ABSTRACT CYCLOCARBANMATE DERI VATI VES AS PROGESTERONE RECEPTOR MODULATORS
Thi's invention provides conpounds of Formula (1) wherein Re ]
may be single substituents or fused to formspirocyclic or ",mmmw @W
het erospirocyclic rings; Rerr] is H OH NHerr], (err] yl,
substituted CJerr] to (Jerr] alkyl, C[err to C[err] al kenyl subs %t ut ed
Cerr] to (Jerr] al kenyl, alknyl, or ituted al kynyl, Vm&] m ]

is H derr] to (Jerr] alkyl, substltuted Cerr] to C[err]

substituted aryl, Cerr] to (Jerr] al koxy, substituted C[e

al koxy, Cerr] to (Jerr] aminoal kyl, or substituted Cerr] to C #eqoq2*

am noal kyl; Rlerr] is H halogen, CNABSMERACOT], Clerr] to (Jerr] al kyl,
substituted CJerr] to (Jerr] alkyl, alkynyl, or substituted alkynyl, Cerr]
to (ferr] alkoxy, substituted Clerr] to Cferr] alkoxy, substituted (err]

to (err] al koxy F%q& é%’ﬁ“ﬁhﬁl@[\g{ FiVES A K¥TeRONERBEEPTERed Clerr]

to (Jerr] am noa I's selecte romatrls stituted benzene
ring of a five or six merrbered rin or 3 heteroatons fromthe
group | Acl udi ng O S, SO SJerr] %’Kﬁh 11;?1%§1nd cont ai ning one or two
i ndependent substituents fromthe group including H,£ halogen, CN, NJerr],
amno, and CJerr] to (CJerr] alkyl, CJerr] to (Jerr] alkoxy, Cerr] to
Clerr] amnoal kyl, CORerr], or NR[err]CORerr]; or pharr‘rpceut; cally
accept abl e sal t Eienzerftjonggowded canspquhds eftlemuiac@) wheneinod | ariddiismanbe net hods
usi ng the conpounds as antagoni sts of the progesterone r ecept or

single substituents or fused to form spirocyclic or heterospirocyclic rings; R?is H, OH,

NH,, C, to C¢ alkyl, substituted C, to C¢ alkyl, C; to Cs alkenyl, substituted C; to Cs

10  alkenyl, alknyl, or substituted alkynyl, COR®; R® is H, C, to Cs alkyl, substituted C; to

Cs alkyl, aryl, substituted aryl, C; to C; alkoxy, substituted C; to Cs alkoxy, C; to Cs

aminoalkyl, or substituted C; to C; aminoalkyl; R%is H, halogen, CN, NO,, C; to Cs

alkyl, substituted C, to Cg alkyl, alkynyl, or substituted alkynyl, C; to C¢ alkoxy,

substituted C; to Cq alkoxy, substituted C, to C¢ alkoxy, amino, C, to C¢ aminoalkyl, or

15 substituted C; to C¢ aminoalkyl; and R’ is selected from a trisubstituted benzene ring of

a five or six membered ring with 1, 2, or 3 heteroatoms from the group including O, S,

SO, SO, or NR® and containing one or two independent substituents from the group

including H, halogen, CN, NO,, amino, and C, to C; alkyl, C; to Cs alkoxy, C; to C;

aminoalkyl, COR®, or NR°COR"; or pharmaceutically acceptable salt thereof, as well

20  as pharmaceutical compositions and methods using the compounds as antagonists of the

progesterone receptor.



