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OVERVIEW

Introduction
Lubiprostone is an activator of chloride channels (ClC-2) in the intestine and is used for treatment of chronic 
constipation and irritable bowel syndrome. Lubiprostone has not been linked to serum enzyme elevations 
during treatment or to episodes of clinically apparent liver injury.

Background
Lubiprostone (loo” bi pros’ tone) is a fatty acid metabolite of prostaglandin E1 that activates the chloride channel 
protein 2 in the intestine, which increase fluid secretion into the lumen and thus promote intestinal transport. 
Short term use of lubiprostone increases the number of spontaneous bowel movements and can alleviate 
symptoms of constipation in patients with chronic idiopathic constipation and irritable bowel syndrome. 
Lubiprostone was approved for use in the United States in 2006 for short term therapy of chronic idiopathic 
constipation and indications subsequently expanded to opioid-induced constipation in adults with chronic non-
cancer pain and to management of adult women with irritable bowel syndrome and constipation. Lubiprostone 
is available in capsules of 8 and 24 mcg under the brand name Amitiza. The recommended dose for chronic 
constipation is 24 mcg twice daily and for irritable bowel syndrome with constipation 8 mcg twice daily. 
Systemic absorption is minimal, but may be greater in patients with liver disease. Side effects include nausea, 
diarrhea, abdominal pain and bloating, headache and chest tightness with shortness of breath.

Hepatotoxicity
In clinical trials, lubiprostone therapy was not associated with significant changes in serum enzyme levels or 
episodes of clinically apparent liver injury. Since its approval and marketing, isolated case reports of serum 
aminotransferase elevations have been reported to the sponsor, but there have been no published reports of 
clinically apparent liver injury attributable to lubiprostone. Thus, liver injury from lubiprostone must be 
extremely rare, if it occurs at all.

Likelihood score: E (unlikely cause of clinically apparent liver injury).

Mechanism of Injury
Lubiprostone is largely active on the epithelial cells in the intestinal tract and has minimal absorption. The lack 
of systemic absorption of lubiprostone and the low daily doses used (in micrograms rather than milligrams) 
probably account for its lack of causing liver injury.

Drug Class: Gastrointestinal Agents, Drugs for Constipation, Irritable Bowel Syndrome Agents

https://www.ncbi.nlm.nih.gov/books/n/livertox/GastrointestinalAgen/


PRODUCT INFORMATION

REPRESENTATIVE TRADE NAMES

Lubiprostone – Amitiza®

DRUG CLASS

Gastrointestinal Agents

COMPLETE LABELING

Product labeling at DailyMed, National Library of Medicine, NIH

CHEMICAL FORMULA AND STRUCTURE
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