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Zeprumetostat 
Item No. 44976

CAS Registry No.:	 2098545-98-1
Formal Name:	 N-[(1,2-dihydro-4,6-dimethyl-2-oxo-3- pyridinyl)

methyl]-5-ethyl-6-[ethyl(tetrahydro-2H-
pyran-4-yl)amino]- 2-(1-piperidinylmethyl)-4-
benzofurancarboxamide

Synonym:	 SHR2554
MF:	 C32H44N4O4
FW:	 548.7
Purity:	 ≥98%
Supplied as:	 A solid
Storage:	 -20°C
Stability:	 ≥4 years
Information represents the product specifications. Batch specific analytical results are provided on each certificate of analysis.

Laboratory Procedures                                                                                                                                                                                                                                                                                           

Zeprumetostat is supplied as a solid. A stock solution may be made by dissolving the zeprumetostat in the 
solvent of choice, which should be purged with an inert gas. Zeprumetostat is slightly soluble (0.1-1 mg/ml) 
in acetonitrile.

Description                                                                                                                                                                                                                                                                  

Zeprumetostat is an inhibitor of enhancer of zeste homolog 2 (EZH2; IC50 = 0.87 nM for the  
wild-type enzyme).1 It is selective for EZH2 over a panel of 24 histone and DNA methyltransferases  
(IC50s = >10,000 nM for all) but also inhibits EZH1 (IC50 = 19.1 nM). Zeprumetostat also inhibits the EZH2 
mutants EZH2Y641C, EZH2Y641F, EZH2Y641N, EZH2Y641S, and EZH2Y641G (IC50s = 16.8, 2.68, 1.79, 5.07, and 
1.13 nM, respectively). It reduces the levels of trimethylated lysine 27 on histone H3 (H3K27Me3) in Pfeiffer 
diffuse large B cell lymphoma (DLBCL) cells (IC50 = 1.63 nM) and induces cell cycle arrest at the G1 phase and 
apoptosis in the same cells. Zeprumetostat (60 and 120 mg/kg), in combination with HBI 8000 (chidamide; 
Item No. 13686), reduces tumor growth in patient-derived xenograft (PDX) mouse models of DLBCL.
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