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Description

Methoxy-PEPYy is a potent and highly selective mGlu5 receptor antagonist with IC50 of 1 nM. IC50 value: 1
nM [1] Target: mGIu5R inhibitor Administration of [3H]methoxy-PEPy (50 microCi/kg i.v.) to mGlu5
receptor-deficient mice revealed binding at background levels in forebrain, whereas wild-type mice
exhibited 14-fold higher binding in forebrain relative to cerebellum [2]. The calcium transients stimulated by
these agonists were potently inhibited by reference allosteric mGIlu5 antagonists -
2-methyl-6-(phenylethynyl)pyridine (MPEP), 3-[(2-methyl-1,3-thiazol-4-yl)ethynyl]pyridine (MTEP) and

3-methoxy-5-(pyridine-2-ylethynyl)pyridine (methoxy-PEPYy) (IC(50) ranges: 0.8-66 nM) [3].

Solvent&Solubility

In Vitro:
DMSO : 100 mg/mL (475.67 mM; Need ultrasonic)

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 4.7567 mL 23.7835 mL 47.5670 mL

Stock Solutions 5mM 0.9513 mL 4.7567 mL 9.5134 mL

10 mM 0.4757 mL 2.3783 mL 4.7567 mL
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VAR A INREF 7). 10% DMSO—40% PEG300 —~5% Tween-80 — 45% saline

Solubility: 2 2.5 mg/mL (11.89 mM); Clear solution

U7 FEAERAY 2 2.5 mg/mL (11.89 mM, YEFIREEARAN) RIS B

PL 1 mL TAER 9%, HL 100 pL 25.0 mg/mL [1J#&E DMSO fig & in#] 400 L PEG300 ', Vi&35%
) iR RN 50 L Tween-80, JRAIE); ARIG4RLLINAN 450 pL AEFEEIKERSE 1 mL.

2B IR IR 10% DMSO— 90% (20% SBE-B-CD in saline)

Solubility: =2 2.5 mg/mL (11.89 mM); Clear solution

U7 FEAERAY 2 2.5 mg/mL (11.89 mM, YEFIREEARAN) IRIVE B

LAt mL TAREHCAH], M 100 pL 25.0 mg/mL [ DMSO fif % inF] 900 uL 20% [f) SBE-B-CD 4=
LKA, IREI .

3AHWKFIRINEEFER: 10% DMSO  —90% corn oil
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Solubility: = 2.5 mg/mL (11.89 mM); Clear solution
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Bl mL TAER 6], B 100 pL 25.0 mg/mL [3#5% DMSO f§ &% 900 L Fkieh, RAe#4.
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