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Pexidartinib

Chemical Properties

CAS No. : 1029044-16-3 .
Formula: C20H15CIF3N5 T : i
Molecular Weight: 417.81 iy /,\
Appearance: no data available ; \ A ,\ N

Storage: Powder: -20°C for 3 years | In solvent: -80°C for 1 year

Biological Description

Description

Targets(I1C50)
In vitro

In vivo

Kinase Assay

Pexidartinib (PLX-3397) is a capsule containing a small-molecule receptor tyrosine
kinase (RTK) inhibitor targeting KIT, CSF1R, and FLT3, with potential antineoplastic
activity.

Apoptosis,c-Fms,FLT,c-Kit,CSF-1R

In M-NFS-60, Bac1.2F5 and M-07e cells, Pexidartinib inhibits the CSF1-dependent
proliferation with IC50 of 0.44 pM, 0.22 uMand 0.1 pM, respectively. [1]

In MMTV-PyMT mice, Pexidartinib (40 mg/kg, p.o.) significantly inhibits both steady-
state and PTX-induced tumor infiltration by CD45+CD11b+Ly6C?Ly6 g?F4/80+.
Pexidartinib/PTX therapy also results in a significant reduction in CD31+ vessel density
within mammary tumors, paralleling induction of apoptosis and necrosis. [1] In C57 mice
bearing GL261 tumors, Pexidartinib (p.o.) inhibits glioblastoma invasion. [2] In cmo
mice, PLX3397 significantly attenuates autoinflammatory disease by decreasing the
erosive bone lesions in tails and paws and the levels of circulating MIP-1a. [3] In mice
bearing B16F10 melanomas, Pexidartinib (45 mg/kg, p.o.) enhances CD8-mediated
immunotherapy of melanoma. [4]

Competitive binding fluorescent polarization assay: Recombinant Hsp90fB, TAMRA-
radicicol, or various concentrations of NVP-BEP800 is added in assay buffer (50 mM TRIS
pH 7.4, 5 mM MgCl2, 150 mM KCl, and 0.1% CHAPS), mixed, and incubated at room
temperature for 30 to 45 minutes prior to reading. The 2D-FIDA-based HTS assay based
on confocal technologies monitors the decreased fluorescence polarization on
displacement of the high affinity ligand TAMRA-radicicol from Hsp90B by NVP-BEP800.
The concentration of NVP-BEP800 which inhibits Hsp90B by 50% is determined from the
competition curve.

Solubility Information

Solubility

10% DMS0O+40% PEG300+5% Tween 80+45% Saline: 7.7 mg/mL (18.43 mM),Suspension.
DMSO: 45 mg/mL (107.7 mM),Sonication is recommended.

Ethanol: < 1 mg/mL (insoluble or slightly soluble),

(< 1 mg/mlrefers to the product slightly soluble or insoluble)
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Preparing Stock Solutions

1mg 5mg 10mg
1mM 2.3934 mL 11.9672 mL 23.9343 mL
5mM 0.4787 mL 2.3934 mL 4.7869 mL
10 mM 0.2393 mL 1.1967 mL 2.3934 mL
50 mM 0.0479 mL 0.2393 mL 0.4787 mL

Please select the appropriate solvent to prepare the stock solution, according to the solubility of the product in
different solvents. Please use it as soon as possible.

Reference

Fujiwara T, et al. CSF1/CSF1R Signaling Inhibitor Pexidartinib (PLX3397) Reprograms Tumor-Associated
Macrophages and Stimulates T-cell Infiltration in the Sarcoma Microenvironment. Mol Cancer Ther. 2021 Aug;20
(8):1388-1399.

Fan K, Li Y, Wang H, et al. Stress-Induced Metabolic Disorder in Peripheral CD4+ T Cells Leads to Anxiety-like
Behavior. Cell. 2019, 179(4): 864-879. e19.

Xu F, Han L, Wang Y, et al.Prolonged anesthesia induces neuroinflammation and complement-mediated
microglial synaptic elimination involved in neurocognitive dysfunction and anxiety-like behaviors.BMC medicine.
2023, 21(1): 1-27.

Thongchot S, et al. Novel CSF1R-positive tenosynovial giant cell tumor cell lines and their pexidartinib (PLX3397)
and sotuletinib (BLZ945)-induced apoptosis. Hum Cell. 2023 Jan;36(1):456-467.

Merry TL, et al. The CSF1 receptor inhibitor pexidartinib (PLX3397) reduces tissue macrophage levels without
affecting glucose homeostasis in mice. IntJ Obes (Lond). 2020 Jan;44(1):245-253.

Wang Q, Zeng F, Fang C, et al.Galectin-3 alleviates demyelination by modulating microglial anti-inflammatory
polarization through PPARy-CD36 axis.Brain Research.2024: 149106.

Wang H, Peng X, Wu K, et al.Microglia contribute to nociception via CSF-1R signaling pathway in rat orofacial
carcinoma.Oral Diseases..2024

Sluijter M, et al. PLoS One. 2014, 9(8), e104230.

Fan K, Li Y, Wang H, et al. Stress-Induced Metabolic Disorder in Peripheral CD4+ T Cells Leads to Anxiety-like
Behavior[J]. Cell. 2019, 179(4): 864-879. e19.

Inhibitor - Natural Compounds - Compound Libraries - Recombinant Proteins
This product is for Research Use Only- Not for Human or Veterinary or Therapeutic Use

Tel:781-999-4286 E_mail:info@targetmol.com  Address:36 Washington Street,Wellesley Hills,MA 02481

Page 2 of 2 www.targetmol.com



