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Chlorzoxazone

National Cancer Institute

Source

National Cancer Institute. Chlorzoxazone. NCI Thesaurus. Code C28926.

A benzoxazolone derivative with mild sedative and centrally-acting muscle relaxant
activities. Although its exact mechanism of action is unknown, chlorzoxazone (CZ)
appears to act at the spinal cord and subcortical levels of the brain to inhibit multisynaptic
reflex arcs involved in producing and maintaining muscle spasms. T his agent is
extensively hydroxylated by cytochrome P450 2E1 (CYP2E1) to 6-hydroxychlorzoxazone
(HCZ),11,12 which is subsequently glucuronidated and eliminated renally. Highly selective
for CYP2E1, CZ may be used as a selective probe for phenotyping CYP2E1 in humans; the
ratio of HCZ-to-CZ plasma concentrations obtained 2 to 4 hours after oral
administration of CZ may be used as a phenotypic measure of CYP2E1 enzymatic

activity.
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