woO 2011/112662 A1 I 10K 0O

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

ot VAP,
(19) World Intellectual Property Organization. /25 | I} INIHNN D000 W00 00 0
A 5 (10) International Publication Number
(43) International Publication Date Vs
15 September 2011 (15.09.2011) WO 2011/112662 Al
(51) International Patent Classification: Hockessin, Delaware 19707 (US). SHAQO, Lixin
CO7D 401/14 (2006.01) AG6IK 31/437 (2006.01) [CN/US];, 22 Golf View Drive, Apt. A5, Newark,
CO7D 405/14 (2006.01) A61K 31/4468 (2006.01) Delaware 19702 (US). LI, Hui-Yin [US/US]; 161
AG61K 31/4155 (2006.01)  A61P 29/00 (2006.01) Thompson Drive, Hockessin, Delaware 19707 (US). LI,
(21) International Application Number: %1171(1)2[%\15 8], 10 Crompton Court, Newark, Delaware

PCT/US2011/027665

(74) Agents: GODDARD, Christine A. et al; Fish &
Richardson P.C., P.O. Box 1022, Minneapolis, Minnesota
55440-1022 (US).

(22) International Filing Date:
9 March 2011 (09.03.2011)

(25) Filing Language: Fnglish (81) Designated States (unless otherwise indicated, for every
(26) Publication Language: English kind of national protection available). AE, AG, AL, AM,
. AO, AT, AU, AZ, BA, BB, BG, BH, BR, BW, BY, BZ,

(30) Priority Data: CA, CH, CL, CN, CO, CR, CU, CZ, DE, DK, DM, DO,
61/312,588 10 March 2010 (10.03.2010) Us DZ., EC, EE, EG, ES, FI, GB, GD, GE, GH, GM, GT,
61/415,602 19 November 2010 (19.11.2010) Us HN, HR, HU, ID, IL, IN, IS, JP, KE, KG, KM, KN, KP,

(71) Applicant (for all designated States except US): IN- KR, KZ, LA, LC, LK, LR, LS, LT, LU, LY, MA, MD,
CYTE CORPORATION [US/US]; Experimental Station ME, MG, MK, MN, MW, MX, MY, MZ, NA, NG, NI,

- Building 336, Route 141 & Henry Clay Road, Wilming- NO, NZ, OM, PE, PG, PH, PL, PT, RO, RS, RU, SC, SD,

ton, Delaware 19880 (US). SE, SG, SK, SL, SM, ST, SV, SY, TH, TJ, TM, TN, TR,

TT, TZ, UA, UG, US, UZ, VC, VN, ZA, ZM, ZW.
(72) Inventors; and . .
(75) Inventors/Applicants (for US only): HUANG, Taisheng (84) Designated States (unless otherwise indicated, for every

[CN/US]; 8 Rector Court, Apt. B, Wilmington, Delaware kind of regional protection available). ARIPO (BW, GH,
19810 (US). XUE, Chu-Biao [US/US]; 307 Wellspring GM, KE, LR, LS, MW, MZ, NA, SD, SL, SZ, TZ, UG,
Court, Hockessin, Delaware 19707 (US). WANG, Anlai ZM, ZW), Burasian (AM, AZ, BY, KG, KZ, MD, RU, TJ,
[CN/US]; 102 Bunting Drive, Wilmington, Delaware TM), European (AL, AT, BE, BG, CH, CY, CZ, DE, DK,
19808 (US). KONG, Ling [CA/US]; 5 Fritze Court, EE, ES, F, FR, GB, GR, HR, HU, IE, IS, IT, LT, LU,
Hockessin, Delaware 19707 (US). YE, Hai Fen LV, MC, MK, MT, NL, NO, PL, PT, RO, RS, SE, SI, SK,
[CN/US]; 45 West Park Place, Newark, Delaware 19711 SM, TR), OAPL (BF, BJ, CF, CG, CL, CM, GA, GN, GQ,

(US). YAO, Wenging [US/US]; 748 Meadowbank Road, GW, ML, MR, NE, SN, TD, TG).

Kennett Square, Pennsylvania 19348 (US). RODGERS, published:

James D. [US/US]; 2 Hillside Lane, Landenberg, Penn- Lo .

sylvania 19350 (US). SHEPARD, Stacey [US/US]; 2200 with international search report (Art. 21(3))
C Inglewood Road, Wilmington, Delaware 19803 (US).

WANG, Haisheng [US/US]; 207 Hockessin Circle,

(54) Title: PIPERIDIN-4-YL AZETIDINE DERIVATIVES AS JAK1 INHIBITORS

(57) Abstract: The present invention provides piperidin-4-yl azetidine derivatives, as well as their compositions and methods of
use, that modulate the activity of Janus kinase 1 (JAK1) and are useful in the treatment of diseases related to the activity of JAK1
including, for example, inflammatory disorders, autoimmune disorders, cancer, and other diseases.



