v

The present |nvent|on rel ates :to com pounds of formulae (1) ar%ggg&

wherein X is -O;’,

-S-, or [ery]; Yis -0-,

-S-, [err], [err],

[err]; Bis [errl] or -CO; [err] [err], and [err] are each |ndependently
-H, -OH, [err] [err] alkyl), [err] -GZQ[err] al kyl), - [err]

alkyl), [err], G, or F, nis 1or 2 Wis [err] or C=0; [err Ll

1- pi per|d| nyl, 2 1 - pi per ek B ierd 1o ahzatigl hY! -

di rrethyl-l-pyrrmw 2- 0X0- 1- pyr WW 4- m)rphollno

di met hy| aniNFERNATIONAL mpbmnwrm1~1 PUBLISHED GNBER FHE PATENT COOPERATION TREATY [PCT)

al kyl ,
[err](

salt t
pounds;

(1),

of for
R

[te
he

S

a[dﬂyl[), :
err
& by the p[::gie

P e Ay

Beco QLm0

a

(71) Applicant (for all designated States except US): ELI LILLY
AND COMPANY [US/US); Lilly Corporate Center, Indi-
anapolis, IN 46285 (US).

(72) Inventor; and

(75) Inventor/Applicant (for US only): GRESE, Timothy, A.
[US/US]; 11407 Geist Valley Drive, Indianapolis, IN 46236
(us).

(74) Agents: STRODE, Janelle, D. et al.; Eli Lilly and Company,
Lilly Corporate Center, Indianapolis, IN 46285 (US).

em)mmwt er mcaim @s3e7)

'PT U\;v\:oco‘l W 1.71IU IJI UIJO[IUL I \WAN] Ul o UTTT o Ul Ilul Cl'C (I }' ATTU
gy RiGAEHSRE Spplication Rahber B L hoﬁmmbﬁ@rmbafghwgu mL.m N Az) BB, BE) BRGYNCS
n[ul ae (Iz and [II). CU, CZ, EE, GE, HU, 1L, IS, JP, KE, KG, KP, KR,
22) Filing 3 26 August 1996 (26.08.96) KZ.LK. LR, LS, LT, LV, MD, MG, MK, MN, MW, MX,
NO, NZ, PL, RO, RU, SD, SG, 8], SK, TJ, T™M, TR, TT,
UA, UG, US, UZ, VN, ARIPO patent (KE, LS, MW, SD,
(30) Priority Data: 8Z, U@), Eurasian patent (AM, AZ, BY, KG, XZ, MD, RU,
60/003,496 .8 September 1995 (08.09.95) us TI, TM), OAPI patent (BF, BJ, CF, CG, CI, CM, GA, GN,

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

Published
With international search report.
Before the expiration of the time limit for amending the
claims and to be republished in the event of the receipt of
amendments.

(57)_: Abstract

The present invention relates to com-
pounds of formulae (I) and (IT) wherein X is -O-,
-8-, or -NR3-; Y is -O-, -S-, -CHy-, -CHCHz-, -
CH=CH-, or -NR5-; B is -CH*- or -CO-; R!, R2,
and R3 are each independently -H, -OH, -O(Ci-
C4 alkyl), -OCOCgHs, -OCO(C,-Cs alkyl), -
0S03(Cy-Cg alkyl), -OSO:CFs3, CL, or F; n is
1 or 2; W is CHz or C=0; R4 is 1-piperidinyl,
2-ox0-1-piperidiny), 1-pyrrolidinyl, methyl-1-
pyrrolidinyl, dimethyl-1-pyrrolidinyl, 2-oxo-1-
pymolidinyl, 4-morpholino, dimethylamino, di-
ethylamino, or 1-hexamethyleneimino; RS is
C1-Cs alkyl, -COCgHs, -CO(C)-Co alkyl), -
C(0)OCsHs, -C(OXXC1-Cs alkyl), -802(Cy-Cs
alkyl), -S02C¢Hss, or -SO2CFs; or a pharmaceu-
tically acceptable salt thereof, Also provided
by the present invention are intermediate com-
pounds; processes for the preparation of com-
pounds of formulae (I) and (II); and pharmacen-
tical methods and formulations employing the
compounds of formulae (I) and (II).

(34) Tide: PENTACYCLIC COMPOUNDS, INTERMEDIATES, PROCESSES, COMPOSITIONS, AND METHODS
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