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Description

Uprosertib (GSK2141795) is a potent and selective pan-Akt inhibitor with IC5, values of 180/328/38 nM for

Akt1/Akt2/Akt3, respectively.

IC50 & Target

Akt1 Akt2 Akt3 CDK7 ROCK1 ROCK2

180 nM (ICs) | 328 nM (ICs) | 38 nM (ICs) | 2100 nM (ICs) 1570 nM (ICs) | 1850 nM (ICso)

Uprosertib (GSK2141795) inhibits Akt1/2/3 with the Kd values of 16/49/5 nM, respectively. Uprosertib
potently inhibits only the PKC family members PRKACA and PRKACB as well as the cGMP-dependent

In Vitro protein kinase PRKG1 aqgpart from the Akts. Protein targets that bind Uprosertib (GSK2141795) in the
lysate show a dose-dependent reduction in binding to the kinobeads, while proteins unaffected by the drug
show no reduction in binding[1].

In Vitro:
DMSO : 2150 mg/mL (349.45 mM)
H,O : < 0.1 mg/mL (insoluble)
*">" means soluble, but saturation unknown.
1mg 5mg 10 mg
Concentration
Preparing 1 mM 2.3296 mL 11.6482 mL 23.2964 mL
Stock Solutions 5mM 0.4659 mL 2.3296 mL 4.6593 mL
10 mM 0.2330 mL 1.1648 mL 2.3296 mL
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In Vivo:
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15 KT RN R A]: 10% DMSO—~40% PEG300 —5% Tween-80 — 45% saline

Solubility: 2 2.5 mg/mL (5.82 mM); Clear solution

T A3RAE 2 2.5 mg/mL (5.82 mM, RIS KA HIEEATR .

PL A mL TAERCHH], B 100 pl 25.0 mg/mL [73% DMSO fif i in%] 400 pL PEG300 H, A5k

) kR R 50 pL Tween-80, JR&II5]: SAJE4 SN 450 pL AEEEER/KERE 1 mL.

2K F IR FIER]:  10% DMSO— 90% (20% SBE-B-CD in saline)

Solubility: 2.5 mg/mL (5.82 mM); Suspended solution; Need ultrasonic

77 3RS 2.5 mg/mL (5.82 mM)fJ3g 51, i al T IR s G

PL1mL TAERCHEI, B 100 pL 25.0 mg/mL 13 DMSO fif## %] 900 pL 20% ) SBE-B-CD ‘£
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BAE K FININEEFER:  10% DMSO  —~90% corn oil
Solubility: =2 2.5 mg/mL (5.82 mM); Clear solution
W5 AR 2 2.5 mg/mL (5.82 mM, EFIEEARA) HOETHAT, o)y FEANE TS 06 A IAE A DAE Y

PA 4 mL AR, B 100 pL 25.0 mg/mL )3 DMSO filt#i0in®] 900 pL oK, A5,
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