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Cuando se reivindigquen varias prioridades, la fecha de 1la

prioridad que se considerard para los propésitos de computar

el plazo de 16 meses serd la fecha de presentacidén de la

solicitud mas antigua cuya prioridad se reivindica.

Formulario PCT/IB/301 {Anexo) (enero de 2004)



. PATENT COOPERATION TREATY PCTAUS2004/02073

. | From the INTERNATIONAL BUREAU \’Q\'x %‘

PCT ,
SECOND AND SUPPLEMENTARY NOTICE - 5715
INFORMING THE APPLICANT OF THE TOFFENETTI, Judith, L.
COMMUNICATION OF THE INTERNATIONAL McDermotz, Will & Emery LLP
APPLICATION (TO DESIGNATED OFFICES . 800 13th Street, N.W.
WHICH APPLY THE 30 MONTH TIME Washington, DG 20005-3008
LIMIT UNDER ARTICLE 22(1)) ETATS-UNIS D'AMERIQUE
(PCT Rule 47.1(c))
Date of mailing (day/month/year)
03 Navember 2005 (03.11.2005)
Applicant's or agent's fila reference
50193-187 IMPORTANT NOTICE
Imemational application No. Tnlernationsl filing date (dayinonthyear) Priority date (dayhmonthv/year)
PCTAIS2004/020734 29 June 2004 (29.06.2004) 02 July 2003 (02.07.2003)
Applicant

MERCK & CO., INC. et al

(S

. ATTENTION: For any designated Office(s), for which the time limit under Article 22(1), as in foree from | April 2002 (30 months from

the priority date), does not apply, please see Form PCT/IB/308(Firsi Notice) issued previously.

Notice is hereby given that the following designated Office(s), far which the time Limit under Article 22(1), as in force from | April 2002,
does apply, has/have requested that the conununication of the intemational application, as provided for in Article 20, be effectad under
Rale 93bis. 1. The International Burean has cffaciad that communication on the date indicated below:

20 Jamuary 2005 (20.01.2005)

AU, AZ, BY, CN, CO, DZ, EP, HU, KG, KP, KR, MD, MK, MZ, NA, RU, SY, TM, US

In accordance with Rule 47, 1(c-bis)(i), those Offices will accepl the present notice as conclugive evidence that the communication of the
imemational application has duly taken place on the dats of mailing indicated above and m copy of the intarnational application is required
i be fornished by the applican! 1o the designatad Office(s).

The following designated Offices, for which the time limit under Aricle 22(1), sa in force from | April 2002, does spply, have not
requested, as a1 the time of mailing of the present notice, that the communication of the international application be effectad under Rule
Qbir.l :

AE, AG, AL, AM, AP, AT, BA, BB, BG, BR, BW, BZ, CA, CR, CU, C2, DE, DK, DM, EA, EC, EE, EG, ES, F|, GB, GD,
GE,GH,GM, HR, ID, IL, IN, IS, JP, KE, KZ, LC, LK, LR, LS, LT, LV, MA, MG, MN, MW, MX, NI, NO, NZ, OA, OM, PG,
PH, PL, PT, RO, SC; 8D, SG, 8K, SL, TJ, TN, TR, T, UA, UZ, VC, VN, YU, ZA, ZW

Tn sccordance with Rule 47. 1(c-bis)(ii), those Offices accept the present notice as conclusive evidence that the Contracting State for which
that Office acts as a designaied Office does not require the farnishing, under Article 22, by the applicant of a copty of the international
spplication.

TIME LIMITS for entry into the national phase

For the designaied or elocted Offica(s) listed shove, the applicable time limit for entering the national phase will, subject to what s said in
the following parsgraph, be 30 MONTHS from the priority data.

In practice, time lmity other than the 30-month time Hmit will coatinue 1o apply, for varicus periogs of tims, in respect of ceriain of the
degignated or elected Qffice(s) listed above. For regular updates on the applcable time Ihnits (30 or 31 montha, or cther tims limit),
Qffice by Office, refer 1o the PCT Gazetts, the PCT Newsleger and the PCT Applicant’s Guide, Volmue 11, National Chapters, all available
foom WIPO's Internet site, a2 hitp://wrww . wipo.int/pet/en/index himl.

1 j» the spplicant’s sole responedbility to monitor all these Ume limits.

NOV 1 0 2005

MIERN0TT Witl &
—tiane A H- !
The Internatiooal Buresn of WIPO Authorized officer
34, chemin des Colombetins .
1211 Geneva 20, Switzerland Nora Lindner
Facainile No.+41 22 740 14 35 Facsimile No.+41 22 338 89 65

Form PCT/IB/308(Second and Supplementary Notice) (January 2004)
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PCT/US2004/005693
PCT
SEGUNDA NOTIFICACION Y NOTIFICACION SUPLEMENTARIA PARA
INFORMAR AL SOLICITANTE SOBRE LA COMUNICACION DE LA SOLICITUD
INTERNACIONAL (A LAS OFICINAS DESIGNADAS QUE NO APLICAN EL
PLAZO DE 30 MESES.CONFORME A LA CLAUSULA 22(1))

(Norma PCT 47.1(c))

De la OFICINA INTERNACIONAL
Para: TOFFENETTI, Judith L. McDermott, Will & Emery LLP. 600

13th Street, NW. Washington, DC 200005-3096. ESTADOS UNIDOS

Fecha de remisién (dia, mes, afic): 3 de noviembre de 2005
(3/11/2005)

Referencia de archivo del Solicitante o agente: 50193-187
NOTIFICACION IMPORTANTE

Solicitud Internacional N° PCT/US2004/020734

Fecha de Presentacién internacional (dia, mes, aﬂéi: 29 de
Jjunio de 2004 (29-06-2004)

Fecha de Prioridad (dia, mes, aflo): 2 de julio de 2003 (2-07-
2003)

Solicitante: MERCK & CO. LTD. et al

1. ATENCION: Para todas las Oficinas designadas, para las

cuales el plazo conforme a la Clausula 22(1l), vigente desde el
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1l de abril de 2002 (30 meses desde la fecha de la prioridad),
si es aplicable, rogamos ver el Formulario PCT/IB/308 (Primera

Notificacién) emitido con anterioridad.

2. Por la presente se notifica que las siguientes Oficinas
designadas, para las cuales el plazo conforme a la Clausula
22(1), vigente desde el 1 de abril de 2002, no es aplicable,
ha/han solicitado que 1la comunicacién de 1la solicitud
internacional, establecida conforme a 1la Clausula 20, se
efectuard conforme a la Norma 93bis.1. La Oficina
Internacional ha efectuado esa comunicacién en la fecha que se
indica a continuacién:

20 de enero de 2005 (20-01-2005)

AU, AZ, BY, CN, CO, Dz, EP, HU, KG, KP, KR, MD, MK, MZ, NA,
RU, SY, TM, US

Conforme a la Norma 47.1l(c-bis) (i), esas Oflcinas aceptaran la
presente Notificacién como prueba definitiva de que la
comunicacién de 1la solicitud internacional se ha realizado
debldamente en la fecha de remisidén indicada mids arriba y que
no es necesario que el solicitante presente copia de 1la

solicitud internacional ante las Oficinas designadas.

2. Las siguientes Oficinas designadas, para las cuales el
plazo conforme a la Clausula 22(1), que estd vigente desde el

1 de abril de 2002, no es aplicable, no han solicitado, al
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momento de la remisién de la presente notificacidén, que la
comunicacién de la solicitud internacional se efectie conforme
a la Norma 93bis.1l:

AE, AG, AL, AM, AP, AT, BA, BB, BG, BR, BW, BZ, CA, CR, CU,
cz, DE, DK, DM, EA, EC, EE, EG, ES, FI, GB, GD, GE, GH, GM,
HR, ID IL, IN, IS, JP, KE, KZ, LC, LK, LR, LS, LT, LV, MA, MG,
MN, MW, MX, NI, NO, NZ, OA, OM, PG, PH, PL, PT, RO, SC, SD,
sG, SK, SL, TJ, TN, TR, TT, UA, UZ, VC, VN, YU, ZA, ZIW
Conforme a la Norma 47.1(c-bis) (ii), aquellas Oficinas aceptan
. la presente notificacién como prueba definitiva de que el
Estado Firmante por el cual actda la Oficina como Oficina
designada no requiere la provisién, conforme a la Cléausula 22,

por el solicitante de una copia de la solicitud internacional.

4, PLAZOS para el ingresc en la fase nacional.

Para las Oficinas designadas o elegidas enumeradas
anteriormente, el plazo aplicable para ingresar en la fase
naclonal sera, conforme a lo que se mencionan en el pérrafo

siguiente, serd de 30 MESES desde la fecha de la prioridad.

En la practica, los plazos excepto el plazo de 30 meses
seguirdn siendo aplicables, durante diferentes periodos de
tiempo, con respecto a clertas Oficinas designadas o elegidas
enumeradas anteriormente. Para actualizaciones regulares de

los plazos aplicables (30 o 31 meses, u otro plazo), Oficina
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por Oficina, vea el Boletin del PCT, el Boletin del PCT y la
Guia del Solicitante de PCT, Volumen II, Capitulos Nacionales,
todos disponibles en el sitio de Internet de la WIPO, en

http://www.wipo.int/pct/en/index.html.

Es la responsabilidad del solicitante controlar todos estos

plazos.

La Oficina 1Internacional de 1la WIPO, 34, chemin des
Colombettes, 1211 Ginebra 20, Suiza, Fax: (41-22)740.14.35.
Funcionario Autorizado: Nora Lindner

Fax: 41-22-338-8965

Formulario PCT/IB/308 (Segunda Notificacién y Notificacién

Suplementaria) (enero de 2004)
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- E@Bm . ;  PATENT COOPERATION TRE.. .Y PCTAUS04/020734
From the INTERNATIONAL BURRAU Q\o\ 4| 4
w CT = SRR
MO concamG
sunmssxogggmmmm TOFFENETTI, Judith, L.
McDermott, Wil & Emery LLP
OF PRIORITY DOCUMENT Dot Wil & Emery
Washington, DG 20005-3008
(°CT Administrative Instructions, Section 411) ETATE-UNIS DAMERIQUE
Date of medling {dayinonthyesr)
29 September 2004 (29.00.2004)
or agent's fils reference
50183-187 m’rmmnm
Intomnational application No. Imternationa filing Gase (daymontviear)
PCTAIS04/020734 29 June 2004 (20.06.2004)
02 July 2003 (02.07.2003)
MERCK & CO,, INC. et al
1. By means of this Form, which replaces any previoualy lssged notification submission or tramueniits] of pricdty docoments, the
epplicamt i3 hereby notified of the date of receipt by the Intemational Buresu of e pricrity document(s) relsting o all emrlier
spplication(s) whose pricrity is clabmed. Unless otherwias indicated by (he letiers “NR", in the ar by an asterisk

2. (lf applicabls) The Jetters “NR™ appearing in the dght-hand column denote a priority docomest witdch, o (he date of mailing of this
Form, hed not yst been recelved by the International Buresn under Rule 17.1(2) or (b). Where, uader Role 17.1(n), the priority
docmnent awst be submirted by the spplicant to the receiving Office ar the Infemations] Burean, but the spplicant fails o submit the
pricchy applicable tims limit under (hat Rule, the witention of the applieant Is drected 1o Rals 17.1(c) which

pwlhlMuWOﬂnmydmddnpidqﬂmmhhdﬂqthnwW.wmm

the nationa] phase, to faraish the priority docoment within a time Hmit which is reasomble nader the circumstances.

3. w‘qﬂ‘mbhmdnﬂ(ﬂmwblhedrdpgmhmumm:prhﬂwdmduth
tranmitted to the Internations] Boresn but nat in complflance with Rule 17.1(a) or (h) (the priority docoment was mceived sfler the
tima limit proscribed in Ruls 17.1(s) or the requen 1o prapem sd tranemit the priosty docomen was submitied to the mesjving Offien
after the applicable time limit under Rule 17.1(b)) Even thongh the priority document was not furnished in compliance with Rule 17.1(s)
or (b), the Internationa] Burean will nevertheless tansmit a copy of the document to the designated Offices, for their considemtion. In case

Ekxily detn Eriority sypiication No. Comniry or rogiona) Offics Date of recoipl
or PCT meniving Offica . of priority docnment
02 July {12.07.2003) 60/83,004 us 30 Augjust 2004 (30.08.2004)
The Internationa) Buren of WIPO Anthorized officer
chemin dos Colombettes
£211 Gloniys 20, Switsetane Cruz Juan

Facsimilo No. +41 22 338 89 65
Pacsimfle No. +41 22 740 14 35 Telephons No. 441 22 138 8239

Form FCT/IB/304 (Jamary 2004)
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TRATADO DE COOPERACION EN MATERIA DE PATENTES
PCT. NOTIFICACION SOBRE PRESENTACION O REMISION DE DOCUMENTOS
DE PRIORIDAD

(Instrucciones Administrativas del PCT, Articulo 411)

De la OFICINA INTERNACIONAL
Para: TOFFENETTI

McDermott, Will & Emery LLP
600 13*" Street, NW
Washington, DC 20005-3096

Estados Unidos

NOTIFICACION IMPORTANTE

Fecha de envio (dia/mes/afo): 29 de septiembre de 2004 (29-09-
2004)

Referencia de archivo del Solicitante o Agente: 50193-187
Solicitud Internacional No.: PCT/US2004/020734

Fecha de Presentacién Internacional: 29 de junio de 2004 (29-
06-2004)

Fecha de Publicacién Internacional: Adn no publicada

Fecha de Prioridad: 2 de julio de 2003 (2-07-2003)

Solicitante: MERCK & CO., INC. et al

1. Por medio de este Formularic, que reemplaza a toda

notificacién emitida previamente referida a la presentacién o

A
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remisién de documentos de prioridad, el solicitante por la
presente queda notificado de 1la fecha de recepcién del
documento de prioridad por 1la O©Oficina 1Internacional en
relacién con todas las solicltudes anteriores cuya prioridad
se reivindica. A menos que se indique lo contrario con las
letras “NR”, en la columna de la derecha, o con un asterisco
que aparece junto a la fecha de recepcién, el documento de
prioridad referido se presentdé o remitidé6 a la Oficina

Internacional en cumplimiento de la Norma 17.1(a) o (b).

2. Si corresponde, las letras “NR” que aparecen en la columna
de la derecha indican un documento de prioridad que, a la
fecha de remisién de este formulario, no habia sido recibido
ain por la Oficina Internacional conforme a la Norma 17.1(a) o
(b). Cuando, conforme a la Norma 17.1(a), el documento de
prioridad deba ser presentado por el solicitante ante 1la
Oficina receptora o la Oficina Internacional, pero el
solicitante no presente el documento de prioridad dentro del
plazo aplicable conforme a esa Norma, se llama la atencidn del
solicitante hacia la Norma 17.1{c) que establece que ninguna
Oficina designada podrd pasar por alto la reivindicacién de
prioridad referida antes de dar al solicitante la oportunidad,
al entrar en la fase nacional, de presentar el documento de
prioridad dentro de un plazo que sea razonable en las

circunstancias.



3 \Ofﬂ/)&

ann 14}Eﬂ3' '

3. Si corresponde, un asterisco(*) que aparece junto a la
fecha de recepcién, en la columna de la derecha, indica un
documento de prioridad presentado o remitido a la Oficina
Internacional pero no en cumplimiento de la Norma 17.l1(a) o
(b) (el documento de prioridad fue recibido con posterioridad
al plazo establecido en la Norma 17.1(a) o el pedido de
preparar y remitir el documento de prioridad se presentdé ante
la Oficina receptora con posterioridad al plazo aplicable
conforme a la Norma 17.1(b)). AlGn cuando el documento de
prioridad no se presenté en cumplimiento con la Norma 17.1l(a)
o (b), 1la Oficina Internacional remitird una copia del
documento a las Oficinas designadas, para su consideracién. En
caso de que esa coplia no sea aceptada por la Oficina designada
como documento de prioridad, la Norma 17.1(c) establece que
ninguna Oficina designada podréd pasar por alto 1la
reivindicacién de prioridad referida antes' de dar al
Solicitante la oportunidad, al entrar en la fase nacional, de
presentar el documento de prioridad dentro de un plazo que sea

razonable en las circunstancias.

