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Target Research area
Isocitrate Dehydrogenase (IDH) Cancerv
Molecular formula C,6H3F3N;0, STRUCTURE
Molecular weight 489.5299
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DESCRIPTION

BAY-1436032 is a novel pan-mutant isocitrate dehydrogenase 1 (IDH1) inhibitor.

BIOLOGICAL ACTIVITY

BAY1436032 is a novel pan-mutant IDH1 inhibitor, it specifically inhibits R-2HG production and colony growth, and

induces myeloid differentiation of AML cells.

In vitro: BAY1436032 inhibited intracellular R-2HG production in mouse hematopoietic cells expressing IDH1R132H
or IDH1R132C with an IC50 of 60 and 45 nm, respectively. In contrast, R-2HG levels were not reduced in IDH2R140Q
and IDH2R172K expressing mouse hematopoietic cells by BAY1436032 at concentrations up to 10 um.

In vivo: Treatment with vehicle or 150 mg/kg BAY1436032 once daily by oral gavage was initiated at day 15 after
transplantation. BAY1436032 and vehicle-treated mice had similar percentages of hCD45+ cells, peripheral blood

counts, spleen weight at death and survival, confirming the on-target activity of BAY1436032

SOLUBILITY

Soluble in DMSO
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