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15.: The compounds according to one or more of claims 101014, oharactered In 

that A and D together with the carbon atom to which they are bonded, form a 

r?Ca cycloalkyl ring, preferably a cyc!ohergl ring. 

5 16-- A process for obtaining a sulfonamide derivative of general formula (Is) and/or 

(lb), according to one or more of claims Ito 15, characterized in that at least 

- one compound of general formula (II), or one of its suitably protected 

derivatives, 

wherein A and B have the meaning according to one or more of claims I to 15 

and X is an acceptable leaving group, preferably an halogen atom, mole 

preferably chlorine, is reacted with at least one substituted indole of general 

15 formula (Ill) 

(CIWRI 

Fe 

(Ill) 

wherein RtR6 and n have the meaning according to one or more of claims I 

to 15, or one of their suitable protected derivatives, and, W necessary, the 

20 protective groups are removed. 
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17.- A process for obtaining a sulfonamide derivative of general formula (Ia) and/or 

(Ib) according to one or more of claims 1-15, wherein one or more substituents 

R2, R3. R4. R5 or R° represtent a nitro group, characterized in that a 
5 sujfonamrde derivative of corresponding general formula (Is) and/or lb) is 

reduced to a sulfonamide derivative of corresponding general formula (to) 

andlor(lb), wherein one or more substituents R2. R3, R4, Rs Or RB represent an 
amino group. 

10 18.- A process (or preçiadng the sets, preferably the plwsioIocay acceptable 

salts of the compounds of general formula (la) and/or (Ib), according to One Or 

more of claims Ito 15, consisting of reacting at least one compound of the 

general formula (Is) and/ort least one compound of the general formula (lb) 

with a mineral acid or organic acid in a suitable solvent. 
15 

19.- A medicament comprising at Feast one compound according to one or more of 

claims 1 to 9 and optionally tone or mole pharmacologically acceptable 
excipients. 

20 20.- A medicament according to claim 19, fbr 5-HI5 receptor regulation for the 

prophylaxis and/or treatment of a disorder or disease related to food intake, 
preferably for the regulation of appetite, far the maintenance, increase Or 

reduction of body weight, for the prophylaxis and/or treatment of obesity, 
bullrnla, anorexia, cachexia or type 11diabetes (non insulin dependent diabetes 

25 meilitus), Preferably type Ii diabetes caused by obesity, for the prophylaxis 

and/or treatment of gastrointestinal tract disorders, preferably imitable bowel 

syndrome for cognitive sttancement, far the propglat andior treatment of 
disorders of fire central nervous system, anxiety, panic disorders, depression, 
preferably bipolar disorders, cognitive memory disorders, senile dementia 

30 processes, neurodegenerative disorders, preferably Alzheimer’s disease. 
Parkinson’s disease, Huntington’s disease and/or multiple sclerosis, 

schizophrenia, psychosis or infantile hypeil<inesia (ADHO, attention deficit / 
hyperactivity disorder), 
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preferablyfor 5-I-ITh receptor regulation, for the prophylaxis and/or 
treatment of a disorder or disease related to food intake, preferably for the 
regulation of appetite, for the maintenance increase or reduction of body 
weight, forms prophylaxis and/or treatment of obesity, bulirnia, anorexia, 

S cachexia or type ii diabetes (non insulin dependent diabetes rnellitus), 
preferably type It diabetes caused by obesity, for the prophylaxis and/or 
treatment of gastrointestinal tract disorders, preferably irritable bowel 
syndrome, 

10 21.- The use of al least one compound according to one or mom of claims I tog 
for me manufacture of a medicament for 6-HI0 receptor regulation. 

22.- The use of at least one compound according to one or note of claims I too 
for the manutacture of a medicament hr the prophylaxis and/or treatment of a 

15 disorder or disease related %n food make. 

23.- The use of at least one compound according to one ormom of claims I 
to9 for me manufacture of   medicament for the regulation of appetite. 

20 24.- The use of at least one compound accordIng to one or more of claims I too 
far the manufacture of a medicament far Me maintenance. Increase or 
reduction of body weight. 

25.- The use of at least one compound according to one or more of claims I to 9 
25 for the manufacture of a medicament for the prophylrncis and/or treatment of 

obesity. 

26.- The use of at least one compound according to one or more of claims i tog 
for the manufacture of a medicament for the prophylaxis and/or treatment of 

I 30 bulimia. 

27.- The use of at least one compound according to one or more of claims I to 
for the manufacture of a Medicament the prophylaxis and/or treatment of 
anorexia. 

12 
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28.- The use otat least one compound according to one or-more of clakns Ito 9 

for the manufacture of a medicament for the prophylaxis and/or treatment of 

cachexia. 

29.- The use of at least one compound according to one or more of cialm& I to 9 

for the manufacture of a medicament for the prophylaxis andlor treatment of 

type Ii diabetes (non insulin dependent diabetes mellitus), preferably type Ii 

diabetes caused by obesity. 

30.- The use of at least one compound accoTding to one or more of claims I to 9 

forthe manufacture of a medicament forthe manufacture of a medicamentfor 

the prophylaxis and/ortreatmer’t orgastrointestinal tract disorders. 

15 31,- The use of at least one compound according to one or morn of claims Ito 9 

For the manufacture of a medicamont for the prophylaxis and/or treatment of 

r1tabie bowel syndrome. 

32.- The use ofat least one compound according to One or more of claims I tog 

20 for Vie manufacture of a medicament for the prophylaxis andlortreatment of 

anxIec 

33.- The use of at least one compound according to one or more of claims I to 9 

for the manufacture ate medicament for the prophylaxis and/or treatment of 

25 depression. 

34. The use oral least one compound according to one more of claims 1 to   

tbr the manufacture of a medicament for the prophylaxis and/or treatment of 

bipolar disorders. 

30 

35,- The use of at least one compound according to one or more of cjaims Ito 9 

for the manufacture of a medicament for the prophylaxis and/or treatment of 

cognitive memory disorders. 

13 

AMENDED SHEET 



02-06-2005 
r1EP20041008516 

EP0408516 YN 
36.- The use of at least one compound according to one or more of claims ito 9 

far the manufacture of a medicament for the prophylaxis and/or treatment of 
senile dementia processes. 

5 37.- The use of at least one compound according to one or more of claims I to 9 
for the manufacture of a medicament for the prophylaxis and/or treatment of 
AIheimers Disease. 

38.- The use of at least one compound according to one or more of claims I to 9 
10 far the ansensufadure of a medicament for the prophylaxis and/or treatment of 

Parkinson’s Disease. 

39.- The use of at least one compound according to one or more of claims I to 9 
for the manufacture of a medicament for the prophylaxis and/or treatment of 

15 Huntington’s Disease. 

40.- The use of at least one compound according  one or mom of claims Ito 9 
for the manufacture of a medicament for the prophylaxis and/or treatment of 
Multiple Sclerosis. 

zi1 

41.- The use of at sessions compound according to one or more of claims I to 9 
for the manufacture of a medicament tor the prophylaxis arid/ortreahtient of 
dementlas in which a cognitive deficit predominates, 

25 42.- The use of at least one compound according to one or more of claims I to 9 
for the manufacturer of a medicament for the prophylaxis and/or treatment of 
psychosis. 

43.- The use of at least one compound according to one or more of claims I to 9 
30 forte manufacture of a medicament for the prophylaxis and/ortreatment of 

infantile hyperkinesia (ADI-ID, attention deficit / hyperactivity disorder), 

14 
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The use of at least one compound according to one or more of claims I toG 

for the manufacture of a medicament for the prophylaxis and/or treatment of 

dFsorders of the central nervous system. 

5 - 45.- The use of at least one compound according to one Armors of claims Ito 9 

far the manufacture of   nedicament for the prophylaxis and/or treatterit of 

schizophrenia. 

46.- The use of at least one compound according to one or more of claims I to 

10 forte manufacture ole medicament for cognve enhancement. 

47. A medicament comprising at least one compound according to one or more of 

claims 9th 15 and optionally at least one or more of pharmacologically 

acceptable excipients. 

15 

48> A medicament according La c?aku 47 for 5-EET6 ncoptor raguia&an, for the 

prophylaxis andlortreatment of  d Isom eror disease related to toad Intake, 

preferably forthe regulation ofappetite, forthe maintenance, increase or 
reduction of body weight, for the prophylaxis a Millar treatment of obesity, 

20 bulimla, anorexia, cachexia or type II diabetes (non insulin dependent diabetes 

me)I&is), prefenby We 11 diabetes caused by obesity, for the prophylaxis 

and/or treatment of gastrointestinal tract disorders, preferably irritable bowel 

syndrome, for cognitNe enhancement, for the prophylaxis andor treatment of 

Maddens of the central nervous system, anxiety, panic disorders, depression. 

