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Description

GSK-4716 is a selective ERRpB/y agonist.

IC50 & Target

ERRB/Y[1]

In Vitro

Treatment of differentiated C2C12 cells with the ERRp/y agonist (relative to vehicle) over a 2 to 4 h time
period reveals a reproducible and robust increase in the immunoreactivity of the GRa-D isoform. It is
observed that MAO-A mRNA expression is significantly increased by treatment with the ERRB/y agonist,
GSK4716. Furthermore, it is observed that GSK4716 induces the expression of the mRNAs encoding
peroxisome proliferator-activated receptor-ycoactivator 1a (PGC-1a) and PGC-18 (key regulator of many
metabolic genes) identified as direct coactivators for the ERR family. GSK4716 induces the expression of
PGC-1 and genes involved in fatty acid oxidation in concordance with the characterized role of ERRYy in
cardiac metabolism[1]. Treatment of primary mouse myotubes with GSK4716, an ERRp/y agonist, results
in a concerted increase in the expression levels of Ppargcla, Ppargcib, and the Esrr genes.
Furthermore,Cpt1b, Atp5b, and Idh3, genes in key mitochondrial pathways, are also induced by GSK4716.

Additionally, GSK4716 increases citrate synthase activity and cytochrome c protein levels[2].

Solvent&Solubility

In Vitro:
DMSO : 2100 mg/mL (354.18 mM)

*">" means soluble, but saturation unknown.

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 3.5418 mL 17.7091 mL 35.4183 mL
Stock Solutions 5mM 0.7084 mL 3.5418 mL 7.0837 mL
10 mM 0.3542 mL 1.7709 mL 3.5418 mL
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1B IKT IR AR 10% DMSO—~40% PEG300 —~5% Tween-80 — 45% saline

Solubility: = 2.5 mg/mL (8.85 mM); Clear solution
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2R IR 10% DMSO— 90% (20% SBE-B-CD in saline)

Solubility: = 2.5 mg/mL (8.85 mM); Clear solution
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Solubility: = 2.5 mg/mL (8.85 mM); Clear solution
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Cell Assay

Proliferating mouse C2C12 myoblast are cultured and maintained in DMEM supplemented with 10%
heat-inactivated serum supreme. Differentiation of myoblasts into post-mitotic, multi-nucleated myotubes
are induced by mitogen withdrawal (DMEM supplemented with 2% horse serum) for 4 days. C2C12
myotubes are treated with either vehicle (DMSO) or ERRB/y agonist GSK4716 for 1 day and RNA collected

and processed[1].
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