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Vofopitant 
Item No. 42029

CAS Registry No.:	 168266-90-8
Formal Name:	 N-[[2S-methoxy-5-[5-(trifluoromethyl)-1H-tetrazol-1-

yl]phenyl]methyl]-2-phenyl-3S-piperidinamine
Synonym:	 GR 205171
MF:	 C21H23F3N6O
FW:	 432.4
Purity:	 ≥95%
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                                                                                                                                                                                                                                                                                           

Vofopitant is supplied as a solid. A stock solution may be made by dissolving the vofopitant in the solvent 
of choice, which should be purged with an inert gas. Vofopitant is sparingly soluble (1-10 mg/ml) in DMSO 
and slightly soluble (0.1-1 mg/ml) in acetonitrile.

Description                                                                                                                                                                                                                                                                  

Vofopitant is a neurokinin-1 (NK1) receptor antagonist (Ki = 0.03 nM for the human receptor).1 It is  
selective for NK1 over NK2 and NK3 receptors (IC50s = >10,000 nM for both), the serotonin (5-HT) receptor 
subtypes 5-HT1A, 5-HT1D, and 5-HT2A (Kis = 501, 251, and 316 nM, respectively), and histamine H1 
and H2 receptors (Kis = 316 and 251 nM, respectively). It inhibits systemic vascular leakage induced by 
resiniferatoxin in guinea pigs (ID50 = 0.007 mg/kg).2 Vofopitant (0.1 mg/kg) inhibits retching and vomiting 
induced by various emetogens in ferrets.1 It increases the number of entries into the open arms of  
the elevated plus maze in gerbils when administered at doses ranging from 0.3 to 5 mg/kg and  
increases the percentage of time spent in the open arms at 5 mg/kg, indicating anxiolytic-like activity.3 
Vofopitant potentiates the reduction in immobility time induced by citalopram (Item No. 14572) in the  
forced swim test in mice when administered at a dose of 40 mg/kg but inhibits the reduction in social 
interaction induced by citalopram in rats and gerbils at 0.63 and 10 mg/kg, indicating potentiation and 
inhibition of citalopram-induced antidepressant-like and anxiety-like behaviors, respectively.4
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