Title: SYNTHESI S OF TEMOZOLOMIDE AND ANAL stract: This invention
relates to a novel process for the synthé nozol om de, an antitunor
conpound, and anal ogs, and to internedi ates useful ,in this novel process.

200303£472%

(12) INTERNATIONAL APPLICATION PUBLISHED UNDER THE PATENT COOPERATION TREATY (PCT)

- (71) Applicant:

(19) World Intellectual Property Organization
International Bureau

(43) International Publication Date
25 July 2002 (25.07.2002)

(10) International Publication Number

WO 02/057269 Al

(51) International Patent Classification”>  CO7D 487/04, (81) Designated States (national): AE, AG, AL, AM, AT, AU,
233/90, CO7C 251/02, 251/18, 225/06 AZ, BA, BB, BG, BR, BY, BZ, CA, CH,CN, CO, CR, CZ,

DE, DK, DM, DZ, EC, EE, ES, HI, GB, GD, GE, HR, HU,

(21) International Application Number: PCT/US02/01101 ID, IL, IN, IS, JP, KG, KR, KZ, LC, LK, LR, LT, LU, LV,

(22) International Filing Date: 16 January 2002 (16.01.2002)

MA, MD, MG, MK, MN, MX, MZ, NO, NZ, PH, PL,, P'I,
RO, RU, SE, SG, SI, SK, SL, TJ, T™M, TN, TR, TT, TZ, UA,
UZ, VN, YU, ZA, ZM.

(25) Filing Language: English  (84) Designated States (regional): ARIPO patent (GH, GM,
KE, LS, MW, MZ, SD, SL, SZ, TZ, UG, ZM, ZW),
(26) Publication Language: English Eurasian patent (AM, AZ, BY, KG, KZ, MD, RU, T], TM),

(30) Priority Data:

60/262,465 18 January 2001 (18.01.2001) US

SCHERING CORPORATION [US/US],
Patent Department - K-6-1 1990, 2000 Galloping Hill
Road, Kenilworth, NJ 07033-0530 (US).

European patent (AT, BE, CH, CY, DE, DK, ES, FI, FR,
GB, GR, IE, IT, LU, MC, NL, PT, SE, TR), OAPI patent
(BF, BJ, CF, CG, CI, CM, GA, GN, GQ, GW, ML, MR,
NE, SN, TD, TG).

Declaration under Rule 4.17:
as to the applicant’s entitlement to claim the priority of the
earlier application (Rule 4.17(iii)) for all designations

' Published:
(72) Inventors: KUO, Shen-Chun; 140 Glenwood Court, Ly - .
Union, NJ 07083 (US). MAS, Janet, L.; 10 Hidden Hol- ;J’”” ""‘;l’""“"f"’/ search e e limi dine th
low Court, Green Brook, NJ 08812 (US). HOU, Donald; efore the expiration of the time limit for amending the
;:) Sibeli ’ Road. Newt ’ PA 18940 l:JS ’ ’ claims and to be republished in the event of receipt of
ibelius Road, Newtown, (us). amendments
(74) Agents: KORSEN, Elliott et al.; Schering-Plough Cor-  For two-letter codes and other abbreviations, refer to the "Guid-
poration, Patent Department - K-6-1, 2000 Galloping Hill ance Notes on Codes and Abbreviations" appearing at the begin-
Road, Kenilworth, NJ 07033-0530 (US). ning of each regular issue of the PCT Gazette.
*162162*
*ACTION* .

<

N

\&

ol

r~

Tg)

&

~

o

— (54) Title: SYNTHESIS OF TEMOZOLOMIDE AND ANALOGS

(57) Abstract: This invention relates to a novel process for the synthesis of Temozolomide, an antitumor compound, and analogs,

and to intermediates useful in this novel process.



