-1,4-dihidro-
benzo[d][1,3joxacin-2-ona

Y17



218

8-cloro-1-1-(2,6-dicloro-bencencsulfonil)-piperidin-4-il-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

219

1-4{1-(bifenil-4-sulfonil)-piperidin-4-il-8-metil-1,4-dihidro-benzo[d][1, 3Joxacin-2-ona

220

2{4-{8-metil-2-oxo-4H-benzo{d][1 in-1-il)-piperidina-1-sulfonill-benzonitrilo

221

11-(2, 5-dlcloro-bmnoaull’onll)—plperidin-4—il]-6—metil—1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

1-[1-(5-brumo-6-clom-p|rldIna-s-aulfonll)-plperidln-4-|ll-8-mehl-1 4-dihidro-
benzo{d][1,3]oxacin-2-ona

1{1-(4-cloro-bencenosulfonil)-piperidin-4-il}-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

224

1{1-{2,8-dicloro-bencencsulfonil)-piperidin-4-il-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1{1+(3,5-dicloro-bencenosulfonli}-piperidin-4-i}-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

228

8-metil-1-{1-{1-metil-1H-imidazol-4-sulfonll)-piperidin-4-ii}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

227

1{1-(5-bromo-2,4-difluoro-bencenosulfonll)-piperidin-4-I[}-8-metil-1, 4-dihidro-
benzo[d][1,3]oxacin-2-ona

1{1{4-metanosulfonil-bencenosutfonil)-piperidin-4-}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1{1-{1-metil-1 I-I-umdml-4—oulfonll)-plpeﬂdln—4-ll]—1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

141-(5-bromo-2,4-difluoro-bencenocsuifonil)-piperidin-4-il}-1 /4-dihidro-
benzo[d][1,3]oxacin-2-ona

23

1-[1-(6-cloro-imidazof2, 1-bltiazol-5-sulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1{1-{4-eti-bencencsulfonil)-piperidin-4-if}-1 4-dihidro-benzo[d][1,3]oxacin-2-oha

1-{1-(benzofbltiofenc-3-sulfonil)-piperidin-4-il}-1,4-dihidro-benzo{d][1,3]Joxacin-2-
ona

1{1-(8-cloro-imidazo{2, 1-bjtiezol-5-sulfonil)-piperidin-4-il}-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1-{1-(4-etil-bencenocsulfonil)-piperidin-4-11-8-metil-1,4-dlhidro-benzo[d][ 1, 3]oxacin-
2-0na

1{1-(benzo{bltiofeno-3-sulfonil)-piperidin-4-i-8-metil-1,4-dihidro-
benzofd][1,3]oxacin-2-ona

237

6-cloro-1{1<{6-cloro-imidazoj2, 1-bjtiazol-5-sulfonil)-piperidin-4-if|-1,4-dihidro-
benzo[d][1,3]oxscin-2-ona

238

6-cloro-1-[1-{4-etlHbencenosulfonil)-piperidin-4-il}-1,4-dihkiro-benzo[d][1,3]oxacin-
2-ona

238

1-[1-(benzo[b]hofeno-a-ouﬂnn|l)-p|pendln-4-lll-ﬁ-doro-1 4-dihidro-
1,3 in-2-ona

240

1-[1-(6-cloro-|mlduo[2 1-bliazol-5-sulfonil)-plperidin-4-i-8-metil-1,4-dihidro-
benzo{d][1,3joxacin-2-ona

241

1-{1-(4-etil-bencenosulfonil)-piperidin-4-il}-8-metil-1,4-dihidro-benzo[d][1, 3Joxacin-
2-o0na

1-[1-(benzofb}ticfenc-3-sulfonil)-piperidin-4-i}-8-metil-1,4-dlhidro-
benzo[d][1,3joxacin-2-ona

1-{1-(7-cloro-benzo[1,2 5]oxadiazol-4-sulfonil)-piperidin-4-i}-1,4-dihidro-
benzo{d][1,3joxacin-2-ona

i 3 8

14{1-(2-metoxi-4-metil-bencencsulfonil)-piperidin-4-il}-1,4-dihiiro-
benzo[d][1,3joxacin-2-ona




Ester metflico del acido 3{4{4-(2-oxo-4H-benzo[d][1,3joxacin-1-l)-piperidina-1-
sulfonli}-fenil}-propiénico

1-11-(2,4-dinltro-bencencsulfonil)-piperidin-4-il}-1,4-dihidro-benzo[d][1, 3joxacin-2-
ona

1{1-(7-cloro-benzo[4,2, Sjoxadiazol-4-sulfonil)-piperidin-4-il|-8-meti-1,4-dlhidro-
benzo{d][1,3]oxacin-2-ona

1-[1-(2-metoxi-4-metil-bencenosulfonil}-piperidin-4-i-8-metil-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

|EE'§55

Ester metllico del écido 3-{4-{4-(8-meti-2-oxo-4H-benzo[d][1,3loxacin-1-il}-
| piperidina-1-sulfonil}-fenil}-propiénico

141-(2,4-dinitro-bencenosuifonli)-piperidin-4-Il}-8-metil-1,4-dihidro-
benzo[d][1,3joxacin-2-cna

251

1{1<(7-cloro-benzo[1,2,5]oxadiazol-4-sulfonil)-piperidin-4-il}-8-metil-1,4-dihidro-
benzo{d][1,3Joxacin-2-ona

252

1-[1-(2-metmd-4—mahl—boncanoeulfonll)—plperldm—4—ﬂ]—6—melll—1 4-dihidro-
benzofd][1,3]loxacin-2-ona

253

Ester metllico del cido 3{4-{4-{6-metil-2-oxo-4H-benzo[d][1,3Joxacin-1-il)-
piperidina-1-sulfonil}-fenil}-propidnico

254

14{1-(2,4-dinitro-bencencsulfonil)-piparidin-4-i|-8-metil-1,4-dihidro-
benzo[d][1,3joxacin-2-ona

255

8-cloro-1-{1-{7-cloro-benzo[1,2,5]oxadiazol-4-sutfonil)-piperidin-4-il}-1,4-dihidro-
benzo{d][1,3Joxacin-2-ona

6-cloro-1-{1-(2-metoxi-4-metil-bencenosulfonil)}-piperidin-4-il}-1,4-dlhidro-
benzo{d][1,3joxacin-2-ona

257

Ester metliico del dcido 3-{4-{4-(6-cloro-2-oxo-4H-benzo{d][1,3]oxacin-1l)-
piperidina-1-sulfonii-fenil}-propidnico

r——

8-cloro-1{1-(2,4-dinltro-bancencosulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3joxacin-2-ona

8-cloro-1-[1-(1-meti-1H-imidazo-4-sulfonil)-piperidin-4-i}-1,4-dihidro-
benzo[d][1.3]oxadn-2—ona

1-[1-(5-bromo-2,4-diflucro-bencenosulfonil)-piperidin-4-il-8-cloro-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

281

8-metil-1-{1-{1-metil-1H-imidazol-4-sulfonil)-piperidin-4-i[}-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

1{1-{5-bromo-2 4-dlﬂuoro-bencermull’oml)—plperldln-4—ll]—8—mehl-1 4-dihidro-
benzofd][1,3]oxacin-2-ona

1-[1-(benzobjticfeno-2-sulfonll)-plperidin-4-i-8-metil-1,4-dihidro-
benzo[d]{1,3]oxacin-2-ona

264

1{1-(benzo[bjtiofeno-2-sulfonil)-piperidin-4-Il}-1,4-dihidro-benzofd][1,3]oxacin-2-

1-[1-(benzo[b]tlofeno—2—aulfon|l)-p|pandn-4—|ll-6-clom-1 4-dlhidro-
benzo[d][1,3]oxacin-2-ona

1-{1-(benzobtiofeno-2-sulfonil)-piperidin-4-il|-6-metil-1,4-dihidro-
benzo[d][1,3joxacin-2-ona

2687

1-[1-(2, 5-d|ﬂuoro-benoenoeul|’onll)—p|per|d|n-4-||]-1 .4-dihidro-benzo[d][1,3]oxacin-
2-ona

141 -(2.5-diﬂuom-beneonosulfonil)—pipariiln-4—ll]—8—mdll-1 A-dihidro-
benzold][1,3joxacin-2-ona

8-cloro-1-{1-(2,5-difluoro-bencenosulfonil)-piperidin-4-1i}-1,4-dihidro-
benzo{d]{1,3joxacin-2-ona

270

1{1-(2,5-dIflucro-bencencsulfonil)-piperidin-4-i-8-metil-1,4-dlhidro-

benzo[d][1,3]oxacin-2-ona




271

1{14{4-cloro-2, 5-diflucro-bencanosulfonil)-piperidin-4-il-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

272

141-{4-cloro-2,5-dlfluoro-bencenosulfonil)-piperidin-4-i[}-8-metil-1,4-dlhidro-
benzo[d][1,3joxacin-2-ona

273

8-cloro-1{1-(4-cloro-2, 5-dﬂom-bencenoeulfonll)—plpaddln—4—ll]—1 4-dihidro-
benzo[d][1,3Joxacin-2-ona

274

1-{1{4-cloro-2, 5-dﬂuom-boncanonu|foml)—plpeﬂdln—4—ll]—8—meﬂl—1 4-dihkiro-
benzofd][1,3joxacin-2-oha

275

278

14{1<(2,4,5-trifluoro-bencenosulfonil)-piperidin-4-i-1,4-dihidro-
1,3 n-2-ona

8-metil-1{1-(2,4,5-tifluoro-bencencsulfonil)-piperidin-4-Il-1,4-dihidro-
1,3Joxacin-2-ona

277

8-cloro-1{1-(2,4,5-frifluoro-bancencsulfonil}-piperidin-4-i}-1,4-dlhidro-
benzofd][1,3joxacin-2-ona

278

8-metil-1-[1-(2,4,5-trifluoro-bencenosulfonil)-piperidin-4-i}-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

279

1413, 5-dicloro-2-hidraxi-bancancsulfonll)-piperidin-4-l}-1,4-dihidro-
benzo[d]{1,3]oxacin-2-ona

280

141-(2,6-difluoro-bencencsulfonil)-piperidin-4-il-1,4-dlIhidro-benzo{d][1,3Joxacin-
2-ona

281

1{1-{2,6-difluoro-bencenosulfonil)-piperidin-4-If-8-metil-1,4-dlhidro-
benzo[d][1,3loxacin-2-ona

8-cloro-1-{1-(2,6-difluoro-bencenosulfonil)-piperidin-4-il}-1,4-dihidro-
benzo{d][1,3Joxacin-2-ona

283

14{1<(2,6-difluoro-bencenosulfonil)-piperidin-4-i[-8-metil-1,4-dIhidro-
benzo[d][1 3loxacin-2-ona

1{1-{5-cloro-2,4-dlfluoro-bencenosulfonil}-piperidin-4-i}-1, 4-d|h|dro-
benzo[d][1,3Joxacin-2-ona

1-{1-(5-cloro-2,4-diflucro-bencenosulfonil)-piperidin-4-if}-8-metil-1,4-dihidro-
benzo{d][1,3joxacin-2-ona

8-cloro-1-[1-(6-cloro-2,4-difluoro-bencenosulfonil)-plperidin-4-Il}-1,4-dihidro-
benzo[d][1,3joxacin-2-ona

287

141-(5-cloro-2,4-difluoro-bencenosulfonil)-piperidin-4-li}-6-metil-1,4-dIhidro-
benzo[d][1,3joxacin-2-ona

1{1-{2-cloro-bencencsulfonil)-piperidin<4-}-1,4-dihidro-benzo[d][1, 3] oxacin-2-
ona

1{1-{2-cloro-bencenosutfonil)-piperidin-4--8-metil-1,4-dihidro-
banzo{d][1,3]oxacin-2-ona

6-cloro-1{1-(2-cloro-bencenosulfonil)-plperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

261

1{1-(2-cloro-bencenosulfonil)-piperidin-4-i}-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

202

6-cloro-1{1-(2-naftalen-1-Fstanosulfonil)-piperidin-4-il-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

293

8-bromo-1-[1-(4-bromo-bencenosufonil)-piperidin-4-il|-1,4-dihidro-

benzo[d][1,3]cxacin-2-ona

204

6-bromo-1-{1-(tolueno-4-sulfonil)-piperidin-4-il-1 A-dihidro-benzo[d][1,3Joxacin-2-
ona

205

6-bromo-1-[1-(2,4-dimetil-bencencsulfonil)}-piperidin-4-ii}-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

298

6-bromo-1-{1-{2-naftalen-1-l-etanosulfonil)-piperidin-4-IT-1,4-dIhidro-
benzo|d}{1,3]oxacin-2-ona




297

8-bromo-1-{1-{quinolina-8-sulfonil)-piperidin-4-f}-1,4-dihidro-benzo[d][1,3Joxacin-
2-ona

298

8-bromo-1{1 -(5-c|om-3-maﬁl-benzofb]ﬂofeno—2—auﬂbnll)—plpeﬂdln—4]-i;]-1 4
dihidro-benzold][1,3]oxacin-2-ona

299

8-bromo-1-{1-{3-nitro-bancenosulfonll)-piperidin-4-ii}-1,4-dihidro-
benzo{d][1,3Joxacin-2-ona

6-bromo-1-{1-(naftaleno-1-sulfonil)}-piperidin-4l|-1,4-dihkiro-benzo[d][1, 3joxacin-
2-ona

301

6-bromo-1-{1-(naftalenc-2-sulfonil)}-piperidin-4-il}-1,4-dihidro-benzo[d][1,3]oxacin-
2-ona

302

1-(1-bencenocaulfonil-piperidin-4-li}-6-bromo-1,4-dihidro-benzo{d]{1, 3joxacin-2-
ana

303

6-bromo-1-{1-{4-(4-bromo-fenoxi}-bencenosulfonil]-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

B—bromo—1-[1-(ﬂofeno-Z-culfoml)—plpeddln—4—ll]-1 ,4-dihidro-benzofd][1,3]oxacin-2-
ona

6-bromo-1-[1-(2-metil-5-nitro-bencenosulfonil)-piperidin-4-il-1,4-dihidro-
benzo[d]}{1,3]oxacin-2-ona

6-bromo-1-{1-(4-bromo-2,5-difluoro-bencenosulfonil)-piperidin-4-i-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

g & 8 & &

6-bromo-1-{1-{tolueno-3-sulfonil)-piperidin-4-il}-1 4—dlh|dro-bemo[d][1 Jjoxacin-2-
ona

6-brnmo-1-[1-(5-ﬂuoro-2-rneﬂl-beneanosulfonil)-pipeﬂdln—4—ll]—1 4-dihidro-
benzo{d][1,3]oxacin-2-ona

6-bromo-1-{1-(4-lsopropoxi-baencenosulfonil)-piperidin-4-i]-1, 4-d|h|dm-
benzo[d][1,3]oxacin-2-ona

310

8-bromo-1-{1-(3-cloro-bencenosulfonil)-piperidin-4-if-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

311

6-bromo-1-{1 -(3.4—d|meto:d-bencanouulfonil)—plperldln-4—ll]—1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

312

6-bromo-1-{1-pentafiucrobencenosulfonil-piperidin-4-l)-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona__

33

6-bromo-1-{1-(4-cloro-2, 5-dunetll-bencenosull'onll)-p|pond|n-4-|ll-1 4-dihidro-
benzo{d][1,3]oxacin-2-ona _

314

6-bromo-1-4{1-(3-metmd-bencenosaulfonil)-piperidin-4-il}-1,4-dihidro-
benzofd][1,3joxacin-2-ona

3156

8-bromo-1-{1-(4-isopropil-bencenosutfonil)-piperidin-4-il}-1,4-dihidro-
1,3Joxacin-2-ona

316

6-bromo-1-[1-(4-fiuoro-bencenosulfonil)-piperidin-4-il-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

7

6-bromo-1-[1-{3-cloro-bancencsulfonil)-piperidin-4-il}-1,4-dlhidro-
benzo|d][1,3]oxacin-2-ona

318

8—bromo-1-(1-pemametllbencenosulfonll-pipendm-4—||)-1 4-dlhidro-
benzo[d][1,3Joxacin-2-ona

319

6-bromo-1{1-(2-nitro-bencenosulfonll)-piperidin-4-i}-1,4-dihidro-
benzo{d][1,3joxacin-2-ona

6-bromo-1-{1-{4-cloro-3-nitro-bencenosulfonii)-piperidin-41}-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

321

6-bromo-1-{1-(5-dimetilamino-naftaleno-1-sulfonil)-piperidin-4-if}-1,4-dihidro-
benzo{d][1,3Joxacin-2-ona

322

6-bromo-1-[1-(4-nitro-bencenosulfonll)-piperidin-4-il|-1,4-dIhidro-
benzo[d][1,3]oxacin-2-ona




323

1{1-(4-acetil-bencencsulfonil)-piperidin-4-I-8-bromo-1 /4-dihidro-
benzo[d][1,3]oxacin-2-ona

6-bmmo-1-[1-(4-motanosuIfonll-baneanosulfonll)-plpendln-4-|I]-1 4-dihidro-
1,3Joxacin-2-ona

1-{1-(bifenil-4-sulfonil)-piperidin-4-il|-6-bromo-1,4-dIhidro-benzo|[d][1,3]oxacin-2-
ona

B—bromo-1-(1-fenih~nctnnoeulfoiﬁ-plperl:ﬁn—4—ﬁ)—1 4-dihidro-benzo[d] 1,3]oxacin-2-
ona

EEE

6-bromo-1-{1-(2,5-dimetoxi-bencenosulfonii)-piperidin-4-il}-1 4-dihidro-
benzo{d][1,3]oxacin-2-ona

328

6-bromo-1-{1{2-(2,2,2-trifluoro-acetil)-1,2,3,4-tetrahidro-isoquinolina-7-sulfonil}-
piperidin-4-il}-1,4-dihiiro-benzo[d][1,3]oxacin-2-ona

320

6-bromo-1-[1-(2,3-dicloro-bencencsuifonil)-piperidin-4-i-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

330

8-bromo-1{1-(2,4,5-tricloro-bencenosulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

331

6—bmmo-1-[1-(5-bromo-2-metox|-bencanosuﬂ’oml)-p|pend|n-4-||]-1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

332

6-bmmo-1-[1-(4-t1ﬂuomme|nxi—bencenoaulfonll)-plpeﬁdin—4—il]—1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

333

6-bromo-1-[1-(2-mto-4-h1ﬂuometll—bencanosulfoml)—plperldln—4—ll]—1 4-dihidro-
benzo[d][1,3]cxacin-2-ona

6-bromo-1-{1-(3-fiuoro-bencenosulfonil)-piperidin-4-il}-1,4-dihidro-
benzofd][1,3]Joxacin-2-ona

335

6-bromo-1{1-(2, 4-dlcloro-bonoonoaulfonll)-plpend|n+|ll-1 4-dihidro-
benzo{d][1,3Joxacin-2-ona

336

8-bromo-1{1-{2,4. 6—timet|l-bencanosulfon|l)-plperldln—4—ll]—1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

337

6-bromo-1-[1-(2-ﬁ1ﬂuoromeﬂl—boncanosuﬂunll)—plperidm—44l]—1 4-dihidro-
benzo{d][1,3Joxacin-2-ona

338

8-bromo-1-{1-(2-bromo-bencenosulfonil)-piperidin-4-if}-1,4-dihidro-
benzofd][1,3]oxacin-2-ona

339

6-bromo-1-[1-(4-metoxi-2,3,6-trimeti-bencencsulfonil)-piperidin-4-il|-1,4-dihidro-
benzo[d_]ﬂ Jjoxacin-2-ona

1-{1-(3,5-dicloro-4-hidroxi-bencenosulfonil)-piperidin-4-if}- 1,4-dihidro-
benzo[d][1,3]exacin-2-ona

1-[1-(3,5-dicloro-4-hidraxi-bencenosulfonil)-piperidin-4-il-8-metl-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

6-cloro-1-{1(3,5-dicloro-4-hidroxi-bencencsulfonil)-piperidin-4-il-1,4-dihidro-
benzofd][1,3]oxacin-2-ona

1{1<(3,5-dicloro-4-hidroxi-bencenosulfonil)-piperidin-4-il|-6-meti-1 4-dihidro-
benzo|d][1,3joxacin-2-ona

6-bromo-1-{1-(3,5-dicloro-4-hidroxi-bencencsulfonil)-piperidin-4-il}-1,4-dihidro-

benzo{d])[1,3joxacin-2-ona

68-cloro-1{1-(3,5-dicloro-2-hidroxi-bencenosulfonil)-piperidin-4-i}-1,4-dlhidro-
benzo[d][1,3joxacin-2-ona

¥£¥§£.§§

8-bromo-1-{1-(3,5-dicloro-2-hidroxi-bencenosulfonil)-piperidin-4-iJ-1,4-dihidro-
benzo[d][1,3joxacin-2-ona

347

2-{4-(8-bromo-2-oxo-4H-benzo[d][1,3]oxacin-1-l}-piperidina-1-sulfonil}-
benzonitrilo

6-bromo-1-{1-(4-metoxi-bencenosulfonil)-piperidin-4-i[}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona




348 | Ester metilico del écldo 2-[4-(8-bromo-2-oxo-4H-benzofd][1,3]oxacin-1-il)-
piperidina-1-sulfonil}-benzoico

350 6-bromo-1-[1-(3-tnﬂuommeh|-bencannaulfonll)-p|pe|1d|n-4-lll-1 4-dlh|dro-
benzo{d][1,3]oxacin-2-ona

351 | 6-bromo-1{1-(2-oxo-2H-cromeno-8-sulfonil)-piperidin-4-i}-1,4-dihidro-

|| benzo[d][1,3]oxacin-2-ona

352 |6-bromo-1-[1-(3,5-dicloro-bancencosulfonil)-piperidin-4-i[}-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

353 | 6-bromo-1{1-(2,5-dicloro-bancenosulfonil)-piperidin-4-i}-1,4-dihidro-
benzo[d}{1,3]oxacin-2-ona

354 |6-bromo-1{1-(5-bromo-8-cloro-piridina-3-sulfonil}-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3joxacin-2-ona

355 |6-bromo-1-[1-{4-cloro-bencencsulfonil}-piperidin-4-If-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

3568 | 8-bromo-14{1<(2,6-dicloro-bencenosulfonil}-piperidin-4-il}-1,4-dihidro-
benzof{d][1,3]oxacin-2-ona _

357 | B8-bromo-14{1-(1-metil-1HImidazol-4-sulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

358 |6-bromo-1-{1-{5-bromo-2,4-difiucro-bencenosulfonii)-piperidin-4-il}-1,4-dihidro-
benzo{d][1,3Joxacin-2-ona

359 | 6-bromo-1{1-(4-etil-bancenosulfonil)-piperidin-4-}-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

380 |6-bromo-1{1-(8-cloro-Imidazo[2, 1-b]tiazol-5-sulfonil)-piperedin-4-il}-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

361 1-{1-(bemo[b]llofeno-3—oulfonll)-plpeddln—4—ll]—6—bmmo—1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

362 |6-bromo-1-[1{7-cloro-benzo[1,2,5]oxadiazol-4-sulfonil)}-piperidin-4-I[|-1,4-dhidro-
benzo[d][1,3joxacin-2-ona

363 | 6-bromo-1{1{2-metoxi-4-meti-bencencsulfonil)-piperidin-4-ii}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

364 |Ester metilico del cido 3{4-{4-(6-bromo-2-oxo-4H-benzo[d][1,3]oxacin-1-il)-
piperidina-1-sulfonil}-fenif}-propiénico

385 |6-bromo-1{1-{2,4-dinitro-bencenosulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d]]1,3joxacin-2-ona

366 1-[1-(banm[b]hdfeno-z-sulfoml)-plpeﬁdlwlll-e-bmmo-1 4-dihidro-
benzo{d][1,3Joxacin-2-ona

387 |6-bromo-1{1-(2,5-dlfluoro-bencenceulfonl)-piperidin-4-}-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona _

388 {6-bromo-1{1-(4-cloro-2, S-difiuoro-bencencsulfonil)-piperidin-4-I}-1,4-dihidro-
benzo{d][1,3joxacin-2-ona

369 [6-bromo-1-[12,4,5-triflucro-bencencsulfonil)-piperidin-4-i[|-1,4-dihidro-

|| benzofd][1,3joxacin-2-ona

370 |8-bromo-1-{1-(2,8-diflucro-bencencsulfonil)}-piperidin-4-il}-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

371 | 6-bromo-1{1-(5-cloro-2,4-difluoro-bencencsulfonil)-piperidin-4-if|-1,4-dihidro-

|| benzo[d][1,3]oxacin-2-ona

372 |6-bromo-1-[1-(2-cloro-bencencsulfonil)-piperidin-4-il-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

373 | 6-bromo-1{1+(2,3,4-Irifluoro-bencencsulfonif)-piperidin-4-il}-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

374 | N-{4{4{6-bromo-2-oxo-4H-benzo[d][1,3]oxacin-1-l)-piperidina-1-sulfonil}-2-cioro-

fenil}-acetamida




141<2,3,4-trifluoro-bencenosulfonil)-piperidin-4-il-1,4-dihidro-
benzo[d][1,3joxacin-2-ona

8-metil-1{1-(2,3,4-trifluoro-bencenosulfonil)-piperidin-4-il}-1,4-dihidro-
benzold][1,3joxacin-2-ona _

6-cloro-1{1-(2,3 4-h1ﬂuoro-benoanosulfoml)-p|pend|n-4-|ll-1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

6-metil-1-[1-(2,3,4-trifluoro-bencencsulfonil)-piperidin-4-i}-1,4-dihidro-
benzo[d][1,Sjoxacin-2-ona

N-{2-cloro-4{4-{6-metil-2-oxo-4H-benzo[d][1, 3]ondn-1-ll)-plperldlna-1-sulfom|]-
fenil}-acetamida

1{1-(3,4-dlflucro-bencenosulfonil)-piperidin-4-I|-1,4-dihidro-benzo[d][1,3]oxacin-
2-ona

1-[1-(3.4-difluoro-bencenosulfonil)-piperidin-4-Il}-8-metil-1,4-dlhidro-
benzo|d][1,3]oxacin-2-ona

6-cloro-1-{1-(3,4-difluoro-bencenosulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d]ul_alomcln-z-ona

1-[1-(3,4~difluoro-bencenosulfonll)-piperidin-4-il|-8-meti-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

6-bromo-1-[1-(3,4-difluoro-bencenosulfonil)-piperidin4-i-1,4-dihidro-

benzofd][1,3joxacin-2-ona_

N-{2-cloro-4-{4-{8-metil-2-oxo-4H-benzo{d][1,3]oxacin-1-l)-piperidina-1-sulfonilF
fenil}-acetamida

1{1<{2-cloro4, 5-d|ﬂuoro-banoenosulfoml)-p|pondm-4-|ll-1 4-dihidro-
benzof[d][1,3]oxacin-2-ona

1-{1-(2-cloro-4,5-difluoro-bencenosulfonil}-piperidin-4-1[}-8-metil-1,4-dIhidro-
benzo[d][1,3]oxacin-2-ona

6-cloro-1-[1-{2-cloro-4,5-difluoro-bencenosulfonil)-piperidin-4-il-1,4-dihidro-
benzo[dl{1,3]oxacin-2-ona

1{1-(2-cloro-4, 5-difluoro-bencenosulfonil)-piperidin-4-Il-8-metil-1,4-dihidro-
benzo{[d][1,3]oxacin-2-ona

6-bromo-1{1-(2-cloro-4,5-difluoro-bancenosulfonil}-piperidin-4-il]-1,4-dihidro-
benzo[d][1,3 in-2-ona

dj[13joxacin-2ona _
N-{2-cloro-4-{4-(2-0x0-4H-benzo[d}[1,3]oxacin-1-il}-piperidina-1-sulfonil}-Henil}-
acetamida

1{1-(benzo[1,2,5]oxadiazol-4-gulfonli)-piperidin-4-i}-1,4-dihidro-
benm[d][‘l ,Jjoxacin-2-ona

11« 1,2,5]oxadiazol-4-sulfonil)-piperidin-4-ii|- 8-metil-1,4-dihidro-
benzo[d h-2-ona

1{1-(benzo[1,2,5lcxadiazol4-sulfonil}-piperidin-4-I[}-8-cloro-1,4-dihidro-
benzo{d][1,3]joxacin-2-ona

1{1<(benzo[1,2,5]oxadiazol-4-sulfonil)-piperidin-4-]-6-meti-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

1{1-(benzo[1,2,5]oxadlazol-4-sulfonil)-piperidin-4-i-6-bromo-1,4-dihidro-
1.3Joxacin-2-ona

397

benzo[d][
N-{2-cloro-4-{4-{6-cloro-2-oxo-4H-benzo[d][1,3]oxacin-1-ll}-plperidina-1-sulfonil}-
fenil}-acetamida

398

1-{1-{benzo[1,2,5]tiadiazol-4-suifonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

