IR AR A R A A
Shanghai yuanye Bio-Technology Co., Ltd
Mg 021-61312973 1HEH . 021-55068248

R ] Mk: www.shyuanye.com

MR4H: shyysw@sina.com

FE 4 #R: AMG 837 (calcium hydrate)
=54 : AMG 837 calcium hydrate

EX /e

Description

AMG 837 calcium hydrate is a potent GPR40 agonist(EC50=13 nM) with a superior pharmacokinetic profile
and robust glucose-dependent stimulation of insulin secretion in rodents. IC50 value: 13 nM (EC50) [1]
Target: GPR40 agonist AMG 837 displayed the expected two-fold increase in potency on GPR4 (EC50 =
13 [£7] nM) compared to the racemic compound and its activity crossed over to the rat and mouse forms of
GPR40 (EC50 = 23 and 13 nM, respectively). AMG 837 was found to be a partial agonist on GPR40 with
maximal activity 85% of that shown by DHA under our standard assay conditions. AMG 837 is a highly
potent stimulator of insulin secretion in MIN6 cells with an EC50 comparable to that seen in the aequorin
Ca2+-flux assay. showed no significant activity in cell-based assays against PPARa, 9, and y. An external
panel of 64 receptors also revealed no significant activity with the exception of weak inhibition (IC50 = 3

uM) on the a2-adrenergic receptor. Overall, AMG 837 was both highly potent and selective in vitro.

Solvent&Solubility

In Vitro:
DMSO : 2 42 mg/mL (92.22 mM)

*">" means soluble, but saturation unknown.

Solvent Mass
1 mg 5mg 10 mg
Concentration

Preparing 1mM 2.1956 mL 10.9782 mL 21.9563 mL
Stock Solutions 5mM 0.4391 mL 2.1956 mL 4.3913 mL
10 mM 0.2196 mL 1.0978 mL 2.1956 mL
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VB KPR INEFET]: 10% DMSO—~40% PEG300 —5% Tween-80 — 45% saline

Solubility: 2.5 mg/mL (5.49 mM); Suspended solution; Need ultrasonic
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Solubility: 2 2.5 mg/mL (5.49 mM); Clear solution
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AT IR IR 10% DMSO  —~90% corn oil

Solubility: = 2.5 mg/mL (5.49 mM); Clear solution
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