wo 2015/021153 A1 |} 00 0000 OO 0 0

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

(19) World Intellectual Property Ny
Organization é
International Bureau -,

=

\

(10) International Publication Number

(43) International Publication Date WO 201 5 /0 211 5 3 Al
12 February 2015 (12.02.2015) WIPOIPCT
(51) International Patent Classification: (71) Applicant: INCYTE CORPORATION [US/US]; Experi-
A61K 9/20 (2006.01) A61K 31/4045 (2006.01) mental Station, Route 141 & Henry Clay Road, Building
E336/20 ilmi Del 19880 .
(21) International Application Number: /207, Wilmington, Delaware 19880 (US)
PCT/US2014/049940 (72) Inventors: YELESWARAM, Krishnaswamy; 136 Har-
. - ] rogate Drive, Landenberg, Pennsylvania 19350 (US).
(22) International Filing Date: ¢ Aot 2014 (06.08 2014 PARIKH, Bhavnish; 120 Portmarnock Drive, Avondale,
ugust 2014 (06.08.2014) Avondale, Pennsylvania 19311 (US). MODL Dilip P.; 59
(25) Filing Language: English E. Periwinkle Lane, Newark, Delaware 19711 (US). SH-
. ETH, Trupti; 23 Winding Road, Newark, Delaware 19702

(26) Publication Language: English (US).

(30) Priority Data: (74) Agents: PHILLIPS, Eifion et al.; Fish & Richardson P.C.,
61/863,325 7 August 2013 (07.08.2013) us P.O. Box 1022, Minneapolis, Minnesota 55440-1022 (US).
61/913,066 6 December 2013 (06.12.2013) Us

(81) Designated States (uniess otherwise indicated, for every

kind of national protection available). AE, AG, AL, AM,

[Continued on next page]

(54) Title: SUSTAINED RELEASE DOSAGE FORMS FOR A JAK1 INHIBITOR

(57) Abstract: This invention relates to sustained release dosage

FIG. 4(2)

forms

comprising {1-{1-[3-fluoro-2-

(trifluoromethyl)isonicotinoyl [piperidin-4-yl} -3-[4-(7H-pyrrolo[2,3-

F-9
]

(252
.

[=3
2

Peroant Change from Baseline of HGH
o

&
k-
"’g T T ¥ LA L
3 i} 44 Bt &%
ey
Do e 100 - 200 mg EID
- A00mg QD - B00mg QD
FIG. 4(b)
@
g2
)
o "
® gi
& N
B
&
N ————— ;
Yo 50 1000 1808
Cavg (i)
o & 100 mg SIG M0 mg BID
mg QD & 800 mg D

d]pyrimidin-4-yl)-1H-pyrazol-1-yl]azetidin-3-yl }acetonitrile,
pharmaceutically acceptable salt thereof, and doses and methods re-
lated thereto.

or a



WO 2015/021153 A1 IWATT 00PN VAT 0O A O

84)

AO, AT, AU, AZ, BA, BB, BG, BH, BN, BR, BW, BY,
BZ, CA, CH, CL, CN, CO, CR, CU, CZ, DE, DK, DM,
DO, DZ, EC, EF, EG, ES, FL, GB, GD, GE, GH, GM,
GT, HN, HR, HU, ID, IL, IN, IR, IS, JP, KE, KG, KN,
KP, KR, KZ, LA, LC, LK, LR, LS, LT, LU, LY, MA,
MD, ME, MG, MK, MN, MW, MX, MY, MZ, NA, NG,
NI NO, NZ, OM, PA, PE, PG, PH, PL, PT, QA, RO, RS,
RU, RW, SA, SC, SD, SE, SG, SK, SL, SM, ST, SV, SY,
TH, TJ, TM, TN, TR, TT, TZ, UA, UG, US, UZ, VC,
VN, ZA, ZM, ZW.

Designated States (unless otherwise indicated, for every
kind of regional protection available): ARTIPO (BW, GH,

GM, KF, LR, LS, MW, MZ, NA, RW, SD, SL, SZ, TZ,
UG, ZM, ZW), Eurasian (AM, AZ, BY, KG, KZ, RU, TJ,
TM), European (AL, AT, BE, BG, CH, CY, CZ, DE, DK,
EE, ES, FI, FR, GB, GR, HR, HU, IE, IS, IT, LT, LU,
LV, MC, MK, MT, NL, NO, PL, PT, RO, RS, SF, S, SK,
SM, TR), OAPI (BF, BJ, CF, CG, CL, CM, GA, GN, GQ,
GW, KM, ML, MR, NE, SN, TD, TG).

Published:

with international search report (Art. 21(3))