Fecha de la solicitud: 2 de julio de 2003 (2-07-2003
Solicitud de Prioridad N°: 60/483.904
Pais u Oficina Regional u Oficina receptora de PCT: Estados

Unidos



- Ly .
Fecha de recepcidén del documento de prioridad: 30 de agosto de

2004 (30-08-2004)

La Oficina Internacional de la WIPO, 34, chemin des
Colombettes, 1211 Ginebra 20, Suiza. Fax: (41-22) 338.14.35
Funcionario autorizado: Cruz Juan

Teléfono N° (41-22) 338-8965

Fax: (41-22) 338-8239

Formulario PCT/IB/304 (enero de 2004)
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day/month/year)
28 April 2005 (28.04.2005)

S SATENT COOPERATION TREATY~ PCTAUS2004/02073
’ [ -] ‘
: ] From the mmmnom:. BUREBAU \OID\ tel g
| PCT = K
} NOTIFICATION CONCERNING
TRANSMITTAL OF COPY OF INTERNATIONAL TOFFENEI"TI:;“-:TEMH.‘GIB LLp
APPLICATION AS PUBLISHED OR REPUBLISHED mm1 Stmh S, AW
Daite of mmiling {;

Applicant’s or agent's file reference

MERCK & CO., INC. et al

50193-187
International application No. International Sling date (dayinonth/pear) Priority date {daywinonth/vear)
PCTAIS2004/020734 29 June 2004 (29.06.2004) 02 July 2003 (02.07.2003)
Applicam

The Inteynationa] Burean iransmiis herewith the following documems:

copy of the imematicnal application as published by the Imernational Burean on under
No. WO

No. WO 2003005398
or (38) (as the case may be) on the front page of the aitached document.

[#] copy of imermational application as republished by the Iniemational Burests on 28 April 2005 (28.04.2005) ander
anne:pllmmnuloI.hnr-ulfnrtlnlmpuhﬂnmnofﬂnmmnﬂmlﬂﬁm.n&mumﬂmmmm(lﬂ.(ﬂ)

The Iniemational Burean of WIPQ Autharized officer
34, chemin des Colombeiins
1211 Geneve 20, Switzeriand Nora Lindner
Facsimile No.+41 22 740 14 35 Pacsimile No.+41 22 338 89 65

Form FCT/IB/311 (Jammary 2004)
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(12) INTERNATIONAL APPLICATION PUBLISHED UNDER THE PATENT COOPERATIONTREATY

|.. J

\0’1/4

'

=S .- Y e——————
Intemational Bureau :‘ :j: 2 L
{43) International Publication Daie (10) International Publication Number
20 January 2005 (20.01.2005) PCT WO 2005/005398 A3
(51) International Patent Classification”  COTD 41314, (81) Deslgnated States (unlexs otherwiss indicased, for avery

41310, 487708, 417/14, AG1K 31/422, AGIP 31/04

(21) International Application Number:
PCT/US2004/020734

(22) International Filing Date: 29 Juns 2004 (29.06.2004)

(25) Filirg Langunge: Bnglish
(26) Pablication Language: English
(30) Priority Data:

60/483,.904 2 July 2003 (02.07.2003) US

60/546,984 24 February 2004 (24.02.2004) US

(71) Applicants (for all detignated Stases except US}: MERCK
& CO., INC. [US/US]; P.O. Box 2000, Rahway, NJ 07065
{US). KYORIN PHARMACEUTICAL CO, LID.
g:)m; 5, Kanda Surugadal 2-chome, Chiyoda-kn, Tokyo

Inventor; and
Inventor/Applicant (for US only): FUKUDA, Yasunichl
[YP/SP}; 33-2, Utmimsigaoks 3-chome, Oyama, Tochigi
329.0207 (JP).

23

(74) Agents: TOFFENETTT, Judith, L. et al.; McDermoit,
Will & Emery LLF, 600 13th Street, N.W., Washington, DC
20005-3096 (US)-

kind of national protacsion available): AE, AG, AL, AM,
AT, AU, AZ, BA, BB, BG, BR, BW, BY, RZ, CA, CH,CN,
C0, CR, CU, CZ, DE, DK, DM, DZ, BC, B8, BG, BS, FL,
GB, GD, GE, GH, GM, HR, HU, D, [L, IN, IS, JP, KB,
KG, KT, KR, KZ, LC, LK, LR, LS, LT, LU, LV, MA, MD,
MG, MK, MN, MW, MX, MZ, NA, NI, NO, NZ, OM, PG,
FH, PL, PT, RO, RU, SC, SD, SE, G, SK, 5L, SY, T1,TM,
TN, TR, TT, TZ, UA, UG, US, UZ, VC, VN, YU, ZA, ZM,
ZW.

(84) Designated Sistes (unless otherwise indicated, for every
kind of regional protection available): ARIPO (BW, GH,
GM, KE, LS, MW, MZ, NA, SD, SL, SZ TZ, UG, ZM,
ZW), Burssian (AM, AZ, BY, KG, KZ, MD, RU, T1, TM),
"Earopean (AT, BE, BG, CH, CY, CZ, DB, DK, EE, ES, H,
FR, GB, GR, HU, IE, IT, LU, MC, NL, PL, PT, RO, S&, §l,
SK, TR), OAPI (BF, BJ, CF, CG, C1, CM, GA, GN, GQ,
GW, ML, MR, NR, SN, TD, TG).

Published:

—  with imternational search report

~ before the expiration of the tima limit for amending the
claims and 10 be republished In the event of receipt of
amendments

(88) Date of publication of the Internsiional search report:
28 April 2005

For two-letier codes and other abiraviations, rafer to tha "Guld-
ance Notes on Codes and Abbreviations” appearing at the begin-
ning of each regular isyue of the PCT Gazette.

(54) Title: CYCLOPROPYL GROUP SUBSTITUTED OXAZOLIDINONE ANTIBIOTICS AND DERIVATIVES THERBOF

o

L) {57) Absiract: This invention relates 10 new oxazolidinones having a cyclopropyl molety, which sre effective against asrobic and
anerobic pathogens such as multi-resistant staphylococd], streptococci and enterococed, Bacteroides spp., Clostridia spp. species, as

Qo

woll as acid-fast organisms such as Mycobacterium mbsresulasis

and othar mycobactenial species. The compounds sre mpresented

by strectoral formula: (I): its enaptiomer, dipstereomer, or pharmaceatically acceptable saht or ester thereof,
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. INTERNATIONA JSEARCH REPORT ) gy~
o . PCT/US2004/020734
(S c"%u"?ﬁ“ “C070413/10 COTD487/08  CO7D417/14  A61K3TTa52"
A61P31/04 27

Mmmmmtmuum nationsl Claseification and IPC

. RELDS SEARCHED

Minimum docamanistion sastched (clessilieation followed by ciasafficalion
IPC 7 COTD ABIK ASIP "

Docunentation searchad othar an minimum docmantation 10 Hha axtant that such documents are includad In the flskls saarched

Escironic dsia base conenited during (he intsernalions! search (nasme of deia base and, where practiea), saarch lerms used)
EPO-Internal, WPI Data, CHEM ABS Data

€. DOCUMENTS CONSIDENED TO BE RELEVANT

Catogory * | Chstion of document, with indication, where appropriaie, of the relevant pasaages Falovanl 1o claim No.

3 US 2004/147760 A1 (THOMAS RICHARD CHARLES 1,2,7,8,
‘US! ET AL) 29 July 2004 (2004-07-29) 10-15
examples 48-51,54-57,65,72,73
claim 70

P.X WO 2004/048350 A (ASTRAZENECA AB; 1,2,7,8,
ASTRAZENECA UK LIMITED; GRAVESTOCK, 10-15

MICHAEL, BARRY; HA)
10 June 2004 (2004-06~10)
page 78, line 24 - page 79; claim 1

example 8
—/—
m Furthor documends are isted fn the contipmtion of box C. E Pulend Somily mebecs are fisted in senes
pecsl it o ol Sommms: T o ) 1 et g oo
10 o f ptim v o Cled 10 Lrutersiand fhe principlo or theoty oncirlying he
"E" warfiar document bul pubiishind on or ser the inlernationa) "X* documant of pasiculsr relevancs; the ciaimad invantion
fing date cannct be aonaldared noval or cennol be considered to
"L* documan which may ihrvw couis o _% involve 2N Inventive Siap whan tia doCUMAN |8 TekEn Rioks
*Y* document of particular levance: te ciaimed invention
m«mmm mnmnm:n'mm -:pﬁmm

'Uur-,mnmbmw-munan documan is combinad wilh ons or mam olher

docisnant dale bntt hwart
v “memm i *A* documant member of he sams pelant family
Daia of the aciunl compiation of (he intsmafionsl ssanch Daln of maling of the inlamalional sperci report
9 February 2005 2100
Name and malling address of the IBA Auithonizad officar
Europsan Patent Oftice, P.6. 5818 Petentiasn 2
NL - 2290 HV
o T e | ! e Kolimannsberger, M

Fora PCTASA2Y0 (Second Shael] Linmury 2004)
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C.{Contimstion) DOCLMENTS CONSIDERED TO BE RELEVANT

Calagory *

Ciafion of documnani, with indication, where approgriale, of the reisven| passages

Ralevart 1o clabm No.

WO 01/94342 A (DONG A PHARM CO LTD ; CHO
JONG HWAN (KR); CHOI SUNG HAK (KR); LEE
" JAE) 13 December 2001 (2001-12-13)
cited in the application
clainms
examples
42,78,119,129,132,134,136,139,143,146,148
US 5 523 403 A (BARBACHYN ET AL)
4 June 1996 (1996-06-04)
claim 1
column 46, line 1 - 1ine 3
column 46, 1ine 10 - 1ine 12

WO 94/13649 A (THE UPJOHN COMPANY;
BARBACHYN, MICHAEL, ROBERT)

23 June 1994 (1994-06-23)

claim 1

page 64, 1ine 20 — line 21

page 64, 1ine 26 - 1ine 27

WO 03/027083 A (KYORIN SEIYAKU KK ; FUXUDA
YASUMICHI (JP); MERCK & CO INC (US);

HMII()1 1 N) 3 April 2003 (2003-04-03)

claims

EP 0 352 781 A (E.I. DU PONT DE NEMOURS
AND COMPANY) 31 January 1990 (1990-01-31)
cited tn the application

example 38

US 5 736 545 A (GADWOOD ET AL)
7 April 1998 (1998-04-07)
column 1, 11ine 43 - column 2, 1ine 14

-
1,2,7,8,
10-15

1-15
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Box @ OQObsorvetiona where cerntain cialms wers found unsesrcheble (Continustion of Hiem 2 of first sheet)

This intemations! SBeacch Feporthas not besn estabiished in mepect of carwin cialms under Aricls 17(2)(a) for thi following reasons; -

+ ] e k29
} ) mﬁ'ﬁuumuqummmmuumwmm.m

Although claims 14 and 15 are directed to a method of ireatment of the

human/animal body, the search has been carrted out and based on the alleged
/ effects of the compound/composition.

2. D Ciaims Nos.:
because they relate o parts of e Intlemationst

Applicalion that do nol comply with tha prascrided raments in such
an axen hat no meaninphl IMemutional Search can ba carmsd out, specifically: req

s.l:]cm-m:

becauss they &ve dependant ciaime and me not drafied in accordance with tha second and third sermances of Rule 6.4{a).

Box Ml Obsarvations whare unity of invention la lacking (Continuation of lem 3 of firet shest)

This inlemational Bearching Authorily found multiple inventions In this inlsmatonal sppiication, &8 follows:

see additional sheet

1. E] As 8l requived additions) asarh ises wers timely paid by the applicant, this International Saarch Report covers all
sesrchable clalms.

2 As of ciaims could be ssarched without effort ackiitional foe, this oid not invite
° L] gt veagitogns il Ay 4 0t s prcs

L § ] some of the requined addional search fees wars the applicant, fhis miamational Sasrch Raport
D mﬂ’wmﬁmhmmwmwmmwmu o

the appiicant. asquently, this (nlsmalional Search Report is
meiiciad 1 $a invention first mantionad In the claime; hmufamhbl.:

Dmmmmmmwumm

m No projest accompenied the paymant of ackional search foas.

Form PCTASA210 {continuation of Sret shest (2)) {January 2004)
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FURTHER INFORMATION CONTINUED FROM PCTASA/ 210

inlsmational Appiicanon No, PCT/US2004 /020734

This International Searching Authority found multiple (groups of)-* - .-
inventions in this international application, as follows: .

1. claims: 1,2, 4-6,10-15 (a1l in part), 3,9

compounds according to structure (I) of claimn 1 1n which X
1s a bicycl103.1.0!-ring and their uses

2. ¢claims: 1,2,4-6,10-15 (all 1n part); 7.8

compounds according to structure (I) of claim 1 in which X
is an N-bound heterocycle
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- PCT/US2004/020734
Patent document Publicetion Patent family Publication
cited In search report daie member(e) date
US 2004147760 Al  29-07-2004 US 2004044052 Al 04-03-2004
AU 2003210807 Al 09-09-2003
BR 0307924 A 07-12-2004
CA 2476038 Al 04-09-2003
EP 1478629 Al 24-11-2004
WO 03072553 Al 04-09~2003
WO 2004048350 A 10~06-2004 WO 2004048350 A2 10-06~2004
NO 0194342 A 13-12-2001 KR 2002071576 A 13-09-2002
AU 5889701 A 17-12-2001
BR 0111280 A 10-06-2003
CA 2411859 Al 13-12-2001
CN 1433413 T 30-07-2003 -
EP 1289984 Al 12-03-2003
HU 0301562 A2 29-12-2003
JP 2003535860 T 02-12-2003
NO 0194342 Al 13-12-2001.
MX PA02012045 A 15-10-2003
NZ 522990 A 29-08-2003
US 2003166620 Al 04-09-2003
US 5523403 A 04-06~1996 AT 161833 .7 15-01-1998
AU 670842 B2 01-08-1996
AU 5323994 A 04-07-1994
CA 2147753 Al 23-06~1994
CN 1092413 A ,C 21-09-1994
(] 9501366 A3 18-10-1995
DE 69316240 D1 12-02-1998
DE 69316240 T2 20-05-1998
DK . 673370 T3 07-09-1998
EP 0673370 Al 27-09-1995
ES 2111188 T3 01-03-1998
FI 952798 A 07-06-1995
GR 3026228 T3 29-05-1998
HU 74099 A2 28-11-1996
IL 107663 A 16-10-1996
JP 8504205 T 07-05-1996
JP 3558088 B2 25-08~2004
KR 276382 B1 15-12-2000
MX 9307705 Al 30-06-1994
NO 952253 A 08-08-1995
NZ 257031 A 26-07-1996
PH 31085 A 05-02-1998
PL 309283 Al 02-10-1995
SK 74695 A3 11-10-1995
Wo 9413649 Al 23-06-1994
RU 2119484 C1 27-09-1998
IA 9307791 A 20-05-1995
WO 9413649 A 23-06-1994 AT 161833 T 15-01-1998
AU 670842 B2 01-08-1996
AU 5323994 A 04-07-1994
CA 2147753 Al 23-06-1994
cZ 9501366 A3 18-10-1995
DE 69316240 D1 12-02-1998
DE 69316240 T2 20-05-1998
DK 673370 T3 07-09-1998

