
 
Astemizole 
 
Product Number  A  6424 
Store at Room Temperature 
 
 
Product Description 
Molecular Formula:  C28H31FN4O 
Molecular Weight:  458.6 
CAS Number:  68844-77-9 
Synonym:  1-(4-fluorobenzyl) 
-2-(1-[4-methoxyphenethyl]piperidin-4-
yl)aminobenzimidazole, 1-[(4-fluorophenyl)methyl] 
-N-[1-[2-(4-methoxyphenyl)ethyl]-4-piperidinyl] 
-1H-benzimidazol-2-amine1 
 
Astemizole, a benzimidazole derivative, is a histamine 
H1 receptor antagonist that is used in cell signaling 
and signal transduction research.1  Several reports 
have described the use of astemizole to block ion 
channels.  The action of histamine on cells transfected 
with the KCNQ2 and KCNQ3 K+ subunits is inhibited 
upon addition of astemizole.2  Astemizole has been 
shown to inhibit the S631C mutation of the human 
ether-à-go-go-related gene (HERG) channel 
(HERGS631C) in its reduced state, in Xenopus 
oocytes.3 
 
A comparison of astemizole with other histamine  
H1-receptor antagonists in guinea pig ventricular 
myocytes with respect to their effects on cardiac 
electrophysiology has been reported.4  The effects of 
astemizole on calcium flux and on FcεRI receptor-
mediated signal transduction processes in rat 
basophilic leukemia (RBL-2H3) cells have been 
investigated.5,6   
 
An HPLC method for the analysis of astemizole and its 
demethylated metabolite in animal plasma and tissues 
has been reported.7  A TLC method for analysis of free 
and plasma-bound astemizole has been described.8 
 

Precautions and Disclaimer 
For Laboratory Use Only.  Not for drug, household or 
other uses. 
 
Preparation Instructions 
This product is soluble in chloroform (100 mg/ml), with 
heat as needed, yielding a clear to hazy, faint yellow 
solution. 
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Sigma brand products are sold through Sigma-Aldrich, Inc.
Sigma-Aldrich, Inc. warrants that its products conform to the information contained in this and other Sigma-Aldrich publications.  Purchaser
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