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Osilodrostat

National Cancer Institute

Source
National Cancer Institute. Osilodrostat. NCI Thesaurus. Code C137535.

An orally bioavailable inhibitor of both steroid 11beta-hydroxylase (cytochrome P450
(CYP) 11B1) and aldosterone synthase (CYP11B2; steroid 18-hydroxylase), with potential
anti-adrenal activity and ability to treat Cushing disease (CD). Upon administration,
osilodrostat binds to and inhibits the activity of CYP11B1, the enzyme that catalyzes the
final step of cortisol synthesis from the precursor 11-deoxycortisol, and CYP11B2, the
enzyme that catalyzes aldosterone synthesis from corticosterone and 11-
deoxycorticosterone in the adrenal gland. T he inhibition of CYP11B1 prevents the
production of excess cortisol, thereby decreasing and normalizing the levels of cortisol.
CD is most often caused by an adrenocorticotropic hormone (ACT H)-secreting pituitary

tumor.
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