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Description BX517 is a potent and selective inhibitor of PDK1 with IC50 of 6 nM.
IC50 & Target IC50: 6 nM (PDK1)
BX-517 blocks activation of Akt in tumor cells, is potent with IC50 of 0.1-1.0 uM[1]. BX-517 blocks AKT2
In Vitro activation in cells with submicromolar potency. BX-517 is 100-fold selective or better against a panel of

seven additional Ser/Thr and Tyr kinases[2].

Solvent&Solubility

In Vitro:
DMSO : 2 27 mg/mL (95.64 mM)

*">" means soluble, but saturation unknown.

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1mM 3.5423 mL 17.7117 mL 35.4233 mL
Stock Solutions 5mM 0.7085 mL 3.5423 mL 7.0847 mL
10 mM 0.3542 mL 1.7712 mL 3.5423 mL
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In Vivo:
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1VIBRFEAINEERE]:  10% DMSO—40% PEG300 —~5% Tween-80 — 45% saline

Solubility: = 2.5 mg/mL (8.86 mM); Clear solution

M5 A 3RS 2 2.5 mg/mL (8.86 mM, VIFIEEARAI) (I HHER -

PA 1 mL TARWBCNH, HU 100 pl 25.0 mg/mL {19 i% DMSO fif#& %] 400 yL PEG300 ', &%)
] BRI 50 uL Tween-80, WRE5): SRJE4RE NN 450 L A /K EARE 1 mL.

References

[1]. Islam |, et al. Indolinone based phosphoinositide-dependent kinase-1 (PDK1) inhibitors. Part 2:
optimization of BX-517. Bioorg Med Chem Lett. 2007 Jul 15;17(14):3819-25.

[2]. Islam |, et al. Indolinone based phosphoinositide-dependent kinase-1 (PDK1) inhibitors. Part 1: design,
synthesis and biological activity. Bioorg Med Chem Lett. 2007 Jul 15;17(14):3814-8.

IR AR AT IR A )




