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GRS : MB3705
REVRAE : >98% , BRI GSK-30/BiMHIR
BEHIE : SMG;25MG;100MG
R - R
BEXER
SFR C20H17CI2N902
DFE 486.31
CAS N 252935-94-7 N H
0. -94- 7= aN g N__N,__NH;
hEER -20°C , BB CBHEIRRIA e ¥ e LN J/ Umrﬁ
DMSO : 8 mg/mL warmed (1645 mM) | =% | H 2
TAfRME(25° Cl cl
- Water Insoluble
Ethanol Insoluble
FEED | ARUEREEETUEN  MREEITR , At InEAMRM.
HbiRee | ATENLZ2IER | BELRRFARIRMEFEERE.

fEi7Y : CHIR-98014 2—FE%HY , MIEIER GSK-3 HIHIF , ATiDE) GSK-3a #0 GSK-3p HYEH
ICso {&%3 89 0.65 71 0.58 nM ; CHIR-98014 X cdc2 #l erk2 AOFEFREES.

BI& : N-6-[2-[[4-(2,4-Dichlorophenyl)-5-(1H-imidazol-1-yl)-2-
pyrimidinyllamino]ethyl]-3-nitro-2,6-pyridinediamine, CHIR-98014

PIEBTEARIAEHT

AN ¢ SI=SESEHELES

R DMSO : 8 mg/mL warmed (16.45 mM) ; Water Insoluble ; Ethanol Insoluble

BE s >98%

BEESRE - -20°C , BEETEEA TS

st

s | CHIR-08014 R—FHIIN) GSK-3a/BHIAIAI , FARMBIEASH IC50 79 065 nM/0.58 nM, fE
F3T GSK-3 tFRTHEEZIMRIFY Cdc2 f ERK2 4R,

g GSK-3 B | GSK-3 a

(Cell-free assay) | (Cell-free assay)
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0.58 nM 0.65 nM

{EIMERTE

CHIR 98014 %I A2 GSK-3B , Ki{&# 0.87 nM, CHIR 98014 3&5%uH5 GSK-3, CHIR
98014 Jg ATP FES IR MEF T 20 FELBE R BESEIE CDC2, erk2, tie2 , KDR &Y
GSK-3,3%82M79 500 £2%) 1000 {ELA £, CHIR 98014 %) CDC2 , IC50 79 3.7 uM, 44T,
CHIR 98014 {EFTF GSK-3 BERIRIoFIRII R EEBIIE B2TE GSK-3 FIREANRIER
¥ cdc2 # erk2 [HEBPEXEI, BFRIX CHO-IR MR BIFMEHNRESESME | 12
% CHIR98014 iRE , S5 GS /&M EF 2 I 3 £, CHIR 98014 {5 CHO-IR FIFEATAMIAZIH
B GS RISRRAGRES B 106 #1107 nM,

{EHERTR

GSK-3 #p%51 CHIR-98014 #EFETMIESSAY Zucker FFEES AT ZDF BHEAI 1 BUBERAN
BGE GS &M, M ZDF RO BB &MBBEN GS BiEESE | (BEMESS Zucker BHOE
BIBNEAIRT 500 nM CHIR 98014 RRFZEEIER , ZBiEm 40%. 1855 Zucker B9 BRI R
B CHIR 98014 BERY GS Lt ZDF B BRI A+ IEREZ. CHIR 98014 iRBRIEAT
XEAREFARSKEELEE GS i&M.  FRY, CHIR 98014 FA&R/ NN NESSENIH BRI
REEFERM. CHIR 98014 fEFTF db/db E,ZDF B ,ob/ob B IXESIEEHINEIRE
C57BL/6 B, , RINEZNEN SHHF B , S , (EHEEEHEE. 1ok, CHIR98014 {EF
FRIHERIAME R | BT tau BE Ser396 SIAanIBsERILKTE,

E X RIEF (ESHEXEIEREFTEMER)

MB3724 AZD1080
MB3738 AZD2858
MB4520 Bikinin
MB3730 BIO

BRI - Rats , IOTRETOFEYS  HIESSRSE , TEBEFAMR, CHIR-98014
E—MEMH , MiEEER0 GSK-3 HIR] , aipE) GSK-3a #1 GSK-3B HYiEE. AFEe BTHE4mER