25 preferably bipolar disorders, cognitive memory disorders, senIle dementia 

processes, iiewodegenerative disorders, preferabiyAlzbeimer’s disease 

Paildnson’s disease, Huntington’s disease and/or multiple sclerosis, 

schizophrenia, psychosis or infantile hyperklnesia (ADHD, attention deficit! 

hyperactivity disorder), 

30 

preferabiy for cognitIve enhancement, for the prophylaxis and/or treatment of 

disorders of the central nervous system, anxiety, panic disorders, depression, 

preferably bipolar disorders, cognitive memory disorders, senile dementia 

processes, neurodegenerative disorders, preferably Alzheimer s disease, 

15 
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- Parkinson’s disease, Fiuntingtons disease and multiple sclerosis, 

schizophrenia, psychosis or infantile hyperkinesia (AGHQ, attention deticit/ 

hyperactivity disorder). 

5 49.- The use of at least one compound according to one or more of claims IOta 15 

for the manufacture of a n,edicamentfor 5-His receptor regulation. 

50.- The use of at least one compound according to one ormore of claims etc 15 

for the manufacture of a medcament for the prophylaxis and/or treatment of a 

10 disorder or disease related to food intake. 

51-- The use of at least one compound according to one or more of claIms 10 to 15 

for the manufacture of a medicament for the regulation of appetite. 

15 52.- Theuseofatieestonecompound according tooneormoreofolalnn 10th 15 

I 
for the manufacture of a medicament for the maintenance, increase or 

I reduction of body weight. 

53.- The use of at leastone compound accordIng to one or more ofataims IOW 15 
20 parties manufacture of  medicament for the popbt4s end/or &ealmentof 

obesity. 

54.- The use of at least one compound according to one or more of clalme 10 to IS 

for the manufacture at a medicament for the prophylaxis and/or treatment of 

25 buHmia. 

55.- The use del  least one compound according to one or more of claims 10 to 1$ 

for the manufacture of a medicament forthe prophylaxis and/or treatment of 

anorexia. 

56.- The use ofat least one compound according o one or more ofcIms Iota 1$ 

’or the manufacture oF a medicament for the prophylaxis and/or treatment of 

cachexia. 
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57.- The use Wet least one compound according more or more of claIms 10 to 15 

for the manufacture of a medicament for the prophylaxis and/or treatment of 

type II diabetes (non-Insulin-dependent diabetes mellitus), preferably type If 

diabetes caused by obesity. 

58.- The use of at least one compound according to one or more of claims 10 to 15 

for the manufacture of   medicamerit for the prophylaxis andlortreatment of 

gastrointestinal tract disorders. 

10 59.- The use of at least one cornpoundaccorthng to one or were ofclakns 10 to 15 

for the manufacture of a medicament for the prophylaxis and/or treatment of 

lmtable bowel syndrome, 

15 60.- The use of at least one compound according to one or more of claims 10 to 16 

for the manufacture of a medicament for the prophylaxis and/or treatment of 

anxiety. 

61.- The use Wet lecterns compound according to one or more ofolaims 101015 

20 far fire manufacture of a medicament for the prophylaxis aridiortreatrnent of 

depression. 

62-- The use of at least one compound according to one ormoro oIclalms 10 to IS 

for she manufacture of a medicament for the prophylads andiortreatment of 

25 bipolar disorders. 

63.- The use of at least one compound according to one or more of claims 10 to 15 

for she manufacture ofa medicament for fee prophylaxis sector treatmelltof 

cogniUve memory disorders. 

30 

64.- The use of at least one compound according to one or more of claims 10 to 15 

for the manufacture of a medicament for the prophylaxis and/or treatment of 

senile dementia processes. 

IT 
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65.- The use of at least one compound according to one arrears of claims 10 to 15 
forihe manufacture do medicament for the prophylaxis and/or treatment Of 
Almeimer’s Disease. 

5 66.- The use of at least one compound screening to one or more of claims 10 to 15 
torthe manufacture of   medicament forthe prophyaxlsand/ortreaentof 
Parkinson’s Disease. 

67.- The use of at least one compound according to one or more of ctaWis 10 to 15 
10 for the manufacture of a medicament for the prophylaxis end/or treatment of 

Huntington’s Disease. 

By, The use of at least one compound according to one or more of claims 10 to 15 
for the manufacture of a mSament for the prophylaxis and/or treatment of 

15 Multiple Sclerosis. 

20 

69.- The use of at least one compound according to one or more of cialms ID to 15 
farthe manufacture of a medicament for the prophylaxis and!or treatment of 
dementia; in which a cognitive deficit predomkiates. 

70.- The use of at least one compound according to one or more ofclaims 40 to 15 
Ibr the manufacture eta medicament fertile prophylaxis arid/or treatment of 
psychosis. 

25 11.- The use of at east cne compound according to one or more of claims 10 to 15 
for the manufacture of a medicament for the prophylaxis and/or treatment of 
Infantile hyperkinesia (ADHO, attention deficit! hyperactivity disorder). 

72.- The use of at least one compound according to one or more of claims 10 to 15 
30 for the manufacture of a medicament for Me prophylaxis and/or treatment of 

disorders or the central nervous system, 

18 
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1. coupuestos de sulzonaMda da rdrmula general (IC), 

cii donde 

R1 representa nfl radical _NR?Ra a in radical sattirado 

insaturado, cpc4onalmenta per lo medal mano eustitvido, 

10 qtie contiene opcionalrnente par In merlos Un hetaroitomo con 

Un mieoibco del anillo qne puede estar condeneado can un 

sisteme de anillo cicloalfltico 100120 0 bicic3-ico setitado 

o iz,saturado, opcionalmexite per 10 menDs wnc stistitaide, 

que contiene opcionalriente por 1° inexloc nfl heteroatomo 

Is come an miembro del anillo, 

R1, R1, R’, R 
y 

126, idØnticos 0 diferentee, c12da dlo 

represent, hidr69eno, flalogeno, ciano, Txitro, in radical 

alifÆtico satiirado Q iitsaturada, lineal a railificado, tin 

10 radical alcoxi lineal o ramiflcado, on radical aiqoiltSn 

lineal a raqeificado, hidroxi, tr1fluoror4eti1n, uii radical 

cicloelifatico saturado a iiieaturado, on radical 

alcoxicerbonilo, on eili1oarboni10 0 Ufl gruDo 



FL y Ri. idnticos 0 diferentee, oada uno reprosenta 

Mdrageno 0 Ufl radical aliThtico lineal o raniificado, 

eaturado 0 insaturado, opcion3lnente por 10 men’s mono 

sustituido, 

Con Is condición de qUe 7 no on hidrSger,O al mismo 

tienpo, y ci trio ic ells, Ri C R9, cc tin radical a1iâtico 

C: -C saturido a –neati2rado, lineal o ramificado, 

opojonalmente par lo memos mono sUetztindo, ci otro es on 

10 radical aljfÆtico saturado 0 insatUrado, lineal 

ramificado, apcona1mente por 10 menOn mono sustituido con 

per to menos cinco atones da carbc,00. 

IS 

y 

R, junto con ci Ætomo de nitr5eno de puepte £or,aan 

Un anile heterociclico eaturado 0 insaturado, 

opciQnatn,ente per 10 menos mono eustitUidO, e coiltIene 

,pejo,a,jm,nrq por 10 nenos Un heteroatono adicionab coma 

20 an mierruaro del anillo qUa puecle estar cotidencado a on 

sistema de anillo cicloalititico mono o biciclico eaturado 

0 insaturado, opcionabmente par to menos mono sustittiido, 

qac contiene opcjonainento por lo menos tin heteroAtomo 

coma tin miembro del annie, 

25 

y 
prO identicos 0 �diterentee, representan cada Uno 

hidrdgeno 0 un radical abifitico satacado 0 inaatijrado, 

LT 



lineal a romiricado, opcionalmente par 10 menos mono 

stist it’ do 

y 

R, junta con ml dt,mo de nitrdgeno am ptiente fornan 

an aD,11, heterocielioti aeurado 0 naaturadnl 

opcionalme,ite par Z.j seeriQS mono sustitijido, gue cantiene 

pci 20 menDs on hetsroAtomo adicionel aOmO tin miembro del 

anillo que Se ptiede conderisar con an sistema de anillo 

cicloalitâtico mono o biciclico aaturado 0 insaturado, 

opcionalmente por Ia menos mono sustituido, Inc contiene 

opcionalmente par in menos tin beteroÆtomo coen nfl mierrO 

del anillo, 

15 

A y 3, junta con ml Ætomo am tarbcjno a cual shoe estÆn 

"id", torisan tin anjilo cicloalquulo maturado 

insaturado] pno no aroetico, oprionahmente ;or ho memos 

mono sustituido, 

20 
y 

n as 0, 

opcsonalmente en forma de tino am sue esteroiadmsros 

preferiblemence enantidmeroe a disteredueroa, sue 

25 racementos o en tome am tine mezcla am Vol lo menO doe de 

sue esteroisdmeros, preteriblemente enantiomeros 0 

distereomeros, en cualquter proporcion de mezcla, 0 una 

eel de 61tos, preferibleioente tins sal correspondiente 



risiolOgicamente aceptable Ce Øetos 0 an solvato 

correspondiente cia datos. 

