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RQ-00203078 is a highly selective, potent and orally available TRPM8 antagonist (IC50 values are 5.3 and
8.3 nM for rat and human channels respectively), exhibits >350-fold selectivity for TRPM8 over TRPV4,
TRPV1 and TRPAA1. IC50 value: 5.3 nM (for rat channel), 8.3 nM nM ( for human channel) Target: TRPM8

in vitro: RQ-00203078 reduces HSC3 and HSC4 oral squamous carcinoma cell migration and invasion. in

Description
vivo: RQ-00203078 demonstrates excellent in vivo activity in a dose dependent manner with an ED50
value of 0.65 mg/kg in the icilin-induced wet-dog shakes model in rats after oral administration and may
become an important pharmacological tool for fully assessing the potential therapeutic use of the targets
activated by cold stimulation. RQ-00203078 also attenuates icilin-induced wet dog shakes in rats.
In Vitro:
DMSO : 2 38 mg/mL (68.49 mM)
*">" means soluble, but saturation unknown.
1mg 5mg 10 mg
Concentration
Preparing 1 mM 1.8023 mL 9.0114 mL 18.0229 mL
Stock Solutions 5mM 0.3605 mL 1.8023 mL 3.6046 mL
10 mM 0.1802 mL 0.9011 mL 1.8023 mL
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VB KPR INEFET: 10% DMSO—~40% PEG300 —5% Tween-80 — 45% saline

Solubility: 2 2.5 mg/mL (4.51 mM); Clear solution
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Solubility: =2.5 mg/mL (4.51 mM); Clear solution
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