369

141-«{benzo[1,2,5ltiadiazol-4-sulfonil}-piperidin-4-il]-8-metil-1,4-dihidro-
benzofd][1,3Joxacin-2-ona

1{1-(benzo(1,2,5]tiadlazol-4-suifonil)-piperidin-4-I}-8-cloro-1,4-dihidro-
benzo[d][1,3joxacin-2-ona




1{1-(benzo[1,2,5]tiadiazol-sutfonil}-piperidin-4-il-6-meti-1 4-dihiiro-
benzo[d][1,3]oxacin-2-ona

1{1<{benzo[1,2,5]tiadiazol-4-sulfonil)-piperidin-4-I-6-bromo-1, 4-dihidro-
benzo[d][1, 3]oxacin-2-ona

1-(1-etancsulfonil-piperidin-4-il}-8-metil-1,4-dihidro-benzojd][1,3]oxacin-2-ona

1{1-{2,4-diftuoro-bencenosulfonil)-piperidin-4-il|-1,4-dihidro-benzo[d][1, 3]unc|n-
2-ona

1{1-(2,4-difluoro-bencenosulfonil)-piperidin-4-i[}-8-metil-1,4-dlhidro-
benzo[d]{1,3joxacin-2-ona

6-cloro-1-[14(2, Hmuoro-benoenoeulfonll)-plpeddln-4-l|]4 4-dihidro-
benzo[d][1,3]oxacin-2-ona

141<(2,4-difluoro-bencencsulfonil)-piperidin-4-il}-6-metil-1,4-dihidro-
benzo{d][1,3joxacin-2-ona

6-bromo-1{1-(2,4-difluoro-bencenosaulfonil)-piperidin-4-Il}-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

8-metil-1{propano-2-sulfonil)-piperidin-4-il}-1,4-dihidro-benzo[d][1,3]oxacin-2-ona

410

141+3,4-dkcloro-bencenosulfonil)-piperidin-4-if}-1,4-dihidro-benzo{[d][1,3]oxacin-2-
ona

411

1{1<3.4-dicioro-bencenosulfonil)-piperidin<4-I}-8-metil-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

412

6-cloro-1-{1-{3,4-dicloro-bancencsulfonii)-piperidin-4-}-1,4-dlhidro-
benzo{d][1,3]oxacin-2-ona

413

1{1-(3,4-dicloro-bencencsulfonil)-plperidin-4-il}-8-metil-1 ,4-dihidro-
benzold][1,3joxacin-2-ona

414

6-bromo-1-[1-{3,4-dIcloro-bencancsulfonil)-piperidin-4-if-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

415

8-metil-1-{1-(propano-1-sulfonil)-piperidin-4-i-1,4-dihidro-benzold][1 ,<3joxacin-2-
ona

416

1{1-{2-cloro-6-metil-bencenosulfonil)-piperidin-4-il}-1,4-dihidro-

417

benzo[d][1,3jaxacin-2-ona

14{1-{2-cloro-8-meti-bencenosulfonil)-piperidin-4-i}-8-metil-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

418

8-cloro-1-{1-(2-cloro-8-metil-bencenosulfonll)-piperidin-4-il}-1,4-dihkiro-
benzofd][1,3]oxacin-2-ona

419

141-{2-cloro-8-metil-bencencsulfonil)-piperidin-4-I[}-8-metil-1,4-dIhidro-
benzold][1,3]oxacin-2-ona

420

141-(2-cloro-6-metil-bencenosulfonil)-piperidin-4-il}-8-metll-1, 4-d|hndro-
benzo[d][1,3]oxacin-2-ona

421

8-metil-1{1-(2,3,5 e-tdmrnetll-baneanosulrunll)-nparldln-4-|I]-1.4—dlhldro-
benzold][1,3Joxacin-2-ona

422

14{1-2,3,4-iricloro-bencenosulfonil)-piperidin-4-1}-1,4-dihidro-benzo{d][1,3]oxacin-
2-ona

423

8-metil-1{1<2,3, 4-tricloro-bencenosulfonil)-piperidin-4-if|-1,4-dihidro-
benzo[d][1,3]Joxacin-2-ona

424

6-cloro-1-{1-(2,3,4-tricloro-bencenosulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

425

6-meti-1-{1-(2,3,4-tricloro-bencencsulfonil)-piperidin-4-l}-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

426

8-bromo-1-{1-(2,3,4-tricloro-bencanosulfonll)-piperidin-4-il}-1,4-dihidro-
1,3]oxacin-2-ona

427

1{1-(2,3,5,6-tetrameti-bencencsulfonii)}-piperidin-4-il|-1,4-dihidro-
benzo[d]]1,3]oxacin-2-ona

re
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428 | 1{1-{ticfeno-3-sulfonil)-piperidin-4-il}-1,4-dlhidro-benzof c_|_|| 1,3]oxacin-2-ona

428 | 8-metil-1-{1-(tiofeno-3-sulfonil)-piperidin-4-il}-1,4-dihidro-benzo[d][1,3joxacin-2-
ona

430 |6-cloro-1-{1-(tofenc-3-sulfonil)-piperidin-4-1-1,4-dihidro-benzo[d][ 1, 3joxacin-2-
ona

431 | 6-meti-1-]1-(ticfeno-3-sulfonil)-piperidin-4-IJ-1,4-dihidro-benzo[d][1 , 3joxacin-2-
ona

432 | 6-bromo-1-{1-(tiofeno-3-aulfonil)-piperidin-4-il-1,4-dihidro-benzofd][1,3]oxacin-2-
ona

433 |6-cloro-1{1-(2,3,5,6-tetrameti-bencenosulfonil)-piperidin-4-l-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

434 | 1{1-(2,4,8-tricloro-bencenosulfonil)-piperidin-4-i[-1 .Mﬁlidm-bamo[d][taloncin-
2-ona

435 |6-metil-1-[1-(2,4,8-ricloro-bencenoeuifonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

438 |6-cloro-1-{1-(2,4,6-tricloro-bencenosulfonil)-piperidin-4-f}-1,4-dlhidro-
benzo[d][1,3joxacin-2-ona

437 |8-metil-1{1-{2,4,6-ricloro-bencenosulfonli)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ons

438 | 6-bromo-1-[1-(2,4,6-tricloro-bencencsuifonil)-piperidin-4-i-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

439 |6-metil-1-{1-(2,3,5 6—t0tramahl-bonoenoeull’onll)-p1penﬂn—4—ll]-1 4-dihidro-
benzo[d][1,3]oxacin-2-ona
1-[1-(2-bromo-4, B-dlfluoro-bencenosulfonll)-pxperdln-4-lll-8-|nehl-1 4-dihidro-

benzo[d][1,3]oxacin-2-ona
1-{1~(2-bromo-4,68-diflucro-bancenosulfonil)-piperidin-4-i[-8-cioro-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

14{1-(2-bromo-4, G-dlﬂuoro-bancenosulfonll)-plperldm-d—lll-e-meul-1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

6-bromo-1-{1-(2-bromo-4,8-difluoro-bencenosulfonil)-piperidin-4-If-1,4-dihidro-
benzo[d][1,3joxacin-2-ona

6-bromo-1-[1-(2,3,5,8-tetrametil-bencanosulfonil)-piperidin-4-il-1,4-dihidro-
benzo[d][1,3joxacin-2-ona

1-[1-(4-bromo-2-h1ﬂuorurmtom—bmeenosuﬁonll)—plpeﬁdm—4-|ll-1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

££§£§§§

1{1-(4-bromo-2-trifluorometoxi-bencenosulfonil)-piperidin-4-il-8-metil-1,4-dIhkiro-
benzo[d]{1,3]oxacin-2-ona

447 | 1{1-(4-bromo-2-trifiuorometoxi-bencenosulfonil)-piperidin-4-ii}-8-cloro-1,4-
dlhldm-bonzo[d]LLalmz-ona

448 | 1]1-(4-bromo-2-trifilucrometox-bencenosulfonil)-piperidin-4-il|-8-metil-1,4-dlhidro-
benzo[d]{1,3]oxacin-2-ona

449 | 6-bromo-1-{1{4-bromo-2-trifiucrometoxi-bencenosulfonil)-plperidin-4-il}-1,4-
dihidro-benzo[d][1, 3]oxacin-2-ona

450 [1{1-(4-fenoxi-bencenosulfonil)-pipertdin-4-il|-1 ,4-dihidro-benzo[d][1, 3]oxacin-2-
ona

451 } 1{1-«(3-bromo-bencenosulfonil)-piperidin-4-i[}-1,4-dihidro-benzo{d][1,3]oxacin-2-
ona

452 | 1{1-(3-bromo-bencenosulfonil}-piperidin-4-|-8-meti-1,4-dihidro-
banzo[d][l,;]midn-z-ona

453 | 1-[1-(3-bromo-bencenosulfonil)-piperidin-4-i[}-8-cloro-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

454 | 1{1-(3-bromo-bencencsulfonil)-piperidin4-i-8-meti-1,4-dihidro-




benzo[d][1,3Joxacin-2-ona

B-bromo-1-[1-[3-bromo-banoenoaulfoml)—plperldln—4—|ll-1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

B—mehl—1-[1-(4-feno:u-bemenosulfoml)—plpeddln-4—ul]-1 4-dihidro-
benzo[d][1,3joxacin-2-ona

1-{1-(4-terc-butil-bencenosuifonil)-piperidin-4-l}-1 /A-dihidro-benzo[d][1 3]oxac|n-
2-ona

1{1-{4-terc-buti-bencencsulfonil)-piperidin4-I-8-meti-1,4-dihidro-
bonm[d][1 ,3loxacin-2-ona

-[1-(4-hm-buhl-benoanoeulfonll)-plpedd|n-4-lll-6-cloro-1 4-dihidro-
benzo[d][1,3Joxacin-2-ona

1-[1-(4-bm-butll-benoenosulfonll)—plperid|n-4-d]-6-mehl-1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

6-bromo-1-[1-(4-terc-butil-bencenosulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

6-cloro-1-{1-(4-fencxi-bencencsulfonil)-plperidin-4-if-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

1-{1<{2-bromo-4,8-difiuoro-bencenosulfonil)-piperidin-4-ifF-1,4-dlhidro-
benzo/d][1,3]oxacin-2-ona

14{1-(2-metanosulfonil-bencencsulfonlil)-piperidin-4-il-8-metil-1,4-dihidro-
benzo[d]]1,3]oxacin-2-ona

6-cloro-1-[1-(2-metancsulfonil-bencenosulfonil)-piperidin-4-1}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1-{1-{(2-metanosulfonil-bencencsulfonil)-piperidin4-i-6-metll-1,4-dlhidro-
benzold][1,3]oxacin-2-ona

6-bromo-1-[1-(2-motanosuIl’onll-benoenosulfonll)-plpendln-4-lll-1 4-dihidro-
benzo[d][1 3joxacin-2-ona

8-met||-1-[1-(4-pmpl|-beneenosulfoml)—plpedd|n-4-|ll-1 4-dihidro-

8 & & & B & & ®

benzo[d][1,3]oxacin-2-ona
6-cloro-1-{1-(4-propil-bencencsulfonil)-piperidin-4-il--1,4-dlIhidro-
benzo[d]]1,3Joxacin-2-ona

470

6-metil-1-{1-(4-propil-bencenosulfonil)-piperidin-4-l-1,4-dihidro-
benzo{d][1,3joxacin-2-ona

471

6-bromo-1-{1-{4-propit-bencenosulfonil)-piperidin-4-il-1,4-dihidro-
1, 3Joxacin-2-ona

472

1{1-{3-cloro-2-metil-bencenosulfonil)-piperidin-4-il-8-metil-1,4-dihidro-
benzo{d][1,3Joxacin-2-ona

473

e-cloro-1-[1-(3-c|oru-z-meu|-beneenosu|ron||)-pipend‘|'n-4-‘i|1-1 4-dihidro-
benzold][1,3joxacin-2-ona

474

1-[1-[3-eloro-2-metll-baneenosuIfoml)-plperldln-4-|ll-6-meﬂl-1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

475

8-bromo-1-{1-(3-cloro-2-metil-bencenosulfonil)-piperidin-4-il}-1,4-dlhidro-
benzo{d][1,3Joxacin-2-ona

476

1-[1-(4-buh|-boncanoeulfoml)-pmaﬂdln—4—ll]—0—maﬂl—1 4-dihidro-
benzofd][1,3]Joxacin-2-ona

477

1-{1-(4-buti-bencenosulfonil)-piperidin-4-i-8-cioro-1,4-dihidro-
benzo[d]{1,3Joxacin-2-ona _

478

1-[1-(4-butll-benconoaulfoml)-plpeﬂd|n-4-|ll-8-metll-1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

479

6-bromo-1-{1<{4-butil-bencencsulfonil)-plperidin-4-i-1,4-dihidro-
benzo[d)[1,3]oxacin-2-ona

1-[1-(4-bromo-3-metil—hencenosulfoﬁi'l')-pIperIdin-4-iI]-0-met|l-‘M-dThldro—




benzold][1,3joxacin-2-ona

481

1{1-{4-bromo-3-metil-bencenosulfonl)-piperidin-4-[-8-cloro-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1-[1-(4-brnmo-3-nwtll-benoenosuIfonll)-plpendm-4-|ll-6-mshl-1 4-dihidro-
nzo[d]{1,3]oxacin-2-ona

483

8-bromo-1-[1-(4-bmmo-3-mﬂl—bencanooulfonl|)-pmendm—4—ll]—1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

1{1{4(1, 1-dmeﬂl-propﬂ)—bencenoeuIfoml]-p|peddln-4-|l}-0-metll-1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

8-cloro-1-{1-[4-(1,1-dimeti-propil)-bencenosulionilJ-piperidin-4-i}-1,4-dihidro-
benzold][1,3joxscin-2-ona

486

1-{1-j4-(1,1-dimetil-proplil)-bancencsulfoniil-piperidin-4-i}-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

487

6-bromo-1-{1{4-(1, 1-d|motll-propcl)-bencenosulfomll-plparld|n-4-|lj-1 4-dihidro-
benzo[d][1,3]oxacin-2-ona _

1-{1-etanosulfonil-piperidin-4-i il-1,4-dihidro-be ][1,3]oxtacin-2-ona

Acido 3-{4-(8-metil-2-oxo-4H-benzo[d][1,3]Joxacin-1-il}-piperina-1-sulfonil}-
benzoico

Acido 3-{4-(6-metil-2-oxo-4H-benzo[d][1,3joxacin-1T}-piperina-1-sulfonil-
benzolco

491

Acido 3-{4-(6-bromo-2-oxo-4H-benzo[d][1, 3joxacin-1 -II]-pIporinal-1 -sulfonil}-
benzoico

492

14{1-(3-cloro-2-fiuoro-bencenosulfonil)-piperidin4-i-8-meti-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

493

68-cloro-1-{1-{3-cloro-2-fluoro-bencenosulfonil)-piperidin-4-il-1,4-dihidro-
benzold][1,3]oxacin-2-ona

494

1-[1-(3-cloro-2-ﬂuoro-boncanoeull’oml)-p|pendIn-4-||]-6-metll-1 4-dihidro-
benzo[d][1,3Joxacin-2-ona

495

8-bromo-1-{1-(3-cloro-2-fluoro-bencenosulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

496

N-{4-metil-5-{4-(8-metil-2-oxo-4H-benzofd][1 3]oaacin-1-)-piperidina-1 -sulfonill-
tiazol-2-ll}-acetamida

497

N-{5-]4-(8-cloro-2-axo-4H-benzo[d][1,3) ,3Joxacin-1-l)-plperidina-1-sulfonil]-4-metil-
tiazol-2-il}-acetamida

488

N-{4-metil-5-{4-(6-metil-2-oxo-4H-benzold}{1, 3Joxacin-1-il)-plperidina-1-sulfonil}-
tiazol-2-I}-acetamida

4989

N-{5-[4-(0-bmmo-2—om—4H-benzo[d][1 ;3Joxacin-1-H)-piperidina-1-sulfonil-4-metil-
tiazol-2-i}-acetamida

1-[1-(2-bruno+ﬂuoro-hencanoaulfonﬂ)—pipoﬁdin-4—ll]-8—metil—1 4-dihidro-
benzo[d][1,3]oxacin-2-ona :

501

1-[1-(2-bmo-4—ﬂuom—banoenouulfonll)-p|pondln-4-lll-e-cloro-1 4-dihidro-
benzo[d][1,§]oxadn—2-ona

1-{1-(2-bromo-4-fluoro-bencanosulfonil)-piperidin-4-il|-6-meti-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

8—bromo-1-[1-(2-bromo-4—ﬂuom-beneanoeulfonll)-plperid|n+lll-1 4-dihidro-
benzo[d][1,3Joxacin-2-ona

1{1-5-cloro-2-flucro-bencenosulfonll)-piperidin-4-}-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

6-cloro-1-[1-(5-cloro-2-ﬂuoro-hencenoculfonl)-plpmdm—4—ll]—1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

§§.§§§

1-{1-(5-cloro-2-fluoro-bencenasutfonil)-piperidin-4-}-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona




507

6-bromo-1-{1-(5-cloro-2-fluoro-bencencsulfonil)-piperidin-4-if}-1,4-dihidro-
benzo[d){1,3]oxacin-2-ona

14{1-(4-bromo-3-trifiucrometi-bencenosulfonil)-piperidin-4-il}-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1-{1{4-bromo-3-rifluorometil-bencenosuifonil)-piperidin-4-i}-8-cloro-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

510

1-{1<{4-bromo-3-trifiuorometil-bencenosulfonil)-piperidin-4-Il-8-metiF-1,4-dihidro-
benzo[d][1,3joxacin-2-ona

511

6-bromo-1{1-{4-bromo-3-trifluorometi-bencencsuifonil}-piperidin-4-il|-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

512

1{1-{2-metancsulfonil-bencencsulfonil)-piperidin-4-i}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

613

14{1{4-propil-bencencsulfonil)-piperidin-4-il-1 A-dihidro-benzofd][1,3]oxacin-2-
ona

514

1{1<(3-cloro-2-meti-bencencsulfonif)-piperidin-4-i}-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona__

615

1{1{4-butirbencenosulfonil}-piperidin-4-il}1 4-dihidro-benzo[d][1,3]oxacin-2-ona

516

14{1-{4-bromo-3-metil-bencenocsulfonil)-piperidin-4-l}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

517

1-{144-(1,1-dimetil-propil}-bencenosulfonil}-piperidin-4-I}-1,4-dihidro-
1,3Joxacin-2-ona

518

N-{4-meh|-5-[4—(2-om-4H—benzo[d][1 +3Joxacin-1-i)}-piperidina-1-sulfonilHiazol-2-
Il-acetamida

518

14{1-{3-cloro-2-fluoro-bencenosulfonil)-piperidin-4-ii}-1,4-dihidro-
be 1,3Joxacin-2-ona

rd

1-[1-(2—bmmo-4-ﬂuoro-benoonoculfonll)—plperldln—4—ll]—1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

141-{4-bromo-3-trifluorometi-bencencsulfonil]-piperidin-4-i}-1,4-dihidro-
benzo[d|[1,3]oxacin-2-ona

141-{5-cloro-2-fluoro-bencencsulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[dl{1,3]loxacin-2-ona

1{1-{Isoquinolina-5-sulfonif)-piperidin-4-}-1,4-dihidro-benzo[d][1,3joxacin-2-ona

6-fluoro-1{1-(2-metanosulfonil-bencenosulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

S 2B B B

8-ﬂuoro-1-[1-(4—propll-bencanosulfoml)—p|pelidln-4-lll-1 4-dihidro-
benzo[d][1,3joxacin-2-ona

526

1-[1-(3-cloro-2-mat|l-beneenosulfon|I)-plpeﬂdln-4—ll]-8-ﬂuom-1 4-d|hldro-
benzo[d][1,3]oxacin-2-ona

527

14{1-{4-butll-bencencsulfonil)-piperidin-4-il}-6-fluoro-1,4-dthidro-
benzo[d][1,3]oxacin-2-ona

1-{1-{4-bromo-3-metil-bencenosulfonil)-piperidin-4-l|-8-fluoro-1,4-dihidro-
benzojd][1,3joxacin-2-ona

1-{144-(1,1-dimeti-propil}-bencencsulfonilF-piperidin-4-i)}-6-lucro-1,4-dihidro-
benzo[d][1,3joxacin-2-ona

530

N-{5-{4-(6-fluoro-2-oxo-4H-benzo[d][1,3]oxacin-1-ii)-piperidina-1-sulfonil}-4-meti-
tiazol-2-il}-acetamida

531

141<{3-cloro-2-fluoro-bencencsulfonil}-piperidin-4-if-8-fluoro-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

532

14{1-(2-bromo-4-fluoro-bencencsulfonil)-piperidin-4-il}-8-fluoro-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1{1-(4-bromo-3-trifiucrometi-bencenosutfonil)-piperidin-4-If|-8-fiuoro-1,4-dihidro-
benzo{d][1,3joxacin-2-ona




1-{1{5-cloro-2-fluoro-bencenosulfonii)-piperidin-4-]-8-fluoro-1,4-dihidro-
benzofd][1,3]oxacin-2-ona

6-fluoro-1-{1-(lsoquinolina-5-sulfonil)-piperidin-4-I}-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

%’é‘z%

G-ﬂuoro-1-[1-(qumollna—B—squomI)—plperldm-4-||]-1.4—d|hldro-benm[d][1 3Joxacin-
2-ona

537

-[1-(5-clom-3-mehl-benzo[b]hofeno—2—eulfon|I]-p|pe|1dln-4-II]-B-ﬂuoro-1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

6-fluoro-1{1-(naftaleno-1-sulfonil)-piperidin-4-i}-1 HIhIdm-benzo{d]ﬂ JJoxacin-
2-ona

8-fluoro-1-{1-(naftaleno-2-sulfonil)}-piperidin-4-il-1 /4-dihidro-benzo{d][1 Jloxacin-
2-ona

540

1{1-(benzo[b}tiofeno-2-sulfonll)-piperidin-4-Il-8-fucro-1,4-dihidro-
benzo{d][1,3Joxacin-2-ona

541

14{1-(benzofbjtiofeno-3-aulfonil)-piperidin-4-il-8-filuoro-1,4-dihidro-
benzo[d][1,3joxacin-2-ona

542

B—metoxl-1-[1-(qulnollna-a-suIfonll)-plporldm-4-II]-1 4-dihidro-benzo{d][1,3]oxacin-
2-ona

1-[1-(5-cioro-3-mehl-bemo[b]tnfeno—2—suHonil)-plpaddln—4—i|]—8—mtmd—1 4-
dihidro-benzo[d][1,3]oxacin-2-ona

8-metoxi-1-{1 -(naftaleno-1-sull’onll)-plporidm—4—|l]—1 J-dihidro-benzo[d][1,3]oxacin-
2-ona

8-metoxi-1-{1-(naftaleno-2-sulfonil)-piperidin-4-i}-1 4-dihidro-benzo[d][1,3Joxacin-
2-ona

1-[1-(benzo[b]tlofeno—2—sulfonil)—plpeddh—4-il]—8-meto:d—1 JA-dihidro-
benzo[d][LS]oxacin-z-ona

|1=.HH

548

1-[1-(benzofb]tiofeno-3-sulfonil)-piperidin-4-}-8-metoxi-1,4-dihidro-
| benzofd][1,3Joxacin-2-ona_

5-cloro-1-[1-(z-melnnoeulfonIl-benoanonuﬂonll)-plpeﬂdln-4-lll-1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

§-cloro-1-{1-(4-propil-bencenosulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

S-cloro-1-[1-(3-cloro-2-metil-bencencsulfonil)-piperidin-4-Il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

5561

14{1-{4-butil-bencenosulfonil)-piperidin-4-l|-5-cloro-1,4-dIhidro-
benzo[d]}[1,3]oxacin-2-ona

552

1{1-(4-bromo-3-metil-bencenosulfonll)-piperidin-4-l}-5-cloro-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

553

5-cloro-1-{1{4-{1, 1-d|motll-propi)-beneenosulfonlll-plpend|n-4-|l}-1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

N-{5{4-(5-cloro-2-axo-4H-benzo[d][1,3]oxacin-1-ll}-piperidina-1-sulfonil| 4-meti-
tlazol-2-il}-acetamida

5-cloro-1-1 -(3-doro-2-ﬂuom-bencenosulfonil)-plperldln—4-il]-1 4-dihidro-
benzo[d]{1,3]oxacin-2-ona

1-[1-(2-bromo-4-fiuoro-bencencsulfonil)-piperidin-4-il}-5-cloro-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

567

1{1-{4-bromo-3-trifiucrometil-bencencaulfonil)-piperidin-4-il}-5-cloro-1,4-dihidro-
benzo{d][1,Jjoxacin-2-ona

5-cloro-1-{1-(5-cloro-2-fluoro-bencencsulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[dl[1 in-2-ona

5-cloro-1{1-(Isoquinolina-5-sulfonil)-plperidin-4-Ii}-1,4-dihidro-
benzo{d][1,3Joxacin-2-ona

(7



1{1<2-metanosulfonil-bencenosulfonil)-piperidin-4-i|-8-metoxi-1,4-dihidro-
benzo|d][1,3Joxacin-2-ona

1{1-{2-meatanosulfonil-bencenosulfonil}-piperidin-4-il]-8-metoxi-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

1{1-(3-cloro-2- meﬂl-beneenosulfoml)—plpondlM-lI]-a-maml-1 4-dihidro-
bonzo[d][1 ,JJoxacin-2-ona

1-[1-(4-butil-bencencsulfonil)-piperidin-4-Il}-8-metoxi-1, 4-dlhldro-
benzo[d][1,3]oxacin-2-ona

1-{1-{4-bromo-3-meti-bencenosulfonii)-piperidin-4-i-8-metoxi-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

1{144<(1,1-dimetiF-propil}-bencencsulfonil}-piperidin-4-[}-8-metoxi-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

N-{5-{4-{8-matox}-2-cxo-4H-benzo[d][1,3joxacin-1-)-piperidina-1-sulfonil}-4-metil-
tiazol-2-il}-acetamida

1-{1{3-cloro-2-fluoro-bencencsulfonli)-piperidin-4-l}-8-metaxi-1,4-dihidro-
in-2-ona

14{1-{2-bromo-4-flucro-bencenosulfonil)}-piperidin-4-1}-8-metoxi-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1-[1-(4-bmmo-3-1ﬂﬂuoromﬁl—benoenoepIfonll)-plpondln-4-|I]-G-rneto:d-1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

14{1-{5-cloro-2-fluoro-bencenosulfonil)-piperidin-4-I-8-metoxi-1,4-dihidro-
benzofd][1,3joxacin-2-ona

Clorhidrato de 1{1-{isoquinolina-5-sulfonil)-piperidin-4-If-8-metoxi-1,4-dihidro-
benzo{d][1,3Joxacin-2-ona

141<{4-meti-naftaleno-1-sulfonil)}-piperidin-4-il}-1,4-dihidro-benzo{[d][ 1,3]oxacin-2-
ona

6-cloro-1-[1-(4-metf|-na|'taleno—1-cull’onll)—plpeﬂdh—4-ll]—1 4-dihidro-
benzo[d][1,3Joxacin-2-ona

6-metil-1-[1{4-meti-naftaleno-1-sulfonil)-piperidin-4-il|-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

8-metil-1-[1-(4-metil-naftaleno-1-sulfonll)-piperidin-4-il|-1,4-dihidro-
benzo[d][1,3joxacin-2-ona

6-fluoro-1{1-{4-metil-naftaleno-1-sulfonil)-piperidin-4-i}-1, 4-dihidro-

rbenzo[d][1,3]oxacin-2-ona

8-metoxi-1-{1-(4-metil-naftaleno-1-sulfonil)-piperidin-4-ii}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

5-cloro-1{1-(4-metiFnaftaleno-1-sulfonil)-piperidin-4-il-1,4-dihidro-
benzo{d][1,3}oxacin-2-ona

5-cloro-1-[1-(neftaleno-1-sulfoni)-piperidin-4-ilF-1,4-dihidro-benzo[d] 1, 3J0xBGn-2-
ona

S-cloro-1-{1-(naftaleno-2-sulfonil)-piperidin-4-li}-1,4-dihidro-benzold][ 1,3Joxacin-2-
ona

5-cloro-1-[1-(quinolina-8-sulfonil)-piperidin-4-i|-1,4-dihidro-benzo[d][1, 3joxacin-2-
ona

5-cloro-1-{1-{5-cloro-3-metil-benzo{bltiofeno-2-aulfonily-piperidin-4-if|-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1{1<{benzobjticfenc-2-sulfonil)-piperidin-4-i-5-cioro-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1-{1-{benzo{b}tiofeno-3-aulfonll)-piperidin-4-i-5-cloro-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

6-bromo-1-[1-(4-metil-naftaleno-1-sulfonil)-piperidin-4-il}-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

