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Description

Pexidartinib (PLX-3397) is a potent, orally active, selective, and ATP-competitive colony stimulating factor
1 receptor (CSF1R or M-CSFR) and c-Kit inhibitor, with ICsos of 20 and 10 nM, respectively. Pexidartinib
(PLX-3397) exhibits 10- to 100-fold selectivity for c-Kit and CSF1R over other related kinases. Anti-tumor

activity[1].

IC50 & Target

ICso: 10 NM (c-Kit), 20 nM (GFMS), 160 nM (FLT3), 350 nM (KDR), 860 nM (LCK), 880 nM (FLT1), 890 nM
(NTRK3)[1]

In Vitro

Pexidartinib (PLX3397; 0.25, 1 mg/kg, twice daily for 8 days) inhibits the proliferation of microglia and
BrdU-positive cells in neonatal mice[2]. Pexidartinib (1 mg/kg, twice daily for 8 day) shows no obvious

effect on the cleaved caspase-3-positive cells in mice[2].

In Vivo

Pexidartinib (PLX3397; 0.25, 1 mg/kg, twice daily for 8 days) inhibits the proliferation of microglia and
BrdU-positive cells in neonatal mice[2]. Pexidartinib (1 mg/kg, twice daily for 8 day) shows no obvious

effect on the cleaved caspase-3-positive cells in mice[2].

Animal Model: Neonatal mice[2]

Dosage: 0.25, 1 mg/kg

Administration: | I.P. twice daily for 8 days

Decreased the number of microglia and BrdU-positive proliferative cells, but did not
Result:

change the cleaved caspase-3-positive cells.

Solvent&Solubility

In Vitro:
DMSO : 5 mg/mL (11.97 mM; Need ultrasonic)

H,0 : < 0.1 mg/mL (insoluble)

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 2.3934 mL 11.9672 mL 23.9343 mL
Stock Solutions 5mM 0.4787 mL 2.3934 mL 4.7869 mL
10 mM 0.2393 mL 1.1967 mL 2.3934 mL
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VBT R NEFER:  10% DMSO—~40% PEG300 —5% Tween-80 — 45% saline

Solubility: = 0.5 mg/mL (1.20 mM); Clear solution

W5 R34S 2 0.5 mg/mL (1.20 mM, YERTEEARH) BB IR

PLA mL ARSI, HC 100 pL 5.0 mg/mL [f3%iE DMSO fifi##in%] 400 L PEG300 1, REHI5):




) LR R A 50 pL Tween-80, WRAH%5); SRIG4REEIIN 450 pL AEFRERACGEAE 1 mL.

245K F IR INEFNER]: 10% DMSO— 90% (20% SBE-B-CD in saline)

Solubility: = 0.5 mg/mL (1.20 mM); Clear solution
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BAE KT I INEEFER:  10% DMSO —~90% corn oil
Solubility: = 0.5 mg/mL (1.20 mM); Clear solution
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