T o™=
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Patent document Publication Patent famity Publication

clied In search report dais member(s) date

WO 9413649 EP 0673370 Al 27-09-1995
ES 2111188 T3 01-0 98
FI 952798 A 07 ‘U
GR 3026228 T3 29-05-199
HU 74099 A2 28-11-1996
JP 8504205 T 07-05-1996
JP 3558088 B2 25-08-2004
KR 276382 B1 15-12~2000
NO 952253 A 08-08-1995
NZ 257031 A 26-07-1996
PL 309283 Al 02-10-1995
RU 2119484 C1 27-09-1998
SK 74695 A3 11-10~-1995
WO 9413649 Al 23-06-1994
us 5523403 A 04-06-1996
CN 1092413 A ,C 21-09~1994
IL 107663 A 16-10--1996
MX 9307705 Al 30-06-1994
PH 31085 A 05~-02-1998
IA 9307791 A 20~-05-1995

WO 03027083 03-04-2003 CA 2443410 Al 03-04-2003
11 4 1385834 Al 04-02-2004
WO 03027083 Al 03-04-2003
US 2003125367 Al 03-07-2003

EP 0352781 31-01-1990 US 4948801 A 14-08-1990
AU 622465 B2 09-04-1992
AU 3911589 A 01-02-1990
CA 1337526 C 07-11-1995
DK 374389 A 30-01-1990
EP 0352781 A2 31-01-19590
FI 893618 A 30-01-1990
HU 58062 A2 28-01-1992
IE 892438 L 29-01-1990
JP 2124877 A 14~-05-1990
JP 2899319 B2 02-06-1999
NO 893076 A 30-01-1990
NZ 230108 A 25-10-1991
PT 91315 A 08-02-1990
us 5130316 A 14-07-1992
us 5043443 A 27-08-1991
us 5254577 A 19-10-1993
ZA 8905778 A 27-03-1991

US 5736545 07-04-1998 AT 221521 T 15-08-2002
AU 703831 B2 01~-04-1999
AU 1954797 A 10-09-1997
CA 2243706 Al 28-08-1997
CN 1206410 A ,C 27-01-1999
DE 69714418 D1 05-09-2002
DE 69714418 T2 16-01-2003
DK 883611 T3 02-12-2002
EP 0883611 Al 16-12-1998
ES 2180945 13 16~02-2003
HK 1017033 Al 02-08-2002
ID 18467 A 09-04-1998
JP 2000505084 T 25-04-2000

Fomn PCTABNZ0 (painent tamlly ennax] ey S004)

‘?

¢

e




—~
e 'INTERNATIONAE JEARCH REPORT

—_

vial ] tpphoation e

- PCT/US2004/020734
Paiant documam Publication Patont family Publication
ciwed in search repart dawm membar{s) dats
Us 5736545 A NZ 331011 A 28-04~-2000
PT 883611 T 31-12-2002
SI 883611 T1 31-12-2002
T 442460 B 23-06-2001
V3] 9730981 Al 28-08-1997
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TRATADO DE COOPERACION EN MATERIA DE pm-m:sr 1%}
PCT

NOTIFICACION REFERIDA A LA REMISION DE COPIA DE SOLICITUD DE

PATENTE INTERNACIONAL PUBLICADA O REPUBLICADA

De la OFICINA INTERNACIONAL
Para: TOFFENETTI, Judith L. McDermott, Will & Emery LLP. 600

13th Street, NW. Washington, DC 200005-3096. ESTADOS UNIDOS

Fecha de remisién (dia/mes/afio): 28 de abril de 2004 (28-04-
2004)

Referencia de archivo del Solicitante o del agente: 50193-187
NOTIFICACION IMPORTANTE

Solicitud Internacional N° PCT/US2004/020734

Fecha de Presentacién internacional (dia/mes/afio): 29 de junio
de 2004 (29-06-2004)

Fecha de la Prioridad (dia/mes/afic): 2 de julio de 2003 (2-07-
2003)

Solicitante: MERCK & CO., INC et al

La Oficina Internacional remite adjunto a la presente los

siguientes documentos:

[] Copia de la solicitud de patente internacional publicada

por la Oficina Internacional el con el N° WO



[X] copia de la solicitud de patente internacional republicada
por la Oficina Internacional el 28 de abril de 2005 con el N°
WO 2005/005398

Para ver wuna explicacién en cuanto al motivo de esta
republicaciébn de la solicitud internacional, se hace
referencia a los cbdigos de INID (15), (48) u (88) (segin sea
el caso) que aparecen en la cardtula del documento adjunto a

la presente.

La Oficina Internacional de la WIPO
34, chemin des Colombettes, 1211 Geneva 20, Suiza

Fax 41-22-740-1435

Funcionario Autorizado: Nora Lindner. Fax 41-22-338-8965

Formulario PCT/IB/311 {(enero de 2004)
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(12) SOLICITUD INTERNACIONAL PUBLICADA DE ACUERDO CON EL
TRATADO DE COOPERACION EN MATERIA DE PATENTES (PCT)
(19) ORGANIZACION MUNDIAL DE LA PROPIEDAD INTELECTUAL
Oficina Internacional
WIPO - OMPI
PCT

(43) Fecha de Publicacién Internacional: 20 de eneroc de 2005
(20-01-2005)
(10) Publicacién Internacional Numero: WO 2005/005398 A3
(51) Clasificacién Internacional de Patentes’: CO7D 413/14,
413/10, 487/08, 417/14, A61K 31/422, A61P 31/04
(21) Solicitud Internacional Nimero: PCT/US2004/020734
(22) Fecha de Presentacién Internacional: 29 de junio de 2004
(29-06-2004)
(25) Idioma de Presentacién: inglés
(26) Idioma de Publicacién: inglés
(30) Datos de la Prioridad:
60/483.904 2 de julio de 2003 (2-07-2003) US

60/546.984 24 de febrero de 2004 (24-02-2004) US

(71) Solicitante (para todos los Estados designados excepto
Estados Unidos): MERCK & CO. INC. (US/US), P.O. Box 2000,
Rahway, NJ 07065 (Estados Unidos). KYORIN PHARMACEUTICAL CO.,

LTD. [JP/JP], 5, Kanda Surugadai 2-chome, Chiyoda-ku, Tokio

(Japbn) .
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(75) Inventores/Solicitantes (exclusivamente para Estados

2]

(72) Inventores; y

Unidos): FUKUDA, Yasumichi [Japén/Japén], 33-2, Utsukusigoaka
3-chome, Oyama, Tochigl 329-0207 (Japén).

(74) Agentes: TOFFENETTI, Judith L. et al, McDermott, Will &
Emery LLP, 600 13*® Street, NW, Washington, DC 20005-3096
(Estados Unidos).

(8l) Estados Designados (excepto que se indique de otro modo
para todos los tipos de protecciones nacionales existentes):
AE, AG, AL, Aﬁ, AT, AU, AZ, BA, BB, BG, BR, BW, BY, B2, CA,
CH, CN, CO, CR, CU, Cz, DE, DK, DM, D2, EC, EE, EG, ES, FI,
GB, GD, GE, GH, GM, HR, HU, ID, IL, IN, IS, JP, KE, KG, KP,
KR, Kz, 1LC, LK, LR, LS, LT, LU, LV, MA, MD, MG, MK, MN, MW,
MX, MZ, NA, NI, NO, NZ, OM, PG, PH, PL, PT, RO, RU, SC, 8D,
SE, SG, SK, SL, SY, TJ, TM, TN, TR, TT, TZ, UA, UG, US, UZ,
vC, VN, YU, ZA, ZM, ZW.

(84) Estados Designados (salvo que se indique de otrc modo,
para todos los tipos de protecciones regionales existentes):
Patente ARIPO (BW, GH, GM, KE, LS, MW, MZ, NA, SD, SL, Sz, TZ,
UG, ZM, ZIW), Patente de Eurasia (AM, AZ, BY, KG, KZ, MD, RU,
TJ, TM), Patente Europea (AT, BE, BG, CH, CY, CZ, DE, DK, EE,
ES, FI, FR, GB, GR, HU, IE, IT, LU,_MC, NL, PL, PT, RO, SE,
SI, SK, TR), Patente OAPI (BF, BJ, CF, CG, CI, CM, GA, GN, GQ,

GW, ML, MR, NE, SN, TD, TG).



Publicado:

-- con informe de bisqueda internacional y para ser
republicado al recibirse el informe.

-—- con anterioridad al vencimiento del plazo para enmendar las
reivindicaciones y para ser republicada en caso de recibirse
enmiendas.

(88) Fecha de publicacién del informe de busqueda
internacional: 28 de abril de 2005

Para los cddigos de dos letras y otras abreviaturas, recurra a
las “Notas de Guia acerca de Cédigos y Abreviaturas” que
aparece al comienzo de cada emisién reqular del Boletin del
PCT.

{54) Titulo: ANTIBIOTICOS DE OXAZOLIDINONA SUSTITUIDOS CON UN

GRUPO CICLOPROPILO Y DERIVADOS DE LOS MISMOS

JLO ' )

HLY—R,

(57) Resumen: La presente invencién se relaciona con
oxazolidinonas nuevas gque tienen una parte de ciclopropilo,
que ‘son efectivas contra patégenos aerdbicos y anerébicos
como estafilococos multi resistentes, estreptococos y

enterococos, y Bacteroides spp., Clostridia spp. asi como
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también organismos dcidos rapidos como Mycobacterium

an

tuberculosis y otras especies micobacterianas. Los compuestos
estdn representadas por la férmula estructural: (I}): su
enantiémero, diasterebmero o sal farmacéuticamente aceptable,

o éster de los mismos.
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INFORME DE BUSQUEDA INTERNACIONAL
Solicitud Internacional No. PCT/US2004/020734
A. Clasificacién de la Materia:
IPC 7: CO07D413/14 CO07D413/10 CO07D487/08 CO7D417/14 A61K31/422
A61P31/04
De acuerdo con la Clasificacién Internacional de Patentes

(IPC) o con la clasificacién nacional e IPC.

B. Campos de Bilsqueda:

Documentacién minima buscada (sistema de clasificacidén seguido
por simbolos de clasificacién)

IPC 7 CO7D A61K A61P

Documentacién buscada ademds de la documentacién minima en la
medida en que tales documentos estdn incluidos en los campos
de busqueda: |

Base de datos electrénica consultada durante la biasqueda
internacional (nombre de la base de datos y, sl es posible,
términos de blisqueda usados):

EPO-Internal, WPI Data, CHEM ABS Data
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C. Documentos Considerados Relevantes

Categoria* [Cita de documento, indicando,’ IR;alevan_!ﬂ@ira la
sl corresponde, los pasaljes |reivindicacién N°

relevantes

E us 2004/147760 Al (THOMAS |1, 2, 17, 8, 10-
RICHARD CHARLES US ET AL) 29 de|15

julio de 2004 (29-07-2004)
Ejemplos 48-51, 54-57, 65, 72,
73

Reivindicacién 70

P, X WO 2004/048350 (ASTRAZENECA AB; |1, 2, 7, 8, 10-15
ASTRAZENEKA UK LIMITED;
GRAVESTOCK MICHAEL, BARRY; HA)
10 de junio de 2004 (10-06-
2004)

pagina 78, 1linea 24 - péagina

79; reivindicacién 1, ejemplo 8

[x] Se mencionan otros documentes en la continuacién del
Casillero C.

[x] Se mencionan miembros de familia de patente en el anexo.

* Categorias especiales de documentos citados:

“A”: documento que define el estado general del arte que no se
considera de particular relevancia

“E¥: documento anterior pero pgblicado en la fecha de

presentacidén internacional o con posterioridad a ella.
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“L”: documento que puede arrojar dudas sobre la reivindicacién
de prioridad o que 8e cita para establecer la fecha de
publicacién de otra <cita o por otra razén especial
(especificada).

“0”: documento que refiere a una revelaciébn oral, uso,
exhibicién u otro medio.

“P”: documento publicado antes de la fecha de presentacién
internacional pero con posterlioridad a la fecha de prioridad
reivindicada.

“T#: documento posterior publicado con posterioridad a la
fecha de presentacién internacional o a la fecha de prioridad
y que no estd en conflicto con la solicitud pero citado para
comprender un principio o teoria que sustenta la invencién.
“X*: documentc de particular relevancia: la invencién
reivindicada .no puede considerarse nueva o0 no puede
considerarse que implica un paso inventivo cuando el documento
se toma solo.

“¥”: documento de particular relevancia: 1la invencién
relvindicada no puede considerarse que implica un paso
inventivo cuando el documento se combina con otro u otros
documentos, siendo dicha combinacién obvia para un experto en
el arte.

“§”: documento miembro de la misma familia de patentes.

Fecha de la finalizacién efectiva de la bisqueda

internacional: 9 de febrero de 2005
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Fecha de envio del informe de biisqueda internacional: 21-02-05
Nombre y domicilio para correspondencia de la ISA
Oficina de Patentes Europea, P.B. 5818 Patentlaan 2
NL-2280 HV Rijswiik
Tel: (31-70) 340-2040. Tx 31 651 epo nl
Fax: (31-70) 340-3016
Funcionario autorizado: Kollmannsberger, M

Formulario PCT/ISA/210 (pagina dos) (enero de 2004)

INFORME DE BUSQUEDA INTERNACIONAL
Solicitud internacional N°: PCT/US2004/020734

C. {(Continuacién) Documentos Considerades Relevantes

Categoria* |Cita de documento, indicando, |Relevante para la
sl corresponde, los pasajes|reivindicacién N°

relevantes

X WO 01/94342 A (DONG A PHARM CO|1l, 2, 7, 8, 10-15
LTD, CHO JONG HWAN (KR); CHOI
SUNG HAK (KR); LEE JAE) 13 de
diciembre de 2001 (13-12-2001)
citada en la solicitud
Reivindicaciones

Ejemplos 42, 78, 119, 129, 132,
134, 136, 139, 143, 146, 148

X US 5.523.403 A (BARBACHYN ET|1, 2, 7, 8, 10-15
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AL) 4 de junio de 1996 (4-06-
1996) reivindicacién 1

Columna 46, linea 1 - linea 3
Columna 46, linea 10 - linea 12
WO 94/13649 A (THE UPJOHN
COMPANY; BARBACHYN, MICHAEL,
ROBERT) 23 de junio de 1994
(23-06-1994) reivindicacién 1
Padgina 64, linea 20 - linea 21
P&gina 64, linea 26 - linea 27
WO 03/027083 A (KYORIN SEIYAKU
KK; FUKUDA YASUMICHI (JP)} MERCK
& CO INC (US); HAMMON) 3 de
abril de 2003 (3-04-2003)
Reivindicaciones

EP 0.352.781 A (E.I. DU PONT DE
MEMOURS AND COMPANY) 31 de
enero de 1990 (31-01-1990)
citada en la solicitud

Ejemplo 38

US 5.736.545 A (GADWOOD ET AL)
7 de abril de 1998 (7-04-1998)
columna 1, linea 43 - columna

2, linea 14

.M

1-15

1' 2' 7'

1, 2, 7,

S
Log,

8, 10-15

B, 10-15
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INFORME DE BUSQUEDA INTERNACIONAL

Solicitud Internacional N° PCT/US2004/020734

Casillero N° II. Observaciones cuando ciertas reivindicaciones
se consideraron no buscables (Continuacién del punto 2 de la
pagina 1).

Este Informe de Blisqueda Internacional no se ha establecido
con respecto a ciertas reivindicaciones conforme a la Clausula
17(2) (a) por los siguientes motivos:

1. [x] Reivindicaciones N°:

porque se relacionan con un objeto que no se requiere que
busque esta Autoridad, a saber:

Aunque las reivindicaciones 14 y 15 se refieren a un método de
tratamiento del cuerpo humano/animal, la blisqueda se ha
realizado Y basado en los supuestos efectos del
compuesto/composicién.

