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KD025 (SLx-2119)

RS - MB4121
EEIFE : >98%,BR
BEHIE - SMG;25MG
R : solid
BXER
»F C26H24N602
H
PDFE 452,51 M.
M
CAS No. 911417-87-3 ¢ HI /©:y
e At -20°C , EWNIFEEIATIE 1 g,km 5
DMSO : 90 mg/mL (198.89 mM) = . 0 /]\
aRE N oy
Water : Insoluble H
(25°C)
Ethanol : Insoluble
FEEN | ARMRERETUEN  MREBEIE , st mELAEN.,
HitikBy | ATENREEE | BELRRHASREFERE.

7Y : SLx-2119 iR ROCK2 Hpl51,

7% : ROCK inhibitor ; KD-025 ; Acetamide, 2-[3-[4-(1H-indazol-5-ylamino)-2-

quinazolinyl]phenoxy]-N-(1-methylethyl)-

MIREAR ISR :
AN 2 . HBeEZAEGEK
BERME DMSO : 90 mg/mL (198.89 mM) ; Water : Insoluble ; Ethanol : Insoluble
BE e >98%
REESRM - -20°C , BRI TIg
EYnEE
. KD025 E— BB OREM | E3 A9 ROCK2 #pHRI , E IC50 1 Ki 98075 60 nM 0
= iR
41 nM,
ROCK2 ROCK2
L
41 nM(Ki) 60 NnM
i HMRST KDO025 F 7 AJR PBMC R IL-17 F0 IL-21 A998 , FFEMME T CD4+ T 4Afgh
STAT3 RUBSER{LIAR IRF4 0 RORyt HIZRIA. TEAIRSMEIMERZAEH , KD025 il T
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[L-21, IL-17 O IFNy B9 . EIRTRIR T REER(LAY STAT3 LA IRF4 #1 BCL6 UK.

FE/NEE AR, KDO25 (200 mg/kg, p.o.)B&(EE 7 BF/OBEH ROCK RYEME, KDO025 (200
mg/kg, p.o.) BERIRL TETHRIRNER , BT EMHEEKRYIRG. ERFEERESHN
SIS KT R/INEAERF |, KDO25 (200 mg/kg, i.p )i@dMERTF Thl7 N"SAMSSIEE , MK
TRDBROERE. EARMSISERGEMLARERE)FEEG , KD025 (150 mg/kg,
i.p. or p.o.)BRUER T IEMRREYTIEER.

ECHEXFREEF (ESEXEMHREFDEMEER)

MB4012 GSK429286A

MB4013 RKI-1447

BigRiER - R, OENATOFEYS  EFERMAE  FERTAK, SWx-2119 2i%E
189 ROCK2 #.,  ZSfar] BT AR IUSAIRHASC.

AR
& B 8 |1mg 5mg 10 mg
|
R 2 _
1 mM 2.2099 mL 11.0495 mL 22.0990 mL
5 mM 0.4420 mL 2.2099 mL 44198 mL
10 mM 0.2210 mL 1.1049 mL 2.2099 mL
50 mM 0.0442 mL 0.2210 mL 0.4420 mL

SHSCIOIRE ((ULSF)

Animal Models&Formulation: 4089 , B , BEH , LIRFERB/E

L Dosages: 0.4% methylcellulose

Administration: 300 mg/kg

CEE]
oKETMMIFAEE R , ERTHRES , FRAMIWNE , RERRAER  SUSSERE.

oL MIEENEERMAOER | HAMREAMRESREENE | LU EERNHSERARZ .

AR EEERIR
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1 FRa%E  BUREIEMERIFAEBCHTOE  BADERE. BRHERETESH S R~
MR ; EREHREEER , BEITMIHRSHRNZRCKER , SANMEMELER. MTHESE |
KEARERN | BEUERELLE , @ Parafilm O , FHREBENAEFRMER. NRMERIED
K, BT mEH  @EEHRET , LIRnsEiRE.,

2 (EERHIE - ABOHFBRTIVRERRE | BISCRAUANENSN. NEHSEEER 1B
EAGIERT  HIBEFRSIE DMSO |, ERHIETHEBTE | 80 BEREMT , —RIULIRER
£3-6 MRLAE. MR BXMERHTHRE. BREERREFR.

3 HRIEATERHE | BIRENAFTELHITERE  REESRSEERANAREETFER. BTX
BOUEYEISBMR | FRLAERZKIEST (40 PBS ) FAfRRY , AIRERITHINE | vIBd A EEIRER
B, ARYTRFERNE. WA DMSO {EAiERI | BHR DMSO SREERIRE <0.3%, LARAIRES

.

KREFS , FATENET 0.22UM RERTIESIURE | BZRBRS , FEARESEXESN , Bl
TR EWEYE | EERIAEEESEHIRELE.

4 BANSEIRMA - ATREWSMREALEN , TR TIEREHNE | TREFEMA LA
WREENER , WMHE , CMC-NA |, HilE | BRFEESFERBXXEVAE. WEER DMSO | iS55
R DMSO RIEIRE < 5% LABRBIEER. LRFIERITIHE , JUSE TR

SR RETRSRGHERE R

Wy (KE(KG) (AEERM2) |Km RE
e 12 0.6 20

3] 10 0.5 20

£[E3 3 0.24 12

2 1.8 0.15 12

[5G, 0.4 0.05 8

KRB, 0.15 0.025 6

(15 0.08 0.02 5

/INES, 0.02 0.007 3

1 A(mg/kg) =514 B(mg/kg) X s5# B B9 Km RKE/z04 A B9 Km FRE
5 XFF-mEI S IR 38U

BEIFmE | ERERmAVERTTEN | FRIER TN XNTRSMEN M, HERT
500MG B9 , FfIH) R RRIEERSERRN. BT~ nEXTRECIIRETEE  NNSE~m
MEEEERES T L  XIMRERESITHSET  FIEUMERRERIT | Er-RinfERER. XNTRK
o, FJLAME 200 BAGHIERLD , ERKEERIK , NERIRK.

RS EERE—EIRE A NEEERNYETREESTE , 2B
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(AN =k= et R B
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

AT ALERFGFRETH  MREWLAmAVEIFRE /), BRAL - RAEF T BT EEE
LHREEN—E | TTREMEARFmAFE. ETLUINEEER ( SRIBEFM ) FRIEESES
Ezeeing.

T EEREGERRR - REENEMRECNRE | BBV ECREEEIEHEREHZEY TR
BRGEMRNEY  FEESSPIRBUKS |, EVREHR , S REEREE RSP RE.
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