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Description

Mavatrep is an orally bioavailable TRPV1 antagonist (Ki=6.5 nM), exhibits minimal effect on the enzymatic
activity (IC50 > 25 uM) of CYP isoforms 3A4, 1A2, and 2D6. IC50 value: 6.5 nM (Ki, for TRPV1) Target:
TRPV1 in vitro: Mavatrep exhibits superior pharmacodynamic properties. In a TRPV1 functional assay,
using cells expressing recombinant human TRPV1 channels, Mavatrep antagonizes capsaicin-induced
Ca2+ influx, with an IC50 value of 4.6 nM. Mavatrep blocks the activation of hTRPV1 channels by
Capsaicin (1 uM) and by pH (5.0) in a concentration-dependent fashion, with IC50 values of 23 and 6.8 nM,
respectively. in vivo: Mavatrep exhibits superior pharmacodynamic properties in the CFA model of

inflammatory pain.

Solvent&Solubility

In Vitro:
DMSO : 2 28 mg/mL (66.28 mM)
H,0 : < 0.1 mg/mL (insoluble)

*">" means soluble, but saturation unknown.

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 2.3672 mL 11.8360 mL 23.6720 mL
Stock Solutions 5mM 0.4734 mL 2.3672 mL 4.7344 mL
10 mM 0.2367 mL 1.1836 mL 2.3672 mL
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In Vivo:

AR S B BRI 25 25 7 SN PIE M IR T 5o LA N VAR S0V S5 4% I In Vitro J7 zURC 78 (1) ik
B PRI B 7R

——NPRAE SRR S R AT R, B A AT T DR 68 A7 R, TG RAE IR SEBR TAE, EEI
FHOUEC, R, LA R VAU o 1 B 43 LR S TR 7E S P T AR R b A E e i 7 o 1
PUTE BT, mT LA I BRI Es Oy

VBT IR IR EF: 10% DMSO—~40% PEG300 —~5% Tween-80 — 45% saline

Solubility: 2 2.5 mg/mL (5.92 mM); Clear solution
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25 WP IR IR 10% DMSO— 90% (20% SBE-B-CD in saline)

Solubility: 2.5 mg/mL (5.92 mM); Suspended solution; Need ultrasonic
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