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Biological Activity

GSK215 is a potent, selective, FAK-degrading Proteolysis Targeting Chimera (PROTAC) based on a binder for the VHL E3
ligase and the known FAK inhibitor VS-4718.

GSK215 showed differentiated in-vitro pharmacology compared to VS-4718.

In mice, a single dose of GSK215 induced rapid and prolonged FAK degradation, giving a long-lasting effect on FAK levels
(=96 h) and a marked PK/PD disconnect.
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