2. [] Reivindicaciones N°:

porque se relaclonan con partes de la solicitud internacional
que no cumplen con los requisitos establecidos en tal magnitud
que no sSe puede realizar una Dbisqueda significativa,

especificamente:
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3. [] Reivindicaciones N°:
porque son reivindicaciones dependientes y no estdn redactadas
de acuerdo con la segunda y tercera oraciones de la Norma

6.4(a).

Casillero N° 1III. Observaciones cuando falta wunidad de
invencién (Continuacién del punto 3 de la pagina 1)

La Autoridad de Blisqueda Internacicnal encontré varias
invenciones en esta solicitud internacional, a saber:

Véase la pdgina adicional

1. [x] Como todos los aranceles de bisqueda adicionales se
pagaron oportunamente por el solicitante, este informe de
blisqueda  internacional abarca todas las reivindicaciones
buscables.

2. [] Como las reivindicaciones buscables pudieron buscarse
sin esfuerzo que justifique un arancel adicional, esta
Autoridad no intima al pago de ningin arancel adicional.

3. [] Como ninguno de los aranceles de bisqueda adicionales
requeridos se pagaron oportunamente por el solicitante, este
informe de bUsqueda internacional abarca solamente aquellas
reivindicaclones para las cuales se pagaron aranceles,

especificamente las reivindicaciones N°:

4. [] El1 solicitante no pagé ninguno de 1los aranceles de

bisqueda adicionales. En consecuencia, este informe de
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bisqueda internacional se limita a la invencién menciiﬁ?&gﬁ;n
primer lugar en las reivindicaciones; estAd abarcada por las
reivindicaciones N°:

Observacién Bajo Protesta:

[] Los aranceles de bisqueda adicionales estuvieron
acompafiados por el protesto del solicitante

[x] Ningin protesto acompanfild el pagc de los aranceles de
blisqueda adiclonales.

Formulario PCT/ISA/210 (continuacién de 1la péagina 1 (2))

(enexro de 2004)

Solicitud Internacional N° PCT/US2004/020734

OTRA INFORMACION CONTINUACION DE PCT/ISA/210

Esta Autoridad de Blasqueda Internacional encontré varias
{(grupos de) invenciones en esta solicitud internacional, a
saber:

1. reivindicaciones: 1, 2, 4-6, 10-15 (todas en parte), 3,9
compuestos de acuerde con 1la estructura (I) de la
reivindicacién 1 en donde X es un anillo de biciclo’3.1.0 y
sus usos

2. reivindicaciones: 1, 2, 4-6, 10-15 (todas en parte); 7, 8
compuestos de acuerdo con la estructura (I) de 1la

reivindicacién 1 en donde X es heterociclo unido a N.



- I

wd N

INFORME DE BUSQUEDA INTERNACIONAL M
Informacién sobre miembros de familia de patentes

Solicitud Internacional N° PCT/US2004/020734

[ Documento patents ctado | Fecha de Mietoro(s) de fanila Focha 06

an Informe de bisqueda Publicaclén de patentes publcacidn

US 2004147760 Al  29-07-2004 US 2004044052 Al 04-03-2004

Al 2003210807 Al 09-09-2003

BR 0307924 A 07-12-2004

cA 2476038 Al 04-09-2003

EP 1478629 Al 24-11-2004

W0 03072553 Al 04-09-2003

WO 2004048350 A  10-05-2004 WO 2004048350 A2 10-06-2004

WO 0194342 A 13-12-2001 KR 2002071576 A 13-09-2002

: AU 5889701 A 17-12-2001

. BR 0111280 A 10-06~2003

CA 2411859 A1 13-12-2001

cN 1433413 T 30-07-2003

€P 1289984 Al 12-03-2003

U 0301562 A2 29-12-2003

JP 2003535360 T 02-12-2003

NO 0194342 Al 13-12-2001

NX  PA02012045 A 16-10-2003

Nz 522990 A 29-08-2003

US 2003166620 Al 04-09-2003

US 5623403 A 04-06-1996 AT 161833 T 15-01-1998

A 670842 B2 01-08-1996

A 5323994 A 04-07-1994

cA 2147753 Al 23-06-1094

CN 1002413 A ,C 21-09-1994

cz 9601366 A3 18-10-1995

DE 69316240 D1 12-02-1998

DE 69316240 T2 20-05-1998

oK 673370 T3 07-09-1998

£p 0673370 Al 27-09-1995

ES 2111188 T3 01-03-1998

3 952798 A 07-06-1995

&R 3026228 T3 29-05-1998

HU 74099 A2 28-11-1996

i 107663 A 16-10-1996

JP 8504205 T 07-05-1995

ar 3558088 82 25-08-2004

KR 276382 B1 15-12-2000

X 9307705 Al 30-06-1994

NO 952253 A 03-08-1995

NZ 257031 A 26-07-1996

PH 31085 A 05-02-1998

PL 309283 Al 02-10-1995

X 74695 A3 11-10-1995

0 9413649 Al 23-06-1994

RU 2119484 £1 27-09-1998

ZA 9307791 A 20-06-1995

W0 9413649 A 23-06~1994 AT 161833 T 15-01-1998

AU 670842 B2 01-08-1996

AU 5323994 A 04-07-1994

cA 2147753 Al 23-06-1994
Mm -
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Mismbro(s) 08 famita

Documenio Patents citindd | Fecha de Fecha de
en Informe de basqueda publcacion de patertes publicacion
YO 9413849 A £P 0673370 Al 27-09-1995
ES 2111188 T3 01-03-1998
FI 952798 A 07-06-1995
GR 3026228 T3 29~05~1998
HU 74099 A2 28-11-1896
JP 8504205 T 07-05-1996
JP 3558088 B2 25-08-2004
KR 276382 B1 15-12-2000
N0 952253 A 08-08~1995
N2 257031 A 26~07-1996
PL 309283 Al 02-10-1995
U 2119484 €1 27-09-1998
2 4 74695 A3 11-10-1995
O 9413849 Al 23-06-1994
Us 5523403 A 04-06-1996
] 1002413 A C 21-09-1594
IL 107663 A 16—-10~1996
MX 9307705 Al 30-06-1994
PH 31085 A 05-02-1998
ZA 9307791 A 20-05-1595
W0 03027083 A 03-04-2003 CA 2443410 Al 03-04-2003
14 1385834 Al 04-02-2004
W 03027083 Al 03-04-2003
US 2003125367 Al 03-07~2003
EP 0352781 A 31-01-1990 US 4943801 A 14-08-1990
Al 622465 B2 09-04-1992
AU 3911589 A 01-02-1990
CA 1337526 € 07-11-1995
DK 374389 A 30-01~19%0
EP 0352781 A2 31-01-1990
FI 8935618 A 30-01-1990
HU 58062 A2 20-01-1992
IE 892438 L 29-01-1990
JF 2124877 A 14-05-1990
JP 2899319 B2 02-06~-1999
RO 893076 A 30-01~-199Q
14 230108 A 25-10-1991
T 91315 A 08-02-1990
us 6130316 A 14-07-1992
us 5043443 A &7-08-1%91
us 5254577 A 19-10-1993
IA 2905778 A 27-03-1991
US 5736545 A 07-04-1998 AT 221521 7 15-08-2002
A 703831 B2 01-04-1999
AU 1954797 A 10-09-1997
CA 2243708 Al 28-08-1997
(o ] 1206410 A ,C 27-01-1999
DE 69714418 D1 05-09-2002
DE 69714418 T2 16~01-2003
DX W11 T3 02-12-2002
EP 0883511 Al 16~12-1998
ES 2180945 T3 16-02-2003
| 4 1017033 Al 02-08-2002
1D 18457 A 09-04-1998
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PCT

INFORMATION CONCERNING ELECTED
OFFICES NOTTFIED OF THEIR ELECTION

PCTAUS2004/02073

To:

From the INTERNATIONAL BUREAU A0 Mﬁ

iy

TOFFENETTI, Judfh 0 ="
MeDermott, Will & TIL:
600 13th Strest, N. '7.

Washington, DC

l E,l “‘q.

l'ﬁﬁ'b

..,-n-n.---— -

(PCT Article 31(7) and Rulc 61.3) ETATSUNIS DAMRRIGME 2 (! ‘.:,,_’ S |
Date of mailing (day/month/Avear}
13 October 2005 (13.10.2005)
Applicant’s or agent's lite reference
50193-187 IMPORTANT INFORMATION
Iniernational application No. Internationel filing daie {day/montyyear) Priority date (daymonth/vear)
PCTAUS2004/020734 29 June 2004 (26.06.2004) 02 July 2003 (02.07.2003)

d Applicani

MERCK & CO., INC. et al

‘The applicant is hereby informed that the Internationa! Buresu has, accoeding 1o Asticle 3107, notified each of the following Offices of i alection:

EP: AT, BE, BG, CH, CY. CZ, DE, DK, EE, ES, FI, FR, GB, GR, HU, IE, IT, LU, MC, NL, PL, PT, RO, SE, SI, SK,
TR

National: BG, CA,CN, CZ, DE, IP, KP, KR, MN, NO, PL, RO, RU, SK, US
The following Offices have waived the requirement for the notification of their elaction; the notification will be seal 1o them by the International Bureau
only upon therr reques:
AP: BW, GH, GM. KE, LS, MW, MZ, NA, SD, SL, SZ, TZ, UG, ZM, ZW
EA: AM, AZ, BY, KG, KZ, MD,RU, TJ, TM
OA: BF,BI, CF, CG, CI,CM, GA, GN, GQ, GW, ML, MR, NE, SN, TD, TG
National: AE, AG, AL, AM, AT, AU, AZ BA, BB, BR, BW, BY, BZ, CH, CO, CR, CU, DK, DM, DZ, EC, EE, EG,
ES, FI, GB, GD, GE, GH, GM, HR, HU, ID, IL, IN, IS, KE, KG,. KZ,LC, LK, LR, LS, LT, LU, LV, MA, MD,
MG, MK, MW, MX, MZ,NA, NI, NZ, OM, PG, PH, PT, SC, SD, SE, SG, SL, SY. TJ, TM, TN, TR, TT. TZ, UA,
UG,UZ, VC, VN, YU,ZA,ZM, ZW
Since the eleclionls) was (were) made afier the oxpintion of 19 months from Lhe priority dale, 1he spplicanl is mminded that he must, sukbject Lo the

following mullunllunlplunwnhmlbnmlhlﬁmnmemomydalﬂwlllllm OfTices) before some of the Offices in

respect of which Anicle 22(1), as nwdified with effect of ] April 2002, does not apply, by paying the national fee{s) and farmishing, if’ prescribed, &
tranalstion of the international spplicstion.

However, in respect of most other designaied Officr, the time lirit of 30 mouths (or Iaier) may severtholcas apply. See the Annex 1o Form FCT/IB/201

the WIPO Intesnet site, updaied regularly.

and, for daiails about the applicable Llime limits, Offica by Office, me the PCT Applicant’s Guide, Volumn IL, Nalional Chapters, the ACT Newsletier and

The Intemational Borean of WIPO
34, chemin des Colombelles
1211 Geneva 20, Swilzerland

Facsimile No.+41 22 740 14 35

Authorized officer

Nora Lindner

Facsimile No.+41 22 33889 65

Form PCT/1B/332 (Janqary 2004)
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TRATADO DE COOPERACION EN MATERIA DE PATENTES
PCT
INFORMACION CONCERNIENTE A LAS OFICINAS ELEGIDAS NOTIFICADAS
DE SU ELECCION

(PCT, Clausula 31(7) y Norma 61.3)

De: Oficina Internacional
Para: TOFFENETTI, dJudith L. McDermott, Will & Emery LLP. 600

13th Street, NW. Washington, DC 20005-3096. Estados Unidos

NOTIFICACION IMPORTANTE

Fecha de remisién (dia/mes/afio): 13 de octubre de 2005 (13-10-
2005)

Referencia de archivo de Solicitante o agente: 50193-187
Solicitud Internacional No: PCT/US2004/020734

Fecha de Presentacién Internacional: 29 de junio de 2004 (29-
06-2004)

Fecha de prioridad: 2 de julio de 2003 (2-07-2003)

Solicitante: MERCK & CO. INC. et al

1. Por la presente se informa al solicitante que la Oficina
Internacional ha notificado, conforme a la Clausula 31(7), a
cada una de las siguientes Oficinas de su eleccién:

EP:AT, BE, BG,CH, CY,CZ, DE, DK, EE, ES, FI, FR,GB, GR, HU, IE, IT, LU,MC,
NL, PT, RO, SE, SI, SK, TR

Nacional: BG,CA,CN,CE,DE,JP,KP,KR,MN,NO,PL,RO,RU,SK,US
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2, Las siguientes Oficinas han renunciado al requisito de
notificacién de su eleccién; la notificacién les serd remitida
por la Oficina Internacional s6lo a su pedido:

AP: BW,GH,GM,KE,LS,MW,MZ, NA, SD, SL, SZ,TZ, UG, ZM, ZW

BA: AM,AZ,BY,KG,KZ,MD,RU,TJ, TM

OA: BF,BJ,CF,CG,CI,CM,GA,GN,GQ,GW,ML,MR,NE, SN, TD, TG

Nacional: AE,AG,AL,AM,AT,AU,RZ, BA, BB, BR, BW, BY, B2, CH, CO,CR, CU,
DK, DM, DZ, EC, EE, EG, ES, FI,GB, GD, GE, GH, GM, HR, HU, ID, IN, IS, KE, KG,
Kz,1C,LK, LR, LS, LT, LU, LV, MA, MD, MG, MK, MW, MX, MZ ,NA, NI, NZ, OM, PG,
PH, PT, SC, SD, SE, sG, SL, SY, TJ, T™M, TN, TR, TT, TZ, UA, UG, UZ, VC, VN, YU,
27, ZM, ZW

3. Dado que 1la eleccidn(es) se hizo (hicieron) con
posterioridad al vencimiento de 19 meses desede la fecha de
prioridad, se recuerda al solicitante que debe, conforme al
sigulente parrafo, ingresar en la fase nacional dentro de los
20 meses desde la fecha de prioridad (o con posterioridad en
algunas Oficinas) ante algunas de las oficinas designadas con
respecto a las cuales la Clausula 22(l) y sus modificaciones
con vigencia el 1 de abril de 2002, no es aplicable, pagando
el arancel(es) nacional y proporcionando, si esta establecido,
una traduccién de la solicitud internacional.

Sin embargo, con respecto a la mayor parte de las demés
Oficinas, el plazo de 30 meses (o posterior) puede de todos
modos ser aplicable. Véase el Anexo al Formulario PCT/IB/301

y, para detalles acerca de los plazos aplicables, Oficina por
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Oficina, véase la Guia del Soclicitante por PCT, Volumen II,
Capitulos Nacionales, el Boletin del PCT y el sitio de

Internet de la OMPI, actualizado regularmente.
La Oficina Internacional de WIPO, 34, chemin des Colombettes,
1211 Ginebra 20, Suiza. Fax: (41-22)740 1435

Firma autorizada: Nora Lindner. Fax: 41-22-338-8965

Formulario PCT/IB/332 (enero de 2004)



The dencond oyt be flod drectly with the compaiont betsrnations) Preitsingry Excining Autharity or, §f two or more 2’
ome chass by the cppileant.  The full mame or two-istter coxla of that Authority mety be budicaiad by the opplicom on the line below: 4 ¢
IPEALEP
PCT CHAPTER Il
DEMAND
The undersigned Mﬁnm bel be tho subj £
requests ow subject o
mm:l&gnalpmlmmmm-ﬂon ﬂmmd Cooperution Troaty.
For Interstional Proliminary Examining Authority use only
Idemtification of IPRA ' Date of receipt of DEMAND
BoxNo.1 IDENTIFICATION OF THE INTERNATIONAL APPLICATION ;’:’:’:‘:’7“ sgents filo roferenco
International applicstion No. Intemational filing dete (dawmonthierr) | (Eariiest) Priarity date (dap'monthiveay)
PCTAJS2004/020734 20 June 2004 { 200604 ) |02 July 2003 ( 0210703 )
. Title of inveation

CYCLOPROFYL GROUP SUBSTTTUTED OXAZOLIDINONE ANTIBODIES AND DERIVATIVES THEREOF

BoxNo.11 APPLICANT(S)

; T .
Name and address; (Family neme b.v" ﬁ’""""ﬁ“mﬁ"’"’ slephone No
MERCK & CO., INC. " |Racsimile No.
P.0O. Box 2000
Sghway. NJ 07085 . Teieprinter No.

