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Peficitinib ; ASP015K

FRwS : MB2614
REHFAE : >98%,BR
B - 5MG ; 25MG
R  REeEEGEIR

B2XER
DF C18H22N402
SFE 326.39 N
S—NH
CAS No. 944118-01-8 o N, AL L
HEEEME -20°C , BEERhRABR e 1 O HN
n DMSO 65 mg/mL (199.14 mM) = OH
TARRE
Water Insoluble
(25°C)
Ethanol Insoluble
FEED | AEMEAEETNUERN , MRBETE , IR e SRR,
HithinB | ATENLLEE , BELRRHE—REFERE.

faift :Peficitinib 2—FaTOARAY JAK HIFI 33 JAKL ,JAK2 JAK3 #0 Tyk2 B9 ICso {ESBIA 3.9 ,5.0,

0.7 1 4.8 nM,
A& : ASPO15K; JNJ-54781532 ; 1H-Pyrrolo[2,3-b]pyridine-5-carboxamide,
4-[(5-hydroxytricyclo[3.3.1.13,7]dec-2-yl)amino]-, stereocisomer

YRR RIEHR :

AN 2 e KREBEHEBEK

SAERME ¢ e, DMSO 65 mg/mL (199.14 mM);Water Insoluble ; Ethanol Insoluble

BE e >98%,BR

fEESRAE - -20°C , BB TIE

EYiEtE

Fromiiig Peficitinib (ASPO15K, JNJ-54781532)2—FEEEYNEMRY JAK #0FI5. Phase 3,
JAK3 JAK1 Tyk2 JAK2

B
0.7 nM (ICs0) 3.9 nM (ICsp) 4.8 nM (ICsp) 5 nM (ICsp)

LK BBE, TEALMAF , ASPO15K D STATS BiE{k (pSTATS),

ASPO15K 40l IL-2- 5 SAIA T ZHREIESE | L EPO-ESHIALAMEMAEAIEEEEESMY

FRH fEXE AIA 188551, ASPO15K (p.o. )& iR/ B AKFERR T B BRssIMT R,

ECHEXFRIEE
CL-10238 ZM 39923 HCI
MB2615 Upadacitinib(ABT-494) ; SRR
MB3926 Baricitinib (LY3009104, INCB028050)
MB3928 Momelotinib (CYT387)
MB5455 Ruxolitinib(INCB018424) phosphate
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MB3932 S-Ruxolitinib (INCB018424)
BigFER  RidR , TZNBEToFEYS  AEFERAAE , mERTF AL, Peficitinib (ASPO15K,
INJ-54781532)R—FhEE4YEMRY JAKIEIR , BT ar— LB 8 ARt am M ERURAHAR.
&R E

fi "o

Im 5m 10 m
W H 9 g g

1mM 3.0638 mL 15.3191 mL 30.6382 mL

5mM 0.6128 mL 3.0638 mL 6.1276 mL

10 mM 0.3064 mL 15319 mL 3.0638 mL

50 mM 0.0613 mL 0.3064 mL 0.6128 mL

SESCIOIRME ((UHSF)
(FASIMAENEERSHER 96 FUIRIHITA JAKL , JAK2 , JAK3 , TYK2-E/islE, RAGE
EHIEE 15mM Tris-HCI( pH 7.5 ),0.01% 0+ 20,2mM Zfiz5#ERz , 10mM MgCl 2,250nM
IR - Lyn-TERHD-2 (39T JAKL2 703 ) SAEER-IRS1-JEYD ( T TYK2 ) FO ATP (&BRE
/9 200uM[JAK1] , 10uM[JAK2] , SuM[JAK3]F0 4uMITYK2] ) BB LB RRERT
DMSO Hr, BITRINEBEsEaES IARMN , ARE=ETHS 1/, FANRRIERER
t ELISA , 58 HRP-BERITMBERIR R ( HRP-PY-20 ) UEREEEE | (FAEWE-Lyn-
JEEi-2 BRI ER-IRS-EADRIBEERLIESR,  Peficitinib f9 TYK2 EESTIELE ATP iREE 9 10uM
R 31T,
SRBE MY Lewis KEAIMIEFT+NFE 10%4-IiEF] S0uM2-FEZEZRT RPMIL640
W BEA 1.5x10 6 MR/ mL, BARBMESHIIEERER A £ 37°CTEF: 24 /IS
S [L-2 SFRIL, ASERMIE SEEIRERN IL-2 ST B BHiT A BT 96 FLAREFHRT
8. 158 3 Xig , % alamarBlue® I\ MNUKFLF | SATSHEE 4-6 /BT, £ 545nm AYEL
JRIRASHD 590nm RURSHRIK FUESSGEE. Bt —N=mHi#{T , FELW5BIFHTIIR
a,—RFAT{ER Peficitinib & tofacitinib ASUIRE. YFEMME , HAIEHISAMEEIERE
[ERIEFRROFL , FFEAXIRHIEAS JAK HPHIFIAY IL-2 RN, A7iHE JAK DHIFIAmEH
Bttt RIS BIIERE 100%F0 0%1HDH,
Peficitinib j&F 0.5% RELFHE,
KR
15 7 BRI Lewis KEEFFERIESAIRTX (AIA) 8, NESRABRIARENLEM
(A3 ( MK-101PR #7311 ), HEZERTENIDEENEFN—E (n=10), BIERIAR
AR PREZOTATE H37RA &tk (0.5mg /KR ) BFREINGRBER , 75 0 XEXLE
FE) 5 MRIESXTR, HRERIGHER (EEE, n=10), NTFORLEHHER , F5E
FIRE I MFR—IRIESZAMRIE 0.5% BFEA4ER ( MC ) FfY Peficitinib ( 1,3,10 1 30mg
kg ) IEEAMMERAENAKREES 0.5%8 MC ,

