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Pathway: PI3K/Akt/mTOR °
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BIOLOGICAL ACTIVITY

Description Uprosertib hydrochloride (GSK2141795 hydrochloride) is a potent and selective pan-Akt inhibitor with ICsq values of
180/328/38 nM for Akt1/Akt2/Akt3, respectively.

1C5o & Target Akt3 Aktl Akt2 ROCK1
38nM (|C50) 180 nM (|C50) 328 nM (|C50) 1570 nM (|C50)
ROCK2 CDK7
1850 nM (ICsp) 2100 nM (ICsp)
In Vitro Uprosertib inhibits Akt1/2/3 with the Kq values of 16/49/5 nM, respectively. Uprosertib potently inhibits only the PKC family

members PRKACA and PRKACB as well as the cGMP-dependent protein kinase PRKG1 agpart from the Akts. Protein targets
that bind Uprosertib in the lysate show a dose-dependent reduction in binding to the kinobeads, while proteins unaffected
by the drug show no reduction in binding[tl.

MCE has not independently confirmed the accuracy of these methods. They are for reference only.

PROTOCOL

Kinase Assay [1] For selectivity profiling experiments, the lysates (5 mg of total protein each) are preincubated with 0 (DMSO control), 2.5 nM,
25nM, 250 nM, 2.5 uM or 25 uM free compound (GSK690693 or Uprosertib) on an end-over-end shaker for 45 min at 4°C.
Subsequently, lysates are incubated with beads (coupled Akt probe or kinobeads) for 1 h at 4°C, for both qualitative and
quantitative experiments. The beads are washed with 1xCP buffer and collected by centrifugation. Bound proteins are
eluted with 2xNuPAGE LDS sample buffer, and eluates are reduced and alkylated by 50 mM dithiothreitol and 55 mM
jodoacetamide.
MCE has not independently confirmed the accuracy of these methods. They are for reference only.

CUSTOMER VALIDATION

« Immunity. 2020 Jan 14;52(1):109-122.e6.
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« Nat Commun. 2017 Sep 4;8(1):410.
« Clin Cancer Res. 2016 Nov 15;22(22):5514-5526.
« NPJ Precis Oncol. 2021 Jul 15;5(1):65.

+ Oncoimmunology. 2018 Aug 6;7(10):e1488565.

See more customer validations on www.MedChemExpress.com
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Caution: Product has not been fully validated for medical applications. For research use only.

Tel: 609-228-6898 Fax: 609-228-5909 E-mail: tech@MedChemExpress.com
Address: 1 Deer Park Dr, Suite Q, Monmouth Junction, NJ 08852, USA

Page 2 of 2 www.MedChemExpress.com


www.MedChemExpress.com
www.MedChemExpress.com

