
Product Name: GSK 4112
Cat. No.: GC10715

Chemical Properties

Cas. No. 1216744-19-2

Formula C18H21ClN2O4S M.Wt 396.89

Solubility ≥ 11.9mg/mL in DMSO Storage Store at -20°C

General
tips

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

Shipping
Condition

Evaluation sample solution : ship with blue ice All other available size: ship with RT , or
blue ice upon request.

Structure

Protocol

Cell experiment [1]:

Cell lines BV2 cells
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Preparation
Method

BV2 cells were cultured in DMEM medium, supplemented with 10% fetal
bovine serum, 1% penicillin-streptomycin at 37°C in an incubator with 5%
CO2. BV2 cells were pretreated with different doses of GSK 4112 (2.5, 5, 10,

20, and 40μM) for 4h and then exposed to LPS (100ng/mL) for 12h. Cell
lysates were analyzed by Western blot for iNOS and COX-2.

Reaction
Conditions

2.5, 5, 10, 20, and 40μM; 4h

Applications
GSK 4112 treatment markedly inhibited LPS-induced iNOS and COX-2 protein
levels in BV2 cells in a dose-dependent manner.

Animal experiment [2]:

Animal models Male C57BL/6 mice

Preparation
Method

Male C57BL/6 mice (6 weeks old; 20-24g) were kept at a standard temperature
of 25-27°C and a humidity of 55-65%, in a light/dark cycle of 12/12h, and with
ad libitum access to sterilized food and water. After a 1-week acclimatization
period, mice were intraperitoneally injected with a 20% CCl4 solution in olive

oil (5ml/kg), twice weekly, for 6 weeks to induce liver fibrosis. Control mice
were treated with equivalent volumes of DMSO. Mice in the GSK 4112 group
were administered GSK 4112 (20µg/day; i.p.) for 14 days. Mice were
anesthetized with 1% pentobarbital sodium (50mg/kg). Livers were harvested
for analysis.

Dosage form 20µg/day; 14 days; i.p.

Applications GSK 4112 treatment mitigated CCl4-induced liver fibrosis in mice.
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Background

GSK 4112 is a selective REV-ERBα agonist, with an EC 50 value of 0.4µM[1]. GSK 4112 inhibits

TGF-β1-induced fibroblast-to-myofibroblast transition (FMT) and extracellular matrix production
(decreased expression of Acta2, Fn1, and Col1a1 genes), and reduces the release of the pro-

inflammatory cytokine IL-6, thereby suppressing the pro-fibrotic phenotype[2]. GSK 4112 has been
widely used to explore the roles of REV-ERBα in the regulation of circadian clock-associated

physiological and pathophysiological events[3].

In vitro, GSK 4112 treatment (10µM) for 24 hours significantly inhibited the proliferation of 3T3-L1

cells and reduced the expression of β-catenin[4]. 40µM of GSK 4112 pretreatment for 16 hours
suppressed the activation of BV2 cells induced by 100ng/ml lipopolysaccharide (LPS), reduced the
protein levels of iNOS and COX-2, downregulated the mRNA levels of pro-inflammatory cytokines

(IL-6 and TNF-α), and restrained the nuclear translocation of p65[5]. Incubation with 20µM GSK 4112
for 6 hours inhibited LPS-induced NALP3 inflammasome activation in RAW 264.7 cells, prevented

NF-κB activation, and decreased the expression of IκB-α[6].

In vivo, GSK 4112 treatment via intraperitoneal injection at a dose of 20µg/day for 14 days alleviated

liver fibrosis induced by carbon tetrachloride (CCl4) and decreased collagen accumulation[7].

Intraperitoneal injection of GSK 4112 (25mg/kg) 0.5h before anti-Fas antibody Jo2 treatment
alleviated Jo2-induced liver injury, reduced plasma ALT and AST levels, and improved mouse

survival[8].
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