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1. General Overview 

https://shorturl.at/vbSuj


 

●​ Brand Names: Ambien, Edluar, Intermezzo, Stilnoct (varies by country) 
●​ Drug Class: Sedative-hypnotic, non-benzodiazepine 
●​ Mechanism of Action: Works primarily as a GABA-A receptor agonist, specifically 

binding to the omega-1 receptor subtype. This enhances the inhibitory effects of 
GABA (gamma-aminobutyric acid), the major inhibitory neurotransmitter in the CNS, 
leading to sedation and sleep induction. 

2. Chemical and Pharmacological Information 

●​ Chemical Name: 
N,N,6-trimethyl-2-(4-methylphenyl)imidazo[1,2-a]pyridine-3-acetamide 

●​ Molecular Formula: C19H21N3O 
●​ Molecular Weight: 307.4 g/mol 
●​ Solubility: Slightly soluble in water, soluble in organic solvents 
●​ Half-Life: Short, approximately 2–3 hours (rapid onset, short duration) 
●​ Bioavailability: 70–80% 
●​ Metabolism: Extensive hepatic metabolism, primarily via CYP3A4 enzyme 
●​ Excretion: Mainly renal (urine) 

 

3. Indications (Uses) 

●​ Primary Use: Short-term management of insomnia, particularly difficulties with sleep 
initiation. 

●​ Other Uses: Sometimes used off-label for: 
○​ Nighttime awakenings 
○​ Sleep disturbances in specific psychiatric disorders 
○​ Jet lag (rarely) 

Note: Zolpidem is usually recommended for short-term use (7–10 days) due 
to tolerance, dependence, and side effects risk. 

 

4. Dosage Forms 

●​ Oral Tablets: 5 mg, 10 mg 
●​ Sublingual Tablets: 1.75 mg, 3.5 mg (for middle-of-the-night use) 
●​ Extended-Release Tablets: 6.25 mg, 12.5 mg (for maintaining sleep) 
●​ Oral Spray (in some regions) 

 

5. Recommended Dosage 

●​ Adults: 
○​ Standard: 5–10 mg at bedtime 



 

○​ Women and elderly: Lower doses (5 mg) recommended due to slower 
metabolism 

●​ Extended-release: 6.25–12.5 mg once nightly, immediately before bedtime 
●​ Administration Tips: 

○​ Take immediately before sleep 
○​ Ensure at least 7–8 hours of sleep time available 
○​ Take on an empty stomach for faster effect 

 

6. Mechanism of Action (Detailed) 

Zolpidem binds selectively to the BZ1 receptor subtype of the GABA-A receptor complex. 
Unlike benzodiazepines (which affect multiple subtypes), zolpidem is more selective for the 
omega-1 site. 

●​ Effect: Promotes sleep by enhancing GABAergic inhibition → hyperpolarization of 
neurons → CNS depression → sedation and sleep induction 

●​ Advantage: Less muscle relaxation or anticonvulsant effect compared to 
benzodiazepines 

 

7. Pharmacokinetics 

●​ Absorption: Rapid, peak plasma levels within ~1–1.5 hours 
●​ Distribution: High protein binding (~92%) 
●​ Metabolism: Liver, mainly by oxidation via CYP3A4 
●​ Elimination Half-Life: 2–3 hours (short, reduces daytime drowsiness) 
●​ Excretion: Mostly in urine (less than 10% unchanged drug) 

 

8. Side Effects 

Common Side Effects: 

●​ Drowsiness, dizziness 
●​ Headache 
●​ Fatigue, daytime sleepiness 
●​ Gastrointestinal upset (nausea, diarrhea) 
●​ Mild memory problems (anterograde amnesia) 

Serious Side Effects (rare): 

●​ Complex sleep behaviors: sleepwalking, sleep-driving, performing tasks while not 
fully awake 

●​ Hallucinations or confusion 
●​ Allergic reactions (rash, swelling, difficulty breathing) 



 

●​ Dependence and withdrawal if used long-term 

Psychological Effects: 

●​ Anxiety, agitation, depression (rare) 
●​ Mood swings 

Special Warning: Elderly patients are at higher risk of falls, confusion, and next-day 
drowsiness. 

 

9. Contraindications 

●​ Hypersensitivity to zolpidem or excipients 
●​ Severe liver impairment 
●​ History of complex sleep behaviors 
●​ Respiratory disorders (e.g., severe sleep apnea) 
●​ Children and pregnant women (unless specifically prescribed) 

 

10. Drug Interactions 

●​ CYP3A4 inhibitors: (e.g., ketoconazole, erythromycin) → increase zolpidem levels 
→ excessive sedation 

●​ CYP3A4 inducers: (e.g., rifampin, phenytoin) → decrease effect 
●​ Alcohol & CNS depressants: Additive sedation, risk of respiratory depression 
●​ Other hypnotics or anxiolytics: Increased risk of CNS depression 

 

11. Special Populations 

●​ Elderly: Use lower doses (5 mg) due to reduced clearance and higher sensitivity 
●​ Pregnancy: Category C — risks vs benefits must be evaluated 
●​ Liver Impairment: Use lower doses; metabolism may be slowed 
●​ Renal Impairment: No major dose adjustment usually needed, but caution advised 

 

12. Dependence & Withdrawal 

●​ Zolpidem can cause physical and psychological dependence with prolonged use 
(>4 weeks) 

●​ Abrupt discontinuation may cause: 
○​ Rebound insomnia 
○​ Anxiety, irritability, tremors 

●​ Recommended: Tapering under medical supervision if used long-term 



 

 

13. Safety Tips 

●​ Only take when able to get 7–8 hours of sleep 
●​ Avoid driving or operating machinery the next morning if experiencing drowsiness 
●​ Report any abnormal behaviors (sleepwalking, hallucinations) immediately 
●​ Avoid combining with alcohol or opioids 

 

14. Storage 

●​ Store in a cool, dry place below 30°C (86°F) 
●​ Keep out of reach of children 
●​ Protect from light and moisture 

 

15. Summary Table 

Property Details 

Drug Class Non-benzodiazepine sedative-hypnotic 

Mechanism GABA-A receptor agonist, selective for omega-1 

Onset 15–30 minutes 

Duration ~6–8 hours (short-acting) 

Metabolism Liver, CYP3A4 

Elimination Urine 

Indication Short-term insomnia (difficulty falling asleep) 

Common Side Effects Drowsiness, dizziness, headache 

Serious Side Effects Complex sleep behaviors, hallucinations, dependence 

Contraindications Hypersensitivity, severe liver impairment, respiratory insufficiency 
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