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  Medicine: Keep out of reach of children

COMPOSITION
Apemilast® Tablet 10 mg: Each film coated tablet contains Apremilast 
INN 10 mg.
Apemilast® Tablet 20 mg: Each film coated tablet contains Apremilast 
INN 20 mg.
Apemilast® Tablet 30 mg: Each film coated tablet contains Apremilast 
INN 30 mg.

PHARMACOLOGY
Apremilast is a small molecule inhibitor of PDE4, an enzyme that breaks 
down cyclic adenosine monophosphate (cAMP). In inflammatory cells, 
PDE4 is the dominant enzyme responsible for this reaction. The resulting 
increase in cAMP levels down-regulates expression of a number of 
pro-inflammatory factors like tumor necrosis factor alpha (TNFα), 
interleukin 17, interleukin 23, and many others, and up-regulates the 
anti-inflammatory interleukin 10. The specific mechanism(s) by which 
Apremilast exerts its therapeutic action in psoriatic arthritis patients and 
psoriasis patients is not well defined.

PHARMACOKINETICS
Absorption: Apremilast when taken orally is absorbed with an absolute 
bioavailability of ~73%, with peak plasma concentrations (Cmax) occurring 
at a median time (Tmax) of ~2.5 hours. Co-administration with food does 
not alter the extent of absorption of Apremilast.

Distribution: Human plasma protein binding of Apremilast is 
approximately 68%. Mean apparent volume of distribution (Vd) is 87 L. 

Metabolism: Following oral administration in humans, Apremilast is a 
major circulating component (45%) followed by inactive metabolite M12 
(39%), a glucuronide conjugate of O-demethylated Apremilast. It is 
extensively metabolized in humans with up to 23 metabolites identified in 
plasma, urine and feces. Apremilast is metabolized by both cytochrome 
(CYP) oxidative metabolism with subsequent glucuronidation and non-CYP 
mediated hydrolysis. In vitro, CYP metabolism of Apremilast is primarily 
mediated by CYP3A4, with minor contributions from CYP1A2 and CYP2A6. 

Elimination: The plasma clearance of Apremilast is about 10 L/hr in 
healthy subjects, with a terminal elimination half-life of approximately 6-9 
hours. Following oral administration of radio-labeled Apremilast, about 58% 
and 39% of the radioactivity is recovered in urine and feces, respectively, 
with about 3% and 7% of the radioactive dose recovered as Apremilast in 
urine and feces, respectively.

INDICATIONS
Apremilast, an inhibitor of phosphodiesterase 4 (PDE4), is indicated for the 
treatment of: 
• Adult patients with active psoriatic arthritis
 • Patients with moderate to severe plaque psoriasis who are candidates for 
phototherapy or systemic therapy.

DOSAGE AND ADMINISTRATION
To reduce risk of gastrointestinal symptoms, titrate to recommended dose 
of 30 mg twice daily according to the following schedule:
Day 1: 10 mg in morning, 
Day 2: 10 mg in morning and 10 mg in evening, 
Day 3: 10 mg in morning and 20 mg in evening,
Day 4: 20 mg in morning and 20 mg in evening,
Day 5: 20 mg in morning and 30 mg in evening, 
Day 6 and thereafter: 30 mg twice daily.

Dosage in Severe Renal Impairment: Recommended dose is 30 mg once 
daily. For initial dosage titration, titrate using only morning schedule and 
skip afternoon doses.

CONTRAINDICATIONS
Known hypersensitivity to Apremilast or any excipients in formulation. 

WARNINGS AND PRECAUTIONS
 Diarrhea, Nausea, and Vomiting: Consider Apremilast dose reduction or 
suspension if patients develop severe diarrhea, nausea, or vomiting.

 Depression: Advise patients, their caregivers, and families to be alert for 
the emergence or worsening of depression, suicidal thoughts or other 
mood changes and if such changes occur to contact their healthcare 
provider. Carefully weigh risks and benefits of treatment with Apremilast in 
patients with a history of depression and/or suicidal thoughts or behavior.
 Weight Decrease: Monitor weight regularly. If unexplained or clinically 
significant weight loss occurs, evaluate weight loss and consider 
discontinuation of Apremilast.

DRUG INTERACTIONS
Use with strong cytochrome P450 enzyme inducers (e.g., rifampin, 
phenobarbital, carbamazepine, phenytoin) is not recommended because 
loss of efficacy may occur.

ADVERSE REACTIONS
Psoriatic Arthritis: The most common adverse reactions (≥5%) are 
diarrhea, nausea, and headache. 
Psoriasis: The most common adverse reactions (≥5%) are diarrhea, 
nausea, upper respiratory tract infection, and headache, including tension 
headache.

USE IN PREGNANCY & LACTATION
Pregnancy: Pregnancy Category C.
Lactation: Not recommended.

STORAGE
Store at temperature not exceeding 30°C in a dry place. Protect from light 
and moisture.

PRESENTATION & PACKAGING
Apemilast® Tablet 10 mg: Each commercial box contains 30 tablets in 
Alu-Alu blister pack. 
Apemilast® Tablet 20 mg: Each commercial box contains 30 tablets in 
Alu-Alu blister pack. 
Apemilast® Tablet 30 mg: Each commercial box contains 30 tablets in 
Alu-Alu blister pack. 
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