IApplicant’s registretion No. with the Oﬂlq

State (that ls, country) of nationality: State (that &y, country) of residence:
us Us

Nomee aod addrags:  (Family o follcowad by given nawme; for o legal extity, fill official designation. The adkdrest muxt incinde posiel cods ol nems of counizy)

KYORIN PHARMACEUTICALS CO., LTD.
5, Kanda Surugadal 2-chome

Chiyoda-ku, Tokyo

JP

State (Hhat &s, country) of nationality: State (that is, country) of residonce;
JP JP

Name snd addeas:  (Romily noms followad by given name; for a lagnd ansity, Jull qfficial dezignotion. The addrexs must inchusls postel cods and wams of country))

FUKUDA, Yasumich!

33-2, Utsukusigacka 2-chome
Oyama, Tochigl 326-0207

JP

Staie (that is, country) of nationality: State (that ir. country) of residence:

IQ -Flmlppﬂmmindiabdmummmm

Form PC'!‘%EN‘%M shoet) (April 2005) See Notus to the demand form
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International application No. T Uh)

SheetNo. .2. PCTAIS2004/020734

Box No. Il AGENT OR COMMON REPRESENTATIVE; OR ADDRESS FOR CORRESPONDENCE

ﬁciblloﬁngpmil agent [[] common representative
and 30 has been sppointed eartier and reproscats the applicant(s) wiso for international preliminary exmination,
D is herebry appointed and any earlier appointment of (an) agent(s)/common representative s hereby rovaked,

is hereby appolnted, for the procedure befbre the International Preliminery Examini . In

- eddition to the agent(s representative appointed oarlier. minery ing Authorlty

Name and sddres; - 5

- e i g A s s s ey O m_'.,‘ o

TOFFENETT), Judith L. -756-8000

McDERMOTT WILL & EMERY LLP Pucsimile No.
202-756-8087

800 13th Street, NW 20

Washington, DC 200005-2006 Teleprinter No,

us .
Agent's registration No. with the Offios
39,048

Add I; dence: Mukﬂﬁldeuk-box.whae of common representative is'has boan appointed
D mq':mfn’ﬁ'gwmmm.wmmﬁmmmmmuunn

Box No. [V BASIS FOR INTERNATIONAL PRELIMINARY EXAMINATION

Statemenut concerning amendments:*
1. The spplicant wishes the internstional prelirzinary examination to start on the basis of:

the international spplication as originally filed

the description || es originelly filed
(3¢  as amended under Asticle 34

the claims ] asoriginally filed
D as amandod under Article 19 (together with any accompenying staternent)
3 amended under Article 34

thedmwings [ ] s originally filed
[C] as amended under Article 34

2. [T] The applicant wishes any amendment to the claims under Article 19 to be considered as reversed.

3. E Where the IPEA wishes to start the International preliminary exsmination at the same time aa the internationa) search
hmwuﬁﬂlkuleﬂ.l(b).thelppliclntm‘uellllheIPEAhputponcmeMofth international
preliminary examination until the expiration of the applicable time Iimit under Rule 69.1{(d).

4_D ﬁ Jicant ly wishes the International preliminary examination to start earlier than st the expiration of the

time Lmnit under Rule S4bis.1(s).

* Where no check-box 1a marked, international preliminary examination will start on the basia of the international
m_ hlt_i':luui uﬂdwlwh;:%%wdeAgﬁel?MXromu?{m
begun to draw up a written opinion or the luternational preliminary examination m o

Lauguage for the purpasss of Infernationsl preliminary examingtion: ENgiish
which s the language in which the intornetional application was filed.
[} which s the language of a transiation furnished for the purposes of international search.
L] which is the languege of publicstion of the international pplication.
] which i the language of the tranalation (tn be) furnizhed for the purposes of international preliminary examinatios.

Box No.V ELECTION OF STATES
'&:srﬂglqgofﬁhdmmmwedﬁonddlmmm&m.dwmdlnbomdbymlplnrnof

Form PCT/IPEA/40] (second shoet il
‘orm mpmf e ) (April 2005) See Notes to the damand form
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. International application No.
ShectNo. .3, PCTAJB2004020734
‘| Box No. VI CHECK LIST
demand §a accompaniad by the fol clements, In reforred to in For International Prelim
E;;No. N.ﬁrﬂaepurpm?fhmmwiﬂﬁnw e d o E?t:mtnmghuﬂlmuleh:l%
received not recelved
1. trapalation of international application : shects O O
2. amendments under Articla 34 . 41 gheets D D
3. , where transiation) of
2o e e eiaion) w | O -
. , where required, translation) of
4 m:mmms Yo shecty O 0
s, lotter sheots D D
6. other (apecify) sheets (| .
The demand is also accompanied by the item(s) marked below:
1.[8] foe calculation ahect 5.[] statement explsining lack of signature
2. original soparste power of attorney 6.] sequence listing in electronic form
.0 u'lmn:mﬂpuw:ffltmuy 7.0 ::mﬁlkaMﬂmml
‘.D mmber, If any: ’ U.D other (apecify):

Box No. VII SIGNATURE OF APPLICANT, AGENT OR COMMON REFRESENTATIVE
Next to sach signaturs, inclicats the nawe of the person signing ond the cxpacity in which tie persan signs (if nuch copocily i nol obviout from recling the dewend),

For Interpational Pretiminary Examining Authority vse orily

1. Datz of actual receipt of DEMAND:
2. Adjustod date of receipt of demand due
ria ONS under Rule 60.1(b):

3.[T] The de of recelpt of the demand is APTER the | 6.[ ] Tho daio of recelpt of the demand iy AFTER the
axpimtion of 19 moaths from the date and iration of the time limit under Rule 54bis.1(a) snd
item 4 or 5, below, does not apply. eiorkty %7& below, does not apply. ®
] The spplicant has been informed accardingly. 7.[] The date of roceipt of the demand ls WITHIN the time

4[] The date of receipt of the demand s WITHIN the tima et gider Rula' J45is.1(6) o8 eatended by virtue of
limit of 19 from the priority date as extended 5.

g o e dem st | - ) S A 2
i on . 1(8
"D%%‘#M%M'gﬁ in ariva s EXCUSED purueat o Ruie 83,
in arrival is EXCUSED pursuaiit to Rulo 82

For Internstional Burean use only

Demnand recelved from [PEA on:

PCTAPEA/401 (last sheet _
Form m.rmm ) (April 2005) . See Notas to tha demand form

.
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PCT L L
FRE CALCULATION SHEET --° l.gs_'?
Annex to the Demand
For International Preliminery Examining Anthority use enly
:pliuﬁm No. PCTUS2004/020734
licant's or agent's
ﬁn"mm: 60193-187 Date stamp of the IPEA
Applicant
MERCK & CO., INC.
CALCULATION OF PRESCRIBED FEES
1. Preliminary examination e | 1,830.00] P
2, Handling fece certain States
mul:g: a w f‘!.;?d the handl g
mﬁmmgém zsx';rw |
handling fee. 120.00| H
3, Total of prescribed fees
Add the amounts entered at P and H 1.659.00
xnd enter total in the TOTAL BOX ......ccavccraeassroans .
TOTAL
MODEK OF PAYMENT
D account m'l,ﬁn ﬂm( below) D owh
D cheque D revenuo stamps
D postal money order D coupons
(] takenn other (specify):
wire tranafer
AUTHORIZATION TO CHARGE (OR CREDIT) DEPOSIT ACCOUNT:-
(This mods of payment may not be avallable at all 1PEAs)
IPEA/
[0 Authorization to charge the tomd fecs indicated above. Deposit Account No.:
[ Quosbizrgbpehdabfoptionts oo
Wmﬂlm above, had n Name:
Signature:

Form PCT/IPEA/40!

12008)
LegaiStar 2008, Form PCID)

Sae Noiez to ths fes calculotion sheet



- McDermott - 1‘?53
Will& Emery -

April 20, 2005

In 1o Application of Yasumichi Fuknda
Application No.: PCT/US2004/020734
Filed: June 29, 2004

For: CYCLOPROPYL GROUP SUBSTITUTED OXAZOLIDINONE
ANTIBIOTICS AND DERIVATIVES THERETO

Attorney Docket No.: 50193-187

International Searching Authority: Buropean Patent Office
PB 5818 Patentlasn 2
NL-2280 HV Rijswijk .
Attn: ISA/EP Authorized Officer
0 TO (¢)

Sir or Madame:

This is in reaponse o the Written Opinion dated 21 February 2005 in this application.

The Written Opinion noted that a copy of the earlier applications, whose priority has
been claimed, has not been farnished. Our records show that tho Receiving Offico was
requested to provide certified copies of twa U.S. Provisional Application Nos. 60/483,904
and 60/546,984. A copy of the request is attached. Apparently, only one of the applications,
aamely, U.S. Provisionsl Application Noa. 60/483,904, was provided. Soe attached

communication from the Receiving Office dated Septemfm 24,2004, Weo have ordered a

WDCP? 1070250-1.050193.0187

MMMMWM!MM
$00 Thirlegnth Street, L. Washingion, D.C. 20008-2000 Talaphone: $02.750.0000 Facsivmiie: 0L.THA0NT wwsTWe.SOM



.-.n.:--\'

p——
S

o

-UJ"" .

Application No.: PCT/US2004/020734

certified copy of U.S. Provisional Application No. §0/546,984 (as attached) and will forwerd
" the game to the International Bureau of WIPQ upon receipt.

'Ihospeciﬁcuﬁ'onhubeennmmdodtocmectobvioumn in the nomenclature of
the formules in Examples 15, 16, 22, 28, 34, 35, 44, 45, 90, 91 and 106-109. Please replace
pages 40, 41, 45, 48, 52, 53, 59, 91 and 101-103. Specifically, the nomenclature for Example
. 15 on pago 40 has been amendsd to indicate the correct position of the bicyclo[3.1.0] ring on
' ﬂleﬂuomphmylnngubomgctﬂw4pmluon. 'I‘hannmmelnm for Examples 16, 22, 28,
34, 35, 44, 45, 90, 91 and 106-109 om pages 41, 45, 48, 52, 53, 59, 91 and 101-103,
respoctively, has boen amended to indicate the correct position of the bicyolo[3.1.0] ring on
the pyridine ring as being at tho 2 pasition. Entry of the replacement pages is roquosted.

"The claims havo boen smended s follows. Claim 1 has beon.amended to deleto “or o

Cq-lohMWBj@whichreptumqopﬁmﬂlynbsﬁmmdumﬁc
heterocyolic group containing 1 o 4 nitrogen atoms and at least one double bond, and which
is connooted through a bond on any nitrogen said heteroaryl optionally substituted with 1 to 3

substitutents selectod from R7” In addition, I hldl':emlimitedto

reproscat aryl o hetoroaryt anly. Claims 7 and 8 have boen deleted. Claim 10 has boen
smended to delets the following two compounds: 1-{5(R)-3-{3-Fluoro-4-[2-(1-methyltetrazol-
S-yDpyridin-5-ylphenyl}-2-oxooxs-zolidin-5-yimethyl]-1,2,3-triszole and  1-[S(R)-3-[3,5-
Difluoro-4-[2-(1-methyltetrazol- S-yl)-pyridin-5-yllphenyl]-2-oxooxazolidin-S-ylmethyl]-
1,2,3-triszole, Claima {1 bas boen amenided to deleto th following compound: 1-[S(R)-3-3-
Fluoro4-{[2-(1-mofhyltetragol-5-yDpyridin-S-yllphonyl]- 2-oxooxa-zolidin-5.-yimetiyl]-1,2,3-

. 2
WDCS9 1070230-1.G50193.0187
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" triazole. All of the claims, including the amended olaims, claims are submitted herowith on

substitute pages 150-174 which are attached to this response, Enfry of the substituts claims is
respootfully requested.

" Applicant notes that the Written Opinion indicated that altiough claims 14 and 15 ar
covered by the provisions of Rule 67.1(v) PCT, that no opinion bas been rendered as to the
industrial applicability of the subject matter of the clsims.

m‘w;iumo;,iuionwﬂ:itmbsﬁmwuitml.mm“cn"wumlw
because Y is divalent. The “CN” moisty has been deleted from the “Y” grouping in olaim 1.

The Written Opinion stated that with respect to defining X in claim 1 2s being a
hetexaycle N, the expression “aromatic heterocyclic group containing 1-4 nitrogen atoms and
at least one double bond” was confuging. The expression has been deletod from claim 1.

The Written Opinion indicates that there is no unity of invention. Claim 1 has boen
m@mwmmwummmmkmmthuﬂmdmri“
heterooyclic aromatic, Alm.chim?nndehmdbﬂmN-bomdutuntedrhg.ofﬂm

* oxazolidinone ring have been canceled. Accondingly, reconsideration of the holding of lack

of unity of the invention is requested since the invention is directed to X being the
bicyolof3.1.0}-ring aystem..

In view of the smendments to the claims, the Written Opinion with respect to
“invention 2” is now moot. As for “inyention 1", it would appear from the Written Opinion
that claims directed to X being the bicyclo[3.1.0] ring system would satisfy the novelty and

inventive steps.

WDCP? 1070230-1.050193.0187
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For ell of the foregoing reasons, reconsideration of the application is requested.

Respectfully submitted,
MeDERMO'IT WILL & EMERY LLP
Cameron K. Weiffenbach

600 13% Street, N.W.

Washington, DC 20005-3096

Phone: 202.756.8000'CKW:ckw

Pacsimile: 202.756.8087
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EXAMPLE 14

DY

- Hir uiH

N n, .
: F 'Q
NH
O}-Me

N-{5(8)-3-{444{ (1=,5a1,6B)-3-t-Butoxycarbomyl-6-cyano-3-azabicyclo[ 3. 1.0Jhexan-6-yI]-3-
fluoropbenyl]-3-fluorophenyi}-2-oxooxazolidin-5-ylmsthylJacetamide.
The title compound 14 (24.9 mg) was propared from N-{5(S)-3-[3-fluoro-4-(4,4,5,5-tetramethy}-1,3,2-
dioxsborolylphenyi]-2-cxooxaotidin-5-yimethylJacetamide (20.0 mg) and 1-bromo-4-{(1a.50,6p)-
3-t-butoxycarbonyl-6-cyrno-3-azabicyclo[3.1.0Thexan-6-yi}-3-fluorobenzens (20.2 mg) in the sams
manner as described for EXAMPLE 1.

MS (FAB*) m#r 553 (MH").
HRMS (FAB") for CosHyFiNOs (MH"): calod, 553.2263; found, 553.2250.

EXAMPIRE 15
HHC
N

H i
f"

H
Me

N{S(8)-3-{4-{4-{(1%,50,68)-6-Cymno-3-azabicyclo[3.1.0Jbexan-6-y1}-3-Suorophenyl]-3-
fiuorophenyl}-2-oxooxazolidin-5-yimethyl]acotamide Hydrochloride.

