Emend”
Aprepitant USP

Description

Aprepitant (Emend®) is an antiemetic drug that
belongs to a class of drugs called Substance P
antagonists (SPA). It mediates its effect by blocking
the Neurokinin 1 (NKj) receptor.

Mode of action

Substance P/NKj receptor appears the final common
pathway to regulate vomiting in medulla (the vomiting
center in the brain). Aprepitant crosses the blood brain
barrier and occupies brain NK; receptors. Aprepitant
augments the antiemetic activity of the 5-HTs-receptor
antagonist Ondansetron and Corticosteroid; inhibits
both the acute and delayed phases of Chemotherapy
induced nausea and vomiting and Post-operative
nausea and vomiting.

Pharmacokinetics

The mean absolute oral bioavailability of Aprepitant is
approximately 60 to 65%. Aprepitant is greater than
95% bound to plasma proteins. The mean apparent
volume of distribution at steady state is approximately
70 L in humans. Aprepitant is metabolized primarily by
CYP3A4 with minor metabolism by CYP1A2 and
CYP2C19. Aprepitant is eliminated primarily by
metabolism; Aprepitant is not renally excreted. It is not
known whether this drug is excreted in human milk.

Composition

Emend® 40 mg Capsule: Each Capsule Contains
Aprepitant USP 40 mg.

Emend® 125 mg Capsule: Each Capsule Contains
Aprepitant USP 125 mg.

Indications

1. Prevention of Postoperative Nausea and Vomiting.

2. Prevention of Chemotherapy Induced Nausea and
Vomiting.

3. Cyclic Vomiting Syndrome.

Dosage & administration

01. Prevention of Postoperative Nausea and
Vomiting:

The recommended oral dosage is 40 mg Cap. within 3
hours prior to induction of anesthesia.

02. Prevention of Chemotherapy Induced Nausea
and Vomiting:

Aprepitant is given for 3 days as part of a regimen that
includes a Corticosteroid and a 5-HT3 antagonist. The
recommended dose of Aprepitant is 125 mg orally 1
hour prior to Chemotherapy treatment (Day 1) and 80
mg orally once daily in the morning on Days 2 and 3.
03. Prevention of Chemotherapy Induced Nausea
and Vomiting in children:

12-17 years of age:

1st day: Aprepitant 125 mg plus Ondensetron.

2nd & 3rd day: Aprepitant 80 mg plus Ondensetron

6 months to <12 years of age:

1st day: 3.0 mg/kg up to 125 mg plus Ondensetron.
2nd & 3rd day: 2.0 mg/kg up to 80 mg plus
Ondensetron.

04. Cyclic Vomiting Syndrome:

Prophylactic schedule for cyclic vomiting syndrome:
<40 kg: 40 mg

>40<60 kg: 80 mg

>60 kg: 125 mg

Twice/week.

Acute schedule for cyclic vomiting syndrome:

>20 kg: 125 mg at day 1 followed by 80 mg at day 2
and 3.

<20 kg: 80 mg for 3 consecutive days.

<15 kg: 80 mg at day 1, 40 mg at day 2 and 3.

Contraindications

Aprepitant is a weak-to-moderate (dose-dependent)
Cytochrome P450 isoenzyme 3A4 (CYP3A4) inhibitor.
Aprepitant should not be used concurrently with
Pimozide, Terfenadine, Astemizole, or Cisapride.
Dose-dependent inhibition of CYP3A4 by Aprepitant
could result in elevated plasma concentrations of
these drugs.

Side effects
Constipation, diarrhea, dyspepsia & heartburn.

Use in pregnancy & lactation

USFDA Pregnancy Category B (No evidence of risk in
humans). It is not known if Aprepitant passes into milk
and if it can harm baby.

Precautions

01.Co administration of Aprepitant with Warfarin (a
CYP2C9 substrate) may result in a clinically significant
decrease in International Normalized Ratio (INR) of
prothrombin time.

02.The efficacy of hormonal contraceptives during and
for 28 days following the last dose of Aprepitant may
be reduced.

03.Aprepitant is a dose-dependent inhibitor of
CYP3A4, and should be used with caution in patients
receiving concomitant medications that are primarily
metabolized through CYP3A4.

04.Caution should be exercised when administered in
patients with severe hepatic impairment.

Drug interactions

Aprepitant is a substrate for CYP3A4; therefore,
coadministration of Aprepitant with drugs that inhibit or
induce CYP3A4 activity may result in increased or
reduced plasma concentrations of Aprepitant. It is an
inducer of CYP2C9; therefore, coadministration of
Aprepitant with drugs that are metabolized by CYP2C9
(e.g., Warfarin, Tolbutamide), may result in lower
plasma concentrations of these drugs.)

Over dosage

No specific information is available on the treatment of
over dosage. Drowsiness and headache were reported
in one patient who ingested 1440 mg of Aprepitant. In
the event of overdose, Aprepitant should be
discontinued and general supportive treatment and
monitoring should be provided. Because of the
antiemetic activity of Aprepitant, drug-induced emesis
may not be effective.

Storage
Store in a cool (Below 25°C temperature) and dry
place protected from light.

Packaging

Emend® 40 mg Capsule: Each carton contains 10X1
capsules in blister pack.

Emend® 125 mg Capsule: Each carton contains
1X1 capsule in blister pack.

Manufactured by
Opsonin Pharma Limited
Opsonin Pharma Rupatali, Barishal, Bangladesh.
ldeas for healthcare ® Registered Trade Mark.
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