R,
kA E
S R om 1mg 5 mg 10 mg

. H

RE §
1 mM 2.0563 mL 10.2815 mL 20.5630 mL
5mM 04113 mL 2.0563 mL 41126 mL
10 mM 0.2056 mL 1.0282 mL 2.0563 mL
50 mM - - -
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SHTINIRE (HSF)

b (M
96 FLIREFLINEE 300 pL &EEs , BUEY |, FNEGEFIA buffer(50 mM tris HCL,10 mM
MgCl2,1 mM EGTA,1 mM ZE75#EES,25 mM B-EmisEs, 1 mM NaF,0.01% BSA,pH
WABBIE © |55y CHIR 98014 ANEY 3.5 L DMSO &b, BE/S 50 ul ATP ANEITEARRISIIA | ATP &R
H1 uM, BBfE 100 uL EE=HERE Combiplate /\F#R L , §FL& 100 yL 50 uyM
ATP #1 20 mM EDTA, 1 /\&dfE , A PBS % 5 3%, A3 200 pL iQkE&ZSS , 30 94t/ , A
IR EEE . FRESL S BERR TiHT.
Cell lines: CHO-IR 4
Concentrations: 0.01-10 uM
Incubation Time: 30 £4#
Method: X AEESESRA CHO-IR fAIEESH 10%FBS AE&REEIA Hamm' s
WRSENE ;| P12 tgses b, BEEBSCMEIEST, 1x106 MEREIES 2 mL 7 FBS IR
1 6 FLtR b, 24 NBYfE, EiEEFARE 7 1 mL & GSK-3 #i4I%) CHIR 98014 MFCINiAEHA
B, IHRLALR DMSO JREN 0.1% , 7£ 370C 4T 30 £95h. HAREARELE 50 mM tris(pH
7.8)f,tris & 1 mM EDTA,1 mM DTT,100 mM NaF,1 mM FHEERES(PMSF), & 25 p
g/mL SHESRK(buffer A) , SAFG7E 40C 4% 14000 g FEEEL) 15 S%h. 118 6-BifsEarE
EFETITE GS LE.
Animal Models: 8-9 Fxt4 db/db &,
FHASEIS - Formulation: ;3F 15% Captisol , S4EREFFiTisEaLh
Dosages: 30 mg/kg
Administration: 7 FiT5t
GEE]

oKATMMIFAEEE  ERTHRES , FRAMINNE , RERNRER  SUSSEERE.

oL T MIEENEERMADER | HAMREAMRESRAENE | LA EERNHSERAR .

B YIREEESIR

1 FRP%  BUEIEMERIFAEECHITOE | BADEME. BEMHEFRRTESHS BE
mER ; NEERIHREREK  FETWIRSHIZRAKRER , DANMEMEZFE., WTHERE
KERGERN | BV ERELYF , @ Parafilm HOE , FHREBREFRAGER, WRMERE
K, B mE8E  @EERE , ISRnLaRE.,

2 SRS | RSO RAIERRSESRE | BNcRAIBMERISH. WRFISEER 5
EREESR  HIREFRESIEE DMSO |, ERHETAEITTE T 80 BRERT , —RIULIRER
£ 3-6 MRLAL. TEEFRT , BXEERETHRE. BRESERRERR.
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3 REFTIERGE | BRENAZELHHERE  HRESANEERANAREET/FR. BTX
D UEYRASTEMERY , ATLAERZKMESH (40 PBS ) #5REAT , AIRESITHIE , AlBIT A (EEIARETT
B, ARITRFERNE. WA DMSO {EAiERI | BHR DMSO SREERIRE <0.3%, LA RIS

.

KREHT  BATENEN 0.22UM REEISIEATRE |, B2XRABRI , SHEEESEREL s
FLEEYE | EERMEEHESERIRKE.

4 (FREHISEIENA - BT RSUSYIRIEFMEN  SMSLR TIEREHIKE  TRESFEMA—ERA
WRWEENER , WNIHE , CMC-NA |, Bl , BRFESFERBXEVRAE. WNEER DMSO | iS5
R DMSO BILIRE < 5% LIBRSBIEER. LATIERIHER  AJUSETE

ARSI BIRER

R IAEKKG) (AFRERM2) [Km &
LpikEd 12 0.6 20

¢ 10 0.5 20

iz 3 0.24 12

) 1.8 0.15 12

FKE. 0.4 0.05 8

KB 0.15 0.025 6

=i 0.08 0.02 5

/NS, 0.02 0.007 3

&) A(mg/kg) =54 B(mg/kg) X 5041 B B9 Km RE/F0H A BY Km ZRE
5 XFFmBI L ERIE

BWEIFRE | BERERmAVESTENY  FAER TN, NTRSMEN M  HERT
500MG R, FfiIH) BIFBRMRIEIERAERRN. BT~ mEKkItEEnIETRE  NmSE~ &R
METEESEST L  XIMREAESI ST , FIEURERRHT | £ milFEIER. TRk
PR, AILAE 200 #EARFBELD , EREERIK , NTBRIRK,

RS EERE—EIRE A NEEERNYETREESTE , 2B

(aNAN==k=p{elE RECE
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG
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AT ASEEREERRET  MREMIN-mAVEIEE) , BB R AT aNIRE M EEE
LHREEN—E | ATREMERARFmAFE. BILUINEEER ( SRIBMEFM ) FRiEEE=%
Ezeeinmg.

SHFEEREGERIN T RRENEMRECNRE | FIENVERSENEHERARZEY TR
BGEMRNEY  BEATSSTRREUKS , EIREN | XM REEREE RSP RE.
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