2. Los coinpuestos de acuerdo a is reivindicacioit l 

3 caracterizados porle represents Un radical a an 

radical cicloalifatico Ce 5 0 6 rajembros saturado 

insaturado, opojonaimente nor in manor mono eustituido, 

qUe contiene opcsonaimente par 10 nenos Un heteroÆtomo 

como Un mieoibro Cal snub, ofue SC puSs condenser con nd 

0 sistema de anillo cicboalifdtico mono 0 biciclico saturado 

ir2saturado, opcionalmente par 1° mamaS mono sustitaido, 

qua contiene opcionalmente par Is rnenos Un heteroatamo 

coma uo miembro del ani]ao por medic del anal los snubs 

del cinema de anillo son Is 5 0 6 micotros, 

15 

10 

preteribiemente rn radical aR’R 0 up radical esco9ido del 

qnpo qua consiete de 

-ciP 1? CN 

en donde, ei estÆ presente, be lines punteada represents 

un enlace quimico opcinnal, y W9 representa hidrOeno, an 

radical alguibo 01-05 lineal 0 ramuficaclo 0 an radical 



bsncilo, preferthieffierste 1idr69eto 0 on radical @lquilo in -

C,, 

2 Loa coipeetos do ecuerco a is reivindtcaciôn 1 Q 2, 

5 carac.terizado po,que R3, ft3. R1, I 
y 

R, idaiticas a 

di.ferentes, cads UncJ represnta bidrógeno, F, Ct Br, 

ciano, aktro, on radical alctii10 Q.o lineal 0 flmificado, 

no radical alqteni1n o lineal a ramielcado] on radical 

alquanlo lineal o ramiticade, un alco,i Q   Lir,eal a 

10 ramiticadn, an alquiltio Co lineal a raciticado, Ilidroxi) 

trirlaorosoetilo, on radical cicioaUfltico d, saturao 0 

� 

ineatarado, tin radical aiquulcatbcjniiO 010 lineal 

raeiflscado, [Etnilcarbonulo a un 9rnO .NRCRiC. 

IS Preferiblenex’e Ii. P, Cl, NO, Ni; a Un radical alqtiilo Or-

a Los coeipuestoe de acuerdo a r3na 0 eÆs de las 

reivinciicacion’s I a 3, caracerizado porgue R7 V 

20 idetiticas a dflere,3,e3, representa Cad tirLo hidrdseno, un 

radical alui10 crl lineal a ramificado, opcionraimeate par 

In memos mono sustittuda, toot radical alcpienilo Cio lineal 

o raniLicado, opolonslicente par Ia meson mono siletittido, 

o on radical a2 jinila 02.0 lineal o ramiticadO, 

25 apcionalmente par 1° memos mono eustituido 

50 
y R°, junta con ci nitrdceno de pent, foretan on anillo 

heterocic2ica

 

no 5 a 6 mienobron sattirada 0 ineeturada, 



opojonalnente polo 10 memos nono seituido, gue continue 

opcionaiIaE?nte Pon 10 eenoe on heteroltomo adicionl casio 

Un rnjeehro net anillo We ec puede coiidensar con un 

sietene de anillo c2cloalifÆtico ccoiic 0 biOitlico aatucado 

5 o insaturado, opcioxlaimente par 1° sienne mono e1dSt1t11dO 

quo conrlaae opcioiialuiente pot 1° memos Un jieteroatOmO 

coal on miembro del amino, per medio del cua2 Into anilios 

del sistema de aiflhlo son de 5, 6 0 7 (Oieeibroe. 

tO 5. tOe compuestos de acuerdo a Ia reivi2,dicación 4, 

caracterizados porqtie R’ 
y 

R, idØnticos 0 dUerentes, cede 

uno repressata 1dr6qeno, 0 Un radical alcinilo Ci.i lineal 

a rarsiticado 

R7 y 0, junta con ci atomo de nitrogen, de Puente correct 

on radical esco9do del grupo lie consiste de 

so doode . ci sstÆ presente, in liidróqeno, on radical 

alquiho C, C, lineal o ranificacto a Un redic12 benciflo, 

preferthlemente hidrogeno, a on radical &lquilo C, C?. 



6. Los compuestos de acuerdo a una 0 o4s da Aap 

rv,n–oaci0oee 2 a 5, carsctterzados porqlie P’ y 

idØrticQ 0 duereates, represeatan cads limo hjclrdqeno, In 

5 radical aicjuuio C, C,, Lineal a r,i.ticado, npciona]jnente 

por Lo menos mono ruetit-uldo, un radical alcpien10 C2Co 

lineal o ramitjcado, opcio’talne’ita por 10 Man’s mono 

sustituido C UO radical alguinilo C2 C’, lineal 0 

ramificado, opcionaimente pnr in means mono sustituido 

10 0 

cC y R10, junto con el àomo de nitroqeoa de puente fl,noan 

UP atiil2o }eterocXciioo de 5 o 6 mie,thr<, saturado 0 

insaturado, opcionalmente pot 10 nenos monQ st,&tiruido, 

5 cjue ,lti,ne in means lin heterotomo 

adScionl coma an miercro del ailillo, c’ue Ge puede 

condensar cox’ tin aistema de axijila cicioalifltieo mono 

bicici,ico satumdo 0 tasaturado, opcional-meate pot 10 

menop mono sustituido, que contiene opcioiiaimente pot in 

20 menoo lix’ hetero4t000 cono ml ejentro del alillo por medlo 

del cufl log anillo dcl, sistema del snub on de 5, 6 1 7 

mteitthrog 

7,Los conpuestos de acuerdo a La reivthdicaciOn a 

caracterizadas porne r >, c. idariticos 0 ditersntee, 

represents cede, uiio nidrogeno o ’In radical slqtiila C, C,, 

lineal o ramificaclo, C 



S 

F y R, jurrto con el tomn da nitrOgeno de puente tonnan 

un radical encoqido de Un yrupo We Consiste de 

5 

en deride , si actS pi-aseota, as hidrawepo, tin radical 

alquilo C, C6 lineal e rariiificado a tin radical bnci1o, 

preeriblemente hidrdeno o un radical aiquulo C, -C,, 

ro S. Los compjeseos de acurdo a tins o mis de las 

reivindicaciones 1-7, caracterizado pQrqUe A 
y Po 

junto 

eon ci itono de carbono al cual ellos estSn unidos forinan 

tin anillo I, ciclosiquilo C, -C,, preteribiamente WI apIiiZO 

oicl&1exilo. 

15 

9. L.os conpuestos de acnerdo a tins o man Ce las 

reivindinacionee 1-6 caracterizados pocque ins comvastOs 

cc seleccionan de In grape gas coulaiste d 

10 [l l-ciclOhaxanosUlfonil-3- (1-metil�l23,G-

tatrshidropiridin-4-UI -5-oitco-Th-iaCol 

121 S-CiocoI-eiclobexanosaltonil -3- (l-lcetii-1, 2 3 6-

tetrahidropiridin-4- ii) -ll- indol 

35 



9 

j31 5_AminQ_t_ciC1oYheX@nOS1tDflil_3_(1_mei]-1,2,Lb_ 

tetralndropindina-4-11) -ift-indol y 

5 [41 flothidrato cia 2CicIohexanosttani2-5-f1UOrO-3 

(1, 2,2,5,4, sa-fiexahidro-indalicina-7-,1)-fl-inciol 

y gas are, y go1vto5 corr#spondientee. 