SUBSTITUTE
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The title compound 15 (290 mg) was prepared from N-{5(S)-3-{4{4-{ (1o, 5ax,68)-3-t-butoxycarbonyl-
6-cyano-3-azabicyclof3.1. 0]hmn-6-yi]-3-ﬂuomphmyl]—3—ﬂumphuwl]-2-omonmhdm-s
ylmethyllacetamide (367 mg)

in the same marner ag described for BKAMPLB 2

MS (FAB") m/: 453 (MH") (as &uobuo)

HRMS (FAB") for CyHzuFaNJO, (MIT): caled, 453, 1738 found, 453.1747.

EXAMPLE 16

>r°‘r‘°

]
"
A/ N

H
fm
NL{5(8)-3-{4{2-{(1a,50,6p)-3-t-Butoxycarbonyl-6-cyano-3-azabicyclof 3. 1 OJhexan-6-yl]pyridin-5-
'yi]-3-fluorophenyl}-2-axooxazolidip-5-yimethyl Jacetamide. _

The title compound 16 (354 mg) was prepered from N{5(S)-3-[3-flnoro-4-(4,4,5,5-tetramethyl-1,3,2-
. dioxaborolyf)phenyl}-2-cxooxazolidin-5-yimethyljacetamido (350 mg) and S-bromo~-2-{(1a,5a,6p)-3-
t-butoxycsrbanyl-6-cyano-3-ezabicyclo[3.1.0]hexan-6-yllpyridine (337 mg) in the same manner as
described for EXAMPLE 1.

MS (FAB*) mA: 536 (MED).

HRMS (FAB") for CpsHy FIN;O5 (MH'"): caled, 536.2309; found, 536.2296.

SUBSTITUTE
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HRMS (FAB") for CuHy;FNGO; (MH"): calod, 437.1737; found, 437.1755.

EXAMPLE 22

0.
Hir il
0"
F N IL)%;‘
i
N{5(8}3{4-[2{(1u.5u.65)-6-cym3w1013- 1.0]hexan-6-yl]pyridin-5-y1]-3-fluorophenyi]-
2-oxpoxazolidin-5-yimethyllacetanzide, ' .
The title compound 22 (302 mg) was prepared from N-{5(5)-3-[3-fluoro-4-(4,4,5,5-tetramethyl-1,3,2-
dioxaborolyl)phenyl}-2-oxooxepolidin-5-yimethyl]acetamide (378 mg) and 5-bromo-2-{(1x,5a,68)-6-
cyano-3-axabicyclof3.1.0Thexan-6-yllpyridine (337 mg) in the same manner as deecribed for
EXAMPLE {.

MS EBI') mA: 436 (M),
- HRMS (BI") for CpsHy FN,O, (M'): calcd, 436.1547; found, 436.1516.

EXAMPLE 23

Hirk—fwe

l” l
) o)
F Q .
Nay
=/

14{5@®)-344-[2{(1a.50,68)-6-Cyano-3-axabicyclof3.1.0]hexan-6-yl jpyridin-5-y1}-3-finorophonyt]-2-
oxooxszolidin-5-ylmethyl]-1,2,3-triazole.

SUBSTITUTE
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MBS (FAB*) m/: 519 (MH™), '
HRMS (RAB") for CyHy NOy (MH'): calcd, 519.2356; found, 519.2382.
' EXAMPLB 27
lIIH

HaN "'C ]
Q N"N

I{S(R)-B-[H%[(lu,smﬁﬂ)-&mnoé-mbmo{B 1.0Thexan-6-yl}pyridin-5-yl Jpheayl}-2-
oxooxazolidin-5-yimethyl]-1,2,3-triazole,

The title compound 27 (210 mg) was prepared from 1-[5(R)-3-{4{2-{(1a,50,68)-6-1-
butoxycarbonylamino-3-axabicyclof3.1.0}hexan-6-yijpyridin-§ yl]phqyl]-zmm-s
yimethyl}-1,2,3-triszole (310 mg)-in the sxme manner as described for EXAMPLE 18.

"MB (FAB") m/s: 419 (ME). .

HRMS (FAB') for CaHyNsOs (MH'): caled, 419.1832; found, 419.1835.

EXAMPLE 28

N-{S(S)-3-[4{2-[(1ﬂasa.ﬁﬂ}6-cymn-3-oxlbi¢r=l°ﬁ L °]hm-6-ﬁlpmdlﬂ-5-¥llphmyi]-2-
oxpoxazolidin-5 ylmﬂhyl]loehmido.

SUBSTITUTE
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" Title Compound 33 (281 mg) was prepared from l-[-S(R)-S-[4-[4{(lc,5a.,6ﬂ)-3-t-butnxye|rbmyl-6-
cyano-3-
azabicyclo[3.1.0fhexan-6-yi)-3,5-diffuorophenyl}-3-flucrophenyl}-2-oxooxazolidin-5-ylmethyl]-
1,2,3-triszole (360 mg) in the same marner as described for EXAMPLE 2.

MS (RAB*) m/z: 481 (MH") (as froe baso).
HRMS (FAB") for C;HxFyNO; (MH*): calcd, 481.1600; found, 481.1598.

EXAMPLE 34

H ;&Zau
Ne” N F .
ol
F Q‘N
. ’ H )

‘?—Mc
N-{5(8)-3{4-{2-[(1a,5a,6p)-3-t-Butoxycarboryl-6-cyano-3-azabicyclof3.1.0Jhexan-6-yllpyridin-5-
y11-3,5-difluorophenyl]-2-oxoaxazlidin-5-ylmethyl jacetamide.

Title Compound 34 (15.5 mg) was prepared from N-{5(S)-3-]3,5-difluoro-4-(trifluoromethane-
sulfonyl)oxyphenyl]- '
2-oxooxazolidin-5-yimethyl]acetamide (19.6 mg) and 5-bromo-2-{(1tt,5a,64)-3-4-butoxycarbonyi-6-
cyano-3-azabicyclof3.1.0jhexan-6-yijpyridine (20.0 mg) in the same msnner as described for
EXAMPLE 31. '

MS (BAB") m/z: 554 (MH"),
HRMS (FAB") for CHiFaNsOs (MIT'): caled, 554.2215; found, 554.2201.

EXAMPLR 35

SUBSTITUTE
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Hu i

N-{5(8)-314{2-{(1a,50,6p)-6-Cyano-3-azabicyclo{3.1.0Jhexan-6-yllpyridin-5-y1]-3,5-
difluorophenyi})-2-oxooxazolidin-5-yimethyi]acetatmide Hydrochloride,

Title Compound 35 (185 mg) was prepared from N-{5(S)-3-[4-[2-[(1ct,5a,6B)-3-t-butoxycarbonyl-6-

cylm-:i-lnbicyelo[B.l.0]hm-6-y1]pyridin-5-yl]-3,5-¢!iﬂumopbmyl]—2—umumﬁdin—5-
yimethyijacetamide (235 mg) in the samo manner as described for EXAMPLE 2,

MS (FAB*) m/e: 454 (MH") (as froe base).

HRMS (FAB") for CasHauFiN;0; (MH'): culod, 454.1691,; 454.1651.

L] '.q’

F 0

Qﬂ
. H

NL5(8)-3{4-{4-{(1,501,6P)-3-t-Butoxycarbonyl-6-cyano-3-azabicycio[3.1.0]bexan-6-y1)-3,5-
difluoropheny!}-3-flucrophenyl}-2-oxcoxazolidin-S-yimethyl]acetamide.

Title Compound 36 (347 mg) was prepered from N-{S(S)-3-{4-(4,4,5,5-tetramethyl-1,3,2-
diowaborolyl)-3-fuorophanyi]-

SUBSTITUTE
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l-{S(R)-S{HZ-[(la,Sa.GB}3+Bumwbmﬁ-6-cymo-3-¢ublcyclo[3 1.0Thexan-6-yi)pyridin-5-
yi)-3,5-difluorophenyl]-2-oxooxazolidin- 5-yhnetbyl]-l »2,3-trlazole.
Title Compound 44 (14.5 mg) was prepared from 1-{5(R)-3-{3,5-diffuoro-4-
(¢rifluoromethancsulfonyfaxyphenyl]-
2-oxpoxpzolidin-5-yimethyl}-1,2,3-trievole (19.6 mg) and 5-bromo-2-{(1a, 5, 6B)-3-t-
butorycarbonyl-6- '
cyano-3-azabicyclo[3.1.0Jhetan-6-yllpyridine (20.0 mg) in the seme manner aa described for
EXAMPLE 31.

. MS (FAB") m/: 564 (ME").

HRMS (FAB") for CzsHyuF3N,04 (MH"): calod, 564.2171; found, 564.2147.

%it

145R)-3{44{2{(10,50,68)-6-Cyuno-3-azabicyclo[3.1 OThexan-6-yllpyridin-5-yi}-3,5-
difiuorophenyl)-2-axooxazotidin-S-yimsthyl}-1,2,3-rinzole Hydrochloride.

N'"*N

SUBSTITUTE
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Yf"

A% On 5{

I[5R)-3-{4-[21{(1 G-SG-GB)-B-t-Bubmbmrl-ﬁ-(t-bubmmel)mimd-
azabicyclof3.1.0Jbexan-6-yljpyridin-5-yi}-3-fluorophenyl]-2-oxooxazolidin-S-yimethyl]-1,2,3-
triaznle.

Title Compound 90 (473 mg) was prepared from 1-{S(R)-3-{3-fluoro-4-(4 4,5 5-tetramethyl-1,3,2-
dioxaborolyi)-phenyl}-2-oxooxazolidin-5-yimethyll-1,2,3-triezolo (600 mg) and 5-bromo-2-
[(1e,501,68)-3-t-butoxycarbanyl-6-(t-batoxycarbonylamino-3-azabicyclo[3.1.0Jhexan-6-yllpyridine
(702 mg) in the same menner as described for EXAMPLE 1.

MS (FAB') m4: 636 (MH").

HRMS (FAB') for CsaHyFN;Og (MH'"): caled, 636.2946; found, 636.2931.

LS
\==!

1-[5(R)-3{4{2-{(10,50:,6P)-6-Amino-3-azabicyclo{ 3.1.0Thexan-6-yi Jpyridin-5-yl]-3-flucrophenyl]-2-

oxoaxazolidin-5-yhmethyl]-1,2 3-triazole Dihydrochloride.

Title Compound 91 (305 mg) was prepared from 1{5(R)-3-{4-[2-{(1s,50,68)-3-t-butoxycarbonyh-6-

(t-butaxycarbonyl)-amino-3-azabicyclo[3.1.0jhexsn-6-ylpyridin-S-yT]-3-fluorophenyi)-2-

. SUBSTITUTE
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HRMS (FAB") for CpyH,sF3N,O; (MH"): caled, 465.1487; found, 465.151:1.

EXAMPLE 106
N
i
- N "y,
]
o)
F N
lN-'?N
"F

HSR)-3{4{2-{(10,50,6P)-3-t-Butoxycarbenyl-6-cyano-3-azabicyclo[3.1.0Thexan-6-yiJpyridin-5-
y]-3-fiuorophenyl}-2-oxocxazolidin-S-yimethyl}-4-flsoro-1,2,3-triamole.

Title Compound 106 (301 mg) was prepared from 4-fluoro- 1-[5(R)-3-[3—ﬂuom-4-(4,4,s,5-
tetramethyl-1,3,2-dioxsborolylphenyl}-2-oxooxazolidin-5-yimethyl]-1,2, 3-triazole (370 mg) and 5-
hrohio-z-[(la.Sa.Gﬁ)-a-b-pquycubmy!-d-cym-S-mﬁicychB.l.O]lm-G—yl]pyridino (332 mp)
in the same manner as described for EXAMPLE 1.

MS (FAB") m/r: 564 (MH").

HRMS (FAB") for CaHuFsN7O, (MH"): caled, 564.2171; found, 564.2168.

HHC
N

HIvA~F

"I

0
F N

Sy

SUBSTITUTE
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1{5R)-3{4{2{(1a,50,6p)-6-Cyano-3-azabicyclo[3.1.0}hexan-6-yl}pyridin-5-yi}-3-flucrophenryl}-2-
oxooxazolidin-5-ylmethyl]-4-fluoro-1,2,3-triszole Hydrochloride.

Title Compound 107 (231 mg) was prepared from 1-[S(R)-3-{4-[2-[(1ct,5er,6B)-3-t-butoxycarbonyl-6-
cyano-3-azmabicyclo[3,1.0Thexan-6-ylIpyridin-5-y1}-3-flucropheny(}-2-cxooxazolidin-$.-ylmethyl]-4-
fluoro-1,2,3-triszolo (290 mg) in the same manner & desaribed for EXAMPLE 2,

MS (FAB*) m/: 464 (MH') (as froo base).

HRMS (FAB") for CysHoF3N/O2 (MH'): calod, 464.1647; found, 464.1645.

EXAMPLE 108

a”f

Qn Q

I{S(R}G{m(laﬁa.ﬁb)-wﬂwmmﬁm}mbwydn[S 1.0]hexan-6-yi]pyridin-5-
yi]-3-flucrophenyl]-2-oxooxazolidin-5-yimethyl]-5-fluaro-1,2,3-triazole.

Title Compound 108 (169 mg) was prepared from 1-{S(R)-3-(3-fhuoro-4-iodophenyt)-2-
oxoqxazolidin-5-yimethyl]-5-fluoro-1,2,3-triezole (150 mg) and 5-bromo-2-{(lo,5a,6f)-3-t-
batoxycarbonyl-6-cyano-3-ezbicyclo-{3.1.0Jhexan-5-yllpyridine (202 mg) in the same manner as
deacribed for EXAMPLE 31,

MS (FAB") m/A: 564 (MH").

HRMS (FAB") for C2sHasFaN;O, (MH"): caled, 564.2171; found, 564.2189.

EXAMPLE 109

SUBSTITUTE

WD 1071174-1.050193.0187



r".{.—} | L ) .!{,.. ‘;’

-7 1074

103

HHC
N

Hv uiH
. #

0
F NQ
. F ] -
1{5(R)-3-{4{2{(1a,5a,68)-6-Cyano-3-azabicyclof3.1.0Jhexan-6-y1 |pyridin-5-y1)-3-fluorophenyl]-2-
oxoaxazolidin-5-yimethyl]-5-fluoro-1,2,3-triazole Hydrochloride.
Title Compound 109 (118 mg) was prepared from 1-[5(R)-3-{4-{2-{(1a,5a,68)-3-t-butoxycarbonyl-6-

¢tyano-3-azsbicyclo[3.1.0Thexan-6-yl pyridin-5-yl]-3-fucrophenylj-2-oxooxazolidin-S-yimethyl]-5-
fluoro-1,2,3-triszole (151 mg) in the same Mmanner as described for EXAMPLE 2.

MB (FAB*) m/r: 464 (MH") (as froe base).
HRMS (FAB") far CoyHuF3NyOy (MH"): caliod, 464.1647; found, 464.1679.

EXAMPLEIIO
O

W |
l'-[S(R)-S-[HZ-[(laﬁmﬁﬂ}3{4-113ubwwbmrbimdn-1-vlml-6-°§lm-3-
_ szabicyclol3.1.0Jbexsn-6-yijpyridin-5-yI]-3-flucrophenyl}-2-oxooxazolidin-S-ylmethyi}-1,2,3-
triazolo.

