Title:

Abstract:
is a hal ogen or

Rl err]
(2) or

by 1 or
ki nase- i WhiVhirldilnfellegtaaliPy¢pexty Organization

A 0RO O

01/77107 A1l

OXAZCOLE DERI VATI VES AND THEI R USES AS TYROSI NE KI NASE | NHI Bl TORS

opti onal |

| U3 NGEROER AL SR S HONpgE
(3) wherein nis 3 or 4, Rerr]
2 hydroxy groups, or a salt t2ae

International Bureau

(43) International Publication Date
18 October 2001 (18.10.2001)

A corrpound represented by fornul a (D) V\/nerei n mis 1 or
hal ogenated ([ er r%a_al Ky
HEP UNRERTHT TG BN T EPPRERSRIONTRENTY BERL| a

|s a Cerr] group substituted

PCT

one of R[err] and

al kyl
shows tyrosine

(10) International Publication Number

WO 01/77107 A1l

C07D 413/12,

(51) International Patent Classification”:
A61K 31/422, A61P 35/00, CO7D 263/32

(21) International Application Number:  PCT/JP01/02937

(22) International Filing Date: 5 April 2001 (05.04.2001)

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

2000-106836 7 April 2000 (07.04.2000) JP

(71) Applicant (for all designated States except US): TAKEDA
CHEMICAL INDUSTRIES, LTD. [IPJP); 1I-1,
Doshomashi 4-chome, Chuo-ku, Osaka-shi, Osaka
540-0045 (JP).

(72) Inventors; and

(75) Inventors/Applicants (for US only): TASAKA, Akihiro
[JP/IP]; 9-20-102, Yamadahigashi 2-chome, Suita-shi, Os-
aka 565-0821 (JP). HITAKA, Takenori [JP/JP]; 1-22-302,
Nakayamasatsukidai 6-chome, Takarazuka-shi, Hyogo
665-0871 (JP). MATSUTANI, Etsuya [JP/JP]; 2-17-E506,
Senriyama-Higashi, Suita-shi, Osaka 565-0842 (JP).

(74) Agent: TAKASHIMA, Hajime; Fujimura Yamato Seimei
Building, 2-14, Fushimimachi 4-chome, Chuo-ku, Osaka-
shi, Osaka 541-0044 (JP).

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

AZ,BA, BB, BG, BR,BY,BZ, CA, CH, CN, CO, CR, CU,

CZ,DE, DK, DM, DZ, EE, ES, FI, GB, GD, GE, GH, GM,

HR,HU, ID, IL, IN, IS, JP, KE, KG, KR, KZ, LC, LK, LR,

LS, LT, LU, LV, MA, MD, MG, MK, MN, MW, MX, MZ,

NO,NZ,PL, PT,RO, RU, SD, SE, SG, S1, SK, SL, TJ, TM,

TR, TT, TZ, UA, UG, US, 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, FI, FR, GB, GR, IE,

IT, LU, MC, NL, PT, SE, TR), OAPI patent (BF, BJ, CF,

CG, CI, CM, GA, GN, GW, ML, MR, NE, SN, TD, TG).

Published:
with international search report
with amended claims

Date of publication of the amended claims: 20 December 2001

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: OXAZOLE DERIVATIVES AND THEIR USES AS TYROSINE KINASE INHIBITORS

B e 1T

N=y
—CHN—N_| (2)

/=N
— (CH)n—N \% (3)
R4

O (57) Abstract: A compound represented by formula (1) wherein m is 1 or 2, R is a halogen or an optionally halogenated C._, alkyl;
one of R? and R? is a hydrogen atom and the other is a group represented by formula (2) or (3) wherein nis 3 or 4; R*is a C,_4 alkyl
group substituted by 1 or 2 hydroxy groups, or a salt thereof shows tyrosine kinase-inhibiting activity.
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