JO 20. 0ow?testos stiltoriemida de fdrmula general (Ib) 

en donde 

F1 as Un radical -tW1R, 

15 

R1, R1, X4, F3 y K6, idenccos a difrentea, cada and 

5 represent, hidrdyeiic, ha2çezio, an0, nflrQ a an radical 

al1fatiod saturado 0 insaturado, Jiae,I 0 ramitjcado, 1211 

redio4l a2co,ci lineal a raaificado, ml radical alquiltio 

20 lineal a racoificado, hidroxi, trifiuoroiiietila, Im radical 

cicloalifKticc saturado 0 insaturada, an radical 

alquilcarbollilo, Un enUcarbonilo 0 an grupa -NRR1Th 



y 

R, iddoticos a difrente, sada uno reprnentan 

hitôgeno a In radical allfatco Q. lineal a 

satitrEldo 0 inaturado, opcianallente for 10 menoS mono 

5UatitUjdo 

V R, idØnticas a dier#nt�es, representa cada mno 

hdrdgeno C Un radical alifrico sacciredo a isattirado, 

lineal a ,amificado, oprionalmenta per 10 menos mono 

suatitUido, 

’0 

V R" junto Con Cl Ætamo de nitrageria de Puente fotmian 

Un anillo heterociclico satUrado a insaturado 

5 opoinnalmente par La menoo mono suetituido, qae contiene 

opcioaalnienta par Jo aenos Un heteroltomo edicional comb 

un ruiecobro del aililla c’ue Se poeda condenaer con un 

sistema de antllo cicloalifÆtico mono biciclico eattirado 

o ineacundo, opaiona1nente or 10 aenos mono SustitUidO. 

20 gue contiene optionalmente per 10 TUCflQC on hetecoÆtomo 

cocoa an coisorro del an11o, 

R y 0, junta on Cl Atoms de carbono al Ue elloc estn 

unite, torrqa can anilla de aicloalquilo saturado 0 

25 ineatUrado, pero no eromtico, opcionalmente poc 1° men’s  

W10 ust1ttcido, 

V 



opcionalmente an is torTsa Us sits estereoisocneros. 

5 preriblernente enantiômecoe a dieteremeeoS, Sue 

cacernaQs 0 en la farad de una me2cla de par to menas dos 

as no eeteroisiero, preteriblemente eientkdmeros 0 

cliastereomeros, an cualquier proporcion as mezcla, 0 UnC 

aal as estos, preteriblemene una sat correspondierrte 

10 tisiol6icamente aceptable as estos 0 an ealvato 

correspondiente de estos. 

I. 
ii. LOS compiiestoe as acuerdo a la rsivindicacidn 10 

careotatisados porqae R’, R3, 
R, 

B1, y R, identicos 0 

IS dilerentes, representan eada one htdrdgenc. F, Cl, Sr. 

dare, nitro, kin radical alquilo Cr-CG lineal a ramiflcado, 

I un iadical alquenilo c2-C lineal o rami[icado, un radical 

I aiqusnilo CrCs lineal o rainUicado, un alcoxi C,-C, lineal 

I 0 rasificado, ixo aiquiltie caC& tinal o ramiticado, 

I 20 hid roxi, triflnoronetilo, an radical cicloalifAtieo 03 -Cg 

I lineal o raisificado eaturado a insatarado, un radical 

alcauulearboxlilo Cl-C6 lineal a ramificado, fenilcarbonilo 

I kill grupo 

25 Preferiblemente H, F, Cl, NO2, I1H 0 an radical slquilo C:-- 

C2 

3C 



12 Los oompuasoa de acijerdo a la reivindicacion 10 u 11, 

caracteriadcs porqne y t idnticos 0 diferentes, en 

do,de R R £dnticas 0 dUetentea, represntan cda janO 

hidr6etw, Un rsioa1 alg’iilo C-0, linsal 0 ramiLicado, 

opcionalnente pot 10 &,ios mono anatituado, 

Praferiblemer,te I3idr6geno o Un radiosi alqi10 C1-02 Coil la 

condition de qua a7 y no soil hidrógano at nisno tiempo. 

th 13- Los Compuestos do aauerdo a lana o as cia lea 

I reivindicaciones 10 a 12, carecterizados porque 7 a", 

I identicos I diferentes representan oada ann hidrageno  US 

I radical alquilo c1-Cag lineal o ramificado, opcioualmenta 

I por in memos comb sustituido, An radical alguenilo 02-Crp 

I IS lineal Lraoiiricado, opcionalmante pox: 1° manos mono 

I susticuido 0 an radon alq’ainilo 02 -Cal lwaal 

I ramiticado, opoinnalmerate nor 1° canoe mono sustitilido 

I 0 

20 y R", juato con el atom, is nitroqexie de puente ior,am 

Un hatecicLioo An 5 p 6 membro saturado 0 insaturado, 

cpcianalcence par Is nenos mono siistituido, que contieiae 

opcionalraente par 1° macos ran hatecotomo adciona1 0000 

nil Iflembro dill anillo, clue Se puede condansar con ian 

25 aistema cia aniflo cicloalifatico mono o biciClico satcicado 

o insetarado, opcionalmenta nor in loanos mono suatitaido, 

que 000tiena opcionalrnente par 10 ruenoa Un Iaeteroatomo 



caso tin rniemln-o del anillo par nedio del cttal Ion 5111110 

d1 eletens del �nhllo son Ic 51 6 a nijeebros. 

14. Los Conpuestos as Sloes do a Ia reivifldicaCidn 12, 

S caract:erizados r)orqae r y 
RtO idØnticoa a diterentes. 

repreentan cada too hidroqeno a tin radical ald,11C C: -i1 

lineal a raiflificada, 

y R10, junto con aX atomo de nitrOgena de puente fornafl 

to In radical escQgido de on grupo que consists do 

� �NQ�R2e _NQQ 

. -C 

en donds Rlo, Si asta presents, represents llidrdyenO, oil 

5 radical alcjuilo c1C6 lineal a ramiticado 0 tin radical 

heocilo. preferiblemerite llidrOgeno, a nrk radical aXqinIO 

CLCb 

15 Lou aolTpuestos as ecuerdo a tins a as de las 

20 reivindlcaciones 10 a 14, caracterizadas pOrqUe A y B, 

junto Con ii atomo as carb000 al cual alias eStn unidos, 

Soma Un aniflo cjaloalquula Cs -Cs, preteriblethente on 

snub ciclohexibo. 



16. Un prncesn Pam obt,ner n derivado de sul–onamida de 

fórmula general (1a) y/n Ib) de acuerdo a una 0 me de 

2s reivindicacionee 1 a 15, caracterizadas porglae nor in 

Inenoc Un conpuesto de trinu1a cenera1 (II), 0 UflO do sus 

derivados adecuadamente protegidos, 

A 

(II) 

en donde A y B tienen ci significado as acnerdo con irna 

mas de las reivindicacionee 1 a 15 V X es ml grUpo 

CI calicoes aceptable, prsferiIeMente Un Atnen de ha19eno. 

,as preferibleniente clorn, reaccinnn on pOr 10 menUs Ui’ 

indol sustituio de fdrTliUla general (I1I) 

en donde R1 -R y n tienen ci signuicado On acilerdo a no 

mAe as las reivindicaciones 1 a 15, o uno de sue derivados 

pro�egidos adecuades, )), Si as neceserio. los grilpoi 

20 proc"tor" se remueven 
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17 Un proceeo pars obtener un derivado 35 eulfonamida de 

formal, genra1 Ia) y/n (th) An acuerdo a ufla 0 ITs de 

las reivindioaciones 1-15, en donde uno 0 mIs 

suetituyentes K9 l, g4, R5 a R6 reprseiItafl Un 

5 nitro, caracterizado porclue m2 derivadn sulfonamide de Is 

formula general correepondiente (Ia) y/o (IL) Ce reduce a 

un derivado de eulfonamida ia la formula general 

corresportdiente (Ia) y/o (Th) en donde no 0 mIs de los 

sustitayentes R1, R3, R4, R5 0 R° representan an 9r14P0 

to 

amIno. 

18. Un proceso pera pleparar lag sales, preferiblemente lag 

sales flsiológitamente aceptables de ins conipueflos de 

fOrmnla general (la) y/o (Th) , de acuerdo a on, a man de 

5 lee reivindicaciones 1 a 15, qua coxisisten de Lacer 

reaccionar pot 1° menos  us compuesto de la formula general 

(Ia) y/a per in meson Un compuesto de la formula general 

(IL) con an AciJo mineral o &Cido inoryänAco en un 

disoivente adacuado. 

20 

19. Un medicamento qua conxpremde por in xuenos in campuasta de 

acuerdo a one a mae da las reivindicaciones 1 a 9 

opcionalmente uno a as excipientee farraac11691camente 

aeeptables. 