Title compound 110 (60.7 mg) was prepared from 1-[S(R)-3-{4-{2-{(1.5,68)-6-cyano-3-
azabicyclof3.1.0Thexan-6-yi}pyridin-5-yl1]-3-flucrophenyi]-2-oxooxarolidin-5-ylmethyi]-1,2,3-

SUBSTITUTE
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_ What is Claimed Is:
1. The present invention relates to compounds of formula I:

(Ran)s

I

its enantiomer, diastereomer, or pharmaceutically acceptable salt, hydrate or prodrug thereof
wherein:

R] represents
' i)  hydrogen,
i) (CHY NR3sRg,

ilf)  CRReRs, C(R);OR14, CH;NHR 4,
iv)  C(=O)R,3, C=NOH)H, C(~NOR;)H, C(=NOR3)Ry3, C(=NOH)R;3,
" C(=O)N(Riz)z, C(=NOH)N(R1)s, NHC(=Xi)N(R13)2, NRCO;R, (C=NEHR;,
NRu)C(=X1)N(R1)z; COORy3, SOzR14, N(R13)S02R 14, NR15)CORy4,
v)  (Cir.aalkyDCN, CN, CH=C(R),, (CHz) ;OH, C(=0)CHR3,
C(=NR13)Ry3, NR1oC(=X1)Ri3; or
_vij " C5-10 heterocycle optionally substituted with 1-3 groups of R7, which
may be attached through either a carbon or s heteroatom,;

X represents R

WDCO9 1070448-2,050193.01%7
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Y represents NR*, O or S(O)p;

R3 represents NR(C=X2)R 12, NR*R12, C6-10 aryl, or {0),Cs-10 heterocyoly

which may be attached ﬂmough either a carbon or a heteroatom; said aryl and heterocyclyl
optionally substituted with 1-3 groups of R7,

represents aryl or heteroaryl;

R4, R4a, Rap, and R4c independently represent

i) hydrogen,

ii) halogen,

iii) Cj.6alkoxy,or
iv) Cr-galkyl;

r and s independently aro 1-3, with the provision that whan (Ri)s and (Reror (Ras) and
(Ruc)s are attached to an Ar or HAr ring the sum of r and s is less than or equal to 4;

" Rs and Rg independently roprosent
i) . hydrogen,
i)  C1.6atkyl optionally substituted with 1-3 groups of halogen, CN, OH,
C1-¢6 alkoxy, amino, imino, hydroxyamino, alkoxyamino, C1.6 acyloxy, C16
alkylsulfenyl, C1-6 aligylsulfinyl, C-6 alkylsulfonyl, aminosulfonyl, C1-6
alkylaminosulfonyl, C1.6 dialkylaminosulfonyl, 4-morpholinyisulfonyl, phenyl,
 pyridine, 5-isoxazolyl, ethylenyloxy, or ethynyl, said pheny! and pyridine optionally
substituted with 1-3 halogen, CN, OH, CF3, C1-6 alkyl or C1.6 alkoxy;

SUBSTITUTE
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iif)  Ci1-6 acyl optionally substituted with 1-3 groups of hul_ogen, OH, SH,
C1-6 aikoxy, naphthalenoxy, phenoxy, amino, C1-6 acylamino, hydroxylamino,
alkoxylamino, C1.6 acyloxy, aralkyloxy, phenyl, pyridine, C.6 alkylcarbonyl, C1-6
alkylamino, C1-6 dialkylamino, C1-6 hydroxyacyloxy, C1-¢ alkylsulfenyl,
phthalimido, maleimido, succinimido, said phenoxy, phenyl and pyridine optionally
substituted with 1-3 groups of halo, OH, CN, C1-6 alkoxy, amino, C1-6 acylamino,
CF3 or C1-6 alkyl;

iv)  C1-6 alkylsulfonyl optionally substituted with 1-3 grou.ps of halogen,
OH, C1-6 alkoxy, amino, hydroxylamino, alkoxylamino, C1-6 acyloxy, or phenyl;
said phenyl optionally substituted with 1-3 groups of halo, OH, C1-6 alkoxy, amino,
C1-6 acylamino, CF3 or C1-6 alkyl;

v)  arylsulfonyl optionally substituted with 1-3 of halogen, C1-6 alkoxy,
.OHorCl-G alkyl; '

vi) - C1-6 alkoxycarbonyl optionally substituted with 1-3 of halogen, OH,

- C1-6 alkoxy, C1-6 acyloxy, or phenyl, said phenyl optionally substituted with 1-3

groups of halo, OH, C1-6 alkoxy, amino, C1-6 acylamino, CF3 or C1-6 alkyl;

" vii) aminocarbonyl, C1-6 alkylaminocarbomyl or C1-6
dialkylaminocarbonyl, said alicy! groups optionally substituted with 1-3 groups of
halogen, OH, C1-6 alkoxy or phenyl

viii) five to six membered heterocycles optionally substituted with 1-3
groups of halogen, OH, CN, amino, C1-6 scylamino, C1-6 alkylsulfonylamino, C1-6
alkoxycarbonylamino, C1-6 alkoxy, C1-6 scyloxy or C1-6 alkyl, said alkyl optionally
substitutod with 1-3 groups of halogen, or C1-6 alkoxy,

iX)  C3-6 cycloalkyloarbonyl optionally substituted with 1-3 groups of
halogen, OH, C1-6 alkoxy or CN;

SUBSTITUTB
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x)  benzoyl optionally substituted with 1-3 groups of halogen, OH, C1-6
alkoxy, C1-6 alkyl, CF;, C1-6 alkanoyl, amino or C1-6 acylamino;

xi)  pymolylcarbonyl optionally substituted with 1-3 of C1-6 alkyl;

xii)  C1-2 acyloxyacetyl where the acyl is optionally substituted with
amino, C1-6 alkylamino, C1-6 dialkylamino, 4-morpholino, 4-aminophenyl, 4-
(dialkylamino)phenyi, 4-(glycylamino)phenyl; or

R5 and R6 taken together with any intervening atoms can form a 3 to 7 membered
heterocyclic ring containing carbon atoms and 1-2 heteroatoms independently chosen from
0, S, S0, SO4, N, or NRg; '

R7 represents :

i) - hydrogen, halogen, (CH2),Cs.10 heterocyclyl, CN, CO2R, CON(R)2,
CHO, (CH2)o.sNHAc, C(=NOR), OH, C1.-6 alkoxy, C1-6 alkyl, alkenyl, hydroxy Cj.
6 alkyl, (CH2);.sNHC(0)C1-6 alkyl, (CHz)osN(C1- alkyl),, NHCOR, -OCOC}.-6
atkyl; . '

i)  (CHa)smino, (CHz).C1-6 alkylsmino, C1-6 acylamino, C16
dislkylamino, hydroxylamino or C1-2 alkoxyamino all of which can be optionally
substituted on the nitrogen with C1-6 acyl, C1.6 alkylsulfonyl or C1.6
alkoxycarbonyl, said acyl and alkylsulfonyl optionally substituted with 1-2 of halogen
or OH;

Rg and R indopendently reprosent

) HCN

ify  Ci-6 alky! optionally substituted with 1-3 halogen, CN, OH, C1-6
alkoxy, C1-6 acyloxy, or amino,

SUBSTITUTE
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_ iii)  phenyl optionally substituted with 1-3 groups of halogen, OH, C1-6
alkoxy; or

R7 and Rg taken together can form a 3-7 membered carbon ring optionally
interrupted with 1-2 heteroatoms chosen from O, S, SO, 802, NH, and NR3.

X1 represents O, S or NR13, NCN, NCO4R ¢, or NSOsR 14
X2 represents O, S, NH or NSO2R14;

R10 ropresonts hydrogen, C1-6 alkyl or CO2R15; __ _ "’”‘fg

R12 represents hydrogen, C1-6 alkyl, NH2, OR, CHF,, CHCl;, CR)zCl, (CH;)»SR,
(CH2)«CN, (CH,) .SOsR, (CH2)S(O)R, C1-6 alkylamino, C3.6 cycloalkyl, Cs.10
heterocyclyl or Cj-6 dialkylamino, where said alkyl, and cycloalkyl may be substituted with
1-3 groups of halo, CN, OH or C1.¢ alkoxy, said hetemcyelyl opuomlly substituted ¥ith 1-3
groupl of Ry,

cach R]3 represents independently hydrogen, C1.6 alkyl, C6-10 aryl, NRsRg, SRs,
S(O)Rs, S(O)2 Rs, CN, OH, C1.6 alkylS(O)R, C1.6 alkoxycerbonyl, hydroxycarbonyl, -
OCOQaryl, C1-6 acyl, C3-7 membered carbon ring optlom.llymtermpted with 14 . =!.:.;
heteroatoms chosen from O, 8, SO, SOz.NHandNsthm del.salkyl,uyl orC1.5
ncyl groups may be independently substituted with 0-3 halogens, bydroxy, N(R)2, CO2R,
Cé-10 aryl, C 5-10 heteroaryl, or C1.6 alkoxy groups;

- when two R groups are attached to the same atom or two adjacent atoms they may
be taken together to formn3-7membmdcarbonnngophonﬂlymtmmptadmﬂ1 1-2
heterostoms chosen fmmo S, SO, 802, NH, and NRg:

SUBSTITUTE
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R represents hydrogen or 01-5' alkyl;

R* represents hydrogen, CN, C(=O)R14, (CH2)pCO2C1-6 alkyl, (CH2)pCs-
10heterocyclyl, or C1.-6 alkyl, said alkyl and heterocyclyl optionslly substituted with 1 to 3
groups of R7;

R14 represents amino, C]-6 alkyl, C3.6 cycloalkyl, (CHz)pCs-lohmmcyc_lyl. C1-6

haloalkyl, phenyl, said alkyl, cycloalkyl, phenyl, hoterocyclyl optionally substituted with 1-3
group of R7, when R7 is an amino or hydroxyl group or a nitrogen that forms part of the

heterocycle, said amino and hydroxy qpﬁona.lly protected with an amino or hydroxy
protecting group;

R15 is Ci1-¢ alkyl or benzyl said benzyl optionally substituted with 1-3 groups of
halo, OH, C1-6 alkoxy, amino, C1-6 acylamino, or C1.g alkyl;

R16 is hydrogen, Cs.1pheteroaryl, C 6-10aryl, said heteroaryl and aryl optionally
substituted with 1-3 groups of R7; :

p reprosents (-2 and

.nmpresentso.

SUBSTITUTE
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2, The compound according to claim 1 wherein Ar and HAr of

AT Ar
a
{Riokr (Re)r

independently are pheayl, pyridyl, pyrirnidinyl, or piperidinyl, and £ + s for a nd b combined

<3.
Y.
o4

. 4. The compound according to claim 3 wherein Y is NR* and R; is H, NR5Rs,
CN, OH, or CR7RSR9. | |

3.  The compound according to claim 2 wherein X is R

S. The compound according to claim 4 wherein R; is NRsRg, or CN.

6. The compound sccording to claim 5 wherecin R3.is C5.10 heteroaryl, sgid
heteroaryl optionally substituted with 1-3 groups of R,

SUBSTITUTE
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9. The compound according to claim 1 of the structural forroula IV:

. "Formula IV

whersin Ry, Ry, are as described and Ry and @ independently are 1,2,3-trigzole, 1,2,4-
triazole, 1,2,5-triazole, totrazole, pyrazole, or imidazole, any of which may contain 1 to 3
substitutents selected from R7,

10. A compound which is;
1-[5QR)-3-{4-[2-[(10,50,6B)-3-t-butoxycarbonyl-6-cyano-3-azabicyelo{3.1.0hoxan-6-
Yilpyridin-5-yl}phenyl]-2-oxooxazolidin-5-ylmethyl]-1,2,3-triazole,
1-[5(R)-3-{4-[2-((12,50,6)-6-cyano-3-azabicyclo[3.t .0Jhexan-6-yl]pyridin-5-
yllphenyl]-2-oxooxazolidin-5-ylmethyl}-1,2,3-triazole bydrochloride,
. 1{5@)-3-{4-{4-[(10.50,60)-3-+-butoxycarbonyl-6-cyano-3-azabicyciof3.1.0}hexan-6-
y1]-3-Sudrophenyliphenyl]-2-oxqoxazolidin-S-ylmethyl}-1,2,3-triazole,
1-[5(R)-3-{4-{4-[(10;,50,6B)-6-cyano-3-azabicyclof3.1.O]hexan-6-y1]-3-
flucrophenyljphenyl}-2-oxooxazolidin-5-ylmethyl]-1,2,3-triazole hydrochloride,

: SUBSTITUTE
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1-[5(R)-3-[4-[4- [(l&.,5a.6l3)-3-t-bu'toxycarbonyl—&cyano-3-aubicyclo[3 1.0Thexan-6-
yi]-3-fluoropheny1]-3-fluorophenyl]-2-0xcoxazolidin-5-ylmethy1]- 1,2,3-triazole,
1-[S(R)-3-{4-[4-[(1 ¢, 5,68)-6-cyrno-3-azabicyclo[3.1. 0]hoxan-6-yl]-3-ﬂuomphenyl]-
" 3-fluorophenyl]-2-oxooxazolidin-5-ylmethyl]-1,2,3-trinzole hydrochloride,
l 1-[5(R)-3-[4-[2-[(1a,50,6B)-3-t-butoxycarbonyl-6-cyano-3-azabicyclo[3.1.0Thexan-6-
yi}pyridin-5-y1}-3-fluorophenyli]-2-oxooxazolidin-5-ylmethyl]-1,2,3-triazole, '
1{5(R)-3-{4-{2-{(1e,5a,6B)-6-cyano-3-azabicyclo[3.1.0Jhexan-6-yl]pyridin-5-yl]-3-
fluorophenyl]-2-oxooxazolidin-5-ylmethyl]-1,2,3-triazole hydrochlorids,
_ N-[5(8)-3-[4-[4-{(1a,5a,6B)-3-t-butoxycarbonyl-6-cyano-3-azabicyclo[3.1.0]hexan-G-
' yi]-3-fluorophenyljphenyl]-2-oxooxazolidin-5-yimethyijacetamide,
N-[5(S)-3-[4-[4-[(1 e, 5¢,6P)-6-cyano-3-azabicyclo[3.1,0]hexan-6-yi}-3-
finorophenyljphenyl]-2-oxooxazolidin-5-ylmethyl]acotamide hydrochloride,
N-[5(S)-3-[4-[2-{(10,50,6B)-3-1-butoxycarbanyl-6-cyano-3-azabicyclof3. 1 O]hexan-ﬁ-
yllpyridin-5-yljphenyl]-2-oxooxazolidin-5-ylmethyl]acetamids,
N-[5(S)-3-[4-[2-[(1a,5a,6B)-6-cyano-3-azabicyclo[3.1.0]hexan-6-yi]pyridin-5-
yijphenyl]-2-oxooxazolidin-5-ylmethyl]acetamide hydrochloride,
N-[5(S)-3-[4-[4-[(1a,50,68)-3-t-butoxycarbonyl-6-cyano-3-azabicyclo[3.1.0]hexan-6-
yi]-3-fluorophenyl]-3-fluoropheryl]-2-oxooxazolidin-5-yimethyl]acetsmide,
N-[s(3}3-[4-[2-[(1a,5a,sp)-5-'eygno-3-mbicyelo[3.1.0]hexm-6-y1]-3-ﬂuoropheny1]-
3-fluorophenyi]-2-oxooxazolidin-5-yimethyl]acetamide hydrochloride,
N-[5(S)-3-[4-[4-[(1a,5a,6B)-3-t-butoxycarbonyl-6-cyano-3-azabicyclof3.1.0]hexan-6-
ylJpyridin-5-yl}-3-fluorophenyl)-2-oxooxazolidin-5-yimethyljacetamide, '
N-[5(S)-3-[4-[2-[(10,50,6p)-6-cyano-3-azabicyclof3.1 0]'hoxnn-6-yl]pyndm—5—yl]-3-
. fluorophenyl]-2-oxooxazolidin-5-ylméthyllacetamide hydrochloride,
N-[5(8)-3-[4-[2-[(10,50,6B)-6-t-butoxycarbonylamino-3-oxabicyclof3.1.0]hexan-6-
'y}pyridin-5-y1]-3-flucrophenyl)-2-oxooxazolidin-5-ylmethyljacetamids,
N-[5(S)-3-[4-{2-[(1,5a,68)-6-amino-3-oxabicyclo[3.1.0]hexan-6-yl]pyridin-5-yl}-3-
fluoropheny!]-2-oxooxazolidin-5-yimethyl]acetamids,

