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CHIR-99021 (GSK-3 #Mii51)
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b Z#R/Chinese Name:

CHIR-99021

BIFR/Synonyms:

6-[2-[4-(2,4-—RXE)-5-(4-PE-1H-IRIE
-2-B)EE-2-BEa 2] 22 E]MIE-3- P

CAS =/CAS NO.:

252917-06-9

2= /Formula: C,,H1sClLNg
PFE/MWt: 465.34
4/ Appearance: Bl

Powder: -20°C, 3 &
{R1F5: 4 /Storage:

Insolvent: -80°C, 14

¢ BHBER

TBREE/Solubility:

DMSO: 50 mg/mL (107.45 mM)

AR EBLHI 2% /Preparing Stock Solutions:

1mg 5 mg 10 mg
1 mM 2.149 mL 10.7448 mL 21.4897 mL
5mM 0.4298 mL 2149 mL 4.2979 mL
10 mM 0.2149 mL 1.0745 mL 2149 mL
50 mM 0.043 mL 0.2149 mL 0.4298 mL
& EUiEkE
7%/ Description CHIR-99021 @ —ft Wnt/B-catenin S @EBIER, thE—f GSK-3a/pH]

HF, TLAASHARBN, BR/NEMAXKIETARNBEREN,

#E5EM /Targets (1Cs)

GSK-3a: 10 nM, GSK-38: 6.7 nM

{RINEIE/ In vitro

1.8 CHIR-99021 (1-10 uM) LIBNEF4EHE ES-D3 72 h, MTT &A@
SERMEIER, CHIR-99021 FI SREIMEMMEIBILER, 1C, 7 49 uM,
2.F CHIR-99021 (3 pM) ZbER/NERBRREF4HAE J1 mESCs F1/)\E ARG B 4H i
F9 mEC 24 h, REXNFENESEHARIXAKFE, CHIR-99021 LIEfF,
J1-mESCs #1 F9-mEC 4B A94R R R A D E R EHgm, @

3.F CHIR-99021 (5 uM) &2 A Tenon FREF4E4HRE HTFs 48 h, Western Blot
MR ERRIKKFE, CHIR-99021 LB FEMRZAY GSK-3B (p-GSK-3B
(Y216)) HIFEEEERD, @
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1.98 CHIR-99021 (37.5 mg/kg/# 0-3. 6-10. 13-17 #120 XKEX®EKX) O
BRZGZ5F0 paclitaxel (10 mg/kg/%E 0 RER47) BERRESAIE® AJENNARE
fifiEE BpYEE H1975 BY Balb/c nude /NE, HMKRFIAPEEM, CHIR-99021 1
paclitaxel ZEARARHEVER, 0% NSCLC BRI,

KRB/ In vivo 2.%% CHIR-99021 (1-10 mg/kg) BIRIERR IS LB ERHAFEBLLEN
C57BL/6J INE, W5 GSK-3 MEEABFNFI RSN TERE/NRAERN
FRIRIEEER . CHIR-99021 FISKER MG T BRI RN, MXIEEB K
wAREMENEERIN, BERET pGSK-3REMBEMIXMXEIFRIE, NE
NAcb KT PICK1 F18I0T GluA2 B FE, @

Kinases were purified from SF9 cells through the use of their His or Glu tag. Kinase
assays were performed in 96-well plates with appropriate peptide substrates in a 300 u
L reaction buffer (variations on 50 mM Tris-HCI, pH 7.5, 10 mM MgCl,, 1 mM EGTA, 1
mM dithiothreitol, 25 mM 8 -glycerophosphate, 1 mM NaF, and 0.01% bovine serum
albumin). Peptides had Km values from 1 to 100 uM. CHIR 99021 or CHIR GSKIA was
added in 3.5 pL of DMSO, followed by ATP to a final concentration of 1 uM. After
incubation, triplicate 100 p L aliquots were transferred to Combiplate 8 plates
containing 100 pL/well of 50 uM ATP and 20 mM EDTA. After 1 hour, the wells were
rinsed five times with phosphate-buffered saline, filled with 200 pL of scintillation fluid,

HESSLIN/Kinase Assay

sealed, and counted in a scintillation counter 30 min later. All of the steps were at room

temperature. The percentage of inhibition was calculated as 100 x (inhibitor-no
) [4].

enzyme control)/(DMSO control-no enzyme control

& SEM
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1. FEREARTREZARRIZPARBPHEENRMGRT, EANHETEL, ENRROREEER.

2. IBRIESLIN B RAFT mINARENE, ERENBTRHNSRERREER, RETHFEREBFSERX
NEtBEE SLRERMA, NRBHPOEERETAAXR, XHSE,

3. A @miREREHMER, ROURTIZ2MEaTr JtEd,

4 ATENREMNEE, BFILRBRAH—RMEFERE,
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