25 

20. Un medicaments as scuerdo a 1* reivindicaciOn 19, pars la 

ragulaciao del receptor S-ET, pars la profilaxia y/a 

cratamiento cia una afeccidn 0 entenxedad relacionads con 



la toea de alirnento, preferibiemente pare la reguiación 

del apetito, pare ci mantenimieota, incremento 0 reducciOn 

del peso corporal, pare la profiiaxis ,/o C]. trataciento 

de is obseidad, bulimia, anorexia, caqtexia o diabetes 

S ripe II (diabetes mellitus no dependienbe do insu1ina 

preferihaemente diabetes tpo II ceusad& par in obesided, 

Para is profilaxis y/o ci trataminnnto de afeccione del 

tracto gastrointestinal, preferibiemente ci airdrome del. 

intestino irritable, para ci nejoramiexito cogilitiva, paid 

0 is protilaxis yb ci trataLajento de afecciones del sieteuLna 

nervinso central, Xe angiedad, afeccioes de "nice, 

depresSa preferiblenente afeccionee bipolares, 

desordenes de roemoria cognitive, procesot de demencia 

seiiii, afeaciones neurodegenerativas, preferibieLaente 

enfermedad be Airbeicer, entermedad de Parkinson, 

enfEnrmedad de Huntington y/o esciecosie multiple, 

esquizofrenia, psicosis a htperqsinefla thfantij (DHD, 

d&fic.t de atencidn/afeccion de hiperactividad) 

preferiblemeiite Para la regulaeión del receptor S-HT6, pare 

20 la profilaxis yin ci tratamiento de la afecciOn 0 la 

enfsrisedsd reiccinnada con is toca de coLaled, 

preferiblemente pare la regulaciOn del ’Petit’, pars ci 

rnantenimiento, incremento a reduccian del peso corporai, 

Para In profiiaxis or, ci tratamiento da la obesidad, 

25 buiimia, anorexia, caaeXia 0 diabetee tip, II (diabetes 

nLeliitue no dependiente de insuiina) preteriblenette is 

diabetes tied it caused, par is abesidad, pars is 

profiia<is yin ci trataeientn at afecciones del tracto 



gastrouite.stina1, preferiblerQerlte ci sindrc,me del 

intastirlo irritable 

21.21 USC 12 par lo Ifienos Ian coulpuesto de atnerdo a urIa 

S mÆs de las rejviridicaciones 1 a 9 Para In eIaboracidn d� 

Un ioed–aasiexito pera Ia regIaIaciOzI del nceptor 5-}IT 

22 El USC de par lo menos UP compuesto de acuerdo a line 

I 
ms de las reivibdicaciones 1 a 9 pare la alaboraaid,i de 

U) Un medicamento pare la protilaxis y10 ci tratarajento de 

I 
una afdcclot a entenneded relaclonada con In tona de 

aiimentos. 

23. El usc de par 10 mcnos Un compuesto de acuerdo a ma 0 

IS mis 52 las reivindicaciones 1 a 9 pars In eiaboraciôn del 

un medicament, pare a re9uiaciOn dcl apetito. 

24. El usa de per 10 nenos Un coeiesto cit acuerdo a ma 

mis de las reivindicaciones 1 a 9 pare la e1aboracin dc 

20 Un medicamento Para Cl mantenimiento, incremanto 0 

reduccicin del peso corporal. 

25. fl USC do par In neenos Un compuesto de ecuerdo a Un C 

mu de las reivindicaoiones 1 a 9 pars is eleboracn de 

25 Un medicarnento pare In protilaxis Wa ci trataniento cia is 

obesidad, 



26 El uso de per la maflos on cotapuesto de acuerdo a una a 

mas de Las raivindicaclanes 1 a 9 pars Is elaboración cia 

no medicamenta pars la pratilaxis y/o el tretamiento de La 

bulimia, 

5 27 El uso cia par 10 5151205 Un campuesta de aauerda a UrIC 

mia de las revindicacianes 1 a 9 pars Is elaboratIon de 

in medicamento para Is prafilaxis v/c el tratsmiento cia 

anorexia. 

O 28. RI uao cia per La menos un compuseto de acuerda a kIllS 

jas cia las reivindicacianas 1 a 9 pare Is elaboration de 

Un medicaraento pan Is ptctila,cis y/o el tratamiexito de 

Cr.quexia. 

15 29 El use cia per 10 metes Un compuesto de acl4ardo a Ulia C 

mas cia Las reivindicacionas 1 a 9 para Is elaboratiOn cia 

Un medicatoento para Is profilaxis yb ci trataslianto de 

diabetes tip, II diabetes mellitus no dependiente cia 

insulina) preteribiemente diabetes tips 11 cac’sada per Is 

20 abesidad. 

30. El usc cia par in 1151105 on toolpuasco Os atU9rdo a U113 a 

ms Ic las reivindicationes 1 a 9 pars Is elabaracicin cia 

on madicamento para Is protilaxis yb el tcatamianto Os 

25 afeccionas del tracta gastrointestinal. 

31 El use cia pot 1° mono, on canpuasta de acuerdo a lana 

mis de las reivindiciciones 1 a 9 pars la alaboracidn de 

Va 



tin medj.camento para Is rarofilaxis y/o el tratamientc, as 

sthdrocoe de intestino irritable. 

32. El uso de por 10 menoa WI compuesto tie acuerdo a as 

5 as dc las reivindicaciones 1 a 9 para la elaboracidri die 

tin medican,eiito pare Is protilaxis y/o ci tratttmieltto die 

ansiedad. 

33. Si 1450 die per Is ashes an coirpuesto die acuerdo a iixia 

ms dc las reivindioacioces I a 9 Para Is eaaboraciO’a die 

I medicamento para la profilaxis We ci tratamiento As 

depresidin. 

34. El use die por lo menUs an coulpuesto de acuerclo a tine 0 

15 ms die las reivindioacionee 1 a 9 para la elaboraciOn die 

un medicamento para la pro–ilaxis y/o ci tratamiehito die 

ateccioxies bipolares. 

35. El 1450 die per 10 manes Un compuesto die acuerdo a una 

20 niÆs die ass reivindicaciones 1 a 9 para la alaboraci5n as 

tin medicamerito para Is profilaxiEd yba ci tratamiento die 

efecciones dE1 memoria c0nitiVa. 

3. El use die per 1° menDs  or corapilesta die acuerdo a una 0 

IS mas die las reivintiicacienas 1 a 9 pare la elaboracicii die 

tin medicarnento para Is profilaxis y/0 ci tratamiento die 

procasos die deintencia senhl. 



20 

7. El usa de �par in name Un ccnpusstO de acuerdo a lana 

mac as las revindicacionss 1 a 9 pars is elaborsciôn de 

us medicament, pars is protflaxis y/n ci tratatniento de is 

Enfarmedad as Alzheimer. 

28.51 lana do par in rcIerlos ’an compuesto da acuerdo a tins 

mar cle inn rsivindicacionss 1 a 9 pars Is a2abo4sc64 as 

Un tuaditamento para is profiiaxis y/o e2 tratamento de is 

Exifersedad as Parkinson. 

it, 

I 3. Ei uso da par lo memos Un OonipiestO de aciaardo a lana 0 

I mac d, las reivthdicaciones 1 a 9 paa is eiaboracon de 

I

 

an medicainenta pars is proellaxis y/n ai tratamielIto de is 

I Eneenedaci de Kuntinqtnn. 

I Is 

I 
40, El Mao as par in m,nos on nompUesto as acuerdo a Una 

I 
m&s de Its nivirxdicsciones i a 9 pars la eiaboracin cia 

I 
un madicasento para is profUaxis y/o el ttatamiento as 

Escieross vaAjtipj,. 

20 

41. Si use as par in memos us osmpuesro cia arilerdo a una 

I 
sac ia isa reivisdlcscia2es I a 9 pars is elaboracin de 

I Ut, medicsmento Pars ia ,rotiiaxis y/n ci tratanianto dC 

I (lemencisa an las cixcies predomina ci deficit co9nttva. 

I 25 

I 42. 31 usa de por to esnos lan conp,aesto dEi acuerdo a no 0 

I sac de Its reivindicaciones I 5 9 pars Is aisboracian as 



tAn medicamelito para La prouilaxja y/a al tratamiento cia 

psicasla. 

43. El uso Or por lo nenas Un compuesto do acaerclo a una 

mao cia Las rMvthdiaacionoo 1 a 9 pars Is elaboracicin do 

on modicameota pars Is profilaxis y/n ci tratathientn do 

hiperquinasa infantil AVBD, dŒfcit de atenci<Sn/aftctiSn 

do hiperactvidad) 

0 44. El use cie PQr in nones on compuesto do acuerda a Ama 0 

mAR do las roivind.caciones 1 a s pars La elaorac2dti do 

tin medicamente tara is profiiaxis y/c el tratarrlionto do 

ateccioxies del sistema nervi050 central.. 

