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GSKB864 is an isocitrate dehydrogenase 1 (IDH1) mutant inhibitor; inhibits IDH1 mutants R132C, R132H,

Description
and R132G with IC5, values of 8.8, 15.2 and 16.6 nM.
IC5¢ & Target IC50: 8.8 nM (IDH1 mutants R132C), 15.2 nM (IDH1 mutants R132H), 16.6 nM (IDH1 mutants R132G)!"]
In Vitro GSK864 inhibits 2-HG production in R132C IDH1 mutant HT1080 fibrosarcoma cells with an ECs, of 320
nM by LCMS/MS analysisl'l.
Following intraperitoneal (IP) administration in CD-1 mice, significant concentrations of GSK864 are
In Vivo maintained in peripheral blood samples of mice for up to 24 hours. Analysis of BM cells for expression of
markers of early differentiation reveals slightly increased numbers of huCD45* CD38* cells in R132C or
R132H IDH1 mutant engrafted mice treated with GSK8641'1.
In Vitro:
DMSO : 100 mg/mL (179.02 mM; Need ultrasonic)
H,0 : < 0.1 mg/mL (insoluble)
1mg 5mg 10 mg
Concentration
Preparing 1 mM 1.7902 mL 8.9509 mL 17.9019 mL
Stock Solutions 5mM 0.3580 mL 1.7902 mL 3.5804 mL
10 mM 0.1790 mL 0.8951 mL 1.7902 mL
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VIR I IR ): 10% DMSO—40% PEG300 —5% Tween-80 — 45% saline

Solubility: = 2.5 mg/mL (4.48 mM); Clear solution

HeJT AR 2 2.5 mg/mL (4.48 mM,  TRLFIEE R AT [RIPEE AR -

L1 mL AR, B 100 pL 25.0 mg/mL [ DMSO 4 iinE] 400 uL PEG300 1, JR& 5%
[ FR R RPN 50 uL Tween-80, VRAIS); SRIE4REIIN 450 L A3 /K E A 1 mL.

2R FF IR 10% DMSO— 90% (20% SBE-B-CD in saline)

Solubility: 2.5 mg/mL (4.48 mM); Suspended solution; Need ultrasonic

BETT RIS 2.5 mg/mL (4.48 mM)#5) ST, B nT T ARFT I A

PL 1 mL AR, HC 100 gl 25.0 mg/mL [f#5 DMSO fifi &% 900 pL 20% [ SBE-B-CD -3
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A KIFI I R]: 10% DMSO - —90% corn oil

Solubility: = 2.5 mg/mL (4.48 mM); Clear solution

BETT RIS 2 2.5 mg/mL (4.48 mM, YRIREAREN) MM, BT RANE F T SRR TP A B R
.

L1 mL TAER 6], B 100 uL 25.0 mg/mL [3#5% DMSO f§ &% 900 L Fkieh, REH4.
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ERBS%:

Mice: Mice receive GSK864 (213 mg/kg, 10 mL/kg) via intraperitoneal (ip) administration. IP

Animal Administration | formulation is PG:DMSO:PEG400:H20 (16.7:3.3:40:40). Serial blood samples (~0.030 mL) are

collected via the femoral artery catheter at 15, 30, 45, 60, 120, 180 min following administration!'l.
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