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ACTIVITY Abstract: The inventio gl scl oses a steroid conpound hav- ing
the formula (1), wherein dotted b rzaalent optional dou bl e bonds;
Rlerr] is H =CHerr], or -CHerr],: or CH[err] CHerr];, Rerr] is H,
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or alkynyl group may be substituted with 1 to 3 halogen atoms inde
pendently chosen fromthe group of flysgege or chlorine atons; Rlerr] is
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wherein the al kyinemalide@Byteu al kynyl & Wall | i dene group may be substituted
with 1 to 3 hal ogen atons i ndependent g 0osen fromthe group of fluorine
or chl ori ne (ad) miternationdl epiegdnDstet 0get her W t h (WakipawtignabPeblidaoMNumbe7 of
the steroid sk@lnearyrﬁom fﬂém 2Q0c3) seven-PpPe€ rlber ed ri MOS&Z[OOG&% Ael ng a and
in cis-caonfic
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conpounds K BE6uSBH 05 her apy and for met¥bds for selective nodification

of the activity of estrogen receptors.
(21) International Application Ndmber: PCT/EP01/04868 (81) Designated States (national): AE, AG, AL, AU, BA, BB,

BG, BR,BZ,CA,CN, CO, CR, CU, CZ,DM, DZ, EE, GD,

(22) International Filing Date: 1 May 200! (01.05.2001) GE, HR, HU, ID, 11, IN, IS, JP, KP, KR, LC, LK, LR, LT,
LV, MA, MG, MK, MN, MX, MZ, NO, NZ, PL, RO, RU,

(25) Filing Language: English SG, SI, SK, SL, TR, TT, UA, US, UZ, VN, YU, ZA.
(26) Publication Language: English  (84) Designated States (regional): ARIPO patent (GH, GM,
KE, LS, MW, MZ, SD, SL, SZ, TZ, UG, ZW), Eurasian
(30) Priority Data: patent (AM, AZ, BY, KG, KZ, MD, RU, TJ, TM), European
00201986.7 6 Junc 2000 (06.06.2000)  EP patent (AT, BE, CH, CY, DE, DK, ES, FI, FR, GB, GR, [E,

IT, LU, MC, NL, PT, SE, TR), OAPI patent (BF, BJ, CF,

(71) Applicant (for all designated States except US): AKZO CG, CI, CM, GA, GN, GW, ML, MR, NE, SN, TD, TG).

NOBEL N.V. [NL/NL]; Velperweg 76, N1.-6824 BM Am-
hem (NL). Published:
—  with international search report

i (72) loventor; and
(75) Inventor/Applicant (for US only): LOOZEN, Hubert, For two-letter codes and other abbreviations, refer to the "Guid-
Jan, Jozef [NL/NL]; Meerhoek 602, NL-5403 AC Uden ance Notes on Codes and Abbreviations" appearing at the begin-
(NL). ning of each regular issue of the PCT Gazette.

*162162*

-

ARV

* ACTION*

(54) Title: 16, 17-CARBOCYCLIC CONDENSED STEROID COMPOUNDS HAVING SELECTIVE ESTROGENIC ACTIVITY

(57) Abstract: The invention discloses a steroid compound hav-
ing the formula (1), wherein dotted bonds represent optional dou-
ble bonds; R¢ is H, =CH,, or -CHj3, or -CH,-CHj3; Ry is H, Cy4-
alkyl, Cy.s alkenyl or Cy.s-alkynyl, wherein the alkyl, alkenyl or
alkynyl group may be substituted with 1 to 3 halogen atoms inde-
(1) pendently chosen from the group of fluorine or chlorine atoms;
Ry is H, Ci4-alkyl, Ca4-alkenyl, C,4-alkynyl or C,4-alkylidene,
wherein the alkyl, alkenyl, alkynyl or alkylidene group may he
substituted with 1 to 3 halogen atoms independently chosen from
the group of fluorine or chlorine atoms; E represents together
with carbon atoms 16 and 17 of the steroid skeleton a four to
seven-membered ring, said ring being o and in cis-configuration
with respect to the steroid skeleton, optionally comprising one or
two endocyclic bonds; or a prodrug thereof. Such compounds can be used in therapy and for methods for selective modification of
the activity of estrogen receptors.

WO 02/00682 Al