IS 45, El Usa de per 10 nouns Un compUesto do acuerdo a Una 0 

mks is las reiVindicacQnE?S 1 a 9 para Is eiaboracióu do 

tin medicamonto para Is profilaris y/l el tratasitenta do 

Esquizolreitia 

20 46. El usa do par La means pa co,ueeto do acoerdo a una 

iiias de las reivixidicacioflea 2 a 9 para is elaboracicin do 

un medicameiito pan el roejoraniento cognitive -

47. Un medicanento quo cc,mprende per in pieties pit compoasta cia 

25 acuardo a una a mae de las ceivindicaciones 9 a 15 1’ 

npcionalmante por 1° manna uno 0 hue excipiotites 

arnac016gicamente aceptablea 



) 

4S. On uiidicamento de acuerdo a ic reivindic@cidn 47 pan ia 

reguiacidn dci tecepbo S-NT, card In profiiaxis y/o e 

trataeiento de una afeeciO,i a enarmedad reaconada con 

to toma de alituento, preeribiemei,te paa Is regi1acion 

S del apetito, Para ci enteniniento, iricreecota a redccón 

del peso corporal, pare la profilaxis y/O ci eratactieata 

de ’a obesidad, bulimia, anorexia, caquexia 0 diabetes 

tip, II diabetes mellitus no dependiente de iisuiinal 

preferibiemente diabetes tip, Ii ceucada pit la obesidad, 

to pare It proti1xis yjt ci tratarciento de afeccior,es del 

tracto gastrointestinal, preferiblemente ci sindrome all 

intestino irritable, pan at mejorarciento cognitivo, pare 

la protilaxis y/n ci tratatuiento de afeccionea del sisteina 

nervioso central, la ansiedad, afeccianeg cc $nico, 

15 depresión, preteribiemente afeccionee bipolares, 

afecciones de memoria cognitive, procesos de dementia 

senil, aeccionee rieurodegenerecivic. preferibleffiente 

enfermedad de Alzheimer, enfernedeci cc Parkinson, 

enfenaedad de Huntington 7/0 escierosis maltiple, 

20 esquizofrenia, psicosis o hiperguinesia intantil (ADHO, 

dØficit de etencidi/afeccidn cc hiperactividad) 

preerib1emenee pare ci mejoremiento cognitivo, pare la 

profilaxis y/o ci tratamiento de afecciories cinema 

25 nervioso central, ansiedad, afecciosee de pànico, 

depresian, preeribieneiice afeccIons h!polares, 

afecciones de memoria cognitiva procesac cc dementia 

sen&i, afecciones neuradegenerativas, preterthiemente 



/ 

23 

enferllmdad de Altheimer, enferuiedad Us rairisorl. 

enferdolidad de Huntingcon 7 esolercais mltipte, 

esquizotrenia p51005–5 0 hiperguinecia infantil (ADD, 

deficit is atenojon/afeccidn Je lilperactividad) 

49, fl uso de per lo menos in comptesto de actierdo a tUla 

oâa de las rsivodiracioneE 10 a 15 pars is elaboracidn Us 

un medicafteaco pera la regulacios del receptor 5RT6 

tO 50. El UEO de put lo menos Un ooiopuesto de scerdo a uaa a 

magai de lie reivthdicaciones 9 a 15 pars la elaboracidil de 

Un medicaoento Para Is prof&laxis y/o ci trataoliento Lie 

tma atecciOn o entermedad relacionada on la coma de 

alimento. 

IS 

51. El tiso Lie por 1° menos Un compuesto Lie acuardo a una 0 

,as de Its relvindicaciones 10 a 15 Part 15 elaboracido Lie 

Un medicenlenro oaTh is re0uaacixi del apetito. 

10 52. El IJSO de par It ifiCOOS an comptiesto ia acuezdo a UrIS 

ms Lie Is, reivindtcacions 10 a 15 pars 11 eZal,oracIOn de 

all medicamento Part Cl nantenicoierito –ncreisefltO 0 

ceduccian del peso corporal. 

25 53. El iso de par lo menos on coispaesto de acuerdo a iina 0 

ifls Lit las reivirldicaciones 10 a 15 pare la elabocacidn Lie 

in medioamea,to pars It profilaxis 7/0 el trataciento de la 

obesidad. 



54. RI use de per 10 mar05 Un cOlTpueeeo de acusrdo a urn 

mae de lag re–vindic&ciones 10 a 15 para Is e1aoraoin an 

an medicamentc, pars la profilaxis 7/a ci tratamiento we 

5 Zuljmie. 

55. El rso as per lo inenos 10 conipuesto de acuerdo a una 0 

was as las reivindicacionea 10 a 15 Para Xe elaboracion as 

Un med3camento Para is profilaxie y/a el tratarniento de 

10 anorexia. 

56. El USc de per lo inerios Un compuesto as acuerdo a una a 

man de las reivindicaciones 10 a 15 pan In eiaboracidn de 

un medicament, Para is protilaxis yb el tratarniento de 

5 caquexa. 

57. Li usa de pox Ic mtnos Un compuesto as acuerdo a urn 0 

Sc de Las rsiviiidicscionea 10 a 15 para is e]sboraciôit de 

Un medicamento pars 15 profIlaxis y/o ci trataciento as 

20 diabetes Site II (diabetes mellitas no dependiente as 

inaulina) preferiblemente diabetes repo II calasada per is 

obesidad. 

55. SI usa as par lo n,erloe Un com0ueeto as acuerdo a mIs 0 

25 ode da lag reivIrdicaciones 10 a 15 pars is elaboraoidn as 

in uledicanento pare Ia profflaLia y/o si tratecientO de 

afecciones del tracto gastrointestinal. 



59 El nsa d8 par La marlas Wi ccnrpuesto le aaiierdo a Ufla 

thÆs de las re&vindicacLcnes 10 a 15 pan Ia ela>,anrin da 

nfl medcamenta para La prarilaxis WO ci tratathierito da 

sirlr0The de intaltiUa irritable. 

60. El uso de par 1° fteflos Un coapuesto Is acuerdo 8 tillS C 

ms de las reiviadioaciones 10 a 15 flara La eiaboraci6n de 

UC paia La profliaxis y/o ci tratamielito de 

ansiedad. 

10 

61. tl use de par lo mar05 an campuesto cia acies-do a una 0 

map cia las reivindicacanes 10 a 15 pare La eiaboracidrl cia 

Us uiecsiraaentc para La profilaxis yb el tratamiento cia 

depresión. 

IS 

62. EL tiso Ue pot ic mellos Un corapuesto cia aauerdo a trna 

ma5 da isa reivindiaaclolles 10 a 15 pars la elaboracian cia 

no medicamento parc Is profllax.is y/o Cl tratamieilto de 

atecciones bipolares. 

20 

53. E] tied cia par 1° moOds no compuesto de acuerdo a urta 

mae de las reivndicaciones 10 a 15 para la elaboraciôn cia 

tin medicament, pare La profilaxis yb ci tratamieilto do 

atecrions lie maCaria rogintiva. 

64. El USC cia par La menos an comptiesto cia acuerdo a una 

ms cia ice t-eiviodicaciones 10 4 15 pata La elabaracid" cia 

0 



lan raedioamento para la profi2a,2s yb ci rara]lienco as 

procesos cia dementia sanil. 

65 El USC as nor It ments Wa cnnpueato de acuetdo a lana 

,,iÆs Os lea eIvizadicacionPa aO a 15 pan is elaboration de 

tan medicament’ pare to prorilaxia y/o Cl tratamiento de 

nfernedad Os Alzheimer. 

b6 El uso de per 10 menoa an compusto Os acuerdo a 1108 0 

to mho de las reivindicactones 10 a 15 Parr la elaboration Os 

nfl medicamanto pare la protilaxa.a yb Cl trataiento de 

Entermedad de Drklason. 

7. El ’iso an per 10 menos on complaesto de acuerdo a ama 

IS map Os las reivindicaciones 10 a 15 para La elaboration de 

no medicanento para la protilaxis y/o ci tratainiento Oe 

Enermedad cia rnmtinqton. 

68. El uco de per 10 meCca on oorcipuasto de acnerdo a lana 

20 rns Os Las reivindicacionee 10 a 15 pare la elaboration de 

an medicarnento para la profilaacis y/o at tratacLtjarite do 

Esclerosia MOitiple. 

