(57) Absf ract:

pol y( ADP-ri bosyl )transferase inibitors.

Compounds of the formula (1) are
. . . Such conpounds are usef ul
therapeutics in treating cancers and in aneliorating the effects of stroke,

as

head traums,, ANgrREH6RASIPAELAbN ¥SbLiuES BREER THE PATENT COOPERATION TREATY (PCT)

* (21) International Application Number:

0 00 I

WO 01/16136 A2

(19) World Intellectual Property Organization
Intemational Bureau

(43) International Publication Date
8 March 2001 (08.03.2001)

(10) International Publication Number

WO 01/16136 A2

(51) International Patent Classification”s  CO7D 487/06,
AGIK 31/5517, A61P 35/00 // (COTD 487/06, 243:00,
235:00) (CO7D 487/06, 243:00, 209:00)

PCT/US00/23882

(22) International Filing Date: 31 August 2000 (31.08.2000)

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

60/152,142 31 August 1999 (31.08.1999) US

(71) Applicants: AGOURON PHARMACEUTICALS, INC.
[US/US]; 10350 North Torrey Pines Road, La Jolla, CA
92037-1020 (US): CANCER RESEARCH CAMPAIGN
TECHNOLOGY LIMITED ([GB/GB); Cambridge
House, 6-10 Cambridge Terrace, Regent’s Park, London
NW1 4L (GB).

(72) Inventors: WEBBER, Stephen, Evan; 3531 Millikin
Avenue, San Diego, CA 92122 (US). SKALITZKY,
Donald, James; 4269 Taos Drive, San Diego, CA 92117
(US). TIKHE, Jayashree, Girish; 9665 Gennessee Av-
enue #D2, San Diego, CA 92121 (US). KUMPF, Robert,
Arnold; 804 Regal Road #L.2, Encinitas, CA 92024 (US).
MARAKOVITS, Joseph, Timothy; 2403 Summerhill

Drive, Encinitas, CA 92024 (US). EASTMAN, Walter,
Brian; 2921 Adrian Street, San Diego, CA 92110 (US).

(74) Agenis: KENNEDY, Daniel, M.; Shanks & Herbert,
TransPotomac Plaza, 1033 North Fairfax Street, Suite 306,
Alexandria, VA 22314 et al. (US).

(81) Designated States (national): AE, AG, AL, AM, AT, AU,

AZ,BA, BB, BG, BR, BY, CA, CH, CN, CR, CU, CZ, DE,
DK, DM, DZ, EE, ES, Fi, GB, GD, GE, GH, GM, HR, HU,
ID, 1L, IN, IS, JP, KE, KG, KP, KR, KZ, LC, LK, LR, LS,
LT, LU, LV, MA, MD, MG, MK, MN, MW, MX, NO, NZ,
PL, PT, RO, RU, SD, SE, 5G, SL, SK, SL, TJ, TM, TR, TT,
TZ, UA, UG, UZ, VN, YU, ZA, ZW.

(84) Designated States (regional): ARIPO patent (GH, GM,
KE, LS, MW, MZ, SD, SL, SZ, TZ, UG, ZW), Eurasian
patent (AM, AZ, BY, KG, KZ, MD, RU, TJ, TM), European
patent (AT, BE, CH, CY, DE, DK, ES, FL, FR, GB, GR, IE,
IT, LU, MC, NL, PT, SE), OAPI patent (BF, BJ, CF, CG,
Cl, CM, GA, GN, GW, ML, MR, NE, SN, TD, TG).

Published:
Without international search report and to be republished
upon receipt of that report.

For two-letter codes and other abbreviations, refer to the "Guid-
ance Notes on Codes and Abbreviations" appearing at the begin-
ning of each regular issue of the PCT Gazette.

(54) Title: TRICYCLIC INHIBITORS OF POLY(ADP-RIBOSE) POLYMERASES

(57) Abstract: Compounds of the formula (T) are poly(ADP-ribosyl)transferase
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" inhibitors. Such compounds are useful as therapeutics in treating cancers and in
ameliorating the effects of stroke, head trauma, and neurodegenerative disease.