&



Acido 2-cloro-4-fluoro-5-J4-{8-metil-2-oxo-4H-benzo[d][1,3Joxacin-1-ll}-piperidina- |

1-sulfonill-benzoico

687

Acido 2-cloro-5{4-(8-cloro-2-axo-4H-benzo{dj 1,3Joxecin-1-il)-piperiding-1-
sulfonil}-4-fluoro-benzoico

Acido 2-cloro-4-fluoro-5-{4-(8-metil-2-oxo-4H-benzo[d][1,3]oxacin-1-1i)-piperidina-
1-sulfonil]-benzolco

Acldo 2-cloro-4-filuoro-5{4-(2-oxo-4H-benzo[d]{1,3]oxacin-1 -il)-piperidine-1-
sulfonil}-benzoico

Acido 2-cloro-4-fluoro-5-{4-(8-metoxi-2-oxo-4H-benzo[d][1,3]oxacin-1-il)-
piperidina-1-sulfonil}-benzoico

501

Acldo 2-cloro-5{4-(5-cloro-2-oxo-4H-benzo{[d] 1,3joxacin-1-il}-piperidina-1-
sulfonill-4-fluoro-benzolco

Acido 3-[4-(2-oxo-4H-benzo[d][1,3]oxacin-1-I}-piperidina-1-sulfonil}-benzoico

Acido 3{4-(8-metoxi-2-oxo-4H-benzo[d][1,3]oxacin-1-1I)-piperidina-1-sulfonil}-
benzoico

584

Acido 3{4-(5-cloro-2-oxo-4H-benzo[d][1,3]oxacin-1-I1)-piperidina-1-sulfonil
benzoico

Clorhidrato de 1{1-(isoquinolina-5-sulfonll}-pipesidin-4-i[}-8-metil-1,4-dihkiro-
benzo{d][1,3Joxacin-2-ona

Clorhidrato de 6-cloro-1-{1-{isoquinolina-5-sulfonil)}-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

597

Clorhidrato de [1-{(isoquinolina-5-sulfonil)-piperidin-4-il}-8-retil-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

6,7-dflucro-1-{1-{quinolina-8-sulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3joxacin-2-ona

1{1-(5-cloro-3-metil-benzo{bJtiofenc-2-sulfonil)-piperidin-4-il}-8,7-difluoro-1,4-
dihidro-benzofd][1,3]oxacin-2-ona

8, 7-difluoro-1{1-(naftaleno-1-sulfonil)-piperidin-4-if}-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

601

6,7-difluoro-1{1-{naftaleno-2-sulfonll)-piperidin-4-l}-1,4-dlhidro-

benzo[d][1,3Joxacin-2-ona

1-[1{benzob}tiofeno-2-sulfonil)-piperidin-4-1]-8, 7-difluoro-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

803

1{1{benzo[b]tiofenoc-3-sulfonil)-piperidin-4-il}-8,7-difluoro-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

14{1{5-dimetilamino-naftaleno-1-asulfonil)-piperidin-4-il}-8, 7-diflucro-1,4-dihiiro-
benzo[d][1,3joxacin-2-ona

1{1<{bifenil-4-sulfonil)-piperidin-4-ll}-8,7-difluoro-1,4-dihidro-benzo[d][1,3]oxacin-
2-ona

14{1«{benzo[1,2,5}tiadiazol-4-sulfonil)-piperidin-4-f]-8,7-diflucro-1,4-dihidro-
benzofd][1,3loxacin-2-ona

807

1{1<{benzo[1,2,5]oxadlazol-4-sulfonil}-piperidin-4-d}-8, 7-difluoro-1,4-dihidro-
benzo[d][1,3]joxacin-2-ona

1{1-(7-cloro-benzo[1,2,5loxadlazol4-sulfonll)-piperidin-4-I-6,7-difiuoro-1,4-

dihidro-benzofd][1,3]oxacin-2-ona

6, 7-difluoro-1{1-(4-metli-naftaleno-1-sulfonil}-piperidin-4-il-1,4-dihidro-
benzo[d][1,3loxacin-2-ona

610

1{1-(4-cloro-naftaieno-1-sulfonil)-piperidin-4-il-1 J4-dihidro-benzo[d][1,3Joxacin-2-
ona

611

1{1-{4-uoro-naftaleno-1-sulfonil)-piperidin-4-il|-1,4-dihidro-benzo|d][1,3Joxacin-
2-ona

612

1{1-{dIbenzofuran-2-sulfoni)-piperidin-4-il}-1,4-dihidro-benzo|d][1,3]oxacin-2-ona

'/



613

141-(2,3-dIhidro-benzofuran-5-sulfonil)-piperidin-4-l-1,4-dihidro-
benzo[d][1,3joxacin-2-ona

814

1-[1-{blfenil-2-sulfonil)-piperidin-4-if}-1,4-dihidro-benzo[d][1,3]oxacin-2-ona

615

1-[1-(5-isoxazol-5-llHlofeno-2-sulfonil)-piperidin-4-il}-1,4-dihkiro-
benzo[d][1,3Joxacin-2-ona

816

1-{1-(4-cloro-naftaleno-1-sulfonil}-piperidin-4-il}-8-metll-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

617

14{1<(4-fluoro-naftaleno-1-sulfonil)-plperidin-4-il}-8-metil-1,4-dlhidro-
benzo[d][1,3joxacin-2-ona

618

1-{1-(dibenzofuran-2-sulfonil)-piperidin-4-i}-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

810

141+«(2,3-dihidro-benzofuran-5-sulfonll)-piperidin-4-i[}-8-metil-1,4-dihidro-
benzo[d][1,3joxacin-2-ona

1{1-{bifenil-2-sulfonil)-piperidin-4-1}-8-metll-1,4-dihidro-benzo[d][1,3]oxacin-2-
ona

621

141-{5-isoxazol-5-I-iofeno-2-aulfonit)-piperidin-4-ii-8-metii-1,4-dihidro-
benzo[d][1,3joxacin-2-ona

5-cloro-1{1-{(4-cloro-naftaleno-1-sulfonil)-piperidin-4-}-1,4-dihidro-
benzo{d][1,3Joxacin-2-ona

5-cloro-1{1-(4-fluoro-naftaleno-1-sulfonil}-piperidin-4-}-1,4-dihidro-
benzo[d][1,3]Joxacin-2-ona

5-clom-1-[1-(dlhenzofuran-2—aulfoml)-puper|dln-4-ll]—1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

5-cloro-1-[1-(2,3-dihidro-benzofuran-5-sulfonil)-piperidin-4--1,4-dlhidro-
benzo|d][1,3]Joxacin-2-ona

1{1-(bifenil-2-sutfonll)-piperidin-4-il-5-cloro-1,4-dlhidro-benzo[d][1,3joxacin-2-
ona

5-cloro-1{1-{5-isoxazol-5-iFiofeno-2-sulfonil)-piperidin-4-il-1,4-dIhidro-
benzo[d][1, 3jmmcin-2-ona

1-[1-(4-cloro-naftaleno-1-sulfonil)-piperidin-4-IT-8-metoxi-1,4-dihidro-
benzo[d][1 3joxacin-2-ona

-[1-(4-ﬂuoro-nuﬂaleno—1-eulfonll)—plpor|d|n-4-|ll-8-malmd—1 4-dihidro-
benzo[d][1 3joxacin-2-ona

1-[1-{dibenzofuran-2-sulfonif)-piperidin-4-}-8-metoxd-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1-[1-(2,3-dihidro-benzofuran-5-sulfonil)-piperidin-4-il]-8-metox-1,4-dhhidro-
1,3joxacin-2-ona

1-[1-(bifenil-2-sulfonil)-piperidin-4-i}-8-metaxi-1,4-dihidro-benzo[d][1, 3Joxacin-2-
ona

1-{1-(6-isoxezol-5-i-tiofeno-2-sulfonil)-piperidin-4-i1-8-metaxi-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

6-cloro-1-{1-{4-cloro-naftaleno-1-sulfonil)-piperidin-4-il}-1,4-dihidro-
benzofd][1,3]oxacin-2-ona

6-cloro-1{1-{4-fluoro-naftaleno-1-sulfonil)-piperidin-4-I}-1,4-dihidro-
benzo[d]{1,3]oxacin-2-one

8-cloro-1-[1-(dIbenzofuran-2-sulfonil}-piperidin-4--1,4-dihidro-
benzo[d][1 3joxacin-2-ona

6-cloro-1{1-(2,3-dihidro-benzofuran-5-sulfonil)-piperidin-4-il|-1,4-dihidro-
bonzo[d][1 LJjoxacin-2-ona

1-[1-bifenll-2-sulfonll)-piperidin-4-il 8-cloro-1,4-diidro-benzo[d][1,3]oxacin-2-ona

6-cloro-1-{1-(5-lacxazol-5-il-tiofano-2-sulfonil)-plpesidin-4-i[}-1,4-dihidro-
benzo[d][1,3]oxacin-2-cna




1-[1-(4-cloro-naftaleno-1-sulfonil)-piperidin-4-l|-8-metil-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

641

1{1-(4-ucro-naftaleno-1-sulfon)-piperidin-4-1-6-metl-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

642

1-{1-(dibenzofuran-2-gulfonil)-piperidin-4-il}-8-metil-1,4-dlhidro-
benzo{d)[1,3Joxacin-2-ona

1{1<(2,3-dIhidro-benzofuran-5-sulfonil)-piperidin-4-i-8-metil-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

1{1-(bifenil-2-aulfonil)-piperidin-4-il|-6-metil-1,4-dihidro-benzo{df 1, 3j0xacin-2-
ona

1{1<(51soxazol-5-I-tiofeno-2-sulfonil)-piperidin-4-i}-6-meti-1,4-dihidro-
benzo[d][1,3joxacin-2-ona

1{1<{4-cloro-naftaleno-1-gulfonil)-piperidin-4-I[-8,7-difluoro-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

S -

6,7-difluoro-1-{1-{4-fluoro-naftaleno-1-sulfonil)-piperidin-4-i}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1-{1-(dIbenzofuran-2-sulfonil}-piperidin-4-1-8, 7-difluoro-1,4-dlhidro-
1, 3]loxacin-2-ona

1-{1-2,3-dlhidro-benzofuran-5-sulfonil)-piperidin-<4-il}-8, 7-difluoro-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1{1<(bifenil-2-sulfonif)-piperidin-4-}-8,7-difluoro-1 /A-dihidro-benzold][1, 3joxacin-
2—0“8

benzo[d][1 ,Jjoxacin-2-ona

6,7-dMfluoro-1 -[1-(5-Isomol-5-ll-tiofeno—2—sulfonll)-piperldln-4—ll]-1 4-dihidro-

1-[1-(1,2-dimetll-1 H-rrnldazol-al-aulfonll)-plpaddln-4-||]-1 4-d|hldm-
1,3]oxacin-2-ona

141-(5-metil-benzo[1,2.5]tiadiazol4-suffonil)-piperidin-4-il}-1,4-dihidro-
banzo[d][l,:_i]@cin-z-ona

1-[1-(3,5-dImetiHsoxazol4-sulfonil)-piperidin-4-il-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

141-(1,2-dimetil-1H-imidazol-4-sulfonil)-piperidin-4-l|-8-mefil-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

8-metil-1{1(5-metil-benzo[1,2,5}tiedlazol-4-sulfoni)-piperidin<4-i]-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1{13,5-dimetil-iscxazol-4-aulfonil)-piperidin-4-il|-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

8-cloro-1{1-(1,2-dimetl-1 H-Imldml-4-aulfonll)-plpend|n-4-|ll-1 4-dihidro-
benzo[d][1,3]cxmacin-2-ona

8-cloro-1-{1-(5-meti-benzo[1,2,5}tiadlazol-4-sulfonil)-piperidin-I}-1,4-dihidro-

benzo{d][1,3joxacin-2-ona _
6-cloro-1-1-(3,5-dimetilsoxazol-4-sulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1{1<(1,2-dimetil-1H-imidazol-4-sulfonil)-piperidin-4--8-metoxi-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

8-metoxi-1-{1-(5-metil-benzo[1,2,5}iadiazol-4-sulfonil)-piperidin-4-il-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

113, 5-dmhl—mmtazol-4—sulfonll)—plpeﬁdm—4—ll]-8—metox|-1 4-dihidro-
benzo[d][1,3]oxacin-2-ona

5-cloro-1-[1{1,2-dimetil-1 H-unidazol-4-sulfoml)-plperldln—4-|ll-1 4-dihidro-
benzo[d]{1,3]oxacin-2-ona

5-cloro-1{1-{5-metil-benzof1, 2 5)tiad ,Stiadlazol-4-sulfonil)-piperidin-4-i|-1,4-dihidro-
g][1 ,Jloxacin-2-ona

¢ (6




S-cloro-1-[1(3,5-dimetil-isoxazol-4-sulfonil)-piperidin-4-i}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

e87

1{1<{1,2-dkmetil-1H-imidazol4-sulfonli}-piperidin-4--8-metil-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

8-metil-1-{1-(5-metil-benzo[1,2,5]tladlazol-4-sulfonil)-piperidin-4-il}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1-[1-(3,5-dimetil-isoxazol-4-sulfonll)-piperidin-4-1]-8-metil-1,4-dIhidro-
benzo[d][1,3]oxacin-2-ona

870

141-(1,2-dimeti-1H-imidazolsulfonil)-piparidin-4-1-8-fluoro-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

671

6-fluoro-1-{1-(5-metil-benzo[1,2,5}tladlazol-4-sulfonil)-piperidin-4-I}-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

672

673

1-{1<{3,5-dimetil-isoxazol-4-sulfonil)-piperidin-4-{[}-8-filuoro-1,4-dihidro-
be 1 n-2-ona

141<{1,2-dimetil-1H-imidezol-4-sulfonil)-piperidin-4f}-8,7-difiuoro-1,4-dlhidro-
benzo[d][1,3joxacin-2-ona

674

875

6,7-dMfluoro-1{1-(5-metil-benzo[1,2,5}tiadiazol-4-sulfonil)-piperidin4-il-1,4-

dihidro-benzofd][1,3Joxacin-2-ona

1{1-{3,5-dimetiHsoxazol-4-sulfonil)-piperidin-4-il}-8,7-dflucro-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

676

1{1<{5-cloro-naftaleno-1-sulfonil)-piperidin-4-i}-1,4-dihidro-benzo[d] 1,3]oxacin-2-
ona

677

1{1-{5-cloro-naftaleno-2-sulfonil)-piperidin-4-if}-1,4-dihidro-benzo{d]{1,3joxacin-2-
ona

678

N-{5{4-{2-oxo-4H-benzo[d][1,3]oxacin-1-il}-piperidina-1-sulfonill-naftalen-1-il}-
acetamida

679

1-[1-(5-cloro-naftaleno-1-sulfonil)-piperidin-4-il-8-meti-1,4-dihidro-
benzo[d}{1,3]oxacin-2-ona

1{1{5-cloro-naftaleno-2-eulfonil}-piperidin-4-i}-8-meti-1,4-dihidro-
benzof[d][1 in-2-ona

681

N-{5{4-(8-metil-2-oxo-4H-benzo[d][1,3]oxacin-1 -IT)-plperidIna—1-squoniI]-naﬂalen—
1-il}-acetamida

5-cloro-1-{1-(5-cloro-naftaleno-1-sulfonil)-piperidin-4-ii}-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

5-cloro-1-[1-(5-cloro-naftaleno-2-sulfonll)-piperidin-4-il}-1,4-dihidro-
1,3]oxacin-2-ona

N-{514-({5-cloro-2-oxo-4H-benzo[d][1,3]oxacin-1-)-piperidina-1-sulfonil-naftalen-
1-i}-acetamida

14{1-{5-cloro-naftaleno-1-sulfonil)-piperidin-4-}-8-metoxi-1,4-dIhidro- .
benzo[d][1,3]oxacin-2-ona

1{1<{5-cloro-naftalenc-2-sulfonil)-piperidin-4-i}-8-metoxi-1,4-dIhidro-
benzo[d][1,3Joxacin-2-ona

687

N-{5{4-(8-metoxi-2-oxo-4H-benzo[d][1,3Joxacin-1-il}-piperidina-1-sulfonil}-
naftalen-1-ill-acetamida

Estar metilico del &cido 2,5-dimetil-4-{4-(8-metll-2-0xo-4H-benzo[d][1, 3joxacin-1-
il}-piperidina-1-sulfonil}-furan-3-carboxilico

B8-meti-1{1-(2-oxo-2,3-dihidro-benzotiazol-6-aulfonil)-piperidin-4-i}-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

14{1-{4-fluoro-3-metil-bencencsulfonil}-piperidin-4-}-8-metil-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

691

8-metil-1-[1-{2-oxo-2,3-dlhidro-benzooxazol-8-sulfonil)-piperidin-4-}-1,4-dihidro-
benzo{d])[1,3]oxacin-2-ona

<Y



1{1<{4-ciclohexil-bencenosulfonil)-piperidin-4-I-8-metil-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

Ester metflico del acido 2.5-d'||7netll-4-[4-(2-oxo-4H-benzo[dﬁ1 ,3loxacin-1-il)-
pliperidina-1-sulfonil}-furan-3-carboxflico

14{1-{(4-fluoro-3-meti-bencenosulfonil)-piperidin-4-I}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

1-{1-(2-cx0-2,3-dlhidro-benzooxazol-8-sulfonil)-piperidin-4-il|-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

1{1-{4-ciclohexil-bencenosulfonli}-piperidin-4-l[}-1,4-dihidro-benzo{d][1,3]cxacin-
2-ona

807

Acido 2-fluoro-5{4-(8-metll-2-oxo-4H-benzo[d][1,3]Joxacin-1-)-piperidine-1-
sulfonil-benzoico

Acido 2-fluoro-5-{4-(2-oxo-4H-benzo{d][1, 3joxacin-1-il)-piperidina-1-sulfonil|-
benzoico

1-[1-(2-nxo-2.3-dfhldm-bonmtiazol—8—aulfonil)—plperldln—4—il]—1 JA-dihidro-
1,3]loxacin-2-ona

700

1{1-{5-piridin-2-i-tiofeno-2-sulfonil)-plperidin4-il-1,4-dihidro-
be 1 n-2-ona

701

4-(2-oxo-4H-benzo[d][1 3]oxacin-1-il dina-1-sulfonill-benzonitrilo

702

ster metllico dei acido 3{4-(2-oxo-4H-benzo[dI[1,3Joxacin-1-il)-plperidina-1-
sulfonill-tiofeno-2-carboxilico

703
704

1-{5—[4—(2—oam4H-bonzo[d](1 ,3Joxacin-1-il)-plperidina-1-sulfonil}-naftaten-1-l}-
rmolidin-2,5-diona

1{1-(2-cloro-5-trifiuorometi-bencencsulfonil)-piperidin-4-il-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

705

14{1-(3,4-dimetil-bencencsulfonil)-piperidin-4-i}-1,4-dihidro-benzo[d][1, 3joxacin-2-
ona

(706

8-meti-1-[1-(5-piridin-2-#-tiofeno-2-sulfonil)-piperidin-4-il} 1, 4-gihidro-
benzofd][1,3oxacin-2-ona

707

3{4-(8-metli-2-oxo-4H-benzo|d][1,3joxacin-1-}-piperidina-1-sulfonil-benzonitrilo

708

Ester metilico del 4cido 3{4-(8-metil-2-oxo-4H-banzo[d][1,3]Joxacin-1-il)-
piperidina-1-gulfonif}-tioefeno-2-carboxilico

(709

1-il}-pirrolidin-2,5-diona
710

1-{5-{4-{6-meti-2-oxo-4H-benzo[d][1,3Joxacin-1-l)-piperidina-1-gulfoni}-naftaien-

1{1<2-cloro-5-trifluorometi-bencenosulfonil)-piperidin4-i]-8-met-1 4-dihidro-
benzo[d][1,3Joxacin-2-ona

71

141-(3,4-dimetl-bencenosulfonil)-piperidin-4-T}-8-metii-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

(712

5-cloro-1-{1-(5-piridin-2-il- iefeno-2-sulfonil)-piperidin-4-i}-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

713

3-{4-(5-cloro-2-oxo-4H-benzo|d][1, 3joxacin-1-il)-piperidina-1-sulfonil| - benzonitrilo

714

Ester metllico del 4cido 3-[4-(5-cloro-2-oxo-4H-benzo[d][1 ,<3]oxacin-1-il)-
piperidine-1-sulfonif}-iofeno-2-carboxllico

716

1-{5{4-(5-cloro-2-oxo-4H-benzo{d][1,3Joxacin-1-il}-piperidina-1-aulfonilF-naftalen-
1-il}-plrrolidin-2,5-diona

718

5-cloro-1{1-(2-cloro-5-triflucrometiFbencenosufonil)-piperidin-4--1,4-dihidro-

77

benzo{d][1,Sloxacin-2-ona

5-cloro-1{1-(3,4-dimeti-bencanosulfonil)-piperidin-4-1}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

718

6-metil-1-[1-(5-piridin-2-ii-tiofeno-2-sulfonil)-piperidin-4-il}-1,4-dihidro-

benzo[d][1,3Joxacin-2-ona

L

Y



719

3{4(6-metil-2-oxo-4H-benzo]d][1,3joxacin-1-il)-piperidina-1-sulfonil]-benzonitrilo

720

Ester metllico del acido 3-{4-(6-metil-2-oxo-4H-benzo[d][1, joxacin-1-1I)-
piperidina-1-sulfonil}-ticfeno-2-carboxflico

721

1-{5{4-(6-metil-2-oxo-4H-benzo[d][1, 3]mmmn-1-l|)-plper1dlna-1-sulfonll]—naftabn-
1l}-pirolidin-2,5-diona

722

1{1-(2-cloro-5-irifluorometil-bencenosulfonil)-piperidin-4-l[-8-metil-1, 4-dihidro-
benzo|d][1,3]oxacin-2-ona

723

1{1<(3,4-dimetiFbencenosulfonil)-piperidin-4-I-8-metil-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

723

8-cloro-1-[1-{5-piridin-2-iiofeno-2-sulfonil)-piperidin-4-T}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

725

3{4-(6-cloro-2-oxo-4H-benzo[d][1 3joxacin-1-il}-piperiding-1 -sulfoni}-benzonitrilo

726

ster metilico del acldo 3-[4-(B-cloro-2-oxo-4HJbemo[d][1 ,3Joxacin-1-il)-
iperidina-1-sulfonil}-tiofeno-2-carboxflico

727

1-{5-}4-(6-cloro-2-oxo-4H-benzo[d][1, 3loxacin-1-il}-piperidina-1-sulfonil}-neftalen-
1-il}-pirmolidin-2, 5-diona

(728

8-cloro-1-[1-{2-cloro-5-triflucrometil-bencencsulfonil)}-pliperidin-4-i]-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

729

8-cloro-1-[1-(3,4-dimetil-bencencsulfonil)-piperidin-4-iTF-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona

730

1-{1-(5-metil-lsoxazol-4-sulfonil)-piperidin-4-l}-1,4-dihidro-benzo[d][1,3Joxacin-2-
ona

731

1{1-(2,2-dmetil-croman-6-sulfonll)-piperidin-4-i}-1 4-d|h|dro-benzo[d][1 3joxacin-
2-ona

732

1{1<{4-metil-3,4-dihidro-2H-benzo[1 4]oxadn-7-aulfoml)-p|pend|n-4—lll-1 4-
dihidro-benzo|d][1,3]oxacin-2-ona

733

1{1-(2,3-dihldro-benzo{1,4]dioxina-8-sulfonif)-pliperidin-4-iT}-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

(734

1{1-(1,3,5-trimetil-1H-pirazol-4-sulfonil)-piperidin-4-i-1,4-diidro-
benzold][1,3joxacin-2-ona

1-{1-(3-metil-2-ox0-2,3-dihidro-benzooxazol-8-sulfonil)-piperidin-4-il}-1,4-dihidro-
1 n-2-ona

8-metil-1-{1-(5-meti-soxazol-4-sulfonil)-piperidin-4-il-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

737

1-{1-(2,2-dimetil-croman-8-sulfonil)-piperidin-4-il|-8-metil-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

738

8-metll-1-{1-(4-metil-3,4-dIhidro-2H-benzo[1,4Joxacina-7-sulfonil)}-piperidin-4-il-
1,4-dihidro-benzofd][1,3Joxacin-2-ona

739

1-[1<(2,3-dhidro-benzo[1,4]dloxina-8-sulfonil)-piperidin-4--8-metil-1,4-dihidro-
benzo[d]{1,3Joxacin-2-ona

740

8-metil-14{1{1,3,5-rimetl-1 H-pirazol-4-sulfonil)-piperidin-4-i-1,4-dihidro-
benzo{d][1,3]oxacin-2-ona

741

8-metil-1-[1-(3-metil-2-ox0-2,3-dihidro-benzooxazol-8-sulfonil)-piperidin4-il-1,4-
dihidro-benzo|d][1,3]oxacin-2-ona

742

8-metoxi-1-{1-(1,3,5-trimetil-1H-pirazol-4-sulfonil)-plperidin-4-l}-1, 4-dihidro-
benzo[d][1,3]oxacin-2-ona

743

8-metoxi-1{1-{3-meti-2-ox0-2, 3-dihidro-benzooxazol-8-aulfonil)-piperidin-4-il}-
1,4-dihidro-benzofd][1,3Joxacin-2-ona

744

1-{1-(benzofd]isoxazol-3-i-metanosulfonll)-piparidin-4-il}-1,4-dihidro-
benzold][1,3Joxacin-2-ona

1{1+(2,2,4,8,7-pentametil-2,3-dIhidro-banzofuran-5-sulfonil)-plperidin4-l-1,4-

dihidro-benzo|d][1,3Joxacin-2-ona




(748

6-metil-5{4~(2-oxo-4H-benzo[d][1,3]oxacin-1-il)-piperidina-1-suifonil-1H-
pirimidin-2,4-dlona

747

1{1-(3-metii-quinolina-8-sulfonif)-piperidin-4-I}-1,4-dihidro-benzo[d][1,3Joxacin-2-
ona

748

749

1{1-(2,2,5,7,8-pentametil-croman-8-sulfonil)-piperidin-4-il}-1, 4-dlhldm-
benzo[d][1, n-2-ona

1,4-dimetil-8{4-(2-oxo-4H-benzo[d][1, 3]omc|n-1-1l)-plparld|na-1-nulfonlll-1 4-
dihidro-quinoxalina-2,3-diona

750

1{1-{1H-imidazol-4-sutfonil)-piparidin-4-Ii]-1,4-dihidro-benzo{d][1 3joxecin-2-ona

751

1{1-{2-00c0-1,2,3,4-tetrahidro-quinolina-8-sulfonil)-plperidin-4-I[}-1, 4-d|h|dro-
benzo[d][1,3loxacin-2-ona

752

7-14-(2-oxo-4H-benzo[d][1,3]oxacin-1-Il)-piperidina-1-sulfonil-1,5-dihidro-
benzofb][1,4]diacepin-2 4-dlona

753

8-metil-1{1-{3-metil-quinolina-8-sulfoni)-piperidin-4-[}-1,4-dihidro-
benzo[d]{1,3]oxacin-2-ona

754

6-cloro-1-[1-(3-metll-quinolina-8-sulfonil)-piperidin-4-}-1,4-dihidro-
benzo[d}{1,3]oxacin-2-ona

755

5-cloro-1{1-(3-metil-quinolina-8-sulfonll)}-piperidin-4-il}-1,4-dihidro-
benzo[d]{1,3]oxacin-2-ona

756

8-metoxi-1-{1 -(3-meh|-qumol|na-8-sulfoml)—p|parldln-4-||]-1 4-dihldro-
benzofd][1, 3joxacin-2-ona

757

1-{1-(piridine-2-sulfonll}-piperidin-4-il}-1,4-dihidro-benzo[d][1,3joxacin-2-ona

758

1{1-(6,7-dihidroxd-naftaleno-1-sulfonil}-plperidin-4-I}-1,4-dihidro-
benzo[d][1,3Joxacin-2-ona

759

Ester 3-acetoxi-5-{4-(2-oxo-4H-benzo{d] 1,3]oxacin-1-il-piperidina-1-sulfonilF
naftalen-2-flico del écido acético

760

1-[1-(1H-benzolmidazoi-2-sulfonil)-piperidin-4-il}-1, ,4-dihidro-benzo[d][1,3]oxacin-
2-ona

781

141-(1H-benzoimidazol-2-sulfonil)-piperidin-4-if-8-metoxi-1,4-dihidro-
benzo|[d][1,3 in-2-ona

182

1{1-{1H-benzoimidazol-2-gulfonil)-piperidin-4-i}-5-cloro-1,4-dlhidro-
benzo{d][1,3joxacin-2-ona

763

1{1-(2,5-dimetoxi-bencenosulfonil)-piperidin-4-I-6-fiuoro-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

764

14{1-(2,5-dimetoxi-bencencsulfonil)-piperidin-4-il}-8-metoxi-1,4-dihidro-
benzo[d][1,3]oxacin-2-ona