�9 -El USC Os per Ic memos rn coepucato S aC)JerdO a una 

25 mar do las relvindicanionca 10 5 15 pars In �eaaboraciOn de 

,fl inedicamento Pala 15 proti2ais y/n el tratamiento de 

damentias an lc caies pradooSna ci deficit cognitivo 

-I s
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70. El usc de par IS alenc,s urn cocpesto de ecuerdo a U]ia 

mÆs de is reivindicacionas 10 a 15 pan In eiabcjracidn Us 

Un medicarnento pare la profilaxis 7/c ci tratamiento as 

psJ:cosis. 

71. fl IASO de por IS tuenas Mn compuesto de acuerdo a una 0 

,as Us lee reivindioaciones 20 a 25 pea-s la eiaboraci6n de 

on medicameitto pare ia profilaxis Ybc ci tratamiento de 

hir,erquikiesia infantil (ADHD, d4flcit Us atenci6n/afeccidn 

20 in hiperact2vidad 

72. El USO de por In iOeUQS Un counpuesto de acuecdo a one 

rne da IS, reivindicaciones 10 a 15 3ara la eiaboración de 

on lTethcannento pare la profliaxis y10 al tratamiento de 

IS afecciones del sistema nervIoso central. 

73. £1 usc de par 10 means on compuesto de acuerdo a una 0 

man de las reivindicaciorres 10 a 15 pare la elahoracion cia 

Ull medicamento para la profilaxis 7/c ci tratanniento as 

20 esqoizotrenia. 

74. tl usc de por 1°  memos on compuesto Us acuerdo a una 0 

mu de ].as reivindicaciones 10 a 15 pare IS elaboracion de 

Un medicament, pare ci mejoramiento co9nitivo. 

<7-
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substituted, optionally at least one heteroatom as a ring member containing 
mono- Or bicyclic cycloallphauc ring system, 

A and B, together with the carbon atom to which they are bonded tam, a 
5 saturated or unsaturated, but not aromatic optionally at least mono- - 

substituted cycIoaIkl ring. 

and 

10 flaG; 

optionally In form of one of its stereolsoniers, preferably enantlonle’3 or 
diastereomers, their racemate or in form of   mixture of at least two of drain 

stereolsomers, preferably onanflomers or diastereomers, In any mixing ratio, 
15 or a salt thereof, prefembly a corresponding physiologically acceptable salt 

IM therof or a comesloonding soivate thereof. 

11.- The compounds according to claim 10, characterized In that R2, R3, R4, RB and 
R6, Identical or different, each represent hydrogen, F. Cl, Br, cyano, nan, a 

20 linear or branched C1G5 alkyl radical, a linear or branched C2Cs alkenyl 
radical, a linear or branched CCo alkynyl radical, a linear or branched GiG6-
alkoxy, a linear or branched C,Cs-alkyfthlo, hydmxy, trifluoromethyl, a 
saturated or unsaturated C3C0 cycloaliphatic radical, $ linear or branched C1 
Ge-alkylcarbonyl radical, ptienylcarbonyl or an �NflR1° group. 

25 

preferably H, F, Cl, NO2. NH2 or a C.C, alkyl radical. 

12.- The compounds according to claim 10 or 11, characterized in that R7 and RB, 

identical ordifferent, wherein R’ and R°, identical or different, each represent 

30 hydrogen, a linear or branched, optionally at least mono-substituted 31C4 alkyl 
radil, 

preferably hydrogen or a CpC2 alkyl radical, with the proviso that R7 and R 
are not hydrogen at the same time. 

8 
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INTERNATIONAL PRELIMINARY REPORT International application No. 
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Box No- I Basis of the report 

1. With regard lathe language, the report is based on the international application in the language in which it was 
lied, unless otherwise indicated under the item. 

U This report is based on translations from the original language into the allowing language 
which is the language of  translation furnished for the purposes of: 

international search (under Rules 12.3 and 23.1(b)) 
I publi06tion of the intemadona! application (under Rule 124) 

0 international preliminary examination (under Rules 56.2 and/or 55.3) 

P. With regard to the elements’ of the International application. this report is based on (replacement sheets Winch 
have been furnished to the receiving Cube i response lo en invitation underArtide 14 are refwrecr(o)n lYlE 
,port as ’or1g!nay met, and am not annexed to this report): 

Description, Pages 

148 as odg&tliy flied 

Claims, Remains 

1-74 received on 02,06.2006 with leltor of 50.05,are 

o a sequence listing and/or any related table(s) see Supplemental Box Relating to Sequence Usling 

3. 0 The amendments have resulted in the cance’lation of: 
0 the description, pages 
0 the ctaims, Nbs. 
0 the drangs, sheetaftlgs 

o the sequence listing (speniM: 
M any table(s) related to sequences listing (speol(vy 

4. 0 This report has been established as if (some on the amendments annexed to this report and listed below 
had not been made, since they have been considered to go beyond the disok,sure as tiled, as indicated in the 
Supplemental Box (Rule 70.2(0;), 

the description, pages 
0 the claims, Now, 
0 thedrawings,marauders 
O the sequsics lioting (spsS&) 
O any table(s) related to sequence listing (spscifyy 

* If item 4 appflas, some or all of these chests may be marked superseded. 
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Box No. V Reasoned sthtemwit under Article 35(2) with regard to novelty, Inventive step or iSiJstriaI 
applicabilIty; citations end explanations supporting such Maternent 

I. Statement 

Novelty (N) Yes: Claims 1-74 
No: Claims 

Inventive step (IS) Yes: claims 1-74 
No: Claims 

Industrial applicability (IA) Yes, Claims 1-74 
No: Claims 

2. Citafions and explanations Mule 707): 

see seperate sheet 

Box No. VIII Certain QbneIvaUo.ls on the international application 

The following observaons on the clarity of the claims, description, and doodnes or or the question whether the 
claims are fijIly supportet by the chiscri are made: 

see separate sheet 

Form PCTA PEA/ 409 {Jenuary 2004) 
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Re lien, V 

I, The following documents are referred to in this communication: 

Dl: WO-A-02 051837 D2: WOA-01 12629 D3 WO-A-02 060871 

2, Novelty (A tide 33(2) POT) 

The compounds of Di differ from the present compounds owing to the definition 
at F1, v/nlch may not be a non-aromatic ring. 

The compounds of 02 differ from the present compounds owing to the -SO-Ar 
substituent at position I of the indote ring. 

The compounds of 03 differ from the proserit compounds e.g. owing to the 
benzenesuifonio acid subatituent at position 5 of the indote ring. 

a. The present application is considered as invoMng an inventive step (Articie 33(3) 
POT). 

The problem under’ying the present application lies in the provision of further 
indoe derivatives efFective in the treatment of disorders related to the 5-HI6 
receptor. 

Document Dl thsoloses 5-NT6 receptor iigands, which differ from the present 
compounds in that the substituent at position 1 of The indofe ring is -802-Ar rather 
than the present -SOGH(A)(B) wherein A and B form a saturated or unsaturated, 
but not aromatic cycloallqtl ring. Di itself leaches that the At  group may be 
replaced by 

c-; 

alkyl (see Di. claim I), but not wit cyoloallcyl. In 02 and 03 
there is also no hint That the anj( gmup of Dl may be excMngsd for a cycloaticyl 
group as a solution to the above-mentioned problem. 

Representative data for the present compounds is given on page 47 of the 
description. It is therefore credible that the above-mentioned problem has actually 
been solved. 

Form PCT)Seprst sF,6!I4v9 Sheet jirEpJanuaaIc4 
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Re Item VII’ 

I. Although claims I and 10 have been drafted as separate independent claims, they 
appear to relate efleotivery to the same subject-matter. The aforementioned 
claims therefore lack conciseness and as such do not meet the requirements of 
Article 6 POT. 

2. The reason for the proviso found in claim I is not clear (Article 6 PCT; see also 
Rule 5.1(aflhi) POT). 

3. The optional features in The claims, i.e. the definitions tollowing the term 
preferably (see e.g. claims 2, 3, ii, 12, IS, 48), have no limiting effect on said 

claims. For the sake of clarity (Article 6 PCT) these preferred embodiments should 
therefore be claimed in separate dependent claims (Rule 6.4 PCi), 

I 4. Claims I and 10 lack conciseness (Article 6 POT) since the formulae Is and to 
Include a linker (CH2) although a = 0 i.e. the linker does not exist. 

5. The description is not in confom,i, with the claims as required by Rule 5.1 (a)(ai) 
PUT (see reference in description to formula to). 

