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Pharmacokinetics:

> Most are lipid soluble, absorbed well from
GIT

> May cross the placental barrier during
pregnancy - may depressed neonatal vital
functions

> Detectable in breast milk - may exert
depressant effects in nursing infant

> Metabolism by hepatic enzymes - renal
function = no significant effect on elimination

Pharmacokinetics:

Benzodiazepines:

-Converted to active metabolites with long
half-lives

--Potential for accumulation
-Lorazepam and oxazepam do not form
active metabolites

-Metabolized mainly by CYP3A4
Barbiturates:

-Extensively metabolized

--Except pentobarbital

---Excreted partly unchanged in urine

Zolpidem: No active metabolites

Drug Interactions:

-Inducers/inhibitors of CYP3A4 interact with
sedative hypnotics

--E.g. rifampicin (inducer), ketoconazole,
cimetidine (inhibitors)

-Barbiturates induce metabolic enzymes

Atypical Sedative-Hypnotics:

Buspirone:

>Partial agonist at 5-HTA receptors
>Selective anxiolytic effects:

-Minimal CNS depressant effects = No
anticonvulsant or muscle relaxation effect
>Minimal tolerance, dependence, and
abuse potential

Ramelteon, Tasimelteon:

> Melatonin receptor agonists

>Minimal rebound or withdrawal symptoms
>Minimal abuse potential
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