765

1-[1-(2.5-dimebx|-bencenoaulfonII)-pipan_'d'In-4-|I]-e,7-diﬂuoro-1 A-dihidro-
benzo[d][1,3]oxacin-2-ona

5-cloro-1-[1-(2,5-dimetoxi-bencencsulfonil)-piperidin-4-i}-1,4-dlhidro-
benzo[d][1,3]oxacin-2-ona y

767

1-{1-(5-dImetilamino-neftaleno-1-sulfonil)-piperidin-4-IlF-8-metoxi-1,4-dihiiro-
benzo[d]|1,3Joxacin-2-ona

768

5-cloro-1{1-(5-dimetilamino-naftaleno-1-sulfonil}-piperidin-4-ii-1,4-dihidro-
benzo[d][1,3joxacin-2-ona

769

8-cloro-1-{1-(5-cloro-naftaleno-1-sulfonil)-piperidin-4--1,4-dihidro-
benzo[d]]1,3]oxacin-2-ona

770

1-{1-{5-cloro-naftaleno-1-sulfonil)-piperidin-4-i-8-metil-1,4-dihidro-
benzo[d][1,3joxacin-2-ona

m

1-[1-(5-c|oro-n!ﬂaleno—1-sulfonll)-plpeddm-4—ﬂ]-6—ﬂuom—1 4-dihidro-
benzofd][1,3 n-2-ona

8-cloro-1-{1-{5-cloro-naftaleno-2-sulfonil)-piperidin<4-i-1,4-dlhidro-
benzofd][1,3joxacin-2-ona

s



773

1{1-«(5-cloro-naftaleno-2-sulfonil)-piperidin-4-i}-8-metil-1,4-dihidro-
benzo[d][1, 3joxacin-2-ona

774

-[1-(5-c|oro-naﬂaleno-2-cull’onll)-plperldln—4-ll]-8—ﬂuom—1 4-dihidro-
benzo[d][1,3Joxacin-2-ona

775

6—mﬂhl—1-[1-(3-n'letll-qulnollna-8-6ulfonll)-plpelidln-4-||]-1 4-dihidro-
benzojd][1,3joxacin-2-ona

776

6-filuoro-1-{1-(3-meti-quinolina-8-sulfonil)-piperidin-4-}-1,4-dihidro-
benzo{d][1,3Joxacin-2-ona

8,7-difluoro-1{1-(3-metil-quinolina-8-sulfonil)-plperidin-4-i}-1,4-dlhidro-
benzo{d][1,3Joxacin-2-ona

778

6-cloro-1-{1-(3-metil-2-0x0-2,3-dihidro-benzooxazol-8-sulfonil)-piperidin-4-l}-1,4-
dihidro-benzofd][1,3Joxacin-2-ona

778

8-metil-1-{1-{3-metil-2-0x0-2,3-dIhidro-benzooxazol-8-sulfonil)-piperidin4-i-1,4-
dihidro-benzo[d][1,3Joxacin-2-ona

780

8-fluoro-14{1-(3-metil-2-o0x0-2,3-dlIhidro-benzooxazol-8-sulfonll)-piperidin-4-}-1,4-
dihidro-benzo[d][1,3]oxacin-2-ona

781

8,7-difluoro-1-{1-(3-metil-2-ox0-2,3-dlhidro-benzooxazol-8-sulfonil)-plperidin<4-if
1,4-dihidro-benzo[d][1,3]oxacin-2-ona

782

5-cloro-1-[1-(3-metil-2-0x0-2, 3-d|h|dro-benmomol-’6-eulfonll)-plpolidin-4-ill-1 r =
dihidro-benzo{d][1,3]Joxacin-2-ona

783

6-cloro-1-[1-(4-metil-3,4-dihidro-2H-benzo[1 4]mc|na-7-sul|’onll)-p|poridm-4-|l]-
1,4-dlhidro-benzo{d][1,3]oxacin-2-ona

784

8-metil-1-{1-(4-metil-3,4-dihidro-2H-benzo[1,4]oxacina-7-sulfonil)-piperidin-4-il}-
1,4-dihidro-benzo ioxacin-2-ona

785

6-fluoro-1{1{4-meti-3,4-dIhidro-2H-benzo[1,4]oxacina-7-sulfonil)-piperidin-4-i- |

1,4-dihidro-benzo illoxacin-2-ona

786

8-metoxi-1-[1-{4-metil-3,4-dihidro-2H-benzo[1,4]oxacina-7-sulfonil)-piperidin-4-i]-
1,4-dihidro-benzo ifjoxacin-2-ona

787

5-cloro-1-{1-(4-metil-3,4-dIhidro-2H-benzo[1,4)jmacina-7-sulfonll)-piperidin-4-if-
1,4-dihidro-benzo{d]|1,3]oxacin-2-ona

70. Procedimiento para la preparacién de compuestos de sulfonamidas derivados

de benzoxazinona de férmula general {Ib) segin una o mée de las relvindicaciones 54
a 69, caracterizado porque comprende hacer reaccionar al menos un compuesto de
piperidina de formula general (lib), en la que de R™ a R* tienen la significacidn segin
una o més de las reivindicaciones 54-69 y/o una sal, preferiblemente eal clorhidrato,
del mismo,
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R'Fb

(ib)

con al menos un compuesto de férmula general (llIb),

(i)

en la que W* tiene la significacién segin una o mée de las reivindicaciones 54-
89, en un medio de reaccién adecuado, opcionaimente en presencia de al mencs una
base y/o al menos un agente auxiliar.

71. Procedimiento para la preparacién de una sal fisioldgicamente aceptable de
compuestos de sulfonamidas derivados de benzoxazinona segin las relvindicaciones
54-89, caracterizado porque se hace reaccionar al menos un compuesto de férmula
general (Ib) que tiene al menos un grupo bdsico con al menocs un dcido,
preferiblements un écido orgdnico o inorgénico, preferiblemente en presencia de un
medio de reacclén adecuado.

72. Procedimiento para la preparacién de una sal fisioldgicamente aceptable de
compuestos de sulfonamidas derivados de benzoxazinona seglin las reivindicaciones
54-89, caracterizado porque se hace reaccionar al menos un compuesto de formula
general (Ib) que tiene al menos un grupo écikdlo con al menos una base,
preferiblements en presencla de un medio de reaccién adecuado.
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Z:V



10

15

20

25

30

35

73. Medicamento que comprende al menocs un compuesto de - sulfonamidas
derivado de benzoxazinona seglin una cuaiquiera de las reivindicaciones 54-89 y
opcionaimente uno o més adyuvantes farmacéuticamente aceptables.

74. Medicamento segin la relvindicacién 73 para la profilaxis y/o el tratamiento de
trastomnos que estin al menos parciaimente mediados mediante los receptores 5-HT,.

75. Medicamento segin la relvindicacién 73 6 74 par la profilaxis y/o el tratamlento
de trastomos relacionados con la ingestion de alimentos, prefariblemente para la
regulacion del apefito, para el mantenimiento, incremento o reduccién del peso
corporal, para la profilaxis y/o el tratamiento de la obesidad, para la profilaxis y/o el
tratamiento de la bulimia, para la profilaxis y/o el tratamiento de la anoraxia, para la
profilaxis y/o el tratamiento de la caquexia, para la profilaxis y/o el tratamlento de la
diabetes de tipo || {(diabetes mellitus insulino independients).

78. Medicamento segun la reivindicacién 73 6 74 par la profilaxis y/o el tratamiento
de trastomos gastrointestinales, preferiblemente el sindrome del colon irritable; para la
profilaxds y/o el tratamlento de trastomos del sistema nervioso central; para la profilaxis
v/o el tratamiento de la ansledad; para la profilaxis y/o el tratamiento de ataques de
pénico; para la profilaxis y/o el fratamiento de la depresién; para la profilaxis y/o e
tratamiento de frastomos bipolares; para la profilaxis y/o el tratamiento de trastornos
cognitivos, preferiblemente trastomas de la memoaria; para el desarrolio de la cognicién
(para mejora de la cognicién); pama la profilaxis y/o el tratamiento de la demencia senll;
para la profilaxis y/o el tratamiento de la psicosis; para la profilaxis y/o el tratamiento
de trastomos neurodegenerativos; preferiblemente seleccionados del grupo que
consiste en enfermedad de Alzheimer, enfermedad de Parkinson, enfermedad de
Huntington y esclerosis miiltiple; para la profilaxis y/o el tratamiento de ia esquizofrenia
o para la profilaxis y/o el tratamiento del trastomo de hiperactivided (ADHD, déficit de
atencion / trastomo de hiperactividad).

77. Uso de al menos un compuesto de sulfonamidas derivado de benzoxazinona
segin una cualquiera de las reivindicaciones 5488 para la preparacién de un
medicamento para la regulacién del receptor 5-HT,.

78. Uso de al menos un compuesto de sulfonamidas derivado de benzoxazinona
seglin una cualquiera de las reivindicaclones 54-88 para la preparacin de un
medicamenio para la profilaxis y/o el tratamiento de trastomos que estén al menos
parciaiments mediados mediante los receptoras 5-HT,.

78. Uso de al menos un compueasto de sulfonamidas derivado de benzoxazinona
segin una cualquiera de las reivindicaciones 54-89 para la preparacién de un

g n)
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medicamento para la profilaxis y/o el tratamiento de trastomos relacionados con la
ingestion de alimentos.

80. Uso segun la reivindicacién 79 para la regulacién del apetito, para la reduccion,
incremento o mantenimiento del peso corporal; pama la profilaxis y/o el tratamiento de
la obesidad, para la profilaxis y/o el tratamlento de la bulimia, para la profilaxis y/o el
tratamiento de la anorexda, para la profilaxis y/o el tratamiento de la caquexia; o para la
profilaxia y/o el tratamiento de la diabetes de tipo |I.

81. Uso de al menos un compuesto de sulfonamidas derivado de benzoxazinona
segin una cualquiera de las reivindicaciones 54-89 para la preparacién de un
medicamento para la profllaxis y/o el tratamiento de trastomos gastrointestinales,
preferiblementa el sindrome del colon imritable; para la profllaxis y/o el tratamiento de
frastomos del sistema nervioso central; para la profilaxis y/o el tratamienio de ia
ansiedad; para la profilaxis y/o el tratamiento de ataques de pénico; para la profilaxis
y/o el tratamiento de la depresion; para la profilaxis y/o el tratamiento de trastomos
bipolares; para la profilaxis y/o el tratamiento de trastomos cognitivos, preferiblemente
trastomos de la memoria; para el desarrolio de la cognicion (para mejora do la
cognicion); para la profilaxis y/o el tratamiento de la demencla senil; para la profilaxis
y/o el tratamiento de la psicosis; para la profilaxis y/o el tratamiento de trastomnos
neurodegenerativos; preferiblemente seleccionados del grupo que consiste en
enfermedad de Alzheimer, enfermedad de Parkingon, enfermedad de Huntington y
esclerosis maitiple; para la profilaxis y/o el tratamiento de la esquizofrenia o para la
profilaxis y/o el tratamiento del trastomo de hiperactividad (ADHD, déficit de atenci6n /
trastomo de hiperactividad).



RESUMEN
La presante’invencion se refiere a compuestos de sulfonamides derivados de
benzoxazinona de férmula general (I}, a un procedimiento para su preparacién, a un
medicamento que comprende estos compuestos y &l uso de compuestos de
sulfonamidas derivados de benzoxazinona para la preparacién de medicamentos para
la regulacién del receptor 5-HT, asl como pama el tratamiento de trastomos
relacionados al mismo.
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1 The following document is referred to in this communication:

D1: US-A-5865 719 (PETTIBONE DOUGLAS J ET AL) 9 September 1997 (1997-
09-09)

D2: WO 01/85725 A (FEENSTRA ROELOF W ; LONG STEPHEN K (NL); HELJDEN
JOHANNES A M V D (NL)) 15 November 2001 (2001-11-15)

D3: WO 97/45419 A (WARNER LAMBERT CO ; WISE LAWRENCE DAVID (US);
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Novelty

The compounds of the present claim 1, 42 differ from those of the amended claims
through the posasible substituents of the aliphatic group in the definition of W, Wb.

The subject matter of the present claim 1 and 42 is regarded as a novel selection from the
general disclosures of D1.

The compounds of the present claims differ those of D2 to D5 through the presence of the
SO, moiety at the 1 position of the plperidine ring.

The "subsequent medical use claim 21" is novel vis-avis D1 through the pathological
condsitions listed

Inventive Stap

The closest pror art is considered to be D4, since this discloses benzoxazinone
compounds, which may be substituted inter alia by piperidine moieties and which are
indicated as being active as 5-HT,, receptors.

The problem underlying the present application is the provision of compounds which are

Form PCT/Ssparaie Sheet/408 (Sheet 1) {(EPO-January 2004)



INTERNATIONAL PRELIMINARY ' International application No.
REPORT ON PATENTABILITY
(SEPARATE SHEET) PCT/EP2004/008507

useful in the treatment of certain disorders related to SHT, receptor regulation.

The skilled person couid not have arrived at the claimed subject matter from D4 in view of
the structural differences between the claimed compounds and those of D4 (cf point of
attachment of piperidine to the nitrogen of the benzoxazine ring and presence of the SO,

group).

An inventive step can therefore be acknowledged

8 VIL

Contrary to the requirements of Rule 5.1(a)(ll) PCT, the relevant background art disclosed
in the documents D1 to D5 is not mentioned in the description, nor are these documents
identifled therein.

Vil
The term "preferably” used in the claims has no limiting effects on the claims.

The description is not adapted to the preeent claims.

sirabrabeie ol sl e el s e e e e e e kel e ok el el e it ol el el e e e el i il

The reasons for the provisos in the present claim 1 are at present unclear, and it may be
necessary for the Applicant to explain these at the regional stage of examination.
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Amended Claims:

1.  Benzoxazinone-derived sulfonamkie compounds of genaral fonmula )

R! R®
R
R N/KO
R
O y R® oy
| 4
R® R
P
3 )8

wherein

R', R% R®, R* are sach independeritly selected from the group consisting of

i-% " hydrogen, halogen, an unbranched or branched, saturated or unsaturated,
opticnally at least mono-substiunted aliphatic radical, a saturated or
unsaturated, opionally at lsast mono-substituted, optionally et lemst one
heteroatom as ring member contalning cycloaliphatic radical, which may be
bonded via an optionally at least monc-substituted alkylene group and/or may

15 bewndensedmanopﬂonﬂlyathaumn&abMMUrpolyqdh
ring-system, an optionally st least mono-substituted aryl- or heteroaryl radical,
mthonddvhanopﬁornlhdlustmnmsﬂww“
group and/or may be condensed with an optionally at least mono-substituted
mono- or polycyclic ringsystem, a nitro group, a cyano group, -OR™, -

8 OC(=D)R". _(cgo)_oﬂﬂ. SR, -SOR", .30.R"™, -NH-SO.R™, ~SO;NH; and
& -NRR™ moisty,

1
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R® represents hydrogen, an unbvanched or branched, saturated or
unssturated, optionally at least mono-substituted afiphatic radical or a
saturated or wisaturated, optionmlly at least mono-substituted, optionally at
Isast one heteroatom as ring member containing cycloaliphatic radical,

R’, R', R%, R® are each indeperxiently selected from the group consisting of
hydrogen, an unbranched or branched, saturated or unsaturated, optionally at
least mono-substituted allphatic radical, & saturated or unsaturated, optionally
&t least mono-subsiituted, oplionally at least one heteroatom as ring member
contsining cycloaliphatic radical, a cyano group and a -COOR" moiety,

W represants an unbranched or branched, saturated or unsatursted aliphatic
radical, which may be substituted by one or mome substituents selected from
the group consisting of hydraxy, halogen, branched or unbranched C.-afkoxy,
branched or unbranched C;.«-perfiuoroalioxy, branched or unbranched Gy
perflucroalkyl, amino, carboxy, amido, cyano, nitro, ~-SOaNH;, -CO-Cy caliyl, -
SO-Cisalityl, -SOz-Crsaliyl, -NH-SOp-Cy-alkyl , wharein the Ci-alkyl may
in each case be branched or unbranched, an unsubstituted or at least mono-
subsiituted phenyl or naphthyl mdical and an unsubstituted or at least mono-
substituted furanyl, thienyl, pymolyl, imidazolyl, pyrazolyl, pyridinyl, pyrimidinyl,
quinolinyl and Isoquinolinyl radical,

whereby sald substituents may be at least mono-substiuted with F, Cl, methyl
and methoxy,

a saturated or unsaiurated, optionally at least one heteroatom as ring member
containing cycloaliphatic radical, whereby said cycicaliphatic redical may be
substituted by one or mona substituents selected from the group consising of
hydroxy, nitro, carboxy, cyano, keto, halogen, Cy.20-alkyl, partiafly fiuorinated
Cis alkyl, partially chiorinated Cy.4 alkyl, partially brominated Cy alkyl, Cy.o
alkoxy, partially flucrinated Cy4 alikoxy, partially chiorinated Cy4 alkoxy,
partially brominated Cy4 alkaxy, Cz2g-alkenyl, SO;-Cy¢-alkyl, {C=0)-C,.s-alkyl,
{C=0)-0-C; y-alkyl. {C=0)-Cl, -S-Cyrabkyt-, {C=0}H, -NH{C=O}NH-C;.o-
alkyl, {C=0)-Cs+-perflucroalkyl, -NR*R®, whersin R* and R® am
Independently selected from the group conasisting of H, Cy.s-alkyl and phenyl,

2
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NH{(C=0)-C;.s-alkyl, -Cs.s-alkylan-{C=0)-C,s-alkyl, (1,3-Dihydro-1-ox0-2H-
Isoindol-2-yl), N-Phthalimkiinyl-, (1,3-Dioxo-2-axaspirof4,4}-non-2-yi,
substituted or unsubstituted phenyl, -SO2-phenyl, phenoxy, pyridiny,
pyridinyloxy, pyrazolyl, pyrimiiiny!, pynolidinyl-, -SOx-pymoliding!, morpholinyl,
SOzmorpholinyl-, thiediazolyl, axadiezolyl, axazolyl, thiazolyl, isoxazolyl, O-
CHy-thiazolyl, -NH-phenyl, and -C..-Akylen-NH-{C=0)-phenyi,

whereby sakd substituents may be substituted by one or more substituents
selected from the group consisting of halogen, nitro, cyano, hydroxy, {C=0)-
Cre-alkyl, Crealkyi, at loast partially fiuorinated Ci¢-alkyl, at least partially
chiorinated Cy¢-alkyl, at least partially brominated C,4-alkyl, -S-Cy+-alkyl, -
C(=0)-0-Cr.s-alkyl, {C=0)-CHaF, {C=0)-CHz-Cl and (C=0)-CH-Br,

and whereby sald cycloaliphatic radical may be bonded via an optionally
mono-substituted alkylene group and/or may be condensed with an optionally
at least mono-substituted aromatic mono- or polycyciic ring-systemn,

an optionally at least mono-substituted hetarowryl radiceal, which may be
bonded via an optionally mono-subsiituted akylens group and/or may be
condensed with an optionally at least mono-substituted mono- or polycyciic

ring-system,

an optionally at laast mono-substituted, monocyclic aryl radical, which is
condensed with an optionally at least mono-substitubed mona- or polycycilc
ring-systom and which may be bondad via an optionally at least mono-
substituted alkylene group,

a -NR¥R"-moisty,
a -COR"-molsty,

or a phenyl radical, which s at lsast mono-substituted with one of the
substifuents selected from the group consisting of:

3
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2,2 ,2,-Trifluoroethoxy-, Cae-Alkenyl-, 1,3-Dihydro-1-oxo-2H-isoindok-2-yi-,
N-Phthalimidinyt-, [{2-chioro-1,3-thiaznlyi-5-yl)-methoxy, Ettyl-5-yl-2-
methy3-furcate, Cis 20-alkyl, 1,3-Dioxo-2-azaspirol4. 4lon-2-yh-
pyrazolyl-, (1,3-oxazol-5-yl)-, (5-Methyl-1,3,4-oxadiazol-2-yi)-,
difivoromethoxy, dichioromethoxy, 1-pyrrolidinylsutfonyl,
morpholinosulforyl, 2-methyl-4-pyrimidinyl-, a phenaxy group, which is at
lsast mono-substituted with C4g-alkaxy, a phenyl group, which Is at least
mono-substituted with one of the subsiituents selected from the group
consisting of nitro, Cys-alkoxy, F, C|, Br, at loast partially fivorinated Cys-
alkyl, at least partially chiorinated Cy.s-alkyl, [[2-Chioro-1,3-thiazol-5-yi)-
methoxy}-, {(C=0)-H and {C=0)-C,.s~alkyl, a pyridinyl group, which is at
least mono-substituted with Cyg-alkaxy, a pyridinyloxy group, which is at
least mono-substituted with Cq g-allkoxy, a phenoxy group, which Is at
least di-substitted and a pyridinyloxy group, which is at loast di-
subsituted,

with the proviso that W does not represent unsubstituted furyl-, unsubstitubed
thienyl- or thienyl substituted with a substituent selected from the group
consisting of C, s-alkoxycarbonyl, Cys-alkyicarbonyl, carboxyl and pyridyl,
unsubstituted pyrrolyl-, unsubstituted naphthyl, unsubstituted indolyl,
unsubstituted tetraltydronaphtiyl, substituted or unsubstituted pyridyl,
unsubstituted pyrazinyl, unsubstituted quinolinyl-, Cys-alkylsubstituted pyrrolyl-
, and unsubstihited cyciohexy] or cyciohexyl substituted with one ortwo
membaers selected from the group consisting of oxo, hydroxyl, Cis-alkoxyl, C,.
s-alkoxy-carbonylamino-C.5 alkyl and amino-C,_; alkyl,

R represents hydrogen, an unbranched or branched, saturated or
unsaturated, optionally at least mono-substituted aliphatic radical, a saturated
or unsaturated, optionally at least mono-substituted, optionally at lsast one
heteroatom as ring member containing cycloaliphatic radical, which may be
bonded via an optionally at least mono-substituted alkylene group andior may
be condsnsed with an optionally at least mono-substituted mono- or polycycilc
ring-system, or an optionally at ieast mono-substituted aryl- or heteroaryl
radical, which may be bonded via an optionally at least mono-substituted
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alkylene group and/or may be condensad with an optionally at least mono-
substituted mono- or polycyciic ring-system,

R" represents hydrogen, an ynbranched or branched, saturated or
unsaturated, optionally at [sast mono-substituted aliphatic radical, a saturated
or unsaturated, opfionally at least mono-substituted, optionally at least one
hetercatom as ring member comtaining cycloaliphatic radical, which may be
bonded via an optionally at least mono-substituted alkylene group and/or may
be condenessd with an optionally et least mono-substituted mono- or polycycdiic
rfing-systemn, or an optionally at least mono-substituted aryl- or hetercaryl
radical, which may be bonded via an optionally at least mono-substituted
alkylena group and/or may be condenssd with an optionally at least mono-
substituted mono- or polycyciic ring-system,

R represents an unbranched or branched, saturated or unsaturated,
optionally at lsast mono-substituted allphatic mdical, a saturated or
unsaturated, optionally at least mono-substituted, optionally at least one
hetercatom as ring member contalning cycloallphatic radical, which may be
bonded via an optionally at least mono-substituted alkylene group and/or may
be condensed with an optionally at least mono-substituted mono- or polycyclic
ring-systam, or &n optionally at jeast mono-substituted aryl- or heteroaryl
madical, which may be bonded via an optionally at least mono-substituted
alkylene group and/or may be condensed with an optionally at lsast mono-
substituted mono- or polycyciic ring-system,

1
R™ and R* each sre Independently selected from the group consisting of
hydrogen, an unbranched or branched, satuated or unsaturated, optionally at
jeast mono-substituted aliphatic radical, a saturated or unsaturated, optionally
at least mono-substituted, optionally at least one heteroatom as ring member
containing cycioallphatic radical, which may be bonded via an optionally at
least mono-subsiituted alkylene group and/or may be condensed with an
optionally at least mono-subsiituted mono- or polycycilc ring-system, or an
optionally at least mono-substituted aryl- or heteroaryl radical, which may be
bonded via an optionally at least mono-substituted alkylens group and/or may
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be condensed with an optionally at least mono-substituted mono- or polycyclic
WHL

or R and R together with the bridging nitrogen atom form a saturated,
unsaturated or aromatic heterocyclic ring, which may be at least mono-
substituted and/or contain at loast one further heteroatom as a ring member,

R represents hydrogen, an unbranched or branched, saturated or -
unsaturated, opticnally at lsast mono-subsiituted aliphatic radical, a ssturated
or unsaturated, optionally at Jeast mono-substituted, optionally at least one
hetercatom as ring member containing cycloaliphetic redical or an optionally at
least mono-substiuted aryl- or heteroaryl radical, which may be bonded via an
optionally at least mono-aubstituted alkylene group and/or may be condensad
with an optionally st least mono-substiuied mono- or polycycilc ring-system,

R represents an unbranched or branched, saturated or unsaturated,
optionally at [east mono-substituted aliphatic radical,

R" represents an unbranched or branched, saturated or unesturated,
optionally at least mono-substitubed aliphatic raical, and

R'® represents an optionally &t least monoc-subsiiuted aryl radical,

optionally in form of one of its sterecisomers, preferably enantiomers or
dlastereomers, its racemate or in form of a mbdure of at least two of its
stereoisomers, preferably enantiomers or diastereomers, in any mixing ratio,
or a comesponding salt thereof, or a comesponding solvate,

Compounds according to clalm 1, charectertzed In thet R, R2, R?, R® are each
Independently selected from the group consisting of H. F, Cl, Br, an
unbranched or branched, saturated or unesturated, optionally at least mono-
substituted C,g-aliphatic radical, a saturated or unsaturated, optionally =t least
mono-substituted, optionally at loast one heteroatom as ring member
containing Cs-cycloaliphatic radical, which may be bonded via an optionally

6
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at least mono-substituted C1_g-alkylone group and/or may be condensad with
an optionally at least mono-substituted mono- or palycydic sing-system, an
optionally at ieast mono-substituted, 5- or 8-membered aryl- or heteroaryl
redical, which may be bonded via an optionally at least mono-substiuted C,.¢-
alkylene group and/or may be condensed with an optionally at least mono-
substituted mono- or polycyciic ringsystem, a nitro group, a cyano, -ORY, -

C(=O)R", -SR%, -SOR™, -SO;R2, -NH-SO;R'Z, -SO:NH; and a -NRPR™*
molety, preferably selectad from the group consisting of H, F, Cl, Br, a
satwated, branched or unbranched, optionally at least mono-gubstituted C,.x-
aliphatic radical, a saturated, optionally at Isast mono-substituted, optionally at
least one heteroatom as ring mamber containing Cs- or Ce- cycloaliphatic
radical, which may be bonded via an optionally at Jeast mono-substituted Cy-
or Cp-alkylene group, a nitro, cyano, -OR™, -OC(=0)R", -SR™ and -NR"R%
molety. more preferably saleciad from the group consisting of H, F, Cl, -CHj, -
CHaCHa, -CF3, -CF2CF, cyclopentyl, cyciohexyl, a nitro group, a cyano group
and -OR™.

. Compounds according to clalm 1 or 2, characterized In that R® represents

hydrogen, an unbranched or branched, saturated or unseturated, optionally at
least mono-subsiituted C.s-aliphatic radical or a saturated or unsaturated,
optionally at least mono-substiusted, optionally at least one hetarcatom as ring
member contalning C; ¢-cycioaliphatic radical, preferably represents Hora
branchad or unbranched C,.y-alkyl redical, more preferably represents H, -CH,
or -CHzCHa.

Compounds acconding to any one of claims 1 o 3, chamactertzed In that R®, R”,
R®, R® are each independently selectad from the group consisting of hydrogen,
an unbranched or branched, saturated or unsaturated, optionally at least
mono-substituted C;g-allphatic radical, a saturated or unsaturated, optionally
at least mono-substituted, optionally &t least one hetercatom as ring member
contalning Cae-cycivaliphatic radical, a cyano group and a -COOR™ molety,
preferably selected from the group consisting of H, a branched or unbranched
Cys-alkyl radical, a cyano group and @ -COOR™ group, more preferably from
the group comsisting of H, -CHg, -CHzCHs and & cyano muiety.

