The invention relates to processes for preparing
conpounds having the fornmula (1) and crystalline forns
t hereof, wherein Ar is aryl or heteroaryl, L is an

am pmmnarlomlkyrmm@mk@usrmnwmzz TRB PATRAT COOHEIRGIOMTREATY (PCT)

6}%9{}8’&01'fd nte]lecgmlt

parti c anivaion.
038 Kihaser

(43) International Publication Date

eci fi cation herein,
o
E 2GS nhi bi t or s

rmf&\' lﬂ|||ﬂ|ﬂ|||1|ﬂ|ﬂ|||ﬂﬂ|ﬂ|||||1||||'ﬂ|ﬂH||ﬂ||||ﬂ“|ﬂ|||||||||||||||||||||||||||||
&

mhlph

(10) International Publication Number

25 August 2005 (25.08.2005) PCT WO 2005/077945 A2
(51) International Patent Classification’: C07D 417/14 [US/US]; 54 Chipper Drive, Kendall Park, NJ 08824
. L. (US). CHIDAMBARAM, Ramakrishnan [US/US]; 56
(21) International Application Number: Stanford Road East, Pennington, NJ 08534 (US).
PCT/US2005/003728
(74) Agents: VANATTEN, Mary, K. et al.; Bristol-Myers

(22) International Filing Date: 4 February 2005 (04.02.2005)

(25) Filing Language: English

(81)

(26) Publication Language: English

(30) Priority Data:
60/542,490
60/624,937

Us
Us

6 February 2004 (06.02.2004)
4 November 2004 (04.11.2004)

(71) Applicant (for all designated States except US): BRIS-
TOL-MYERS SQUIBB COMPANY [US/US]; Route
206 and Province Line Road, Princeton, New Jersey
08543-4000 (US).

(72) Inventors; and

(75) Inventors/Applicants (for US only): CHEN, Bang-Chi
[US/US]; 28 Maion Dr., Plainsboro, NJ 08536 (US).
DROGHINI, Roberto [CA/CA]; 39 Galilee, Can-
diac, Quebec J5R 3T5 (CA). LAJEUNESSE, Jean
[CA/CA]; 178 Mermoz, Candiac, Quebec JS5R 4T2
(CA). DIMARCO, John, D. [US/US]; 16 Neal Drive,
East Brunswick, NJ 08816 (US). GALELLA, Michael

(34)

Squibb Company, P.O. Box 4000, Princeton, New Jersey
08543-4000 (US).

Designated States (unless otherwise indicated, for every
kind of national protection available): AE, AG, AL, AM,
AT, AU, AZ, BA, BB, BG, BR, BW, BY, BZ, CA, CH, CN,
CO, CR, CU, CZ, DE, DK, DM, DZ, EC, EE, EG, ES, FI,
GB, GD, GE, GH, GM, HR, HU, ID, IL, IN, IS, JP, KE,
KG, KP, KR, KZ, L.C, LK, LR, LS, LT, LU, LV, MA, MD,
MG, MK, MN, MW, MX, MZ, NA, NI, NO, NZ, OM, PG,
PH, PL, PT, RO, RU, SC, SD, SE, SG, SK, SL, SY, TJ, TM,
TN, TR, TT, TZ, UA, UG, US, UZ, VC, VN, YU, ZA, ZM,
ZW.

Designated States (unless otherwise indicated, for every
kind of regional protection available): ARIPO (BW, GH,
GM, KE, LS, MW, MZ, NA, SD, SL, SZ, TZ, UG, ZM,
ZW), Eurasian (AM, AZ, BY, KG, KZ, MD, RU, TJ, TM),
European (AT, BE, BG, CH, CY, CZ, DE, DK, EE, ES, FI,
FR, GB, GR, HU, IE, IS, IT, LT, LU, MC, NL, PL, PT, RO,
SE, S1, SK, TR), OAPI (BF, BJ, CF, CG, CI, CM, GA, GN,
GQ, GW, ML, MR, NE, SN, TD, TG).

[Continued on next page]

Observed PXRD

ol

Simulated PXRD
Form H1-7
T=+2°C

I
N

2 4 6 ?

2005/07:7945 A2 I} 1A 0 00 0 010 00O A

QM}LJ’JRV\AM/\

(54) Title: PROCESS FOR PREPARING 2-AMINOTHIAZOLE-5-AROMATIC CARBOXAMIDES AS KINASE INHIBITORS

26(deg) for CuKax A= 1.5418A~-->

Rz

S0

(57) Abstract: The invention relates to processes for preparing compounds having the formula (I) and crystalline forms thereof,
wherein Ar is aryl or heteroaryl, L. is an optional alkylene linker, and R,, R3, Ry, and Rs, are as defined in the specification herein,
which compounds are useful as kinase inhibitors, in particular, inhibitors of protein tyrosine kinase and p38 kinase.



WO 2005/077945 A2 | NI DA 000 00000000 0O

Published: For two-letter codes and other abbreviations, refer to the "Guid-
—  without international search report and to be republished  ance Notes on Codes and Abbreviations" appearing at the begin-
upon receipt of that report ning of each regular issue of the PCT Gazette.



