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Product Introduction

Bafetinib (INNO-406)

Bafetinib (INNO-406) is a potent and selective dual Bcr-Abl/Lyn inhibitor with IC50 of 5.8 nM/19 nM,
does not inhibit the phosphorylation of the T3151 mutant and is less potent to PDGFR and c-Kit. Phase 2.
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Biological Activity

Bafetinib blocks WT Bcr-Abl autophosphorylation and its downstream kinase activity with IC50 of 11 nM
and 22 nM in K562 and 293T cells, respectively. Bafetinib suppresses the growth of the Bcr-Abl-positive
cell lines including K562, KU812, and BaF3/wt cells potently without effects on the proliferation of the
Bcr-Abl-negative U937 cell line. Moreover, Bafetinib exhibits a dose-dependent antiproliferative effect
against Bcr-Abl point mutant cell lines, such as BaF3/E255K cells. [1] In Bcr-Abl+ leukemia cell lines,

Bafetinib induces both caspase-mediated and caspase-independent cell death by blocking the
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phosphorylation of Ber-Abl. [2]

In Ber-Ablpositive KU812 mouse model, Bafetinib (0.2 mg/kg/day) significantly inhibits tumor growth,
and completely inhibits tumor growth without adverse effects at 20 mg/kg/day. For Balb/c mice, Bafetinib
shows maximal tolerated dose of 200 mg/kg/d and bioavailability value (BA) of 32%. [1] In a Central
nervous system (CNS) leukemia model bearing Ba/F3/wt bcr-ablGFP, Ba/F3/Q252H, or Ba/F3/M351T
cells, combination treatment of Bafetinib (60 mg/kg) and cyclosporine A (CsA) (50 mg/kg) leads to more
significant inhibition of leukemia growth in the brain than either Bafetinib or CsA alone. [3]

Dual Ber-Abl/Lyn inhibitor.
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