7
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Compounxs according to any one of clalms 1 to 4, characterized In that W
represents an unbranched or branched Cyq..o-alkyi radical, which may be
substiiuted by one or more substituents selected from the group conslsting of
hydroxy, halogen, branched or unbranched C4¢-alkoxy, branched or
unbranched C,..perfiucroalikoxy, branched or unbranched Cq¢-perflucroalkyl,
amino, carboxy, amido, cyano, nitro, -SO:NH,, -CO-Cy4-alkyl, -SO-Cy-alkyl, -
SOx-Crsalkyl, -NH-SOx-C,-alkyl , whersin the Ci-alkyl may In sach case be
branched or unbranched, an unsubstituted or at lsast mono-substituted phenyl
or naphthyl radical and an unsubstituted or at least mono-substituted furanyl,
thienyl, pyrrolyl, imidazoiyl, pyrazolyl, pyridinyl, pyrimidinyl, quinolinyl and
isoquinolinyl radical, whereby said substituents may be at lsast mono-
substituted with F, Cl, methyl and methoxy; @ napthyl group, which ls at least
mono substituted, a quinolinyl group, which Is at iesst mono-substituted, a
pyrrolyl group, which s st least mono-substituted by a substituent other than
C,.z-alkyl, an optionally at least mono-substituted thiazolyl-, benzoibl-
thiophenyl-, benzo[b}Huranyl-, isoquinolinyl-, tetrahydroisoquinolinyl-,
pyrazolyl, iscazolyl-, chromanyl-, benzothiadiaznlyl-, Imidezoiyt-,
benzofuraranyl-, dibenzob.dl-furanyl-, benzesadiazolyl-, imidezo[2,1-b})-
thiazolyl-, anthracenyt-, coumastnyl-, 2,3-Dihydro-1,4-benzodioxinyt-, 2,3-
Dihydrobenzolblfuranyl-, 3,4-Dilydro-2H-1,4-Benzoxazinyl-, 3,4-Dihydro-2H-
1,5-Berzodioxepinyl-, Benzothlazolyl-, Imidazo[1,2-a}-pyridinyl-, & chromonyl-
group, an [satinyl group, 3 pentamethykdihydrobenzofuranyl group, a :
cyclopropyl- or cyclopeantyl-group whereby sekd cyclopropyl or cyclopentyl
group may be substituted by one or more substituents sejacted salected from
the group consisting of hydraxy, nitro, carboxy, cyano, keto, halogen, Ci.z0-
alkyl, parllally fluorinated C,4 alkyl, Pﬂl‘ﬁﬂﬂy chiorinated Cy, ﬂlm. paﬂhlly
brominated Cy4 alkkyl, Crs-alkoxy, partially flucrinated C..4 alkoxy, partially
chiorinated C,4 alkoxy, partially brominated Ci. alkoxy, Cy e-alkenyl, SO>-Cie
alkyl, (C=0)-Cs.s-alkyl, {C=0)-0-Cys-alkyl, -(C=0)-Cl, -S-Cr¢-alkyl, (C=0)-
H, -NH{C=0)-NH-Cy.s-alkyl, {C=0)-Cs-perfiuoroalky}, -NR*R®, whersin R
and R® are Indepsndently sslected from the group consisting of H, Cy.c-alkyl
and phenyl, NH-{C=0)-C.¢-alkyl, -Crs-alkylen-(C=0)-Cy-alkyl, (1,3-Dihydro-
1-ax0-2H-soindol-2-yl), N-Phthalimidinyl-, (1.3-Dicxo-2-azaspirold,4}-non-2-yl,
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substituted or unsubstituted phenyl, -SOr-phenyl, phenoxy, pyridinyl,
pyridinyloxy, pyrazolyl, pyrimidinyl, pymolidinyt-, -SOz-pyrrolidinyl, morpholinyl,
SOzmorphalinyl-, thiadiezolyl, oxadiazolyl, oxazolyl, thiazolyl, lsoxazolyl, O-
CHg-thiezolyl, -NH-phenyl, and -C+Alkylen-NH-{C=0)-phenyl,

whereby said substituents may be substitutad by one or more substituents
selected from the group consisting of halogen, nitro, cyano, hydroxy, -(C=0)-
Crsaliyl, Cro-2lky), at laast partially fluorinated C,4-alkyl, st lsast partially
chiorinated Cyq-alkyl, at least partially brominated Cye-alkyl, -S-Cx-alkyl, -
C(=0)-0-Cyralkyl, {C=0)}-CHa-F, {C=0)-CHz-Cl and {C=0)-CHp-Br,

a 2-{(1,3-Dioxo-1,3-dlhydro-iscindol-2-yi-)-sthyl, a thienyl group, which is at
least mono-substiuted by one or more substituents independsnily aslected
from the group consisting of F, Cl, Br, Cis-alkoxy-, CF;, -SOx-Cy5-alkyl and
optionally at least mono substituted benzoylaminomethyl-, phanyisulfonyl-,
lsoazolyl-, benzamidomethyl-, pyrimidyl-, thiazolyl-, pyrazolyl-, phemyt-, 1,2.4-
thiadiazolyl-, 1,3-0xazoly}- or 1,2,4-oxadbezolyl-, a furyl group, which is at least
mono-substituted by one or mora subsjtutents independently selected from the
group consisting of a Cys-alkyl radical, which may be at least partially
fluorinated or chiorinated, an optionally at least mono-subsiituted phenyl and a
«{C=0)-0-C,.s-alkyl group,

a NR"R"-molety,
a CORV.molety,

or a phenyl radical, which Is at least mono-substituted with one of the
substituants selected from the group consisting of:

2.2.2 ~Trifluoroethoxy-, Ca.g-Alkenyl-, 1,3-Dihydro-1-0x0-2H-isoindol-2-yi-, N-
Phthalimidinyl-, [(2-chloro-1,3-thiazolyl-5-yi)-methoxy, Etwyl-S5-y-2-mathyl-3-
furoate, Ciy.20-alkyl, 1,3-Dioxo-2-azaspiro4,4Jnon-2-yt-, pyrazolyt, (1,3-
oxazol-5-yl)-, (6-Methyl-1,3,4-oxadiazol-2-yl)-, difiuoromethoxy,
dichloromethoxy, 1-pyrrolidinyisulfonyl, morpholinosutfonyl, 2-methyl-4-
pyrimidinyl-, a phenoxy group, which is at least mono-substituted with Cy»-
alkoxy, a phenyl group, which Is at least mono-substituted with one of the
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substituents selecied from the group consisting of nitro, C,.s-alkoxy, F, Cl, Br,
&t least partially fluorinated C..s-alkyl, st east partially chiorinated C+s-alkyl,
[{2-Chioro-1,3-thiazol-8-yi}methoxyl-, {C=0)-H and (C=0)-C ;-alkyl, a
pyridinyl group, which is at [sast mono-substitted with Cis-alkaxy, a
pyridinytoxy group, which s at least mono-substituted with C,s-alkoxy, a
phenoxy group, which Is at least di-substitted and a pyridinyloxy group, which
Is at least di-subsituted,

more preferably W represents a molely selected from the group consisting of
5-Dimethylamino-napth-1-yi, 2-Acetamido-4-methyl-5-thlazolyl-,
Trifluoromethyl-, Trichioromethyt-, lsopropyl-, Methyl-, 2.2 2-Trifluoroethyl-,
Ethyl-, Haxadecyl-, 2-Chiorosthyl-, n-Propyl-, 3-Chioro-propyl-, n-Butyl-,
Dichioromathyl-, Chioromethyl-, Dodecyl-, 1-Oclyl-, 6-{p-ioluidino)-naphth-2-yi-
. 4,5-Dbromo-thiophene-2-yl-, Berzoyichioride-3-y-, 1-Octadecyl-, 4-Bromo-
2,5-dichioro-thiophene-3-yi-, 2,6-Dichioro-thiophene-3-yi-, 5-Chioro-thiophene-
2-yt-, 1-Decyl-, 3,6-Dichiorv-4-(2-chloro-4-nitrophenoxy)-phenyl-, 2,3-
Dichiorothlophene-5-yi-, 3-Bromo-2-chioro-thiophene-5-yi-, 3-Bromo-5-chloro-
thiophene-2-yi-, 2-(Bemnzuylaminomethyl)thiophene-5-yl-, 4-(Phenyl-
sulphonyl)-thiophene-2-yl-, 2-Phenyt-sulphonyl-thiophene-5-yi-, 2-{1-Methyl-5-
(trifluoromethyi)pyrazol-3-yl}-thiophene-5-yi-, 5-Chioro-1,3-dimethyipyrazole-
4-yt, 3,6-Dimethylisoxazole-4-yi-, 2-(2,4-Dichlorophencxy)-phenyl, 4-(2-
Chiloro-8-nitro-phenaxy)-phenyl-, 4-(3-chloro-2-cyanophenoxy)-phenyl, 2,4-
Dimethyl-1,3-thlazole-5-yi-, Methyl-methane-sulforyt-, 2,5-Bls{2,2,2-
Trifluoroathoxy)-phenyl-, 5{DHn-propylamino)-naphth-1-yi-, 2,2,5,7,8-
Pentamethyl-chroman-8-yi-, 5-Chioro-4-nitro-thiophene-2-44-, 2,1,3-
Benzothiadiazole-4-yi-, 1-Methyl-imidazole-4-yi-, Banzofurazan-4-yi-, 6-
(Isoxazol-3-yl)}-thiophene-2-yi-, Vinyl-phenyl-4-yl-, 5-Dichioro-methyl-furan-2-
yi-, 5-Bromo-thiophene-2-yI-, 5(4-Chlorobenzamidomsthyi)-thiophene-2-yi-,
Dibenzolb,d}Huran-2-yi-, 5-Chioro-3-msthylbenzo[b}-thiophene-2-y1-, 3-
Methaxy-4-{methaxycarbonyl)-thiopheng-2-yi-, 5-[2-(Methyithio)-pyrimidin-4-yi-
}thiophene-z-yt-, 4-Chioro-2,1,3-Benzoxadiazole-7-yi-, 5-Chioro-2,1,3-
Bemnzoxadiazole-4-yi-, 6-Chloro-imidazo(2, 1-b)-thiazole-5-yi-, 3-Methyl-
benzo[b}-thiophene-2-yi-, 44[3-Chioro-5-(Triflucromethyl)-2-pyridylloxy-phenyl-
, 5-Chioro-naphth-1-yi-, 5-Chloro-naphth-2-yi-, 8,10-Dibromoanthracenes-2-yt-,

10
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Isoquinoline-5-yi-, 4-Methaxy-2,3,6-trimethyibenzoyl-, 4°-Nitro-biphenyl-4-yi-,
(1,3-Dihydro-1-oxo-2H-iscindol-2-yi-}-4-phenyl-, 5-(2-Methyl-1,3-thiazote-4-yi)-
thiophene-2-yi-, 5-(1-Methyl-3-{triflucromethyi)pyrazol-5-yi-}-thiophene-2-yk-, 5-
[5-Triluoromethyl)-isoxazol-3-yij-thiophene-2-yt-, p-Dodecyl-phenyl-, 4-{(3-
Cyano-4-methoxy-2-pyridinyloxy}-phenyl-, 4-(N-phthalimidinyl)-phamnyl-,
1,2,3,4-Tetrahydro-2-{tiifluoroacelyl)-isoquinoline-7-yi-, 1.2-Dimethylimidazoie-
441, 2,.2,4.6,7-Pentamsthyidihydroberzofuran-§-yi-, 4-Chioro-naphth-1-yi-,
2,5-Dichioro-4-nitro-thiophens-3-yi-, 4-{4-Methoxy-phenaxy)-phenyl-, [4-{3,5-
Dichicrophenoxy)phenyl}-, [4-(3,4-Dichiorophsnoxy)phenyl}, [4-(3,5)-
Bis(trifluoromethylphencxy)pheryll-. 3-(2-Methoxy-phencxy)-phenyl, 3-(4-
Methaxy-phenyl)-phenyl-, 3-{(4-Chioro-phenyl)-phenyt-, 3«(3,5-Dichioro-
phenyl)-phenyl-, 3<(3.4-Dichioro-phenyl)-phenyl-, 3-{(4-Fluorophenyl)-phenyt-,
3{4-(Trifluoromsthyl)-phenyl]-phenyl-, 3-3,5-Ble{Trifluoromaethyl)-phenyl}-
phenyt-, 4-(2-Mathoxy-phencxy)-phenyl-, 4-(2-Methyl-phenoxy)-phenyl-, 4-(4-
Methaxy-phenoxy)-phenyl-, 4-{4-Chiorophenyl)-phenyl-, 4-(3,5-
Dichioraphenyl)-phenyl-, 4-(3,4-Dichiorophanyl)-phenyl-, 4-(4-Fiuorophenyl)-
phenyl, 4-j4-(Trifluvormethyl)-phenyl}-phenyt-, 4-[3,5-Ble-(Trifluoromethyl)-
phenyil-phenyt-, Cyclopropyt-, 2-(2-Chiorophenyl)-2-Phenylethyl-, 2-(2-
Trifluoromethyiphenyl)-2-phenylethyl-, 5-{4-Cyano-1-methyl-5-(methyithio)-1H-
pyrazol-3-yi-thiophene-2-yt-, 3-Cyano-2,4-bis-(2,2,2-Trifluorothoxy)-phenyt-, 4-
[(2-Chioro-1,3-Thiazok-S-yl)-msthoxyl-phenyl-. 2-(1,3-Dioxo-1,3-dlhydro-
isoindol-2-yi)-athyl-, S-lodo-naphth-1-yl, Ethyl-2,5-dimethyl-1-phenylpyrole4-
carboxylate-3-yi-, Ethyl-2-methyl-1,5-diphenyl-1H-pyrole-3-carboxylate-4-yi-,
Ethyl-5-{4-chiorophenyl)-2-methyi-3-furoate-4-yi, Ethyl-8-{4-chioropherryl)-2-
methyl-1-phenyl-3-carboxylate-4-yi-, Ethyl-2,5-dimethy}-3-furcate-4-yi-, 3-
Chiloro-4-(1,3-dloxn-2-Azaspirol4,4Jnon-2-yi)-phenyl-, Coumnarin-6-yi, 3-(4-
Methoxy-phenoxy)-phenyt-, [3-(3,5-Dichlorophenoxy)}-phenyl-, [3-(3.4
Dichlorophanoxy)l-phenyi-, 3,5-Bis(Trifluocromethyf)phenoxyphenyl-, 2,2-
Diphenylethyl-, 4-Phaenyl-5-(trifluoromethyl)-thiophene-3-yi-, Methyl-4-Phenyl-
5-(Trifluoromethyl)-thiophene-2-carboxylate-3-yi-, Methyl-1,2,5-
trimethyipyrrole-3-Carbaxylate-4-yt-, 4-Fluoro-naphth-1-yi-, 5-Fluoro-3-
methylbenzo[bJHhiophene-2-yh, Msthyt-2,5-dimethyl-3-furoate-4-yl-, Methy}-2-
furoate-5-yi-, Methyl-2-methyt-3-furcate-5-yi-, Mathyl-1-methyl-1H-pynole-2-
Carboxylate-5-y1-, 2-(8-Chloro-1,2,4-Thiadiazol-3-yl)-thiophene-6-y}-, 1,3,6-
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Trimsthy-1H-pyrazole~4-yi-, Pentafiuorosthoxytetrafiuorosthyl-, 5-(5-Iscxazyl)-
thiophene-2-yi-, 6-(5-istxazol-yl)-2-furyl-, 5-Methyl-2,1,3-berzothladiaznie-4-
yt, 2,3-Dihydro-1,4-benzndioxine-8-yi-, 4-Methy-Naphth-1-yk-, S-Methyl-2-
{Trifluormethyl)-3-Furyl-, 2,3-Dihydrobenzo[bjfuran-5-yi-, 1-Benzothiophena-3-
yl-, 4-Methyl-3,4-dihydro-2H-1,4-Benzoxazine-7-yi-, 5-Methyl-1-phenyk-1H-
pyrazoie-4-yi-, 8-Morpholino-3-Pyridinyl-, 4-(1H-Pyrazol-1-yi)-phenyl-, 6- -
Phenoxy-3-Pyridyl-, 3,4-Dihydro-2H-1,5-benzodioxepine-7-yl-, 5-(1,3-Oxazok
S-yl)-2-thierwi-, 4-(1,3-Oxazol-5-yi)-phanyl-, 5-Methyl-4-isoxazoiyl, 2,1,3-
Benzuthiadiezole-5-yi-, 5-Acstamido-naphth-1-yi-, 3-Methyl-8-Quinoliny-, 1,3-
Benzuthiazole-8-yi-, 2-Morpholino-3-Pyrkdyl-, 2,5-Dimethyl-3-thienyk-, 5-{5-
(Chioromethyl)-1.2,4-oxadiazol-3-yl|-2-thisnyl, Ethyl-3-{8-yi-2-thienyH1.2.4-
oxadiazole-5-carboxylate-, 3-(5-Methyl-1,3,4-cxadiazok-2-yl)-phenyl-, 4-
(Diflusromasthaxy)-phenyl-, 3-{Difluoromethaxy)-phenyl-, 2,2-Dimethyl-8-
Chromanyt-, Ethy-3,5-dimethyi-1H-pynole-2-carboxylate-4-yl-, Imidazo[1,2-
Alpyridine-3-yt-, 3-(1,3-Oxmzol-5-yl)-phanyk-, Ethyl-5-{4-yl)-phenyl}-2-methy}-3-
furoate, 1-Pynoldinyiphenylsulfonyl-, Methyt-5-yi-4-methyi-2-thiophens-
carboxytate, Methyl-3-y+-4-(isopropyisulfony)-2-thiophens, 7-Chloroclyomone-
3-yk-, 4-Bromobipheny-4-yt-, 4-Acetyl-biphenyl-4-y1-, 4'-Bromo-2"fluoro-
biphenyl-4-yi-, 1-Methyl-S-lsatinyl-, 2-Chioro-3-thiophenacarboxylic-acid-5-yi-,
2-Msthoxy-5-(N-phthalimidinyl)-phenyt-, 1-Bereothiophene-2-y-,
Morpholinophenylsulfonyl- and 3-(2-Msthyl-4-pyrimidinyl)-phenyl-

Compounds according to any one of claims 1 to 5, characterized In thet R™
represents hydrogen, an unbranched or branched, seturated or unsaturated,
optionally at laast mono-substituted C.g-aliphatic radical, a saturated or
unsaturated, optionally at least mono-substituted, optionally at least one
hsteroatomn as ring member containing Cas-cycloaliphatic radical, which may
be bonded via an optionally at least mono-substituted C,.y-alkylene group
and/or may be condensed with an optionally at least mono-substituted mono-
or polycycilc ring-system, or an optionally at least mono-substiuled, 5- or 8-
membered aryl- or heteroary! radical, which may be bonded via an optionally
at least mono-substiuted Cyg-alkylane group and/or may be condensed with
an optionally at Jeast mono-subsiituted mono- or polycytiic ring-system,
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preferably H, a Iinear or branched Cs~e-alkyl radical, a cyciohexyl radical ora
phenyl radical, more preferably H, -CHs, ~CzHs or phenyl.

7. Compounds according to any one of clalms 1 to 68, characierized I that R™
] represents hydrogen, an unbranched or branched, saturated or unsaturated,
optionally at Isast mono-subsiituted C,.s-aliphatic radical, a saturated or
unsaturated, optionally at lsast mono-substituted, optionally at least one
heteroatom as ring member containing Cz.s-cycloaliphatic radical, which may
be bonded via an optionally at least mono-substituted C, s-alicylens group
C? and/or may be condensad with an optionally at least mono-substiited mono-
or polycyclic ring-system, or an optionally at least mono-substituted, 5- or 8-
membered aryt- or hetercary! radical, which may be bondsd via an optionally
at lsast mono-substituted C, s-alkylane group and/or may be condensed with
an optionally &t least mono-substituted mono- or palycychic ring-systom,
15 preferably H, a linear or branched Cy~y-alkyl radical, a cyclohexyl mdical or a
phenyl radical, more preferably H, -CHs, -CzHs or phemnyl.

8. Compounds according to any one of claims 1 1 7, characterized In that R12
represents an unbranched or branched, saturated or unsaturated, optionally at

20 least mono-substitted C,.,-aliphatic radical, a saturated or unsaturated,
optionally at least mono-substituted, optionally at least one heteroatom s ring
(M mesmber contalning C; g~cycloaliphatic radical, which may be bonded via an

optionally at least mono-substituted C,.5-alkylene group and/or may be

condensed with an optionally at least mono-substituted mono- or polycycllc
25 ring-aystem, or an optionally at [sast mono-substituted, 5- or 8- membered

aryl- or heteroaryl radical, which may be bonded via an optionally at least

mono-substituted Cy.¢-alkylene group and/or may be condensed with an

optionally at lenst mono-subsiituted mono- or polycydiic ring-system,

preferably represents H, a linear or branched Cy-c-alkyl radical, a cyciohexy!
30 radical or a pheny! radical, more preferably H, -CHs, -CzHs or phenyl.

13
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Compounds according to any one of claims 1 to 8, characterized in that R™
and R* are each independently selected from the group consisting of
hydrogen, an unbranched or branched, saturated or unsaturated, optionally at
least mono-substituted Cyg-aliphatic radical, a saturated or unsaturated,
optionally at least mono-substituted, optionally at lsast one heteroatom ae ring
marnber containing C;.a-Cycloaliphatic radicsl, which may be bonded via an
optionally at least mono-subsiituted C,.s-alkylene group and/or may be
condensed with an optionally at least mono-substituted mono- or polycyclic
ring-aystem, or an optionally at ieast mono-substituted, 5- or 8-membered aryl-
or hetercaryl radical, which may be bonded via an optionally at lsast mono-
substituted C+y-alkylens group and/or may be condensad with an optionally at
least mono-substituted mono- or polycyciic ring-system, preferably are each
independontly selected from the group consisting of H, a Inear or branched
Cy~+-alkyl radicel, a cyclohexyl radical and a pheny| radical, more preferably
am sach independently selected from the group consisting of H, ~-CHs, -CzH,

and phenyl.

Compounds according to eny une of clalms 1 to B, characterized In that R
and R ingether with the brkiging nitrogen atom form & saturated, unsaturated
or aromatic, 5- or 8-memberad heterocyciic ring, which may be at least mono-
substituied and/or contain et least one further hetercatom es a ring member,
preferably form an unsubstituted piperidin or morpholine group.

Compounds according o any one of claims 1 to 10, characterized in that R®
represents hydrogen, an unbranched or branched, saturated or unsaturated,
optionally at least mono-substiiuted Cy.s-allphatic radical, a saturated or
unsaturated, optionally st least mono-substituted, optionally at least one
heteroatom as ring maember containing C; g-cycivalliphatic radical or an
opticnally at laast mono-substituted, 5- or 8- membered aryl- or hetercaryl
radical, which may be bonded via an optionally at least mono-substituted C.e-
alkylene group and/or may be condensed with an optionally at least mono-

substituted mono- or polycyclic ring-system, preferably represents H, a iinear

14
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or branched C,y-s-alkyl redical, a cyclohexy! radical or a phenyl mdical, more
preferably represents H, -CHa, -CzHs or phenyl.

Compounds according to any one of claims 1 to 11, charactesized In that R®
represents an unbranched or branched, saturated or unsaturated, optionally at
least mono-subsiftuted C..¢ aliphatic radical, preferably an unbranched or
branched, saturated, unsubstituted C, ; alkyl radical, more preferably a methyl
radical.

Compounds according to any one of claime 1 to 12, charactertzed In that R
represents an unbranched or branched, saturated or unsaturated, optionally at

least mono-substiuted C..» aliphatic radical, prefarably an unbranched or
branched, saturated, unsubstituted C,.; alkyl radical, more preferably & methyl
radical

Compounds according to one or more of claime 1 to 13:

141<{5-Chioro-3-msthyl-banzobjthiophanyl-2-sulfonyl}-piperidine-4-yi}-1.4-
dihydro-benzo[d]{1,3]oxazin-2-one,

1-{1<(5-Dimethylamino-naphthyl-1-sulfonyl)-pipesicine-4-yf}-8-mathyl-1,4-
dihydro-benzo[d][1,3Joxazin-2-one,

14{1-{5-Dimethylamino-naphthyl-1-sulfonyl)-piperkiine-4-yi}-1,4-dihydro-
benzo[d][1,3jcazin-2-one,

and commesponding salts thoreof, and comesponding solvates.

Process for the preparation of berzoxazinone-derived sulfonamide
compounds of general formula () according to one or more of claims 1 t© 14,

" chamacterized In that it comprises reacting at least one piperidine compound of

general formula (), whersin R 1o R® have the meaning according to clalm 1,
and/or a salt, preferably @ hydrochiorkie salt, thereof,

135
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R F
RI
R’ N
R
R® R
R® R

()

with at least one compound of general formula (1),
0
A
w o

)

whersin W has the meaning according fo claim 1, in a suitable reaction
medium, optionally In the presence of at loast one base and/or at laast one

awdiiary agent.

Process for the preparation of a physlologically acceptable salt of the
berzuxazinone-derived sulphonamide compounds according to claims 1-14,
characterized In that at least one compourx of general formula (I) having at
Isast one basic group I8 reacted with at least one acid, preferably an inorganic
or organic acid, preferably in the presence of a suitable reaction mesium.

18
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18.

19.

Process for the preparation of a physiologically scoeptable sak of the
berzoxazinone-derived sulphonamide compourds acconding to claims 1-14,
characterized in that at least ona compound of ganaral formula (I) having at
least one acidic group Is reacted with at least one base, preferably in the
prasance of a suitable reaction medium.

Medicament comprising at least one benzoxazinone-derived suiphonamide
compound according to any one of clalms 1-14, optionally In form of one of Its
stereolsomers, preferably enantiomers or diastercomers, its racemate or in
form of & mbdure of at least two of its starecisomers in any mbing ratio, ora
physiclogically acceptable salt thereof, or s solvate, respectively. and
optionally one or more phanmaceutically accaptabie adjuvants,

Meadlicament according 1o ciaim 18 for cognilive enhancement, for the
prophylaxia and/or treatment of food ingestion (food intake) disorders,
particularly for the regulation of appetite, for the maintenance, increase or
reduction of body weight, for the prophyiaxis and/or treatment of cbasity,
bulimia, anorexia, cachexa or type Il diabstea (Non-insulln Dependent
Diabetes Melitus), praferably type Il diabetus, which is caused by obasity,
disorders of the central nervous system, disorders of the gastrointestinal tract,
such as imitable Infestina syndrom, andety, panic, depression, cognitive
memory disorders, sanfle dementia disorders, such as Morbus Alzheimer,
Morbus Parkinson and Morbus Huntington, schizophrenia, psychosis, infantile
hyperkinesia or ADHC (atiention deficit, hyperactivity disorders).

Use of at Isast one berzoxazinone-derived sulphonamide compound
eccording to any one of claims 1-14, optionally In form of one of Its
storeoisomers, preferably enantiomers or diestersomers, its racemate orin
form of a8 mbdure of at least iwo of its sterecisomers In any mixing retio, ora
physiclogically acceptable salt therecf, or a solvats, for the manufecture of a
medicament for cognilive snhancement, for the prophylaxis and/or treatment
of food ingestion (food intake) disorders, particularly for the regulation of
appetite, for the maintenancs, increase or reduction of body weight, for the
prophylaxis and/or treatment of obesity, bullmia, ancrexia, cachexda or type Il

17
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diabetes (Non-insuiin Dependent Diabetes Melitus), preferably type II
" diabetes, which s caused by obesity. disorders of the cantral nervous system,
disorders of the gestrointestinal tract, auch as Initable intestine syndrom,
anxiely, panic, depression, cognitive memory disorders, senlls dementa
s disorders, such as Morbus Alzheimer, Morbus Parkinson and Morbus
Huntington, schizophrenia, pesychasis, infartiie hyparkinesia or ADHC
(attention deficit, hypemctivity disorders).

