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Histone Methyltransferase

DMSO up to 50 mM

Store in dry, dark place for one year.

EPZ-5676 is a highly potent and selective inhibitor of DOT1L methyltransferase with Ki of 70
pM, selectively blocking the binding of the cofactor, S-adenosylmethionine. It inhibits
proliferation of MLL-AF4 rearranged cell line MV4-11 with an IC50 of 9 nM. It reduces H3K79
dimethylation with a cellular IC50 of 2.6 nM in MV4-11 cells. EPZ-5676 has over 10, 000-fold
selectivity against other HMTs. Its superior potency is associated with its increased enzyme
residence time and prolonged cellular effects after washout. It can reduce H3K79
methylation in all cells, but only kill cells with MLL rearrangement, making it a good drug
candidate for cancer therapy. Now EPZ-5676 is in phase | clinical trials for advanced

hematologic malignancies, including acute Leukemia with rearrangement of the MLL gene.

Important Note: This product as supplied is intended for research use only, not for use in human, therapeutic or diagnostic applications.



