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GSK6853

Chemical Properties

CAS No. : 1910124-24-1 W

Molecular Weight: 409.48

Hyf

Appearance: no data available
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'

Storage: Powder: -20°C for 3 years | In solvent: -80°C for 1 year

Biological Description

Description
Targets(1C50)

In vitro

In vivo

GSK6853 is a potent, soluble, cell-active, and highly selective inhibitor of the BRPF1
bromodomain.

Epigenetic Reader Domain

Screening GSK6853 against a panel of 48 unrelated assays reveals only off-target
activities that are relatively weak compared to the BRPF1 potency. However, to minimize
the chance of off-target effects , the recommended concentration is no higher than 1 yM
in cell-based assays|[1].

In male CD1 mouse, following IV administration (1 mg/kg), GSK6853 demonstrates a
high blood clearance of 107 mL/min/kg, a moderate volume of distribution (5.5 L/kg)
and a moderate terminal half-life of 1.7 h. Oral administration (PO, 3 mg/kg) achieves a
moderate systemic exposure, with a Cmax of 42 ng/mL and Tmax of 1.5 h, resulting in a
bioavailability of 22%. The intraperitoneal route of administration (IP, 3 mg/kg) reaches
a Cmax of 469 ng/mL and Tmax of 0.25 h, resulting in a bioavailability of 85%. The
results indicate that the IP route of administration would be suitable for dosing this
molecule in potential PKPD models[1].

Solubility Information

Solubility DMSO: 55 mg/mL (134.32 mM),Sonication is recommended.
Ethanol: 81 mg/mL (197.81 mM),Sonication is recommended.
(<1 mg/mlrefers to the product slightly soluble or insoluble)
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A DRUG SCREENING EXPERT

Preparing Stock Solutions

1mg 5mg 10mg
TmM 2.442717 mL 12.2106 mL 24.4212 mL
5mM 0.4884 mL 2.44271 mL 4.8842 mL
10 mM 0.2442 mL 1.2271 mL 2.44271 mL
50 mM 0.0488 mL 0.2442 mL 0.4884 mL

Please select the appropriate solvent to prepare the stock solution, according to the solubility of the product in
different solvents. Please use it as soon as possible.

Reference
Bamborough P, et al. ACS Med Chem Lett. 2016, 7(6):552-7.

Inhibitor - Natural Compounds - Compound Libraries - Recombinant Proteins
This product is for Research Use Only- Not for Human or Veterinary or Therapeutic Use

Tel:781-999-4286 E_mail:info@targetmol.com  Address:36 Washington Street,Wellesley Hills,MA 02481

Page 2 of 2 www.targetmol.com



