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EPZ6438 
Item No. 16174

CAS Registry No.: 1403254-99-8
Formal Name: N-[(1,2-dihydro-4,6-dimethyl-2-oxo-3-

pyridinyl)methyl]-5-[ethyl(tetrahydro-
2H-pyran-4-yl)amino]-4-methyl-4’-(4-
morpholinylmethyl)-[1,1’-biphenyl]-3-
carboxamide

Synonym: Tazemetostat
MF: C34H44N4O4
FW: 572.7
Purity:	 ≥98%
UV/Vis.:	 λmax: 256 nm 
Supplied as: A crystalline 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                                                                                                                                                                                                                                                                                           

EPZ6438 is supplied as a crystalline solid. A stock solution may be made by dissolving the EPZ6438 in 
the solvent of choice, which should be purged with an inert gas. EPZ6438 is soluble in organic solvents 
such as ethanol, DMSO, and dimethyl formamide (DMF). The solubility of EPZ6438 in these solvents is 
approximately 10, 20, and 25 mg/ml, respectively. 

EPZ6438 is sparingly soluble in aqueous buffers. For maximum solubility in aqueous buffers, EPZ6438 
should first be dissolved in DMF and then diluted with the aqueous buffer of choice. EPZ6438 has a 
solubility of approximately 0.5 mg/ml in a 1:1 solution of DMF:PBS (pH 7.2) using this method. We do not 
recommend storing the aqueous solution for more than one day.

Description                                                                                                                                                                                                                                                                  

EPZ6438 is an inhibitor of the histone-lysine methyltransferase enhancer of zeste homolog 2 (EZH2; 
IC50 = 11 nM).1 It also inhibits EZH2 containing a variety of mutations, including EZH2A677G, EZH2A687V, 
EZH2Y641F, and EZH2Y641S (IC50s = 2, 2, 14, and 4 nM, respectively). It is selective for wild-type and 
mutant EZH2 over EZH1 (IC50 = 392 nM) and a variety of other histone methyltransferases (IC50s = >50 or  
>100 µM for all). EPZ6438 reduces trimethylation of lysine 27 on histone H3 (H3K27me3) in various 
lymphoma cells expressing wild-type or mutant EZH2 (IC50s = 2-8 and 2-22 nM, respectively) and inhibits 
proliferation of the same cells (IC50s = 99-6,200 and 0.49-5,800 nM, respectively).2 EPZ6438 (1 µM) induces 
insulin production and glucose-stimulated insulin secretion in human pancreatic exocrine cells isolated from 
juvenile patients with type 1 diabetes or adults without diabetes.3 It also reduces H3K27me3 levels and 
induces insulin secretion and glucose-stimulated insulin secretion in human pancreatic ductal epithelial cells  
in vitro. Formulations containing EPZ6438 have been used in the treatment of relapsed or refractory follicular 
lymphoma. 
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