Good Laboratory Practice Bioscience

.xigix. G L p B I 0 Peptides, Inhibitors, Agonists

Product Data Sheet

Product Name: AMG 9810

Cat. No.:

GC11926

Chemical Properties

Cas. No.

Chemical
Name

SMILES

Formula

Solubility

General
tips

Shipping
Condition

Structure

Protocol

545395-94-6
(Z£)-3-(4-(tert-butyl)phenyl)-N-(2,3-dihydrobenzo[b][1,4]dioxin-6-yl)acrylamide

O=C(/C=C\C1=CC=C(C=C1)C(C)(C)C)NC2=CC=C30CCO0C3=C2
Co1H23NO3 M. Wt 337.42

> 33.7mg/mL in DMSO Storage  Store at -20°C

For obtaining a higher solubility , please warm the tube at 37 °C and shake it in the
ultrasonic bath for a while.Stock solution can be stored below -20°C for several months.

Evaluation sample solution : ship with blue ice All other available size: ship with RT , or
blue ice upon request.
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Cell experiment [1]:
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Cell lines HEKn cells

HEKn cells were plated in 24-well plates (2 x 10 4 cells per well in 1mL of culture

medium) or in 6-well plates (9.6 x 104 cells per well in 2mL of culture medium)

¢ @nd incubated overnight at 37°C. The culture medium was replaced with or
without various concentrations of SB-705498 and AMG 9810, at a final
concentration of 0.1% v/v DMSO, and the MTT assay was performed after 24,
48, and 72 hours of incubation.

Preparation Metho

Reaction
0-5uM; 24-72h
Conditions H
o AMG 9810 was cytotoxic to these cells at the higher concentrations tested and
Applications

when exposed for longer in culture.

Animal experiment [2]:
Animal models Male Wister rats

Animals (n = 12) were randomly allocated before surgery to vehicle, OLDA
(30mg/kg), or AMG 9810 (30mg/kg) treatment groups. Dummy cannulas were
removed and the thermocouple wire sensors were inserted in the guide cannula.

Preparation Method Animals were then left undisturbed in the telemetry cages for 60 minutes to
measure baseline temperatures and gross activities. The injection solutions
(1ImL DMSO, 15mg OLDA in 1mL DMSO, and 15mg AMG 9810 in 1mL DMSO)
were prepared for administration in a blinded manner.

Dosage form 30mg/kg; ip; single injection

Applications AMG 9810 injection can induce mild hyperthermia in rats immediately.
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Background

AMG 9810 is a highly selective and competitive TRPV1 antagonist (human: IC 5 = 24.5nM; mouse:
IC50 = 85.6nM) [11. AMG 9810 blocks TRPV1 channels activated by capsaicin, acidic conditions,
heat, and endogenous ligands such as anandamide, inhibiting ion influx into cells and thereby
attenuating the transmission of pain and heat-sensitive signals [2-3]. AMG 9810 exhibits anti-

hyperalgesia, anti-inflammatory, and analgesic effects [4].

In HEKn cells, AMG 9810 (0-5uM; 24-72h) was cytotoxic to these cells at the higher concentrations
tested and when exposed for longer in culture [51. In T84 cells, AMG 9810 (100nM; 30min) can block
the increase in [Ca2+]i induced by capsaicin and resiniferatoxin [6]. In chinese hamster ovary (CHO)
cell, AMG 9810 (3-1000nM; 10min) penetrates faster than capsaicin and is more potent than

capsaicin [71.

In Male Wister rats, AMG 9810 (30mg/kg; ip; single injection) injection can induce mild hyperthermia
in rats immediately 8. In c57BL6 mice, AMG 9810 (1nmol; intrathecal injections; single injection)

completely blocked NADA-induced allergy 15 and 60 minutes after injection [91.
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