_ ' SUBSTITUTE
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1-{5(R)-3{4-[2-[(1a,50,6p)-6-t-butoxycarbonylamino-3-oxabicyclo[3.1.0]hexan-6- -
yllpyridin-5-y1]-3-flucropheny!]-2-oxooxazolidin-5-ytmethyl]-1,2,3-triazole,
1-[5(R)-3-[4-[2-[(1a,5a,6p)-6-amino-3-oxabicyclo[3.1.0]hexan-6-yllpyridin-5-yl}-3-
ﬂuorophenyl]-z-oxooxmhdm-s-ylmeﬂtyl] 1,2,3-triazole,
' N—[5(S)-3—[4—[4-[(1a,Sa.Gﬂ)-G-cylno-:i-onblcycloB 1 O]hexan-ﬁ-yl]pyndm- -yi}-3-
fluorophenyl}-2-oxooxazolidin-5-ylmethyl)acetamide,
1-[5(R)-3-{4-{2-{(1a,50,6B)-6-cysno-3-oxabicyclo[ 3. 1.0Thexan-6-yl Jpyridin-5-y1]-3-
fluorophenyl])-2-oxooxazolidin-5-ylmethyl]-1,2,3-triazole,
N-[S(S)-S-[4-[2—[(1a,5n,6|3)—6—i—butoxycubonylamino-3—oxabicyclo[3.l.O]hexan-ﬁ-
yl]pyridin-5-yilphenyl]-2-oxooxazolidin-5-ylmethyl]acetamide,
N-{5(8)-3{4-[2-[(10,5¢,6p)-6-amino-3-oxabicyclo[3. 1.0]hexan-6-yl}pyridin-5-
- yllpheayl]-2-oxooxazolidin-5-yimethyllacetamide,
1-{S(R)-3-[4-[2-[(1a,50,68)-6-t-butoxycarbonylgmino-3-oxabicyclof3.1.0]hexan-6-
yilpyridin-5-y{]phenyl]-2-oxooxezoliditi-5-ylmethyl}-1,2,3-triazole,
1-[5(R)-3-[4-[2-[(1a,5¢,6pB)-6-amino-3-oxabicyclo[3.1.0]hexan-6-yl}pyridin-5-
yijphenyl}-2-oxooxazolidin-5-yimethyf}-1,2,3-triazole,
N-{5(S)-3-{4-[4-{(1a,50,6f)-6~cyano-3-oxabicyclof3.1.0Jhexan-6-yl}pyridin-5-
yilphenyl]-2-oxooxazolidin-5-yimethyl]acetamide,
' 1-[S(R)-3-{4-[2-[(1a,50,6p)-6-cyano-3-oxabicyclo[3.1.0]hexan-6-yljpyridin-5-
yilphenyl]-2-oxooxazolidin-5-ylmethyl]-1,2,3-triazole,
' 1-[5(R)-3-[4-{4-[(10,50,68)-3-t-butoxycarbonyl-6-cyano-3-azabicyclo[3.1.0]hexan-6-
' y1]-3,5-diflucrophenyl}-3-fluorophenyl]-2-oxooxazolidin-5-ylmethyl]-1,2,3-triazole,
1-[5(R)-3-[4-[4-[(1a,5a,6pB)-6-cyano-3-azabicyclo[3.1.0]hexan-6-y1]-3,5-
difluorophenyl]-3-fluorophenyl]-2-oxooxazolidin-5-ylmethyl]-1,2,3-triazole,
. N-[5(8)-3-[4-[4-[(10,50,6B)-3-t-butoxycarbonyl-6-cyano-3-azabioyclo[3.1.0]hexan-6-
yl}pyridin-5-yi]-3,5-difluorophenyi}-2-oxooxazolidin-5-ylmethyl]acetamide,
_ N-{5(S)-3-{4-{4-[(1,50,6f)-6-cyano-3-azabicyclof3.1.0Thexan-6-yl]pyridin-S5-yi)-
3,5-difluorophenyi]-2-oxooxazolidin-5-yimethyl]lacetamide hydrochloride,
| SUBSTITUTE |
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N-[5(8)-3-[4-{4-{(1,51,68)-3-t-butoxycarbonyl-6-cyano-3-azabicyclof3.1.0Jhexan-6-
y1]-3,5-difluorophenyl]-3-fluorophenyl]-2-oxooxazolidin-S-ylmethyl]acetamide,
N—[S(S)-S-'H-[;l-[(lu,Sa.Gp)-G-cyano-S-mbicyclo[s.l Olhexen-6-yi}-3,5-
diffuorophenyl]-3-flucrophenyl]-2-oxooxazolidin-5-ylmethyl]acetamide hydrochloride,
N-[5(S)-3-[4-[4-[(1a,50,68)-3-t-butoxycarbonyl-6-cyano-3-azabicycio[3.1.0]hexan-6-
yl]phgmyl]-3-ﬂuomphmyl]—z-oxoonzolidin-s-yhneﬂlyl]mtamide,
N-[5(S)-3-{4-[4-[(1a,50,6P)-6-cyano-3-azabicyclo[3. 1 .0Jhexan-6-yl]phenyl]-3-
fluorophenyl]-2-oxooxazolidin-5-yimethyl]acetamide,
N-[5(8)-3{4-{4-[(12,5a,6B)-3-t-butoxycarbonyl-6-cyano-3-azabicyclo[3.1.0Jhexan-6-
yi}-3-fluorophenyl}-3,5-difluorophenyl]-2-oxooxazolidin-5-yimethyl]acetamide,
N-[5(S)-3-[4-[4-[(1,50,6p)-6-cyano-3-azabicyclo[3. 1.0Jhexan-6-yi]-3-fluorophenyi]-
3,5-diﬂuomphenyl]-2-oxooxamlidin—5-ylmeﬂ1y!]acehnﬂdo, .
1-{5(R)-3-{4-[4-[(t0,5¢,68)-3-t-butoxycarbonyl-6-cyano-3-szabicyclof3.1 Ofhexan-6-
yi}-3-fiucrophenyl]-3, S-dlﬂuomphmyl]-z-oxooxazohdm-s -yimethyl}-1,2,3-triazole,
1-[5(R)-3-{4-[4-[(1a,5,68)-6-cyano-3-azabicyclo[3.1.0]hexan-6-y1]-3-flucrophenyi]-
3,5-diffaorophenyT}-2-oxcoxazolidin-5-ylmethyl}-1,2,3-triazole hydrochicride,
l-[5(R)-3-[4—[4-[(lu,Sa,Gﬁ)-S-t-buﬁoxycqbpnyl-G—cymo-Smbicyclo[s.l.O]henn-&-
yilpyridin-5-yl]-3,5-difluorophenyl]-2-oxooxazolidin-5-yimethyl]-1,2,3-triazole,
1-[5(R)-3-[4-[4-[(1,50,6P)-6-cyano-3-azsbicyclo[3.1.0]hexan-6-yllpyridin-5-yl]-3,5-
difluorophenyl]-2-oxooxazolidin-5-yimethyl]-1,2,3-triazole
1-[5(R)-3-{4-[4-[(1a,50,68)-3-t-butoxycarbonyl-6-cyano-3-azabicyclo[3.1.0]hexan-6-
yllphenyl]-3-fluorophenyl)-2-oxooxazolidin-5-yimethyl]-1,2,3-triazole,
1-{5(R)-3-[4-[4-[(1a,50,6P)-6-cyano-3-azabicyclo[3.1.0Thexan-6-yl]pheayl]-3-
" fluorophenyl]-2-oxooxazolidin-5-yimethyl}-1,2,3-triazole,
-1-[5(R)-3-[4-[2-[(1,50,6B)-6-t-butoxycarbonylamino-3-oxabicyclo[3.1.0]hexan-6-
yl]pyndm—S-yl]—S 5-difluorophenyl}-2-oxooxazolidin-5-yimethyl}-1,2,3-triazole,
1-[5(R)-3-[4-[2-[(1 &, 50,6B)-6-amino-3-oxabicyclof3.1.0]hcxan-6-yljpyridin-5- -yl]-
3,5-difluorophenyl]-2-oxooxazolidin-5-ylmethyl]-1,2,3-triazole,
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N-[5(S)-3-{4-[2-[(1,50,6p)-6-t-butoxycarbonylamino-3-oxabicyclo[3.1.0]hexen-6-

yllpyridin-5-y1]-3,5-difluorophenyl]-2-oxooxazolidin-5-ylmethylJacetamide,

' N-[5(85)-3-[4-[2-[(10,50,6f)-6-amino-3-oxabicyclof3.1.0]hexan-6-yl]pyridin-5-y1]-

3,5-diflucrophenyl]-2-oxooxazolidin-5-ylmethyl)acetamide,
N-[S(S)-3-[4-[2-[(la.Sa,Gﬂ)-G-.cymo-S-oxnbicwlo[S -1.0Jhexan-6-ylJpyridin-5-yi})-

3,5-diffuorophenyl)-2-oxooxazolidin-5-yimethylJacetamide,
1-[5(R)-3-{4-[2-[(12,50,68)-6-cyano-3-oxabicyclo[3. 1.0]hexan-6-yl]pyridin-5-yl1}-

3,5-difluorophenyl]-2-oxooxazolidin-5-yimethyl}-1,2,3-triazole,
N-[5(S)-3-[4-[2-[(10,50,6p)-6-cyano-3-thisbicyclo[3.1.0]hexan-6-yl]pyridin-5-yI]-3-

ﬂuomphmyl]-z-oxooxmﬁdin-s-thethyl]mhmide,
N-{5(S)-3-[4-{2-{(10,50,6P)-6-Gyano-3-thiabicyclo[3.1.0Thexan-6-yl]pyridin-5-y1]-3-

fluorophenyl]-2-oxooxazolidin-5-yimethyl]acetamide S-oxide, ~
N-{5(S)-3-[4{2-[(19,50,68)-6-cyano-3-thisbicyclo[3. 1.0}hexan-6-yl]pyridin-5-y1]-3-

fluorophenyl}-2-oxooxazolidin-5-ylmethyl]acetamide S,S-dioxide, .

" 1{5(R)-3-[4-[2-{(10,50,6B)-6-cyano-3-thisbicyclof3.1.0Jhexen-6-yl}pyridin-5-yi}-3-

fluorophenyl}-2-oxooxazolidin-5-yimethyl}-1,2,3-triazole, :
1{5(R)-3-[4-[2-[(1a,50,6B)-6-cyano-3-thiabicyclo[3.1.0]hexan-6-yl]pyridin-5-y1]-3-

fluorophenyl]-2-oxooxazolidin-S-yimethyl}-1,2,3-{riszole S-oxide,
1-[5(R)-3-[4-{2-[(1a,5¢,6P)-6-cyano-3-thiabicyclo]3.1.0]hexan-6-yllpyridin-5-yi]-3-

fluorophenyl]-2-oxooxazolidin-5-ylmethyl}-1,2,3-triazole S,S-dioxide,
4-[5(R)-3-[4-[2-[(1a,5a,6P)-3-t-butoxycarbonyl-6-cyano-3-azabicyclo[3. 1.0]hexan-6-

yllpyridin-5-yl]-3-fluorophenyl}-2-oxooxazolidin-5-yimethyi]- 1,2,4-triazole, -
4-[5(R)-3-{4-[2-[(10,50,6(3)-6-cyano-3-azabicyclof3.1.0]bexan-6-yl]pyridin-5-yi}-3-

fluorophenyl]-2-oxooxazolidin-5-yimethyi]-1,2,4-triazole, _

_ S(R)-S-[4-[2-[(1u,Sa,Gp)-?,-t-bubxycubonyl-G-cymo;3-mlgicyclo[3.l.O]hnm-G-

yli]pyridin-5-yi]}-3-fluorophenyl]-5-{ (isoxazol-3-yl)oxylmethyloxezolidin-2-one,
5(R)-3-{4-[2-[(10,5a,68)-6-cysno-3-azabicyclo{3.1.0Thexan-6-yllpyridin- 5-yi]-3-

fluorophenyl]-S-[(isoxazol-3-yloxy]methyloxazolidin-2-one,
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_ 5(R)-3-[4-[2-[(1a,50,6p)-3-t-butoxycarbonyl-6-cyano-3-azabicyelo[3.1.0]hexan-6-
yllpyridin-5-yl]-3-flucrophenyl]-S-[N-(t-butoxycarbonyl)-N-(isoxazol-3-
yI)]Jaminomethyloxagzolidin-2-one, .

S(R)-3-(4-[2-[(1a,50,6f)-6-cymno-3-azabioyclof3.1.0]hexan-6-yl}pyridin-5-y1]-3-
fluorophenyl]-5-[N-(isoxazol-3-yl)Jaminomethyloxazolidin-2-one,
5(R)-3-{4-[2-{(1a,5a,6p)-6-cyano-3-oxabicyclo[3.1.0Thexan-6-yllpyridin-5-y1]-3-
fluorophenyl]-5-[(isoxazol-3-yT)oxy]methyloxazolidin-2-one,
5(R)-5-[N<(t-butoxycarbonyl)-N-(isoxazol-3-yl)Jaminomethyl-3-[4-[2-[(1&,5a,6B)-6-
cyano-3-oxabicyclo[3.1.01hexan-6-yl]pyridin-5-yi]-3-flucrophenylJoxazolidin-2-one,
' 5(R)-3-[4-[2-[(10, 50,6p)-6~cyano-3-oxabicyclo[3.1 0Jhexan-6-yllpyridin-5-y1}-3-
flucrophenyl}-5-[N~(isoxazol-3-yl)Jaminomethyloxazolidin-2-one, '
N-[5(S)-3-[4-{2-[(1a,50,6B)-6-cyano-3-oxabicyclo[3. 1.0]hexan-6-yl]pyridin-5-y1}-3-
fluorophenyl]-2-oxooxazolidin-5-yimethyllpropionamide,
"N-[5(S)-3-[4-[2-[(19,52,6B)-6-cyano-3-oxabicyclo[3. 1.0}hexan-6-yl]pyridin-5-y1}-3-
flucrophenyi]-2-oxooxazolidin-5-ylmethyl]ldifluoroacetemide, )
N-{5(S)-3-{4-[2-[(1¢,5a,6B)-6-cysno-3-oxebicyclo[3.1.0]hexan-6-yllpyridin-5-y1]-3-
fluorophenyl]-2-oxooxazolidin-5-ylmethyl]cyclopropanecarboxamide,
_ N-{5(5)-3-[4-[2-[(10,50,68)-3-t-butoxycarbonyl-6-cyano-3-azabicyclo[ 3. 1.0Jhexan-6-
yi]pyridin-5-yl]-3-Buorophenyl]-2-oxooxazolidin-5-ylmethyl Jpropionamids, '
N-{5(S)-3-[4-[2-[(1 0,50, 6p)-6-cyano-3-azabicyclo[3.1.0]hexan-6-yllpyridin-5-y1]-3-
fluorophenyi]-2-oxooxazolidin-5-ylmethyljpropionamide,
N-[5(S)-3{4-{2-{(1a,5a,6f)-3-t-butoxycarbonyl-6-cyano-3-azabicyclof3.1 Othexan-6-
yl]pyridin-s ~y1}-3-fluorophenyl}-2-oxooxazolidin-5-ylmethylJcyclopropanecarboxamide,
N-[5(S)-3-{4-{2-{(10,50,6f)-6-cyano-3-azabicyclo[3.1.0}hexan-6-yl]pyridin-5-y1]-3-
fluorophenyl]-2-oxgoxazolidin-5-yimethyljcyclopropanecarboxamide,
- N-[5(S)-3-{4-[2-[(10,50,6p)-3-t-butoxycarbonyl-6-cyano-3-azabicyclo[ 3.1 .0]hexan-6- -
ylJpyridin-5-y1]-3-flucrophenyl]-2-oxooxazolidin-5-yhmethyfdiftuoroacetamide,
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