21. Use of at least one berzoxazinone-derived sulfonamide compound of ganemal
'(‘g formula (la),

R* R™
Rﬁ
R> N/kb
R R™
R

(la)

wherein

15
R12 R R™ R* gre each Independently selected from the group consisting of
hydrogen, halogen, an unbranched or branched, saturated or unsaturated,
optionally at least mono-substituted aliphatic radical, a saturated or
unsaturated, optionally at jeast mono-aubstituted, optionally at least one

20 heteroatom as ring member contalning cycloallphatic radical, which may be
bonded via an optionally at lesst mono-substituted alkylene group and/or may
ba condensed with an optionally at least mono-substituted mono- or polycydic

18
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fing-eystem, an optionally et lsast mono-substituted aryl- or hetercaryl radical,
which may be bonded via an optionally et least mono-substituted alkylene
group and/or may be condensed with an optionally at lsast mono-substituted
mono- or polycyclic ringsystem, & nitro group, & cyana group, -OR'™, -
OC{=0)R™" (C=0)-OR'®, -SR'®, -SOR™, -SO,R™, -NH-SOR'™®, -
SOzNH; and a -NR'™™R™ moisty,

R™ represents hydrogen, an unbranched or branched, saturated or
unsatursted, optionally at least mono-substiuted aliphatic radical or a
saturated or unsaturated, optionally at least mono-substituted, optionally at
least one heteroatom es ring member containing cycioaliphatic radical,

R™ R™ R® R™ are each independently selecied fram the group consiating of
hydrogen, an unbranched or branched, satureted or unsaturated, optionally at

least mono-substituted aliphatic radical, a saturated or unsaturated, optionally
at lsast mono-substituted, optionally at least one hetercatom as ring member

containing cycloaliphatic radical, a cyano group and a -COOR'™ molety,

W” represents an unbranched or branched, saturated or unsaturated,
optionally at lsast mono-substituted aliphetic radical, a saturated or
unsatrrated, optionally at lsast mono-substituted, optionally at least one
heteroatom as ring member contalning cycloaliphatic radical, which may be
bonded via an optionally at least mono-substituted alkylene group and/or may
be condensed with an optionally at least mono-substited mono- or polycydic
ring-system, an optionally at least mono-substituted aryl- or heteroaryl radical,
which may be bonded via an optionally at least mono-substituted alkylene
group and/or may be condensed with an optionally at least mono-substituted
mono- or polycyclic ring-system, a NR'™R™-molety or a COR'™-molaty,

R'% gpresents hydrogen, an unbranched or branched, saturated or
unsaturated, optionally at least mono-substituted aflphatic radical, 8 saturated
or unsaturated, optionally at least mono-substituted, optionally at least one
heteroatomn as ring member containing cycicallphatic radical, which may be
bonded via an optionally at least mono-substituted alkylene group and/or may

19
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hawndenududman'opliomllyatlaastmnm—subm mono- or polycyclic
ring-system, or an optionally at least mono-substituted eryl- or heteroaryl
radical, which may be bonded via an optionally at least mono-substituted
alkylane group and/or may be condensad with an optionally at least mono-
sMutedmno-orpolycyc_llcrlng-am

R reprosents hydrogat. an unbranched or branched, saturated or
unsaturated, optionally at least mono-subsiiiuted aliphatic radical, & saturated
or unsaturated, optionally at least mono-substituted, optionally at least one
heteroatom as ring member contalning cycioaliphatic radical, which may be
bonded via an optionally at least mono-subsiiuted alkylense group and/or may
be condensed with an optionally at least mono-substituted mono- or polycyciic
ring-system, or an optionally &t lsast mono-gubstituted aryl- or heteroaryt
radical, which may be bonded via an optionally at least mono-substituted
unqlenggmupandlormybémndenudwlhanopuomnyuthaamm
substihted mono- or polycyclic ring-systam,

R' represents an unbranched or branched, saturated or unsaturated,
optionally at least mono-substituted aliphatic radical, a saturated or
unsaturated, optionally at least mono-substituted, optionally at least one
hetaroatom as ring member coritaining cycloaliphatic radical, which may be
bonded via an optionally at least mono-substituted alkylens group and/or may
be condensed with en optionally at least mono-substituted mono- or polycyciic
Hing-system, or an optionally at least mono-substituied aryl- or heteroaryl
radical, which may be bonded via an optionally at least mono-substituted
alkylene group and/or may be condensad with an optionally at least mono-
substituted mono- or polycyciic ring-aystem,

R™ and R™ each are Independently selected from the group consisting of
hydrogen, en unbranched or branched, saturated or unsaturated, optionally st
least mono-substituted aliphatic radical, a saturated or unsaturated, optionally
at least mono-substituted, optionally at least one heteroatom as ring member
contalning cycloaliphatic radical, which may be bonded via an optionally at
leagt mono-substituted alkylene group and/or may be condensed with an




optionally at least mono-substituted mono- or polycyciic ring-system, or an

optionally at least mono-substituted aryl- or heteroaryl radical, which may be

bonded via en optionally at least mono-substituted alkylene group and/or may

be condensed with an optionally at least mono-subsiihsted mono- or polycyclic
3 fing-gystem,

or R™ and R together with the bridging nitrogen atom form a saturated,
unsaturated or aromatic heterocyclic ring, which may be at least mono-
substituted and/or contain at loast one further hetercatom as a ring member,

R'™ represents hydrogen, an unbranchad or branched, saturated or
unsaturated, optionally at lsast mono-substiiuted aliphatic redical, a saturated
or unsaturated, optionally at least mono-substituted, optionalty at least one
heteroatom &3 ring member contalning cycloaliphatic radical or an optionally at
18 least mono-substituted aryl- or heteroaryl radical, which may be bonded via an
optionally at least mono-substituted alkylens group and/or may be condensed
with an optionally at least mono-substituted mono- or polycyclic ring-system,

R represants an unbranched or branched, ssturated or unsaturated,

20 optionally at least mono-substituted afiphatic radical,

Q) R™ represents an unbranched or branched, saturated or uneaturated,
. optionally at isast mono-substiiuied aliphatic radical,

25 R'™ represents an optionally at least mono-subsituted aryl radical,

optionally in form of one of its sterecisomers, preferably enemtiomere or

diastereomers, its rmcemats or in form of a mbdure of at least two of its

stereoisomers, prefersbly anantiomers or diastereomers, in any mixing ratio,
30 or a physiologically accepiable salt thereof, or a solvate, respectively,

for the manufacture of a medicament for the prophylaxis and/or teatment of
food intake disorders; anxiety; panic; depression; cognitive disorders:
prefarably memory disorders; senile dementia processes, preferably selected

21
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from the group consisiing of Morbus Alzheimer, Morbus Parkinson, Morbus
Huntington; paychosis; infantie hyperkinesia; ADHC (attertion
deficivhyperacitivity disorder); disorders of the gastrointestinal tract,
preferably Intestine syndrom; schizophrenia or for cognitive enhancement.

Use acconding to clalm 21, chamacterized In that R™, R™, R®, R* are each
indepsndently selected from the group consisting of H, F, Cl, Br, en
unbranched or branched, saturated or unsaturated, optionally at least mono-
substituted C, s-aliphatic radical, a saturated or unseturated, oplionally at least
mono-substituted, optionally at least one heteroatom &s ring member
contsining Cag-cycioaliphatic radical, which may be bonded via en optionally
at least mono-substituted C,.g-alkylene group and/or may be corndensad with
an optionally at least mono-substitulsd mono- ar polycydic fing-system, an
optionafly at least mono-substituted, 5- or -membered aryl- or hetercaryl
radical, which may be bonded via an optionally at least mono-substituted C.o-
alkylsne group and/or may be condensed with an optionally st loast mono-
subsiituted mono- or polycycic ringsystem, a nitro group, a cyano group, -
OR'™, .OC(=O)R'"®, -SR'™, -SOR'®, -SO;R™", -NH-SO;R'**, -SO;NHz and &
NR'™R™ mojsty, preferably selected from the group consisting of H, F, Cl,
Br, u saturated, branched or unbranched, optionally at loast mono-substituted
Cy.s-aliphatic radical, a saturated, optionally at least mono-substituted,
optionally at Ieast one hetercatom as ring member containing Cs- or Ce-
cycloaliphatic radical, which may be bonded via an optionally at least mono-
substituted C;- or Cz-alkylene group, a nitro group, a cyano group, -OR'™, -
OC(=O)R"™, -SR> and -NR™R"* molety, more prefarably selectsd from the
group consisting of H, F, Cl, -CHa,'-CHzCHa, -CF3, -CFCFa, cyclopentyl,
cydiohexyl, nitro, cyano and -OR™,

Use according to claim 21 or 22, characterized in that R™ represents
hydrogen, an unbranchaed ar branched, saturated or unsaturated, optionally at
least mono-substituted C, g-aliphatic radical or a saturated or unsaturated,
opﬁmullygthastmm—suhsﬁw. optionally at least one heteroatom as ring
member containing Cae-cycloallphatic radical, preferably represents Hora
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branched or unbranched C,.g-alkyl radical, more prefoerably H, ~CH, or -
CHCHh.

Use according to any one of claims 21 to 23, characterized in that R™, R™,
R™ R™ are sach independently sslected from the group conalsting of
hydrogen, an unbranched or branched, saturated or unsaturated, optionally at
lsast mono-subsiituted Cyg-aliphsatic radical, a satwated or unsaturated,
opﬂonaﬂyathastmono—subuﬂﬂhd.opﬂomﬂyatluatumhmmum
member containing Cs.e-cycloaliphatic radical, a cyano group and a -COOR™
moiety, prefarably selected from the group consisting of H, a branched or
unbranched Cyg-alkyl radical, & cyano group and a COOR™ group, more
preferably from the group consisting of H, -CHa, ~-CH2CH; and a cyano molety.

Use according to any ons of claima 21 to 24, charactartzed in that W*
represents an unbranched or branched, saturated or unsaiurated, optionally at
least mono-substituted C;.e aliphatic redical, a saturated or unsaturated,
optionally at least mono-substituted, optionally at least one hetercatom as ring
member contaning Cs.s cycloaliphatic radical, which may be bondad via an
optionally at least mono-substituted Cr.¢-alkytene group and/or may be
condensed with an optionally at least mono-substituted mono- or polycyciic
ring-system, an optionally at least mono-subsiituted, 5- or 8-mambared aryl- or
hetercaryl radical, which may be bonded via an optionally at least mono-
substituted C1.¢- alkylene group and/or may be condensed with an optionally at
least mono-substituted mono- or polycyclic fing-system, 8 NR'™R"™-moisty or
a COR"®.moiety,

preferably Is selected from the group consisting of 1-Naphthyi-, 5-
Dimethylamino-napth-1-yi, 2-Naphthyl-, 2-Acetamido-4-methyl-6-thiezolyt-, 2-
Thismy}-, 8-Quinolinyt-, Phenyt-, Pentafluorophenyt-, 2,4 5-Trichloro-phenyt-,

2 5-Dichloro-phenyl-, 2-Nirophenyl-, 2,4-Dinltro-phenyt-, 3,5-Dichloro-2-
hydroxy-phenyl-, 2,4,6-Trisisopropy-phenyi-, 2-Mesityl-, 3-Nitro-phanyl-, 4-
Bromo-phenyl-, 4-Fluaro-phenyl-, 4-Chiorophenyt-, 4-Chioro-3-nitro-phenyt-, 4~
lodo-phanyt-, .N-Acetyl-sulfanilyl-, 4-Nitro-pheryl-, 4-Methoxy-phemyt-,
Benzolo-acid-4-y-, 4-tent-Butyl-phenyl-, p-Tolyl-, Trifluoromethyl-,




®

Trichloromethyl-, isopropyl-, Methyl-, Benzyl-, trans-styryl-, 2,2,2-
Triflworosthyt-, Ethyl-, Hexadecyl-, 2-Chioroethyl-, n-Propyl-, 3-Chioro-propyt,
n-Butyl-, Methyl-benzoate-2-yi-, 2-Nitro-4-(rifluoromettryl)-phenyl-,
Pentamethyl-phenyl-, 2,3,5,6-Tetramethyl-phenyl-, 3-(Trifluoromethyi)-phenyl-,
3,5-Bis(Trifluoromethyl)-phenyl-, Dichioromethyl-, Chicromathyl-, Dodecyl-, 1-
Ociyl-, 2,3,4-Trichioro-phenyt-, 2,5-Dimathoxy-phenyi-, 0-Tolyl, p-xylyl-2-yk-,
Benzoic-acid-3-yi-, 4-Chioro-3-{triflucromethyl)-phenytl-, 4-Chioro-5-nitro-
berumic acid-3-yi-, 8-(p-tolukiino)-naphth-2-y1-, 4-Methoxy-2,3,8-
trimethylphenyl-, 3,4-Dichiorophenyl-, 4,5-Dibromo-thiophene-2-yl-, 3-Chioro-
4-fluoro-phenyl-, 4-Ethyl-phemyl-, 4-n-Propyl-phanyl-, 4-(1.1-Dimethylpropyl)-
phenyl-, 4-isopropyl-phenyt-, 4-Bromo-2,5-difiuoro-phenyl-, 2-Fluoro-phanyt-,
3-Fluoro-phenyl-, 4-{Triflucromethoxy)-phenyt-, 4-(Triflusromethyl)-phenyl-,

2 4-Diflucro-phenyl-, 2,4-Dichloro-5-methyl-phenyl-, 4-Chioro-2,5-dimethyl-
phenyl-, 5-Disthylamino-napth-2-yi-, Berzoyl chiorkie-3-yi-, 2-Chioro-phenyl-,
1-Octadecyi-, 4-Bromo-2,5-dichioro-thiophene-3-yi-, 2.5-Dichloro-thiophens-3-
y+. 5-Chioro-thiophane-2-yi-, 2-Methy}-5-nitro-phenyi-, 2(Trifluoromethyl)-
phenyl-, 3-Chioro-phenyl-, 3,5-Dichioro-pheriy-, 1-Dscyl, 3-Methyl-phanyt-, 2-
Chioro-8-methyl-, 5-Bromo-2-methoxy-phenyt-, 3,4-Dimethoxy-phenyt-, 2-3-
Dichloro-phenyl-, 2-Bromo-phenyt-, 3,5-Dichioro-4-(2-chioro-4-nitrophenoxy)-
phenyl-, 2,3-Dichioro-thiophane-5-yi-, 3-Bromo-2-chloro-thiophene-5-yi-, 3-
Bromo-6-chioro-thiophene-2-yi-, 2-(Benzoylaminomethyl)-thiophene-5-yk, 4-
(Pheny-sulphonyl)-thiophene-2-yl-, 2-Phenyi-sulphonykthiophene-5-yl-, 3-
Chicro-2-msthyl-phenyl-, 2-{1-Methyl-5<{triflucromethyl)pyrazol-3-yi}-
thiophene-5-y#-, 5-Pyrid-2-yi-thiophena-2-yi-, 2-Chioro-S-{triflucromethyi)-
phenyl-, 2,6-Dichloro-phenyl-, 3-Bromo-phenyt-, 2{Trifluoromathoxy)-phenyt-,
4-Cyano-phenyl-, 2-Cyano-phenyl-, 4-n-Butoxy-phenyi-, 4-Acetamido-3-chioro-
pheryl, 2,5-Dibromo-3,6-diftuoro-phenyt, 5-Chioro-1,3-dimethyipyrazoie-4-yi-,
3.8-Dimethylisoxazole-4-yi-, 2-(2.4-Dichiorophenoxy}-phenyl-, 4-(2-Chloro-8- -
nitro-phenoxy)-phenyl-, 4-(3-Chloro-2-cyano-phenoxy)-phenyt-, 2,4-Dichioro-
phenyl-, 2,4-Dimethyl-1,3-thiazole-5-yi-, Methyl-methane-sulfonyl-, 2,5-Bls-
(2,2,2-Trifluorosthaxy)-phenyl-, 2-Chioro-4-{triflucromethyl)-phenyt-, 2-Chioro-
4-flucro-phenyl-, 5-Fluoro-2-methyl-phenyl-, 5-Chioro-2-methaxy-phenyl-,

2 4,6-Trichloro-phenyl-, 2-Hydroxy-benzoic acid-5-yi-, 5{Di-n-propylamino)-
naphth-1-yi-, 6-Msthoxy-m-tolyl-, 2,5-Difiucro-phenyl-, 2,4-Dimsthoxy-phenyl-,

24
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2,5-Dlbromo-phenyt-, 3,4-Dibromo-phenyl-, 2.2,5,7.8-Pentamathyl-chroman-6-
yk, 2-Methoxy-berzoic-acid-5-yi-, 5-Chioro-4-nitro-thiophens-2-yi-, 2,1.3-
Benzothladiazoie-4-yi-, 1-MsthyHimidazole-4-yl-, Benzofurazan-4-yi-, 2-
(Methoxycarbonyl)-thiophene-3-yi-, 5-(lecxazol-3-yi)-thiophene-2-yi-, 24,5
Trifiuoro-phenyl-, Biphenyl-4-yt-, Vinyl-phenyl-4-yl-, 2-Nitro-benzyt-, S-Dichioro-
methy-uran-2-yi-, 5-Bromo-thiophene-2-yi-, 5-(4-Chlorobsmzamidometiyl)-
thiophens-2-yk-, 2,6-Diflucro-phenyl-, 2,6-Dimsthoxy-4-nikro-phenyt-,
Dibenzo{b,dHuran-2-y}-, 2,3.4-Trifluoro-phenyt-, 3-Nitro-p-tolyl-, 4-Methoxy-2-
nitro-phenyl-, 3,4-Diftuoro-phenyl-, 4-(Bromosethyl)-phenyl-, 3,5-Dichioro-4~
hydroxy-phenyl-, 4-n-Amyl-phenyt-, 5-Chioro-3-methylbenzo[bl-thiophene-2-yi-
, 3-Methoxy-4-(methoxycarbonyl)-thiophene-2-yi-, 4-n-Butyl-phenyt-, 2-Chioro-
4-cyano-phenyl-, 5-[2-(Methyithio)-pyrimidin-4-yi-}-thiophene-2-y}-, 3,5-Dinltro-
4-methoxy-phenyl, 4-Bromo-2<(triflucromethoxy)-phenyl-, 4-Chioro-2,1,3-
Benzoxadiazole-7-yi-, 2-{1-Naplithyl)-ethyl-, 3-Cyano-phenyl-, 5-Chloro-2,1,3-
Berzoxadiazole-4-yl-, 3-Chioro-4-methyl-phenyl-, 4-Bromo-2-ethyl-phenyt-,
2.4-Dichioro-8-methyl-phenyl-, 8-Chioro-imidazo(2, 1-B)-thiaznle-8-yi-, 3-
Methyl-benzo[bHhiophene-2-yl-, 4-Methyl-sulphonyl-phenyl-, 2-Mathyl-
suiphonyl-phenyt-, 4-Bromo-2-methyl-phenyl-, 2,8-Dichioro-4-(tiflucromethyl)-
phenyl, 4-[3-Chioro-5-(trtflucromethyl)-2-pyridinylloxy]-phenyt-, 5-Chloro-
naphth-1-yi-, 5-Chioro-naphth-2-yi-, 8,1 0-Dibromoanthracane-2-yi-,
Isoquinoline-5-yi-, 4-Methoxy-2,3,8-ttmetinyl-phenyt-, 4'-Nitro-bipheryl-4-yt-,
[(4-Phanoxy)-phenyt-, (1 ,3-Dihydro-1-0x0-2H-isoindoj-2-yl-)}-4-phenyl-, 4-
Acstyl-phenyl-, 5-(2-Methyl-1 3-thiazole-4-yl)-thiophene-2-yi=, 5-(1-Methyl-3-
(trifluoromethyl)pyrazolS-yl-Hhiophane-2-yi-, 5-{5-Trifluoromethyi)-4soxazol-3-
ylHhiophene-2-y-, 2-lodo-phenyl-, p-Dodecyl-phenyt-, 4-{(3-Cyano-4-
methoxy-2-pyridinyloxy}-phenyl-, 4-(N-phthalimidinyl)}-phenyl-, 1,2,3.4-
Tetrahydro-z-(tﬁlll.nmacetyl)-hoqulno!lna-T-yI-. 4-Bromo-2-flucro-phenyts, 2.
Fluoro-5-{trifiuoromethyi)-phenyl-, 4-Fluoro-2-(triflucromethyl)-phenyt-, 4-
Fluoro-3-{trifluoromethyl)}-phenyl-, 2,4,6-Triftuoro-phenyt-, 3-
(Triflucromethoxy)-phenyl-, 1,.2-Dimethylimidazole-4-yi-, Ethyi-4-Carboxylate-
3.4+, 2.2,4,6,7-Pentamethyldinydrobenzofuran-5-yi-, 3-Bromo-2-
chioropyridine-5-yi-, 3-Methoxy-phenyl-, 2-Meathoxy-4-methyl-phenyt-, 2-
Chioro-4-flucrobenzolc-acid-5-vi-, 4-Chioro-naphth-1-yt, 2,5-Dichioro-4-nito-
thiophens-3-yi-, 4-{4-Methoxy-phenoxy)-phenyt-, 4-{4-Chioro-phencxy)-
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phenyt-, 4(3,5-Dichloro-phenoxy)-phenyt, 4(3,4-Dichloro-phencxy)-phenyi-,
4-(4-Fiworo-phenoxy)-phenyl-, 4-(4-Methyl-phenoxy)-phenyt-, 4-4-
(Trifluormethyl)-phenoxy-phenyt, 4-{3,5-Bis-(triflucromethyl)-phencxyl-phenyt-
, 3-{2-Methoxy-phencxy)-phenyt, [3-(2-Chioro-phenoxy)-phenyt-, 3-(2-Methyt-
phenoxy)-phenyk, 4-[2-(Trifluoromethyl)-phenoxy}-pheryl-, 3-Phenyl-phenyk-,
3-(4-Mathoxy-phenyl)-phenyl-, 3-(4-Chioro-phenyl)-phenyt-, 3-(3,5-Dichloro-
phenyl}-phenyl-, 34{3,4-Dichioro-phenyl)-phenyl-, 3{4-Fluorophenyi)-phemyt-,
3-{4-Methyiphenyl)}-phenyl-, 3-{4-(Trifluorometivyl)-phenyll-phenyl-, 3-13,5-Bis-
(Triluoromethyl)-phenyi}-phenyl-, 4-(4-Pyridyloxy)-phenyl)-, 4~(2-Methoxy-
phenaxy)-phenyl-, 4-(2-Chicro-phenaxy)-phenyl-, 4-(2-Methyl-phanaxy)-
phenyl-, 4-{4-Methaxy-phenaxy)-phenyt-, 4-{4-Chicrophenyl)-phenyl-, 43,3
Dichlorophenyl}-phenyt-, 4-(3,4-Dichiorophenyl)-phenyt-, 4-(4-Fluorophenyl)-
phenyt-. 4-(4-Methylphenyl)-phenyi-, 4-{4-(Triflucrmethyl)-phenyl}-phenyt-, 4-
[3.5-Bts-(Trifuoromettry)- phenyil-phenyh, [B-{Trifuoromethyl)-phenylmethy-
(4-Chiorophenyi)-methyi-, (3,5-Dichiorophsnyl)-mettiyt-, (3,5-Dichiorophenyl)-
methy}-, (4-Fluorophenyl)-methyl-, 4-Methylphanyimethyl-, (4-(Trifluoromethyl)-
phenyl-methyl-, Cyclopropyt-, 2<{2-Chiorophanyl)-2-Phenytethyt-, 2-(2-
Triflucromethylphenyl)-2-phenylethyl, 5{4-Cyano-1-methyl-5-(mathyithic)-1H-
pyrazol-3-y-thlophene-2-yi-, 3-Cyano-2,4-ble-(2.2.2-Trifluorothoxy)-pheryk-, 4-
[(2-Chioro-1,3-Thiazol-3-yi)-methaxy}-phenyl-, 3-Nitro-phenyimethyl-, 4-
Formylphenyl-, 2-(1,3-Dioxo-1,3-dihydro-isoindol-2-yi)-sthyl-, [3,5-Bis-
(Triflucromethyl)-phenyllmethyl-, (4-(2-Pyridyloxy)-phenyl)-, (4-(3-Pyridyloxy)-
phenyl)-, 5-lodo-naphth-1-yk-, Ethyl-2,5-dimethy}-1-phenyipyrrole-4-
carboxylate-3-yi-, Efiyl-2-methyl-1,5-diphenyl-1H-pyrrole-3-carboxylate-4-yt-,
Ethyt-5-(4-chlorophenyl)-2-methyl-3-furoate-4-yl, Ethyl-S-{(4-chiorophenyl)-2-
methyl-1-phenyl-3-carboxylate-4-yi-, Ethyl-2,5-dimethyl-3-furoata-4-yi-, 3-
Chioro-4-(1,3-dliaxo-2-Azaspiro[4,4)non-2-yl)-phenyl-, 5-Bromo-2,4-difluoro-
phenyk-, 5-Chioro-2,4-dHluorophenyl-, Coumarin-6-yl, 2-Methoxy-phenyl, (3-
Phanaxy)-phenyl-, 3-{(4-Msthoxy-phenaxy)-phenyi-, 3-(4-Chiorophenoxy)-
phenyl-, 3-(3,5-Dichiorophenoxy)-phenyt-, 3(3,4-Dichicrophanoxy)-phenyt-, 3-
(4-Fluorophenoxy)-phenyt-, 3-(4-Mathylphenoxy)-phenyt-, 3-[4-
(Trifluoromethyl)-phencxy}-phenyl-, 3-{3,5-(Trifluoromethyl)-phenoxy}-phenyt-,
3-[2-(Trifluoromethyi)-phencxy}-phenyt, 2,2-Diphenylethyl-, 4-Phanyt-S-
(trfiucromethyi)-thiophene-3-yi-, Methyl-4-Phenyl-5-(Trifluoromethyl)-




Enpf .2ei t:30/05/2005 15:38 AMENDED SHEET 45 p g3

Be-0i 813 P.BAND M7

thiophene-2-carboxylate-3-yi-, Methyl-1,2,8-frimethyipynole-3-Carboxylate-4-
yi-, 4-Fluoro-naphth-1-yt-, 3,5-Difiucrophenyt-, 3-Fluoro-4-methoxy-phanyl-, 4-
Chiloro-2,5-diflucraphenyt-, 2-Chioro-4,5-difluoro-phenyt-, 5-Fluoro-3-
methylbenzofb}-thiophene-2-yi-, Methyl-3-phenylproplonate-4-yl,
Dihydrocinnamic Acki-4-y}-, Methyl-2,5-dimethyl-3-fwoate-4-yi-, Methyi-2-
furoate-5-yi-, Msthyl-2-methyl-3-furoate-5-yi-, Methyl-1-methyi-1H-pyrrole-2-
Carboxylate-5-yi-, 2<(5-Chioro-1 ,2,4-Thiadlazol-3-yi)-thiophene-5-yi-, 1,3,5~
Trimethy-1H-pyrazole-4-yi-. 3-Chioro-5-fluoro-2-methyiphenyt-,
Pentafluorosthoxytetraflucroethyl-, 5-(5-lsoxazyl)-thiophene-2-yi-, 5-(5-
isoxazol-yl)-2-furyl-, 5-Methyl-2,1 .3-benmthiadiazole-4-yl-, Blphenyl-2-yl-, 2,3-
Dihydro-1,4-benzodioxine-8-yi-, 4-Methyl-Naphth-1-yi, 5-Methyl-2-
(Trifluormethyl)-3-Furyl-, 2 3-Dihydrobenzo[bjfuran-5-yi-, 1-Benzothiophene-3-
v}, 4-Methyl-3,4-dihydro-2H-1,4-Benzoxazine-7-yk-, 5-Methyl-1-phenyl-1H-

_pyrazole-4-yi-, §-Morpholino-3-Pyridinyl-, 4-{1H-Pyrazol-1-yi}-phenyt-, 6-

Phenoxy-3-Pyridyl-, 3,4-Dihydro-2H-1,5-benzodioxespine-7-yt-, 5-(1,3-Oxazol-
5-yi)-2-thienyl-, 4-(1,3-Oxazol-5-yl)-phenyl-, 5-Methyl-4-lsoxazoiyi, 2,1,3-
Benzothiadlazole-5-yi-, 3-Thienyl-, 2-Methyl-benzyl-, 3-Chloro-benzyl-, 5-
Acetamido-naphth-1-yl-, 3-Methyl-8-Quinoliny-, 4-Chioro-2-nitrophenyt-, 8-
Quinclinyl-, 1,3-Benzuthiazole-6-yl-, 2-Morpholino-3-Pyridyt-, 2,5-Dimethyl-3-
thienyl-, 8{5-(Chloromethyl)-1,2,4-oxadiazol-3-yi}-2-thienyl-, Ethyl-3-{5-yi-2-
thienyt11,2 4-oxadiazole-5-carboxylate-, 3-({5-Methyl-1,3,4-oxadlazoh2-y1)-
phenyl-, 4-lsopropoxyphenyt-, 2.4-Dibromopheny}-, 3-Cyano-4-flucrophenyl-,
2.5-Bla-{Trifluoromethyl)-phenyl, 2-Bromo-4-fiuorcphenyt-, 4-Bromeo-3-
fiuorophenyk, 4-{Diffucromethoxy)-phenyl-, 3-(Difiuoromethoxy)-phenyl-, 5~
Chioro-2-fluoro-phenyi-, 3-Chiloro-2-flucrophenyl-, 2-Fluoro-4-methyiphenyt-, 4
Nitro-3-(triflucrometiyl)-phenyl-, 3-Fluoro-4-methyiphenyt-, 4-Fluoro-2-
methyiphanyl-, 4-Bromo-3-(tiflvoromethyl)-phenyt-, 4-Bromo-2-
(trifluoromethyl)-phenyl-, 3-Bromo-5-(tiifluoromathyl)-phenyl-, 2-Bromo-4-
(trifluoromsthyl)-phenyl-, 2-Bromo-5-(bifiucromaethyl)-phenyl-, 2,4-Dichloro-§-
fluorophenyl-, 4,5-Dichicro-2-fluorophenyt-, 3,4,5-Triflucrophenyt-, 4-Chioro-2-
fluorophenyt-, 2.8romo-4, 8-Difiucrophenyl-, 2-Ethyiphenyi-, 4-Bromo-2-
chioropheny}-, 4-Bromo-2,6-dichiorophenyt-, 2-Bromo-4,8-dichioro-phenyi-, 4-
Bromo-2,8-dimethylphenyl-, 3,5-Dimethylphenyl-. 4-Bromo-3-methylphenyt-, 2-
Meathaoxy-4-nitrophenyl-. Z.Z-Dlmeﬂly_l-B-Chmrmnyl-. Ethyl-3,5-dimethyl-1H-

7
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pymole-2-carboxylats-4-yi-, Imidazo[1,2-Ajpyridine-3-yi-, 3-(1,3-Oxazol-5-y1)-
phenyt-, Ethyl-5-{4-yl)-phenyl}-2-methy}-3-furoate, Methy-3-(vi}4-
methoxybenzoats, 1-Pymolidinylphenylsulfonyl-, Mathyl-5-yi-4-methyl-2-
thiophene-carboxylate, Msthyl-3-y-4-{isopropyisulfonyl)-2-thiophens, 2-
Pyridyl-, 3-Fluoro-4-nitrophenyt-, 7-Chiorociwomone-3-yi-, 4'-Bromobiphenyl-4-
v 4"Acetyt-biphenyl-4-yi-, 4'-Bromo-2"-fluoro-biphenyl-4-yl-, 2-Chioro-4-(3-
propyt-Ureido)-pheanyl-, 3-(-Bromoacetyl)-phanyl-, 2-Bromo-3-(triflucrometiyl)-
phenyl-, 1-Methyl-S-lsatinyl-, 4-isopropyl-benzolc-acid-3-yi-, 2-Chloro-3-
thiophenecarboxylic-acid-5-yl-, 3-Pyridyl-, Cyciohexylmetiyl-, 2-Methoxy-5-(N-
phthalimidinyl)-pheny}-, 1-Benzothiophene-2-yi-, Morpholinophenytsulfonyt-, 3-
(2-Methy-4-pyrimidinyl)-phenyt-, and 2-Cyano-5-mathyiphenyt-.

