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Epertinib (hydrochloride) 
Item No. 44442

CAS Registry No.:	 2071195-74-7
Formal Name:	 1-[4-[[3-chloro-4-[(3-fluorophenyl)

methoxy]phenyl]amino]-6-
quinazolinyl]-2-butyn-1-one, 
O-[(3R)-3-morpholinylmethyl]oxime, 
monohydrochloride

Synonym:	 S-222611
MF:	 C30H27ClFN5O3 • HCl
FW:	 596.5
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                                                                                                                                                                                                                                                                                           

Epertinib (hydrochloride) is supplied as a solid. A stock solution may be made by dissolving 
the epertinib (hydrochloride) in the solvent of choice, which should be purged with an inert gas.  
Epertinib (hydrochloride) is soluble (≥10 mg/ml) in DMSO.

Description                                                                                                                                                                                                                                                                  

Epertinib is an inhibitor of EGFR, HER2, and HER4 (IC50s = 1.48, 7.15, and 2.49 nM, respectively).1 It 
is selective for these kinases over VEGFR2, insulin-like growth factor 1 receptor (IGF-1R), c-Src, KIT, and 
PDGFRβ (IC50s = >10,000 nM for all). Epertinib inhibits EGFR and HER2 autophosphorylation in NCI N87 
gastric carcinoma cells (IC50s = 4.5 and 1.6 nM, respectively). It selectively inhibits the growth of NCI N87, 
BT474 breast, and HT115 colon carcinoma cancer cell lines (IC50s = 8.3, 9.9, and 53.3 nM, respectively) over 
fR2 breast epithelial cells and MRC-5 fibroblasts (IC50s = 5,366.7 and 4,964.6 nM, respectively). Epertinib 
(12.5 or 50 mg/kg per day) decreases tumor volume in an NCI N87 mouse xenograft model.
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