The

(1), their

invention refers to 8-substituted
estra-1,3,5(10)-triene derivatives of genera
use as pharnaceutica

formul a
active ingredients,

(I2VNTERNAEIOBAL APRLICATOONP WHLISHED INDER MHE PATENTEOOPBRYENON TREATY (PCT)

recept or
(19) vs%% 'i&&%ﬂmhf»? gpQ}t PO RRERR 3 n

Ier t1
t he ut erus, thelr

@33 dnmaﬁ(rﬁammtldaﬁal D4l spens
N@\Yafi @4 2Uld 5.01.2009)

preparations from

/ﬁéé‘prostates than to

romrat uteri

el IHIWHHIIHIIIIIIIIH#IIIIHHHI‘MHH#I|I|||IﬂlltlillilllllllllI|I|I|| JFI

MO, their therapeutic use

f or ms (1o BiterAdha Pablichi®n Number
WO 2009/007454 A3

(51) International Patent Classification:
C07] 1/00 (2006.01) AGIP 5/30 (2006.01)
AGIK 31/565 (2006.01)

(21) International Application Number:
PCT/EP2008/059115

(22) International Filing Date: 11 July 2008 (11.07.2008)

(25) Filing Language: English

(26) Publication Language: English
(30) Priority Data:

07075600.2 12 July 2007 (12.07.2007) EP

(71) Applicant (for all designated States except US): BAYER
SCHERING PHARMA AKTIENGESELLSCHAFT
[DE/DE]; Miillerstr. 178, 13353 Berlin (DE).

(72) Inventors; and

(75) Inventors/Applicants (for US only): PETERS, Olaf
[DE/DE]; Langenhainer Strasse 8, 99891 Tabarz (DE).
BRAEUER, Nico [DE/DE]; Reuterallee 7a, 14612
Falkensee (DE). THIEME, Ina [DE/DE]; Siedlung 12,
07616 Graitschen b. Biirgel (DE). PRELLE, Katja
[DE/DE]; Laurinsteig 31, 13465 Berlin (DE). MUHN,
Hans-Peter [DE/DE]; Markgrafenstr. 61, 13465 Berlin
(DE). FRITZEMEIER, Karl-Heinrich [DE/DE]; Raben-
str. 5a, 13505 Berlin (DE).

(81) Designated States (unless otherwise indicated, for every
kind of national protection available): AE, AG, AL, AM,
AOQ, AT, AU, AZ,BA, BB, BG, BH, BR, BW, BY, BZ, CA,
CH, CN, CO, CR, CU, CZ, DE, DK, DM, DO, DZ, EC, EE,
EG, ES, FI, GB, GD, GE, GH, GM, GT, HN, HR, HU, ID,
1L, IN, IS, JP, KE, KG, KM, KN, KP, KR, KZ, LA, LC, LK,
LR, LS, LT, LU, LY, MA, MD, ME, MG, MK, MN, MW,
MX, MY, MZ, NA, NG, NI, NO, NZ, OM, PG, PH, PL, PT,
RO, RS, RU, SC, SD, SE, SG, SK, SL, SM, ST, SV, SY, TJ,
™™, TN, TR, TT, TZ, UA, UG, US, UZ, VC, VN, ZA, ZM,
ZW.

(84) Designated States (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), Eurasian (AM, AZ, BY, KG, KZ, MD, RU, TJ, TM),
European (AT, BE, BG, CH, CY, CZ, DE, DK, EE, ES, FI,
FR, GB,GR, HR, HU, IE, IS, IT, LT, LU, LV, MC, MT, NL,
NO, PL, PT, RO, SE, SI, SK, TR), OAPI (BF, BJ, CF, CG,
CIL, CM, GA, GN, GQ, GW, 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 receipt of
amendments

(88) Date of publication of the international search report:
5 March 2009

woO 2009/007454 A3 |10 000 0 OO0 IO

(54) Title: 8-BETA-SUBSTITUTED ESTRATRIENES AS SELECTIVELY ACTIVE ESTROGENS

(57) Abstract: The invention refers to
8[-substituted estra-1,3,5(10)-triene derivatives
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