Use according to any one of claims 21 to 25, characterized in that R'®
represents hydrogen, an unbranched or branched, saturated or unsaturated,
optionally at least mono-substituted Cy.e-aliphatic radical, a saturated or
unsaturated, optionally at least mono-substituted, optionally at least ons
hetercatom es ring mamber contalning Cag-Cycicaliphatic radical, which may
be bondad via an optionally at least mono-substiuted C,.e-alkylens group
and/or may be condénsed with an optionally at lsast mono-substituted mono-
or polycyciic ring-system, or an optionally at least mono-substituted, 5- or 8-
membered aryl- or heteroaryl radical, which may be bonded via an optionally
&t least mono-substituted Cys-alkylone group and/or may be condensed with
an optionally at least mono-substituted mono-~ or polycyciic ring-syatem,
preferably H, a linear or branched Cq-¢-8ikyl radica!, a cyciohexyl radical ora
phenyl radical, more preferably H, -CHs, -CzHs or phenyL.

Use according to any one of claims 21 to 26, charactarized in that R™™
represents hydrogen, an unbranched or branched, saiurated or unsaturated,
optionally at least mono-substituted C,raliphatic radical, a saturated or
unsaturated, optionally at lsast mono-substiiuted, optionally &t least one
hetercatom &s ring member containing Css-Cycioaliphatic radical, which may
be bonded via n optionally at least mono-substituted Cy.-alkylene group
and/or may be condensed with an optionally at least mono-substituted mono-
or polycydlic ring-system, or an optionally at least mono-substituted, S- or 8-
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membered aryh or heteroaryl redical, which mey be bonded via an optionally
at least mono-substituted C,.g-alkylene group and/or may be condensed with
an optionally at least mono-substituted mono- or polycydiic ring-system,
prafesably H, a linear or branched Cr--alkyl radical, a cyciohexyl radical or &
pheny! redical, more preferably H, -CHs, ~CzHs or phemyl.

Use according to any one of claima 21 to 27, characterized in that R™
represents an unbranched or branched, satwated or unsaturated, optionally at
least mono-substihted C4.e-aliphatic radical, a saturated or unsaturated,
optionally at least mono-substituted, optionaitly et ieast one heteroatom as ring
member containing Cs.e-cycioaliphatic radical, which may be bonded via an
optionally at leest mono-substituted Cra-alkylena group and/or may be
condensad with an optionally at least mono-substituted mono- or polycyclic
ﬂng-mwm.oranopuonallyatleastmno-auhsﬁuhd.&ore-mm
aryl- or heteroaryl mdical, which may be bonded via an optionally at least
mono-substituted C,.¢-alkylene group and/or may be condensed with an
optionally at least mono-substituted mono- or polycyciic fing-system,
preferably represents H. a linear or branched C--alkyl radical, a cyclohexyl
radical or a phenyl radical, more preferably H, -CHa, -C;H, or phenyl. ‘

Use according to any one of claims 21 to 28, characterizad in that R™ and
R™* are sach Independently sslected from the group consisting of hydrogen,
an unbranched or branchad, saturated or unsaturated, optionally at least
mono-substituted Cg-aliphatic radical, a saturated or unsaturated, optionally
at least mono-substituted, optionally at ieast one hetercatom as ring member
containing Ca.s-cycloaliphatic radical, which may be bonded via an optionally
at least mono-substihuted C,.¢-alkylene group and/or may be condensad with
an optionally at least mono-substituted mono- or polycyciic ring-system, or an
optionally at least mono-substituted, 5- or 6-membersd aryl- or heteroaryl
radical, which may be bonded via an optionally at least mono-substituted Ce-
alkylene group and/or may be condensed with an optionally at lsast mono~
substituted mono- or polycyclic ring-system, preferably are aach independently
selected from the group coneisting of H, a linear or branched Cq--aikyl radical,
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cyciohexyl and a phenyl radical, more preferably are each independantly
seledadﬁmnihegmupwmulmolli-cm.-czl'handphanﬂ.

Use according to any one of claims 21 t 28, characterized in that R™* and
R ogether with the bridging nitrogen atorn form a saturated, unsaturated or
aromatic, 5- or 6-membered heterocyclic ring, which may be at east mono-
substituted and/or contain at least one further heteroatom as a tring member,
preferably form an unsubstitutad plperkin or morpholine group.

Use according to any one of clalms 21 to 30, charactsrized in that R
represents hydrogen, an unbranched or branched, saturated or unsaturated,
optionslly &t lesst mono-substituted Cy g-alphatic radical, a salurated or
unsaturated, optionally at laast mono-substituted, optionally at least one
hetsroatom as ring member containing Cas-Cycioallphatic radical or an
optlonalystlautmnno-eubulihmd. S- or 8- membered aryl- or heteroaryt
redical, which maybnbondadviaanopﬁomlyathastnmm-suhsﬂuhd Cre-
alkylene group and/or may be condensed with an optionatly at least mono-
substtuted mono- or polycychic ring-system, preferably represents H, 8 Ilnaar
or branched Cr-e-alkyt radical, a cyciohexyl radical or a phenyl radical, more
preferably represants H, -Chs, -CzHa or phenyl.

Use according to any one of claims 21 1o 31, chamactarized in that R"™
represents an unbranched or branched, saturated or unsaturated, oplionally at
least mono-substituied C.., aliphatic radical, preferably an unbranched or
branched, saturated, unsubstituted Cy2 alkyl radical, more preferably @ methyl
radical. '

Use according to any one of claims 21 to 32 characterized In that R™
represents an unbranched or branched, saturated or unsaiurated, optionelly at
least mono-substituted Cy5 aliphatic radical, preferably an unbranched or
branched, saturated, unsubstituted Cs.s alkyl redical, more preferably 2 methyl
radical.
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34. Uss aecurdlngtoanyonaul‘dairns21 o 33, characterized In that one or more
benzoxazinone-derived sulfonamide cornpounds of general formula (la) are .

selected from the group consisting of.

1-[1-(Naphthyl—1-wlfonyll-plparidina-4-y|]-1 A-dihydro-barzo[d[1,3oxazin-2-
ona,

1<1-Phenylsulfonyt-piperidine-4-yi}-1 a-dihydro-benzo[dl[1,3}-oxazin-2-cne,

11 45-Chbro-3-maﬂ\ykbm[blﬂ1ioplwnym-wlhny|}plpendkn+yﬂ-1 4
dihydro-bereo[d][1 ,3joxazin-2-one,

_ 8-Methyt-1-{1-naphthyt-1-sulfonyi)-piperidine-4-yI-1.4-dihydro-

benzofdl[1,3joxazin-2-one,

1-[1-(quimlhe-8—oulfonyl)-plperldh-4-yll-1 ,4-dhydro-benzo[d]i[1.3joxazin-2-

8-Methyl-1-1-{quinoline-8-sulfonyl)-piperidin-4-y{}-1 4-dihydro-
benzo{d][1.3loxazin-2-ona,

14{1-{5-Dimethylamino-naphthyl-1 -sulfonyl)-plperidine-4-yi}-8-methyl-1,4-
dihydrobenzo[d][1,3joxazin-2-one,

141-(5-Dimethylaminc-naphthyl-1-sutfonyl)-piperidine-4-y[-1 A-dihydro-
benzo[dl{1 3loxazin-2-one,

1-[1-(2.3-D|chloro-phenylsulronylj-plpandlne-4-yll-1 JA-dihydro-
benzo[d][1,3)oxazin-2-0ne,

11 -(2.3-Didllom-phenylsdfonyl)-plpeﬁdln-4-y|]-8-lnaﬂwl-1 A-dihydro-
berzo[d)1,3)oxazin-2-one, and

|
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cormesponding salts thereof, or coresponding solvates thereof.

35. Use according to any one of claims 21-34 for the regulation of appetite.

38. Use accomding to any one of claims 21-34 for the reduction, increase or
maintenance of body weight.

37. Use according to any one of claims 21-34 for the prophylexis and/or freatment
(' of obasity.

38. Use according to any one of claims 21-34 for the prophylaxds and/or treatment
of buimia.

15 39, Usonwt.ndlmhanyom of claims 21-34 for the prophylaxis and/or treatment
of anorexia.

40, Useaccurdmbanyonaofclaknsﬁ-auurmepmphm and/or treatmennt
of cachexia.

41. Use according to any one of claims 21-34 for the prophylaxis and/or treatment
Q of type Ii diabetes.

32
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42. Benzoxazinone-derived sulfonamide compounds of genaral formula (Ib),
R'l

&

(1b)
5 whereln

R™ R®, R®, R® are each independently selected from the group consisting of
hydrogen, halogen, an unbranched or branched, saturated or unsaturated,
optionally at least mono-substituted allpheatic radical, a saturated or
unsaturated, optionally at laast mono-substituted, optionally at ieast one
heteroatom as ring member containing cycicaliphatic radical, which may be
bonded via an optionally st least mono-substituted alkylene group and/or may
be condensad with an optionally at least mono-substituted mono- or polycydiic
ring-system, an optionally at least mono-substituted aryl- or heteroaryl radical,
15 which may be bonded via an optionally at least mano-substituted alkylene
group and/or may be condensed with an optionally at least mono-substituted
mono- or polycydlic ringsystem, a nitro group, a cyano group, OR™, -
OC(=0)R"™, (C=0)-OR™®, SR™®, SOR™, -SO;R'™, -NH-SOR™, -
SO:NHz and a -NR™R' molety,

e

- —‘.—‘ - “
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R™ represents hydrogen, an unbranched or branched, saturated or
unsaturatad, optionally at least mono-substituted aliphatic radical ora
saturated or unsaturated, optionally at least mono-substituted, optionally at
Iaaﬂomhduuabmasﬁngmambarwmmcydoallphaﬁcmdhl.

R® R™, R®, R™ are each independently selectsd from the group conslsting of
hydrogen. an unbranched or branched, saturated or unsaturated, optionally at
|east mono-substituted aliphstic radical, a saturated or unsahwated, optionally
at least mono-substituted, optionally &t least one hetercatom as ring member
containing cyclosliphatic radical, @ cyano group and a -COOR™™ molety,

W® represents an unbranched or branched, saturated or unssturated, aliphatic
radical, which may be substituted by one or more substiluents ssiacted from
the group consisting of hydroxy, halogen, branched or unbrenched Ciq-alkoxy,
branched or unbranched C,.«perfiucroalkoxy, branched or unbranched Cr«-
perfluoroalkyl, amino, carboxy, amido, cyano, nito, -SONHz, -CO-Cr.calkyl, -
SO-Cye-alkyl, -SOzr-Cialkyl, -NH-SO-Cy¢alkyl , whersin the Cr4-alky! may
in each casa be branched or unbranched, an unsubstjtuted or at least mono-
substiited phenyl or naphthy! radical and en unsubstituted or at least mono-
substituted furanyl-, thienyl-, pyrrolyl-, imidezolyl-, pyrazolyl-, pyridinyt-,
pyrimidinyl-, quinolinyl- and Isoquinclinyl radical,

whersby saki substituents may be at least mono-substituted with F, Cl, methyl

and methoxy,

a saturated or unssturated, optionally at least one heteroatom as ring member
containing cycicallphatic radical,

whereby sald cycloaliphatic redical may be subsiituted by one or morm
subsituents selected from the group selected from the group consisting of
hydroxy, nitre, carbaxy, cyano, keto, halogan, Cs.zo-alkyl, partially fluorinated
C,.4 alkyl, partially chlorinated C14 slkyl, partially brominated Cy. alkyl, C1s-
alkoxy, partially fluorinated C14 8lkoxy, partielly chiorinated C,.4 alkaxy,
partially brominated Ci.4 alkoxy, Cze-alkenyl, S0-Cigalkyl, {(C=0)-Cy5-alkyl,
{C=0)-0-Cy.rraliyl, {C=0)-C}, -5-Cy.alkyt, {C=O}HH, -NH{C=0)-NH-Cy.s-
alkyl, (C=0)-Crs-perfiucroalicyl, -NRAR®, wherein R and R® are

34
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independently selectad from the group consisting of H, Cysalkyl and phenyl,
NH-{C=0)-C1-alkyl, -Cys-alkylen-(C=0)-C.s-alkyl, (1,3-Dihydro-1 -axo-2H-
isoindol-2-yl), N-Phthaiimidinyl-~, (1 .3-Dioxo-2-azaspiro[4,4}-non-2-yl,
substituted or unsubstituted phanyl, -SOz-phenyl, phenoxy, pyridinyi,
pyridinyloxy, pyrazolyl, pyrimidinyl, pyrrolidinyt-, -SOr-pymolldinyl, morpholinyl,
Soz-morplwllnyl- thiadlazoly!, oxadiazolyl, cxazolyl, thiazolyl, isoxazolyl, O-
CHy-thiazolyl, -NH-phenyl, and -Cr.r-Alkylen-NH-(C=0)-pheny,

whereby said smunhmybeaubsuhmwmuormmsuhuﬁm
salected from the group consisting of halogen, Nk, cyano, hydroxy, {C=0})-
Crartlkyl, Cralkyl, st l0ast partially fluorinated Cyc-alkyl, at laast partielly
chiorinated Cse-alkyl, at least pertially brominated Cye-alkyi. -S-Cralkyl, -
C{=0)-0-C1s-aliyl, (C=0)-CHeF, «{C=0)-CH-C and -(C=0)-CHz-Br,

and whereby ssid cycloallphatic radical mey be bonded via an optionally at
least mono-substituted alkylens group and/or may ba condensed with an
optionally at least mono-substituted aromatic mono- or polycyciic ring-system,

an opliunllyatlautnpm-s.buumhd ary}- or heteroaryl radical, which may
be bonded via an optionally st least mono-substituted alkylene group and/or
maybawndensadudmmoﬂhmllyuthastmm-eubaﬂmud mono- or
polycyclic ring-system, a NR"™R'™.molety or a COR'"®-molely,

R™™ represants hydrogen, &n unbranched or branched, seturated or
unsatweted, optionally at least mono-substituted aliphatic radical, a saturated
or unsaturated, optionally at least mono-substituted, optionally at least one

heteroatom as ring member containing cycloallphatic redical, which may be

bonded via an optionally at least mono-substifuted aikylens group and/or may
be condensed with an optionally &t least mono-substtuted mono- or polycyclic
ring-system, or an optionally at least mono-substituted aryl- or heteroaryl
radical, which may be bonded via an optionally at lsast mono-substltuted
alkylena group snd/or may be condensed with an optionally at least mono-
substituted mono- or polycyciic ring-system,
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R"™ represents hytrogen, an unbranched or branched, satursted or
unssturated, optionally at least mono-substituted allphetic redical, & saturated
or uneaturated, optionally at least mono-substituted, optionally at least one
hetercatom as ring member contalning cycloaliphatic radical, which may be
bonded via an optionally at least mono-substiutad alkylene group and/or may
be condensed with an opﬂonallyalbastmeubsﬂuudmno-orpnlycydic
ring-system, or an optionally at least mono-substituted aryl- or heteroaryl
radical, which may be bonded via an optionally et lsast mono-substiitutad
alkylene group and/or may be condsnsed with an optionally =t least mono-
substituted mono- or polycydlic ring-system,

R' reprasents an unbranched or branched, saturated or unsatureted,
optionally at lsast monu-substituted aliphetic radical, a saturated or
unsaturated, optionally at least mono-substituted, optionslly at least ona
heteroatom as ring member conteining cycloafiphatic radical, which may be
borﬂodvhmupﬂonallydhadmono—aMthWQMupmm
ba condensed with an optionally at least mono-substituted mono- or polycydiic
ring-system, or an optbmllyatleastmm-uatlubdaryl-urhmmryl
mdleal.uﬂﬂmybobondodviaanopﬂonallysthutnnm-subcumu
antylenegowandlormybeoommm:nopﬁomllyatmmun-
aubstituted mono- or polycyciic ring-system,

R™ and R' each are independently seiected from the group consisting of
hydrogen, an unbranched or branched, satursted of unsaturetsd, optionally at
least mono-substituted aliphatic radical, a saturated or unsaherated, optionally
at least mono-substituted, optionally at loest one heteroatom as ring member
contalning cycloaliphatic radical, which may be bonded via an optionally at
least mono-substituted alkylene group and/or may be condensed with an
optionally at least mono-substituted mono- or polycyciic ring-eystem, or an
optionally at least mono-substituted aryl- or heteroaryl radical, which may be
bonded via an optionally at lsast mono-substituted alkylene group and/or may
bs condensed with an optionally at least mono-substituted mono- or polycyciic

ring-system,

T-813 p.0aa/Am  F-307
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or R™ and R'® together with the bridging nitrogen etom form & saturated,

unsamﬁhdorammiﬁchqulcrlng.mmnwbeathutm
substituted and/or contain at Isast one further heteroatom as a ring member,

R' ropresents hydrogen, an unbranched or branched, saturated or
unsaturated, optionally at lsast mono-substituted akphatic radical, a satursted
or unsaturated, optionally &t least mono-substituted, optionally at least one
heteroatom as ring member containing cydioaliphatic radical or an optionafty at
jeast mono-substituted aryl- or heteroary! radical, which may be bonded via an
optionally st least mono-substiuted alkylene group and/or may be condensed
with an optionally st least mono-subsiituted mono- or polycyciic ring-system,

R'™ reprasents an unbranched or branched, seturstad or unsaturated,
optionally at least mono-substituted aliphatic redical,

R™ repressnts an unbranched or brenched, saturated or unsatumted,
optionally at least mono-subsfituted allphatic radical,

R'™ rgpresents an optionally at least mono-subsituted aryl radicel,

opﬁonnllylnfunnofonaofltsmolsomn. preferably enantiomers or
dhmlhmhormtomufammraofathuttwoofh
sterecisomers, preferably enantiomers or diestereomers, in amy mixing ratio,
or a physiclogically acceptable salt thereof, or a solvats, respactively.

Compounds according to claim 42, cheracterized in that R®, R® R® R®am
each Independently selected from the group consisting of H, F, Cl, Br, an
unbranched or branched, saturated or unsaturated, optionally at least mono-
substituted C,.g-liphatic radical, a saturated or unsaturated, optionally at lsast
mono-substituted, optionally at least ona heteroatom as sing member
containing Css-cycloaliphatic radical, which may ba boried via an optionally
st lemst mono-substituted C,s-alkylene group and/or may be condensed with
an optionafly st least mono-substituted mono- ar polycyclc ring-system, an
optionally st laast mono-substituted, 5- or -membered aryl- or heteroaryl

37
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radical, which may be bondodean_opdunnllyatlcastmno-WQ..-
alkylenegmupandlormybewndensadwlman optionally et least mono-
substituted mono- or polycyclic ringsystem, a nitro group, & cyano group, -
OR™, -OC{=O)R™", -SR'®, -SOR™, -SOR'®, NH-SO;R™, -SONHz and a
NR™R™ molety, preferably selected from the group conaisting of H, F, cl,
Br, & saturated, branched or unbranched. optionally at laast mono-substituted
C,y-aliphatic radical, a saturated, optionafly at least mono-substituted,
optionally st least one heteroatom as ring member containing Ca-or Co-
cycloaliphatic radical, which mey be bonded via an optionally at least mono-
substiuted C;- or Cr-alkyienp group, & nitro group, @ CYano group, -OR'™, -
OC(=O)R'®, -SR'® and NR™R' moiety, mors prefersbly selected from the
group consisting of H, F, C, Br, -CHa, -CH2CHs, ~CFa, -CFCF3, cyclopentyl,
cyciohexyl, niro, cyano and -OR™.

Compounds according to claim 42 or 43, charactertzed in that R® represents
hydrogen, an unbranched or branched, saturated or unsaturated, optionally at
least monc-substituted Cye-aliphatic radicel or 8 saturatad or unsaturated,
optionally at least mono-substituted, optionally at loast one heteroatom as g
member contalning Ca ¢-Cycloaliphatic radical, preferably represents H or a
branched or unbranched C.s-alkyl radical, more preferably H, -CHy or -
CH;CHa, moet preferably a hydrogen atom.

Compounds according to any one of clalms 42 1 44, characterized In that R®,
R™ R®, R® are each independently selected from the group consisting of
hydrogen, an unbranched or branched, seturated or unsaturated, optionally at
least mono-substituted Cqs-allphatic radicsl, a seturated or unsaturated,
optionally at least mono-substituted, optionally at least one hetercatom as ring
member conteining Cae-cycloaiiphstic redical, a cyeno group and a -COOR'™®
molety, preferably selected from the group consisting of H, a branched or
unbranched Cs.s-aliyl radical, a cyano group and 8 COOR'™ group, more
preferably from the group consisting of H, -CHy, -CH2CH; and a cyano molety,
most preferably each of R® R™, R® and R® represent a hydrogen atom.

R
AMENDED SHEET

T-213 P.041/000 P30T

el




WY-30-2009 14:42 D=l

13

® .

I3 PO F-RY

28 Eapf .20l 190/05/2005 15:59 AMENDED SHEET . , 1)

Compounds according to eny one of clalms 42 t 45, characterized in thet W*
represents an unbmnched or branched, seturated or unsaturated, Ci.a
aliphatic radical, which may be substituted by one or more substituents
selectsd from the group consisting of hydroy, halogen, branched or
unbranched Cysalkoxy, branched or unbranched Cyo-porfiuoroalkoxy,
branched or unbranched Cs-perfiucroalkyl, amino, carboxy, amkio, cyano,
nitro, -SOzNHz, -CO-Cre-alkyl, SO-Crsalkyl, -SOz-Cre-alicyl, NH-SO2-Cro-
aﬂqd.wluﬂnﬂw&&lkylmayhu&msebobwﬂndorum.m
unsubstituted or at least mono-substituted phenyl or naphthyl radical and an
unsubstitutad or at least mono-substinted furanyl-, thisnyl-, pymoiyt-,
Imidazolyl-, pyrazolyl-, pyridinyl-, pyrimidinyt-, quinoliny- and isoquinolinyl
ladlcaLwhmbylaidsubsﬁumhmaybeatha-tmno-wuﬂmhdwlmF,cL
metiyl and methoxy; B saturated or unsaturated, optionally st ieast one
hsteroatom as ring member contalning Czs Cycioallphatic radical,
whanbysaldcucydoaﬂpmﬂcradiulmaybeauhmuhymormm
substituents selected from the group selected from the group conalsting of
hydroxy, nitro, carboxy, cyano, keto, halogen, Cs-zo-alkyl, partially fluorinated
C1. aliyl, partially chiorinated Cs.4 alkyl, partially bromineted C.4 alkyl, Cis~
alkoxy, partially fluorinated Cy 4 alloxy, partially chiorinated Cy4 alkoxy,
partially brominated Cy alkoxy, Ca.s-alkenyl, SOz Ci.¢-alkyl, {C=0)-Cis-alky,
{C=0)-0-C+s-aliyl, {C=0)-CL -$-Cs salkyk, (C=0}-H, -NH-{C=O}-NH-Cy.s-
alkyl, {C=0)-Cr.-periuoroalkyl, -NRR®, wharein R*and R® are
Independently selected from the group consisting of H. Cisalkyl end phenyl,
NHL{C=0)-Cy.s-alkyl, -Crs-alkylen-(C=0)-C,s-aliyl, (1 ,3-Dihytro-1-0x0-2H-
Isoindol-2-y1), N-Phthalimidinyi-, (1,3-Dioxn-2-azasplrof4,4}-non-2-y,
substituted or unsubstituted phenyl, -SOx-phenyl, phenoxy, pyridinyl,
pyridinyloxy, pyrazolyl, pyrimidinyl, pyrolidinyl-, -SOz-pyrolidiny, morphofinyl,
SOmorphofinyl-, thisdiazoiyt, oxadiazolyl, oxazolyl. thiazolyl, isoxazolyl, O-
CHz-thiazolyl, -NH-phenyl, and -Cis-Alkylen-NH-(C=0)-phenyl,

whenaby said substhuents may be substituted by one or mare substituents
selected from the group consisting of halogen, nitro, cyano, hydroxy, {C=0)-

" Cyqalkyl, Cye-ulkyl, at loast partially fiuorinated C1c-alkyl, at least partially

chlorinated Cy-alkyl, 8t least partially brominated Ci-alkyl, S-Cy4-tilkyl, -
C(=0)-0-Ch.s-8kyl, {C=0)-CHz-F, (C=0)-CH-Cl and {C=0)-CHz-8r,
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and whereby eaid Cs4 cycicaliphatic radical may be bonded via an optionally
at least mono-substituted C,.s-8lkylene group and/or may be condensed with
an optionally at least mono-substituted aromatic mono- of polycyclic ring-

sysitem,

anopbnaﬂyatloestmm-sw.s-wﬂ-mmbomdmwormm
Mw.mmmmmmmmummmwcw
anqlu\ogmupandlormybemndanudwlhanopﬂonauyathastmm-
substituted mono- or polycyciic ring-eystem, & NR'™R".moisty or a COR™®-
molety, '

preforably W* represents

a linear or branchad Cq.z0-alkyl radical, preferably an alkyl mdical selected
from the group consisting of methyl, ethyl, n-propyl, iso-propyi, n=butyl, lso-
butyl, sec-butyl, tert-butyl and 1,1-dimethy-propyt; a inear or branched Czar-
alkenyl redical; prefarably a vinyl radical; -CFa; -CHF3; ~CH;F; -CCly; ~CHClz; -
CHCl; -CH2-CFy; -CHz CHz Ct; ~CHzCHz-CHyCl; ~CHx-S(=0)rCHy: a
cydlopropyl radical; a cyciobutyl radical: a cyclopentyl radical; a cyclohexyl
rdical: -CHa-cyclopropyl; -CHz-cyclobutyl; -CHzcyclopentyl: -CHz-cyciohexyl;
N{CHa)z: -N(C2He)zs -N(n-CHr-CHzChakss phenyl; benzyl; naphthyt; -CH=CH-
phenyl; (CF2)H{CF2)-O-phemy; (CHg)-naphtyl; {CHz)-(CHz)-naphthyi;
anthraceny}; -(C=0)-phenyt; thiophenyl; berzo[bRthiophenyl; furanyl; 2-oxo-2H-
chromenyl; dibenzofuranyl; 2 3-dihydrobenzofuranyl; chromanyl; 2,3-dihydro-
banzo[4,4dicodnyt; 3,4-dlhydro-2H-1,5-benzo-diaxspinyl; chromonyl 1H
imidazolyl; pyridinyl; pyrrolidine-2,5-diomyl; pymolyl; 1H-pyrazolyl; 1H-
pyrimidine-2,4-dionyl; quinolinyl; lsoquinoliny!; 1H-Benzoimidazolyt; 1.4
dihydro~quinexaline-2,3-dionyt; 1.2.3 A-tetrahydro-isoquinolinyt; 1,4-dihydro-
berzub}{1,4idlezepine-2,4-dionyt; 1,3-dihydro-1-oxo-2H-isoindolyl;
phthalimidinyt; 2<1,3-dioxo-1 S-dihydro-isoindol-2-yl)-ethyt; Imidazol1,2-
alpyridine; isatinyl; thiazolyl; 1,3-thlazolyt; 1,2,4-thiadlazolyl; imidazo[2.1-
bjthiazolyl; 1,3-benzothlazolyl; benzo[1 2, 5thiadiazolyl; 2-oxo-2,3-dihydro-
benzothlazolyl; 2,1,3-benzothiadiazolyt; imidazo[2,1-bjthiazolyl; Isoxazolyt;
benzo[1,2,6joxadlazoivi; berzold]isoxazolyl; benzofurazanyl;

