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Upadacitinib(ABT-494) ; StAERB

RS : MB2615
REHFAE : >98%,BR
B : IMG ; SMG
R BBEEGER

BFER
oFH C17H19F3N60O
PTE 380.37 o
CAS No. 1310726-60-3 " i fﬁ}LN\:(:
fEFEMN -20°C , BB TR ) FF NN
st 1 J
AR DMSO: > 22 mg/mL NN
(25°C) Water : Insoluble
TEEN | SRMEEAEEETNER , MREEIE TR IEIAHRE.
HWRE | ATENZLMEE | BFLRRAS RIEFERRE.

@7y : SIEEE  Upadacitinib (ABT-494) 2—MiSsy , BEZFMR JAKL IR , BFar—La5%Et
&%, IC50 (&5 43 nM,

A& : ABT-494 ; BigEfE ; 1-Pyrrolidinecarboxamide,
3-ethyl-4-(3H-imidazo[1,2-a]pyrrolo[2,3-e]pyrazin-8-yl)-N-(2,2,2- trifluoroethyl)-, (3S,4R)-

PR HARBRAEHT

AN 2 e HeEEGEK

SAERME ¢ e, DMSQO: > 22 mg/mL ; Water : Insoluble
BE e, >98%,BR

fEFSRM : -20°C , BEHE=ATIE

EYEERATEHRE

PUEHERTI K (RA) B—FILUBIRSERM X TR NI BB B REMNRR. e KUEMEXTRSEEYS
THRIRAERE. XEEYEIFIFESINEER NS, —EEEXEY) DMARDs [RERNERZE T &)
RORNL., SMAREFIMERETS FSMRRENZRES  SESMARGESEREE  BiENBES
AOBSER(L., EIXLLHEE AR ERRBRAEESR IR Janus BEE(JAK)TE RA ROfRIRS 2HREE B XRIER. JLR JAK
DR BRF AT BT RAIFTTIE, XEROREMAI DMARDs #0# JAKL, 2 71 3, JAK H#IF
tofacitinib ERTEITESERSEIE. BRIEAHITHER filgotinib #1 ABT-494 , =244 JAKL IIHIFIAIIGAR
=i, JAKIDHFIR RA BIETE | BRBH—SHIRFRBE S IRXE -t NIR R S EREE
1TXMIAYT.

SIEER  Upadacitinib (ABT-494) 2—FERY , BYHEYER JAKL HIHIR) , AT A —as s
&, IC50 B4 43 nM,

otk

£ IC50: 43 nM (JAK1), 200 nM (JAK2)

AN | F{EMERXT JAK-1 RUEREMLL JAK-2 ( BS54 ) = 74 5, JAK-1 /Y

kil MY JAK-3 B9 58 {Z ( s RAE N ) . UAADACITIB X JAK-1 7£ JAK-2 #1 JAK-3 R
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(CES2E2

FMEIEIRRTREME RA SEEIMIRMEERING - XS 576,

AbbVie FFARIZE —F JAK 117 Upadacitinib ##5HA RS _RIEIFI. SHIE [THIART 2013

SRR | FF5ehk. £ [ HBida (ERZAMRERHIFI &I Upadacitinib 22 BMZRIF BEEZFIE 24 mg ,
BHMIR, Upadacitinib 2EAETHERIZFIER SHIERLLA.
ECHEXFRiEE
CL-10238 ZM 39923 HCl
MB3926 Baricitinib (LY3009104, INCB028050)
MB3928 Momelotinib (CYT387)
MB5455 Ruxolitinib(INCB018424) phosphate
MB3932 S-Ruxolitinib (INCB018424)

BiERR RHiF | ZNATO FENS  BEFSRTSE  ERTAK. SiEERe
(ABT-494) 2—HMEaR , BiEEMAY JAKLIFIRI , BT ey —L£B B RRRm R ERTURAYHAR.

Upadacitinib

RS
1 om
R # 1 mg 5mg 10 mg
1 mM | 2.6290 mL 131451 mL 26.2902 mL
5 mM | 0.5258 mL 2.6290 mL 5.2580 mL
10 mM | 0.2629 mL 1.3145 mL 2.6290 mL
(E=]

oA RAIFEERL  ERTARES  BRAMIUNE , RERRER , SNSSEEE.
oHBD T RIEHNEERMEDER | HEAMRIEFTRAEREEM | A EERNESETRAR 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 w140 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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