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Aprocitentan
Item No. 34915

CAS Registry No.:	 1103522-45-7
Formal Name:	 N-[5-(4-bromophenyl)-6-[2-[(5-

bromo-2-pyrimidinyl)oxy]ethoxy]-
4-pyrimidinyl]-sulfamide

Synonym:	 ACT-132577
MF:	 C16H14Br2N6O4S
FW:	 546.2
Purity:	 ≥98%
UV/Vis.:	 λmax: 259 nm
Supplied as:	 A solid
Storage:	 -20°C
Stability:	 ≥2 years
Information represents the product specifications. Batch specific analytical results are provided on each certificate of analysis.

Laboratory Procedures                                                                                                                                                                                                                                                                                           

Aprocitentan is supplied as a solid. A stock solution may be made by dissolving the aprocitentan in the 
solvent of choice, which should be purged with an inert gas. Aprocitentan is soluble in DMSO.

Description                                                                                                                                                                                                                                                                  

Aprocitentan is a dual endothelin type A (ETA) and ETB receptor antagonist and an active metabolite of 
macitentan (Item No. 23304).1 It is formed from macitentan by the cytochrome P450 (CYP) isoform CYP3A4. 
Aprocitentan inhibits increases in intracellular calcium induced by endothelin-1 (ET-1) in primary human 
pulmonary arterial smooth muscle cells (HPASMCs; IC50 = 14 nM), ET-1-induced contractions in isolated 
rat aortic rings (pA2 = 6.7 for ETA), and sarafotoxin S6c-induced contractions of isolated rat tracheal rings  
(pKB = 5.5 for ETB).2 It reduces ET-1-induced increases in the proliferation of isolated human skin fibroblasts 
when used at concentrations of 10 and 100 µM.3 Aprocitentan (10-300 mg/kg) increases plasma ET-1 
concentrations in normotensive rats and decreases mean arterial pressure (MAP) in DOCA-salt hypertensive 
rats.4
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