D S 45 P83
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2-gxo-2,3-dihydro-benzooxazolyt; 3,4-dihydro-2H-benzo[1 ,Sjoxazinyt; or 2,1,3-
benzoxadiazolyl; '

whereby aach of these afore mentioned cyclic moleties may optionally be
5 smwmm1.2.3.4or5mhﬂapmdenﬂymmm
the group consisting of methyl; ethyi; n-propyl; lso-propyk; n-butyl; lso-
bulyl; sec-butyl; tert-butyl; 1,1-dimethyl-propyl; n-pentyl; vinyt
cyclopropyl; cyclobutyl; cyciopentyl; cyciohexyl; morpholino; methoxy;
ethoxy; N-propoxy; iso-propaxy; n-propoxy; F; Ci; Br; I; -CN; -OH; -CFs -
¢ CF;H; -CHaF; -CCl; -CClHy; -CHCl; -CHF; -CHr-CL-CHz-Br; {C=0)-
CHg-Br; -OCFs; “O-CHz-CFs; -O-CHFz; -NOz; -NHz: -N(CHo)z: -N(C2Hs: -
N(n-CHz-CH-CHa)s -N{n-CHz-CHa-CHz-CHa)z;-NH-(C=0)-CHs; -NH-
phenyl; (C=0)-CFs; {C=0)-0H; =O (oxo}; -(C=0)H; §(=0)CHa: -
S(=O)p-Isopropy}; -S(=0)k-phenyl; -S(=O)r-pyrrolidinyt; -S$(=0)r-

15 morphohino; ~CH)H{CHe{C=0)-0-CHx; -NH{C=0)}-NH-CHz-CHz-CHy; -
(C=0)-CHx; {C=0)-0-CHs; {C=0)-0-CzHs; +{CHz)-NH-{C=0)-phenyt; -
CHg-C{H)(phenyl){phenyi); -O-CHy-thiazolyl; 1,3-dloxo-2-
azaspiro[4.4Jnon-2-yi; phenyl; phenoxy; isoxazolyl; 1,3-oxazolyt; 1.2,4-,
oxadiazolyt; 1,3,4-oxadlezolyl; pyridinyl; pyridinyloxy; pyrazoiyl;

20 pyrimidiny! and phthelimidiny; and

r. whenbyeawofﬁecydlcmlcﬂasdmmmmemhwd
mbsumnhmopﬂona!lybawhsﬂlutadwh 1.2,3,40rb
substituents independently selected from the group consisting of

25 methyi; ethyt; n-propyl; iso-propyi; F; CE Br; I; CN;
—CHa-F; -CHy-Cl; -CHz-Br; -CF3 and -S-CH,,

more praferably W* represents

30 an alkyl radical selected from the group consisting of methyt; ethyl; n-propyk;
Iso-propyl; n-butyt; sec.butyl; iso-butyl and tert-butyl; vinyl (CHz=CH-); -
N(CHa); 1-naphthyl; benzyl; 2-naphtyt; phenyt; 2-methyl-phemyt; 3-methyl-
phenyl; 4-methy-phenyl; 2-ethyl-phemy; 3-ethyl-phenyl; 4-athyl-phenyl; 2-n-
propyl-phenyt; 3-n-propyt-phenyl; 4-n-propyt-phenyt; 2-isopropyl-phenyt; 3-

41
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isopropyl-phenyi; 4-isopropyl-phenyt; 2-n-butyl-phanyl; 3-n-butyl-phenyt; 4-n-
butyh pheyl; 2-iso-buty-phenyl; 3-iso-butyl-phenyl; 4-iso-butyl-phenyi; 2-tert-
butyl-phenyl; 3-teri-buty-phenyl; A-tert-butyl-phanyl; 1,1-dimethyipropyl-
phenyl; 2-cyclopentyl-phenyi; 3-cyclopentyl-phenyl; 4-cyclopentyl-phenyt 2-
cyclohexyl-phenyl; 3-cyciohexy-phenyt; 4-cyciohaxyl-phenyl; 2-methoxy-
phemyl; 3-methoxy-phenyt; 4-methoxy-phenyt; 2-gthoxy-phenyt; 3-ethoxy-
phenyl; 4-ethoxy-phenyl; 2-n-propoxy-phenyl; 3-n-propoxy-phenyt; 4-n-
propoxy-phenyl; 2-so-propoxy-phenyl; 3-sc-propoxy-pheiyl; 4-isopropoxy-
phenyl;2-fluoro-phemnyl; 3.fluoro-phenyt; 4-flucro-phenyl; 2-chioro-phenyl; 3-
chloro-phenyl; 4-chioro-phenyl; 2-bromo-pheanyt; 3-bromo-phenyt; 4-bromo-
phanyl; 2-trifiuoromethyl-phenyl; 3iriflucromethy-phenyl; 4-tiflucromethyl-
phenyl; 2-tifiuoromethoxy-phenyl; 3-trifluoromathioxy-phenyt; 4- _
iriftuoromethoxy-phenyl; 2-carboxy-phenyl; 3-carboxy-phenyl; 4-carboxy-
phenyl; 2-acetyl-phenyt; 3-acetyl-phemyl; 4-acetyl-phenyl; 2-(C=0)-0-CHy-
phenyl; 3-(C=0)-0-CHy-phenyl; 4-(C=0)-0-CHy-phenyl; 2-(CHz{CHH{C=0)-
O-CHy: 3-{CHzHCH)HC=0)-0-CHs; 4{CHHCHz){C=0)-O-CH; 2-cyano-

phenyl; 3-cyano-phenyl; 4-cyano-phenyl; 2-nitro-phenyt; 3-nitro-phenyi; 4-nitro-

phemyl; 4-{4-bromophenaxy)-phenyl; 2-methyisulfonyi-phemyl; 3-
methylsulfonyl-phenyl; 4-methyisulfonyt-phenyi; Z-Phﬂhvl-Phﬂﬂy_l (biphemyl-2-
yi); 3-phenykphenyl (biphenyl-3-yi); 4-phenyl-phenyl (biphenyl-4-yl); 2-
phenaxy-phenyl; 3-phanoxy-phenyl; 4-phencxy-phenyt; 2,A-dimethyl-phenyl;
3,4-dimethyl-phenyl; 2,4,6-trimethyl-phanyl; 2,3,5,8-tetramethyl-phenyl;
pentamaethyl-phenyl; 2 5-dimethaxy-phenyl; 3.4-dimethoxy-phenylk. 2,3-
dichloro-phenyl; 2 4-dichloro-phenyl; 2 5-dichloro-phenyl; 3,4-dichioro-phenyk
3,5-dichloro-phenyl; 2,6-dichioro-phenyl; 2 4-difluoro-phenyl; 3,4-difluomo-
pheny; 2,5-diflucro-phenyl; 2,6-dffluoro-phanyt; 3-chioro-2-fluoro-phenyl; 3-
chioro=4-flucro-phenyt; 8-chioro-2-fluoro-phenyi; 2,3.4-trichloro-phenyl; 2,4,5-
trichioro-phenyt; 2.4,8-trichioro-phenyl; 2,4,5-rifluoro-phenyl; 2,3 A-trifluoro-
phenyk; 2-chioro-4,5-difluoro-phenyt; 2-bromo-4-flucro-phenyl;, 2-bromo-4,6-
difiuoro-phenyi; 4-chloro-2,S-difluoro-phenyl; 5-chioro-2,4-diflucro-phenyt; 4~
bromo-2,5-dfluoro-phenyl; 5-bromo-2 4-difiucro-phenyl; pentafiuoro-phenyl;
2,4-dinitro-phenyl; 4-chloro-3-nitro-phenyl; 2-methyi-5-nitro-phenyl; 5-bromo-2-
mathoxy-phenyl; 3-chioro-2-methyl-phenyl; 4-bromo-3-methyl-phenyl; 4-
chioro-2,5-dimethyl-phenyl; 4-fluoro-3-methyl-phenyl; 3-flucro-2-methyl-

42
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pheny!; 2-nitro-4-uifluoromethyt-phenyl; 2-methoxy-4-methyt-phenyi: 3,5-
dichloro-2-hydroxy-phernyt; 3, 5-dichloro-4-hydroxy-phenyi; 5-chioro-2,4-
difiuoro-phenyt; 3-chioro-4-{(NHHC=0)-CHy-pheny; 2-chioro-8-methyl-phenyl;
2-chioro-5-triflucromethyt-phenyt; 2 - 4-bromo-
5 2-trifluvoromethoxy-phenyl; 4-bromo-2-triflucromethyl-phenyt; 4-bromo-3-
trifucromethyl-phanyt; 3-carboxy-4-fluoro-phenyt; 3-carboxy-4-chloro-8-fluoro-
phenyl; 4-methoxy-2,3,8-iimethyl-phenyi-; or one of the following groups:
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O~ Q
 H:CO{0= X

®

whersby In aach case X denotes the position by which the respective
substituent WP is bonded to the —SO2 group of formuta (Ib).

47
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47.

Compounds according to any one of claims 42 to 48, characterized in that R'®
represenis hydrogen, an unbranched or branched, saturated or unsaturated,
opticnally at lsast mono-substituted Cyg-aliphatic radical, a saturated or
unsatureted, optionafly at least mono-substituted, optionally at jeast one
heteroatom as fing member containing Cys-cycicallphatic radical, which may
be bonded via an optionally at least mono-substituted C,.g-alkylens group
and/or may be condensed with an optionally at lsast mono-substituted mono-
or polycyclic ring-systom, or an optionally at least mono-substituted, 5~ or6-
membered aryl- or heteroaryl radical, which may be bonded via an optionally
at least mono-substituted Cy.g-alkylene group and/or may be condansed with
an optionally at least mono-substiiuted mono- or polycydlic ring-system,
preferably H, & finear or branched Cy-w-alkyl radicsl, a cyclohexyi radicat ora
phenyl radical, more preferably H, ~CH,, -C;zHq o phemyl.

Compounds according o any one of claime 42 to 47, characterized In that R
represents hydrogen, an unbranched or branched, sstumated or unsaturated,
optionally &t least mono-substitutsd C.s-aliphatic radical, a saturated or
unsaturated, optionally at least mono-substituted, optionally at least one
heteroatom as ring member containing Cas-cycloaliphatic radical, which may
be bonded via an optionslly at lsast mono-substiuted Ci.e-alkylene group
and/or may be wndemedwlmanopumalyatlastmnu-ubm mono-
or polycydic ring-system, or an optionally at least mono-substituted, 5- or 8-
membered aryl- or heteroaryl radical, which may ba bonded via an oplionally
at least mono-substituted C.g-alikylane group and/or may be condensed Wwith
an optionally at least mono-gubstiwuted mono- or polycyclic ring-system,
preferably H, a inear or branched Cy~¢-alkyl radical, a cyciohexyl radical ora
phenyl radical, more preferably H, -CHa, -CzHs or phenyl.

Compounds according 1o any one of claims 42 to 48, characterized in that R™
represents an unbranched or branched, saturetad or unsaturated, optionally at
legst mono-substituted C,.c-aliphetic redical, a saturated or unsaturated,
optionally at least mono-substibuted, optionally at least one heteroatom as ring
member containing Ca.e-cycloaliphatic radical, which may be bonded via an
optionally at jeast mono-substituted C,.g-alkylena group and/or may be

48
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condensed with an optionally at least mono-substituted mono- or polycyclic
ring-eystsm, or an optionally at lsast mono-substiuted, 5- or 8- membered
ary}- or hetercaryl radical, which may be borxied via an optionally at least
mono-substituted Cyg-alkylens group and/or may be condensed with an
optionally at least mono-substituted mono- or polycyciic ring-system,
preferably represents H, a linear or branched Cr-alkyl radical, a cyciohexyl
radical or & phenyl radical, more preferably H, -CHa, ~CzHs or phenyl.

Compounds scconding to any one of claims 4210 49, chamctertzed In that R'™
and R™ are each independently selected from the group consisting of
hydrogen, an unbranched or branched, saturated or unssturated, opfionally at
least mono-substiuied Cy.e-aliphatic radical, a seturated or unsaturated,
optionally st lsast mono-substituted, opticnally at least one heterostom as fing
membsr containing Caa-cycioaliphatic radica), which may be bondsd via an
optionally at least mono-substituted c1-ralkylale group and/or may be
condensed with an optionally at least mono-subsiftuted mone- or polycyclic
ring-system, or an optionally at loast mono-substituted, 5- or 6-membered aryl-
or heteroaryl radical, which may be bonded via an optionally at lsast mono-
substituted C.g-alkylene group end/or may be condensed with an optionally at
{east mono-substituted mono- or polycyclic ring-system, preferably are each
independently selected from the group consisting of H, a finear or branched
C-c-alkyl radical, cyclohexyl and & phenyl radical, more preferably are each
independently selected from the group consisting of H, -CHa, -CeHs and
phenyl.

Compounds acconding to any one of claims 42 to 50, characterized in that R'®
and R™ together with the bridging nitrogen etom form a saturated,
unsaturated or aromatic, 5- or 8-membered heterocyclic ring, which may be at
least monc-substiuted and/or contain et least one further heteroatom as a ring
member, preferably form an unsubstituted piperidin or morpholina group.

48
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Compounds according to any one of claima 42 fo 51, characterizad In that R™
represents hydrogen, an unbranched or branched, saturated or unsaturated,
optionally at least mono-substituted C,g-aliphatic radical, a saturated or
unsaturated, optionally at least mono-substituted, optionally at least one
hetsroatom as ring member contalning Cxe-Cycloaliphatic radical or an
optionally at least mono-substituted, 5~ or 6- membered aryl- or hateroaryl
radical, which may ba bonded via an optionally at least mono-substituted Ci.e-
alkylene group and/or may be condensed with an optionally at least mono-
substituted mono- or polycyclic ring-system, preferably represents H, a finear
or branched Cy-p-alkyl radical, a cyclohexyl radical or a phenyl radical, more
preferably represants H, -CHa, -CzHs or phemyl.

Compounds according to any one of claims 42 to 52, characterized In that R™®
represents an unbranched or branched, sahwated or unsaturated, optionally at
least mono-substituted Cy.¢ allphatic radical, preferably an unbranched or
brenched, saturatad, unsubstituted C;.3 alkyl redical, mors preferably a metiyl
radical

CompoundsaunrdmwanyomofchlmﬂtosadﬂmubﬁmdmﬂlﬂtRm
repressnts an unbranched or branched, saturated or unsaturated, optionally at
least mono-substituted C, s allphatic redical, preferably an unbranched or
branched, saturated, unsubstituted Cy s alkyl radical, more preferably a methyl
radical

Compounds acvording to any ona of claims 42 to 54 characterized in that R'®
represents a phenyl radical, which is optionally at Isast mono-substiuted by a
C4.¢ aliphatic radical, more preferably a pheny! radicsl, which is optionally at
Ieast mono-substiuted by a methyl group.
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Compoundsuccordlmlnanyonaddaimsﬂto%. charactertzed in that

R™, R®, R®, R® are each independently selocted from the group conalsting of

a hydrogen atom; & fluorine atom; a chicrine atom; & bromine atom; a methyl
group and a methoXy group;

R™ rapresents a hydrogen atom;
R™, R R®, R™ each represent a hydrogen atom;

W* represunts

an elkyl radical selectad from the group consisiing of methyl; ethyl; n-pr:.upyl:
Iso-propyl; n-butyl; secbutyl; lso-butyl and tert-butyl; vinyl (CHz=CH}; -
N(CHa)z: 1-naphthyl; benzyl; 2-naphtyl; phenyi; 2-methyl-phenyt; 3-methyl-
phenyl; 4-methyl-phenyl; 2-sthyl-phemy; 3-athyl-phenyt; 4-ethyl-phenyf; 2-n-
propyt-phenyt; 3-n-propyl-phenyl; 4-npropy-phenyl; 2-lsopropy-phenyt; 3-
isopropyt-phenyl; 4-isopropyl-phenyl; 2--butyl-phenyl; 3-n-butyl-phenyl; 4-n-
butyl-phenyl; 2-so-butyl-phenyl; 3-iso-butyl-phenyl; 4-iso-butyl-phenyl; 2-tert-
buty-phenyl; 3-tert-butyt-phenyl; 4-tart-butyl-phenyt; 1,1-dimethyipropyt-
phenyk: 2-cyclopentyl-phemyt; 3-cyclopentyl-phenyl; 4-cyclopentyl-phemnyl 2-
cyclohexyh-phenyl; 3-cycichexyl-phemyt; 4-cyclohexyl-phemyl; 2-mathosxy-
phsnyl; 3-methoxy-phenyl; A-methoxy-phenyt; 2-ethoxy-phenyl; 3-ethoxy-
phenyl; 4-athoxy-phenyl; 2-n-propaxy-phenyl; 3-n-propoxy-phenyt; 41
oropoxy-phenyl; 2-isc-propoxy-pheny 3-190-propoxy-phemy; 4-1sopropaxy-
phenyl;2-fluorc-pheryl; 3-fluoro-phenyl; 4-flucro-phenyl; 2-chioro-phenyl; 3-
chioro-phenyl; 4-chioro-phenyl; 2-bromo-pheryl; 3-broma-phenyl; 4-bromo-
pheny}; 2-friflucromethyl-phenyl; 3-triflucromethyl-phanyl; 4-tsiftuoromethyl-
phenyl; 2-yrifluoromethaxy-phenyl; 3-trifluoromethoxy-pheny; 4-
trifiuoromethoxy-phenyl; 2-carboxy-phenyl; 3-carboxy-phenyl; 4-carboxy-
phenyl; 2-acetyl-phenyl; 3-acetyl-phenyt; 4-acetyl-phenyl; 2-{C=0)-0-CHx-
phenyt; 3{C=0)-O-CHxy-phenyl: 4-{C=0)-0-CH;-phenyl 2-(CHa){CH2HC=0)-
O-CHa: HCH;)-(CPI;J—(C-O)-O-CH:: 4-(CH:)-(CH¢)-(C=0)-0-CH:: 2-cyano-
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phenyl; 3-cyano-phenyt; 4-cyano-phenyl; 2-nitro-phenyl; S-nitro-phenyl; 4-nitro-
phenyl; 4-(4-bromophencuxy)-phemyl, 2-methyisulfonyl-phenyl; 3-
methylsulfonyt-phenyl; 4-metiryisulfonyl-phenyt; 2-phanyl-phenyl (bipheryt-2-
yi); 3-phenykphemyl (biphenyl-3-yi) 4-phenyl-phenyl (biphenyl-4-yl); 2-
phenoxy-phenyt; 3-phenoxy-phenyl; 4-phenaxy-phenyl; 2,4-dimsthyl-phenyl;
3,4-dimethyl-phenyl; 2.4,6-trimsthyl-phenyt; 2,3 5,6-tetramethyl-phenyl;
pentamethyl-phenyl; 2 5-dimethoxy-phenyl; 3,4-dimethoxy-phenyt; 2,3-
dichioro-phenyt; 2, 4-dichloro-phenyl; 2,5-dichioro-phenyl; 3,4-dichioro-phenyl;
3 5-dichioro-phenyl; 2,6-dichioro-phenyt: 2 4-diflucro-phenyl; 3.4-difluoro-
phanyt; 2,5-difiucro-phenyl; 2,6-difluoro-phenyt; 3-chioro-2-fluoro-phenyt; 3-
chioro-4-fluoro-phenyt; S-chioro-2-fluoro-phenyt; 2.9 4-trichloro-phenyl: 2,4,5-
trichloro-phenyl; 2.4,8-trichloro-phenyt; 2.4,8-rifluoro-phenyl; 2,3 4-rifluoro-
phenyl; 2-chioro-4,5-difluvoro-phenyl; 2-bromo-4-flucro-phenyl; 2-bromo-4,6-
difucro-phenyl; 4-chioro-2,6~diflucro-phenyl; S-chioro-2,4-difuoro-phemyl; 4-
bromo-2,5-difluoro-phenyl; 6-bromo-2,4-difluoro-phenyl; pentafiuoro-phenyl;
2,4-dinttro-phesyl; 4-chloro-S-nitro-phanyl; 2-methyl-5-nitro-phenyl; 5-bromo-2-
meathoxy-phanyl; 3-chioro-2-methyl-phenyl; 4-bromo-3-methyl-phenyl; 4-
chioro-2,5-dimethyl-phenyl; 4-fluoro-3-metityl-phenyl; 5-fuoro-2-methyl-
phenyt: 2-nitro-4-iflvoromethyl-phenyt; 2-methoxy-4-methyl-phenyl; 3,5
dichloro-2-hydroxy-phanyl; 3,5-dichloro-4-hydroxy-phenyl; S-chioro-2 4-
difiuoro-phenyl; 3-chioro-4-(NH)-{(C=0)-CHs-phanyi; 2-chloro-6-methyl-phenyl;
2-chioro-S-triflucromethyl-phenyl; 2-chioro-5-trifluoromethoxy-phenyt; 4-bromo-
2-triftucromethoxy-phenyl; 4-bromo-2-trifiuorometiyl-phenyt; 4-bromo-3-
trifivoromethyt-phenyl: 3-carboxy-4-fluoro-phenyl: 3-carboxy-4-chloro-8-fluoro-
phenyl; 4-methoxy-2,3,8-timethyl-phenyl-; or one of the following groups:
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substituent W® Is bonded to the —SOz group of formula (Ib).

optionally in form of one of its stereoisomers, preferably enantiomers or
diastereomers, its racemate or In form of a modure of at least two of its

10 stereoisomers, preferably enantiomers or diastersomers, in eny mixing retio,
or a physiologically acceptable salt thereof, ora solvate, raspectively.
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57. Compounds according to any one of claims 42 to 58 selected from the
following group:
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58. Process for the preparation of benzuxazinone-derived sulfonamide
compounds of general formula (Ib) according to one or more of claims 42 to
ST.WMMHMMMMnIuﬂmpMm
compound of general formula (1Ib), wherein R™™ to R™ have the meaning
according to one or more of claims 42-57 and/or a salt, preferably a

hydrochlorkie salt, thereof,

O-. Raawn-'
NN

R® N R
H

(Iib)

with at least one compound of general hn_'nuh (uib),

(lid)

15
wherein W* has the meaning ecconding to one or more of claims 42-57, Ina
sultable reaction medium, optionally in the presence of at lsast one base
and/or at least one awdllary agent.

20

an .
AMENDED SHEET

Fanf ani ¢ QVAR/SOMR 15°RN and e AN P MM




T84 P.OR/NS  F-AT

Process for the preparation of @ physiclogically acceptable salt of the

59.
benzoxazinone-derived sulphonamide compounds according to claims 42-57,
charactesized in that at least one compound of general formula (Ib) having at
jeast one basicgroup s raadadwiﬂlatleatoneadd.prahnblyanlnmgmlc

L oromanlcadd.ptdamblyinmaprumeaufammmnﬁnnnndiun.
60. Pmbrmapnpamﬂono!aphydologhﬂympubbaﬂwfm

dﬂﬂdﬂizndhﬂﬂtathastommmpourdofgmeralfunmh(lb)mat
Iustomnddlcgtuuplsmchdwlmatlustomhasu. preferably in the

C

‘ pmenuel'laihbhmclbnmm
Medicament comprising at least one benzoxazinone-derivad sulphonamide
compound amoﬂlngbanyomddalrm&-ﬂandopﬁondlyomorm
phumacwﬂclllyacmptabhamm
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benzoxazinone-derived sulphonamkie compounds according to claims 42-57, :
i

i

:

01. :
!

|

|

|

|'

Medicamant according to claim 81 for the prophytaxis and/or treatment of food
intake disorders, prefurably for the regulation of appetite, for the maintenancs, !
hausoorradudionofbodymightfurﬂupmphymwormmltuf |l
2 obestty, for the prophyiexis and/or treatment of bullmia, for the prophyleaxis ;
and/or treatment of anorexia, brmepmphyluhnndbrmudcad\aﬁa.:

(j brﬂupmandlwtmtypelldm (non-insulin dependent

. diabetes meiltus).

Medicament according to claim 81 for the prophyiaxds and/or treatment of
gastrointestinal disorders, preferably irritable colon gsyndrome; for the
prophylaxis and/or treatment of disorders of the central nervous system; for
mOpmphyhﬁaalﬂomumntofamdaty:hrmpmphymm
munamanclthda:hrmehybilandlorUeaMddm
the prophylaxis and/or treatment of bipolar disorders; for the prophylads
and/or treatment cognitive disorders, preferably memory disorders; for
lmpmvunallofuognm«oreugnm enhancement); for the prophylaxie
and/or treatment of senile dementia; for the prophylaxis and/or treatment of
psychusis; for the prophylexds and/or treatment neurodegenerative disorders;

|
;
|
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|
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prafemblyulechdﬁomthagmupmmlsﬁngofmrbmm. Morbus |
Paﬂhson.mmusuunummnwmupbsumob:hmopmphm .
and/or treatment of schizophrenia or for the prophyleds and/or reatment
hyperaciivity disorder (ADHD, attention defick, hyperactivity disorder). !

thedatleastmwm-duiwd sulphonamide compound
aunordmwwomcfdalmsu-ﬁrortm nunuhchnofamedicunpernfml'

the prophylaxis and/or treatment of food intaike disorders.

Use according to claim 64 for the regulation of appetite, for the reduction,

i\aaauorminlamnuofbodywolghthrmpmphymuﬂhrmlli
dm,ﬂunprmdbrmmabmnhrMpmw!
uﬂrnﬂmwmm:hrmwmmmwnddr
orfurﬂnpmphylmdluﬂbruutnmdtypnllm.
Uuufutlu-lomwno-deﬂwdsubmmidowm :
aewrdlngtuarwomofdaﬁmﬂ-ﬁ?formemnﬁmaofanﬁdwq
mapmphyhﬁllndlormahnmtofofguhohwﬂldhmdﬂl.pnhnbly I
Innabhcobnayndwml:formapmplwbdsnrﬂorwaHnHﬂofmm
mmmw;mmmwammdmfor
unpmpmla:dsandlormunﬂltpalicamdxforuupmphymmdhr .
uaaunantofdaprnsabn:forﬂwpmﬂlybdiandbrmmdbbohr I
dmm:wmmWMrmmmmMmpmlly
memory disorders; for improvament of cognition {for cognitive enhancement);
for the pmphylmﬁswcrmbmmawmdammﬂa:forme prophylaxis |
arﬂlorueatnnntofpaydwa’n:furmpmphybdsandluruum :
mmgmmdhodon:pmbwnhmdﬂommemwmm
Morbus Alzhelmer, Morbus Parkinaon, Morbus Huntington and Multiple |
samwmmpmmmmdmphmormme |
prophylaxis and/or reatment hypemeﬂviwm(ADHD. attention ddlclt.

hypersctivity disorder).
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IREPUBLICA DE COLOMBIA
BUPERINTENDENCIA DE INDUSTRIA Y COMERCI GZQ-

Bogoté,
2030
Doctor{a) \
RODRIGUEZ DILIA MARTA 5
Apoderado(a) y/o Represantante de \
LABORATORIOS DEL DR ESTEVE B.A Q’
REFERENCIA Radicacifn No. . 6 7787

Holicitud internacicmal EP2004/008507

. ) Fecha inicio fase naclonal 28/02/2006

Trimite : 11

Evento are

Actuacién 430

Oficic No. " 316K

Como resultado del examen de forma, realirado con fundamento em el articulo 38 de
la Decisién 486 de la Comisiém de la Comunidad Andina, articulo 27 del Tratado da
CooperaciSn en Materia de Patentes (PCT), regla 51 bis del Reglamento y Circular
fmica de la Superintendencia ds Industria y Comercio, se le comunica que:

1. La solicitud no contiens la copla del documento en que consta la cesién del
derecho a la patente del inventor al solicitante o a su causante. (Art. 26-k)
Declisibn 486.

En cumplimiento de lo dispuesto por el articulo 39 de la Decisifm 486, se le
requiere para que dentro del término de dos meses siguientes a la fecha de
notificacién del presente oficio, complete los requisitos anteriormente enunciados.
En caso de no dar cumplimiento al pressnte requerimiento, la solicitud se
considerard abandonada y perderi su prelacién.

Notifigquese el presente oficio conforme a lo dispuesto en el numeral 5.2, literal
a), del capitulo gquinto titulo primero de la Circular Unica Xo.10 dea 2001.

ALIX CARMENTZA ES DE VERGEL
Jefe de la diviglém de Nuevas Creaclones

El anteriory regquarimiento fue notificado por ' fijaciém en lista de
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