iR EgSELS

HRESERS

EhASEIE

CE=]
oA RAIFEERL  ERTHIRES  BRAMIUNE , RERRAE , SNSSEEE.
oHBD T MIEEHNEERMEDER | HEAMREFTREREMURN | LU EEENESETRARZ A,
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1 FRP%E  BRRIEMERFFAEBCHITOE  BADERE. SFEMHNSERTESHS BEmE
B aESEAREEER | BEITMIMERSHRNZROETEE | SRNMBSMESRE. MTHSERE KK
(e IS LEHTEHE , i Parafilm HOMR , AARBANIEERAER. NREENELK , B~
B, EIEERBE , LRt RE.

2 (EEREIE | A EFIRERI VS ERE | BILSCRARANENSH. NFEHEHEER  BEAE
EAN , MHIEEFRREER DMSO |, EREIETMEETE T 80 REEMT , —RAILISERE 3-6 1B
DAL, fEfERRD , BRIEEREITHRR. BREERRE R,

3 MRIEFIERGIE | BIRIENAFELHHERE  BRESRNEEZBHAREETFR. BTASY
WEYRIEAMRY , FTLAERZKIESR (40 PBS ) HREAT , AJRESITHINNE  ETEAEEIRENAR , &
SXISLIFEFE. WA DMSO 1E/9iEs | B8R DMSO SREERIRE <0.3% LIg M S,

KREHT B BRGET 0.22UM HERTIESIURE [ B2XRARI  HESESEREL  GUSTBL
aiEtt | BEERIAEEESEHIRKLE.

4 (FREMISEIENA - BTRESUCSYRIEAN , IWISTRTFRECHIRE | AT EMA LA
fEZBDAER , WNILE , CMC-NA |, Hil% , BRFEZFEREXNEVRE. WEER DMSO , 5tk DMSO
ROLIRE < 5% LAB RSB MIFR. LARIEIRITENE , ILISE TR

SDARREREAFIBIRER

byt (KE(KG)  [ARERM2) |Km &2
Gk 12 0.6 20

) 10 0.5 20

iz 3 0.24 12

1) 1.8 0.15 12

liz5s 0.4 0.05 8

K5 0.15 0.025 6

=1 0.08 0.02 5

INER 0.02 0.007 3

a4 A(mg/kg)=a14) B(mg/kg) X w043 B B9 Km REY/a04 A B9 Km FREL

5 XF PRI IR I

BNEFRE | ERANERRNEETEN | FNHEHR TN, W TFRESHMEN™R  HEET 500MG
B, BA1H s RRIEERHECREN. HTF-neXntzidRHEE NS mMETEEEEs
EETL  XMBREARERITHS T BEMMERER] , - RinEERK. XT&RIA~R  BJLIFE 200
BEARERED , BERBERIK , NTmgniRe.

FEnSvNEERE TN TIRE | & NI TERNYETRIERECE | BEA

(I k= ichd =2 B
1-20MG 0.1IMG
50-500MG 1MG
>1G 3-5MG

M ALERFGERETH  WREMIN~RNEIRE/) , BRNEY R AT RS E M EEE LR
PEEN—E | FIRERARRIEE. BALIINEEER (SRIBMEFM ) FRiesEFRESE e
B,

TR EGHARIAT R RERHREENNRE | IR ERSENBHERSMZEY) | ITEAR
IEMRILEY)  ZEBRETSSHRREUKS  2EIRER | XM RS EREE TR RE.
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