Fcn,i POTfS.prato SbGel/40 tS’1es42) (EPO-JSFIUaP/ 2004) 
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1. Sulfonamide compounds of general formula (to), 

RIN{ 

1 

00 

5 wherein 

a _NRZRS radical or a saturated or unsaturated, optionally at 
least mono-substilutad, optionally a% least one heteroatom 28 a ring member 

containing cycloaliphatlo radical, which may be condensed nith a saturated or 
10 unsaturated, optionally at least rnono-substMd, optionally at Jeit one 

heteroatom as a ring member containing mono- or bicyclic cycloaliptiatic ring 
system, 

&. Fe, R4, R5 and R, Identical or different, each represent hydrogen, halogen, 
15 cystic, nitro, a saturated or unsaturated, inear or branched allphatio radical, a 

linear or branched alkoxy radical, a linear or branched alkylthio radical. 
tiydroxy, Iriftuommethyl, a saturated or unsaturated cycloaliphatic radical, an 
8*yI00ttcn1 rsdical, a phanyicathopyl or a _NRR10 group, 

20 R’ and Ra. Identical or different each represent hytggen or a saturated Or 

unsaturated, Optionally at least mono-ubsfftuted linear or branched aliphalic 
radical, 

I 
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With the proviso that R and R° are not hydrogen at the same time, and ft one 
of them, R5 or R is a saturated or unsaturated, linear or branched, optionally 
at least rnono-substiuted C -C4 aliphatic radical, the other one is a saturated 

5 or unsaturated, linear or branched, optionally at least mono-substkuted 

aliphatic radical with at least five carbon atoms, 

10 Fe and Rs, together wflh the bddgülg nitrogen atom form a saturated or 
unsaturated, optionally at least mono-substjtuted, optionally at least one 
further heteroatom as a ring member containing heterocyclic ring which may 
be condensed v,lth a saturated or unsaturated, optionally at least mono-

substituted, optionally at least one heteroatom as a ring member containing 
15 mono- or bicyclic cydoaphafic clr,g system, 

R° and Rio, identical or different, each represent hydrogen or a satwated or 
unsaturated  linear Or branched, optionally at feast mono’substituted &lphatic 
radical, 

20 

or 

R9 and R’°. together  edbi the brtdgng nitrogen atom forn a saturated or 
unsaturated, optionally at least mono-substituted, optlortallyat least one 

25 further heteroatom as a ring member containing heterocyclic ring vvtilch may 
be condensed Mth a saturated or unsaturated, optionally at least mans-
substituted, optionally at least one heteroaton-, as a ring member containing 
mono-or blcyck cydoaphaI)c $ng system, 

30 A and B, togetherwfth the carbon atom to Which they are bonded, forma 
saturated or unsaturated. but not aromatic, optionally at least mono-

substituted cycloalkyl ring, 

and 

2 
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n.lso, 

S optionally In farm moist of their stereotsomers, pmfecabiyenantomers or 
diastereorners their racemate or in form of a mMure Oat least Iwo of their 
stereotsomers preforably erianllomsrs or diastereomers, In any mixing ratio, 
or a salt thereof preferably a corresponding phyelotcgioaliy, acceptable salt 
thereof or a corresponding soate thereof. 

10 

2. The compounds acoar?Jirrg to claIm 1, characterized In that R represents a - 
NR7R5 radlca or a saturated or unsaturated, optionally at east mono-
substituted, optlonafly at least one heteroatom as a rfr,g member containIng 5. 

or 6-membered cycloaliphatle mdical which may be condensed with a 
15 saturated or unsaturated, optionally at least mono-substituted optionally at 

least one hetematom as a ring member containing mono- or bCyCIO 
cyc%oallphallc ring system, udiereby the rings of the ring system are 5- or8-
membered, 

20 preferably a NRTR5 radical or a radiI chosen from the group consIstIng of 

and 

Ra 

wherein, it present the dotted line represents an optional chemical bond, and 

R1° represents hydrogen, a linear or branchs4 CrC alkyi radical or a bwyl 
radical, preferably hydrogen or a Cl-C2 akyi radical. 

25 
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3.- The compounds according to cfalm I or 2, cfiaractrired in that R R3 R4 R5 

and R identical or different, each represent hydrogen, F, Cl, Sr cyano, nitro. 
a linear or branched C1 alkyl radical a linear or branched C2.5 alkenyl radical, 

a linear or branched C2 alkyriyl radical, a linear or branched Ci.oalkoxy, a 

linear or branched Ci alkylthio, hydroxy, trifluoromethyl, a saturated or 

unsaturated C3.s cyckaIiphatic radical, a k,ear or branched Ci.� 8Ik4carbonyI 
radicaJ, phenylcarbonyl or an NR°R10 group. 

preferably H, F. Cl, NO2, NH2 or a CI-2 alkyl radical. 

10 

4.- The oanipounds according to one or note of claims Ito 3, charactejlzed in 

that Wand R5, Identical or different, each represent hydrogen, a linear or 
branched, optionally at least monO-substituted Cii0 alkyl radical, a linear or 
branched, optionally at least mono-substitutedC2.10 allcenyl radical, or a linear 

15 or branched, or*lonally at least rnono-substltutei3Oz.io elkynyi MdiCal or  

I. 
I Wand R5. together yAth the bridging nitrogen form a saturated or unsaturated. 

I optionally at least mono-substituted optionally at least one further heteroatom 

as a ring member containing 5-or 6-rnembered heteTocyclic ring wtth may be 
I 20 condensed with a satuiated or unsaturated, optionaVy at least mono

-substituted.
 optionally at least one heteroatom as a ring member containing 

I mono- or bicycllcc cycloaliphatic ring system, whereby the rings of the dr 
system are 5-6-or 1-membered. 

25 5.- The compounds according to claim 4, characterized in That R’ and Ra, Identical 

or different, each represent hydrogen or a linear or branched Ci-io alkyl radical 
or 

and R8, together with the bridging nitrogen atom form a radical chosen from 
30 the group consisting of 

4 
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and 

wherein R20 if present. is hydrogen, a linear or branched CrC5 alkyl radical or 

a ben2yJ radical, preferably hydrogen, or a C,-C2 alkyl radical. 
5 

6.- The compounds according to one ormom of claim 1 to 5. characterized In 

that Wand R10, identical or different, each repisent hydrogen, a linear or 

branched, 
optionally at least rnOno.substltljted C-Ci0 aliwl radical, a linear or 

branched. optionally at east mono-subatlinted CrCio alkenyi radaaI cia 
10 linear or branched, optionally at least mono-substituted CrCw alkynyl radical 

or 

R9 and Rbc, together with the budging nitrogen More form a saturated or 

unsaturated, optionally at least mono-substituted, optionally at least one 
is father heteroatoni as a ring member containing 5- or fl-membered 

heterocyclic ring, which may be condensed with a saturated or unsaturated, 
optionally at least ntno-substltuted, optionally at least one heteroetom as a 

ring member containing mono- or bicyclico cycloaliphatic rini system whereby 

the rings of the ring system are 5- 6- or 7-membered. 

20 

7.- The compounds according to claim It. characterized in That R° and R10, 

identical or different, each represent hydrogen or a linear or branched CrOw 
alkyl radical, or 

25 R° and R10 together with the bridging nitrogen atom term a radical chosen 

from a group consisting of 

S 
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wherein R20, if present, Is hydrogen, a linear or branched C,-Q8 alkyl radical or 

a benzyi radical, preferably hydrogen, or a 0-C2 alkyl radical. 

8. The compounds according to one or more of claims 1-7, characterized In that 
A and S. together with the carbon atom to which they are bonded, form a C3-

Ca CyttaakO ,lng, preieraya cyclohexyi ring. 

9.- The compounds acco-ig to one orrno,e of cla}tns 1 -Si tha,ctedzed in that 
10 the compound is selectedi from a gmup conslstftig of 

II] 1-CycIohexansulnyl-S(1-rneThyi-12.36-tetrehop,lidjne-4i4)_5-nWo-

11-1-indole. 

16 [2) 5-Chloro-1 -cyciohexanesuIionl-341-rnethyI-1 .2,3,8-tetrahydmpyrldine-4-

yI)-li-lindole. 

[3] 5-Amlno-1-cyeiohexanesulforiyi.3-(t-methyl-1 .236-tetrahydropyyidine-4-

yi)-1 H-lndole and 

20 

f4) -Cyclohexanesultorlyl-5-ftuoro-3-(1 ,235.8,6a-hexahydro-IncioiIjne-7-yI)-

li-1-indoie hydrochloride 

and their corresponding salts and solvates. 

B 
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