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The present invention relates to tetrahydroquinoline
derivatives having general formula (1) or a
pharmaceutically acceptable salt thereof, wherein Rl
(122 NTERRAEOBSAIHA RRLIGATIONRBUHLESHHD UNPHR OHE PAIENT ACPAERAOIXGN TREATY (PCT)
(di)(1-40) al kyl am no( 2-4C) al koxy or
(%9) g%:dﬁlglﬁ{eﬂ&ﬁlﬁi Plgi;dr(yé 54.C) ;
r tidh I
K7, vithiand o prvcutt <0 € hat EEONDEE |fuu|mmm|mmm (AT
or (1-4C) al koxy and that N&g/is H R4 is not H OH
@B) IntkrdGiymdl FdidatiorPate S ( 2- 5C) het er odtoy IntergBicha Pyibljcation Number
( 3-sa1a)c300k 0as.0yd0p4) 2 6C) heP&Bcycl oal WO 004/056780 A2
(1-6Qalkyl; R7Z is amno, (di)(1-4C) alkylam no
(51) ntfadicHadiafe @RI BM NQGo7H GI B! V17624 AN YA QWEZENBERCPM.G.E; PO. Box 20,
Ahigtennasly boactonylianmama, s0(/2; 5C) hetienamybssanbonyl oxy,
4R82,4®414C) al kyl am no, R8-(2-4C)al koxy, RO-nethyl am no
o 1 orlr RQIlmat hoii)l(o% R?ﬁ IS hydroxy, am megnatedStdis)y@tide@) WE, AG, AL, AM, AT, AU,
ign, ,BW, A, CH, CN, CO, CR,
ns]egtag Oczigg?wgal %(N;F car ggﬁgyég’%@%et er%%/%%%&%?{k M. D%E%QEG ES, FI, GB, GD,
2) uhdlalkobr Aok abicy] ari nocar bony! ani ndje, (et gg“ S, LT11, 1% MA, M, MG, MK, M.
koxycal‘ bonYd mmmﬂ@ﬂﬁmdﬁ 390035 am m%{ NO NZ OM, PG, PH, PL, PT, RO, RU,
(di) (1-4C) al kyl ani nocar bonyl , (2-&G@het & e@kY.Isy.af TM, TN, TR TT, TZ, UA.
(25) FiligTppgugde: The present i nviesdli on alie Os el At &8, YZA, ZM, ZW.
har maceuti cal conpositions conprising said
(26) PUPUEAIPAP Y and the use Of¥these plegiawabiane@sbo): ARIPO patent (BW, GH,

, e fertility. GM, KE, LS, MW, MZ, SD, SL, SZ, TZ, UG, ZM, ZW),
(o) PHERHDAL y Eurasian patent (AM, AZ, BY, KG, KZ, MD, RU, TJ, TM),
60/435,040 20 December 2002 (20.12.2002)  US European matent (AT, BE. BG, CH. CY. CZ. DE, DK, BE
02102866.7 20 December 2002 (20.12.2002)  EP BS. 1 IR GB. GR, HU.TE. 1T, 1.U. MC. ML PT. RO, SE.
SI, SK, TR), OAPI patent (BE, BJ, CE, CG, CL, CM, GA,
GN, GQ, GW, ML, MR, NE, SN, TD, TG).

is H OH

(71) Applicant (for all designated States except US): AKZO
NOBEL N.V. [NL/NL]; Velperweg 76, NL-6824 BM Arn-

hem (NL).
Published:
(72) Inventors; and —  without international search report and to be republished
’ .
(75) Inventors/Applicants (for US only): TIMMERS, Cor- upon receipt of that report

nelis, Marius [NL/NL]; N.V. Organon, P.O. Box 20,

NL-5340 BH Oss (NL). KARSTENS, Willem, Frederik, For two-letter codes and other abbreviations, refer to the "Guid-
Johan [NI/NL]; N.V. Organon, P.O. Box 20, NL-5340 ance Notes on Codes and Abbreviations" appearing at the begin-
BH Oss (NL). ning of each regular issue of the PCT Gazette.
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(57) Abstract:  The present invention relates to tetrahydroquinoline

R3 derivatives having general formula (I) or a pharmaceutically acceptable salt

thereof, wherein R and R? are H or Me; R? is H, hydroxy, (1-4C)alkoxy,

(I ) (di)(1-4C)alkylamino(2-4C)alkoxy or (2-6)heterocycloakl(2-4C)alkoxy;

R* is H, OH, (1-4Calkoxy or R7; R’ is H, OH, (1-4C)alkoxy or R7,with

the proviso that if R* is H, R> is not H, OH or (1-4C)alkoxy and that if R>

R6. N is H, R* is not H, OH or (1-4C)alkoxy; RS is (2-5C)heteroaryl, (6C)aryl,

\n/ O R2 (3-8C)cycloalkyl, (2 6C)heterocycloalkyl or (1-6C)alkyl; R’ is amino,

N R1 (di)(1-4C) alkylamino, (6C)arylcarbonylamino, (6C)arylcarbonyloxy, (2-5C)

)\ heteroarylcarbonylamino, (2-5C)heteroarylcarbonyloxy, R8-(2-4C)alkylamino,

0 R8-(2-4C)alkoxy, R’-methylamino or R°-methoxy; R® is hydroxy, amino,

(1-4C)alkoxy, (di)(1-4C)alkylamino, (2-6C)heterocycloalkyl, (2-6C)

heterocycloalkylcarbonylamino, (di)(1-4C)alkylaminocarbonylamino, (1-4C) alkoxycarbonylamino and R® is aminocarbonyl,

(di)(1-4C)alkylaminocarbonyl, (2-5C)heteroaryl or (6C)aryl. The present invention also relates to pharmaceutical compositions
comprising said derivatives and the use of these derivatives to regulate fertility.



