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LEVOCETIRIZINE DIHYDROCHLORIDE

SETIMED
TRADE NAME: Setimed (levocetirizine Dihydrochloride Tablets 5 mg)
INTERNATIONAL NONPROPRIETARY NAME: Levocetirizine.
PRODUCT DESCRIPTION: Film coated tablets
White, circular, slightly biconvex, film coated tablets, plain on both sides.
COMPOSITION: Each film-coated tablet contains:
Levocetirizine Dihydrochloride 5 mg
PHARMACOTHERAPEUTIC GROUP: Antihistamine.
ATC CODE: R06AE09.
PHARMACODYNAMICS/ PHARMACOKINETICS:
Pllarmacodynamic Properties:
Mechanism of action: Levocetirizine, the (R) enantiomer of cetirizine, is a potent and selective antagonist of peripheral H1
-receptors.
Levocetirizine has high affinity for human H1-receptors (Ki = 3.2 nmol/l). Levocetirizine has an affinity 2-fold higher than
that of cetirizine (Ki = 6.3 nmol/I). Levocetirizine dissociates from H1-receptors with a half-life of 115 ± 38 min. After single
administration, levocetirizine shows a receptor occupancy of 90% at 4 hours and 57% at 24 hours.
Pharmacodynamic effects: Levocetirizine inhibits eotaxin-induced eosinophil transendothelial migration through both
dermal and lung cells. A pharmacodynamic showed three main inhibitory effects of levocetirizine 5 mg: inhibition of
VCAM-1 release, modulation of vascular permeability and a decrease in eosinophil recruitment.
Pharmacokinetic Properties:
Absorption: Levocetirizine is rapidly and extensively absorbed following oral administration. Peak plasma concentrations
are achieved 0.9 h after dosing. Steady state is achieved after two days. Peak concentrations are typically 270 ng/ml and
308 ng/ml following a single and a repeated 5 mg o.d. dose, respectively. The extent of absorption is dose-independent
and is not altered by food, but the peale concentration is reduced and delayed.
Distribution: Levocetirizine is 90% bound to plasma proteins. The distribution of levocetirizine is restrictive, as the volume
of distribution is 0.4 l/kg.
Biotransformation: The extent of metabolism of Levocetirizine in humans is less than 14% of the dose and therefore
differences resulting from genetic polymorphism or concomitant intake of enzyme inhibitors are expected to be negligible.
Levocetirizine had no effect on the activities of CYP isoenzymes 1A2, 2C9, 2C19, 2D6, 2E1 and 3A4 at concentrations
well above peak concentrations achieved following a 5 mg oral dose.
Excretion: The plasma half-life in adults is 7.9±1.9 hours. The half-life is shorter in small
±children. The mean apparent total body clearance in adults is 0.63 ml/min/kg. The major route of excretion
oflevocetirizine and metabolites is via urine, accounting for a mean of 85.4% of the dose. Excretion via faeces accounts for
only 12.9% of the dose. Levocetirizine is excreted both by glomerular filtration and active tubular secretion.
INDICATION:
Levocetirizine indicated in the symptomatic treatment of allergic rhinitis (including persistent allergic rhinitis) and urticaria
in adults and children aged 6 years and above.
CONTRAINDICATIONS:
Levocetirizine is contraindicated
џ Hypersensitivity to the active substance, to Cetirizine, to hydroxyzine, to any other piperazine or to any of the other
excipients,
џ Patients with severe renal impairment at less than 10 ml/min creatinine clearance.
PREGNANCY AND LACTATION:
Pregnancy: The use of levocetirizine may be considered during pregnancy, if necessary.
Breast-feeding: Cetirizine, the racemate of levocetirizine, has been shown to be excreted in human. Therefore, the
excretion of levocetirizine in human milk is likely. Adverse reactions associated with levocetirizine may be observed in
breastfed infants. Therefore, caution should be exercised when prescribing levocetirizine to lactating women.
RECOMMENDED DOSE:
Posology
Adults and adolescents 12 years and above: the daily recommended dose is 5 mg.
Elderly.
For the time being, there is no data to suggest that the dose needs to be reduced in elderly patients provided that the renal
function is normal. Adjustment of the dose is recommended in elderly patients with moderate to severe renal impairment.
Dose Adjustment for Renal and Hepatic Impairment:
No dose adjustment is needed in patients with solely hepatic impairment. In patients with hepatic impairment and renal
impairment, adjustment of the dose is recomended.
Moderate renal impairment (CLCR = 30-50 mL/min): a dose of 2.5 mg once every other day is recommended;
Severe renal impairment (CLCR = 10-30 mL/min): a dose of 2.5 mg twice weekly (administered once every 3-4 days) is
recommended;
Pediatric population
Children aged 6 to 12years: The daily recommended dose is 5 mg.
For children aged 2 to 6 years no adjusted dosage is possible. It is recommended to use a pediatric formulation of
Levocetirizine.

MODE OF ADMINISTRATION:
Oral Administration
Swallowed whole tablet with liquid and may be taken with or without food. It is recommended to take the daily dose in one
single intake.
UNDESIRABLE EFFECTS:
The frequency of undesirable effects has been defined as: very common (≥1/10); common (≥1/100 to <1/10); uncommon
(≥1/1,000 to ≤1/100); rare (≥1/10,000 to ≤1/1,000); very rare (≤1/10,000); not known (cannot be estimated from the
available data).
Nervous system disorders: Common - headache, drowsiness, fatigue and weakness.
Cardio-vascular system: Rare - tachycardia.
Eye disorders: Veru rare - blurred vision.
Hepatobiliary disorders: Rare - hepatitis.
Immune system disorders: Rare - hypersensitivity. Very rare - anaphylactic shock.
Respiratory disorders: Common - Pharyngitis, Rhinitis.
Gastrointestinal disorders: Common - dry mouth, nausea. Uncommon - Diarrhoea.
Skin and subcutaneous tissue disorders: Uncommon - Pruritus, Rash. Rare - Urticaria. Very rare - Angioneurotic
oedema, Fixed drug eruption.
General disorders and administration site conditions: Common - Fatigue. Uncommon - Asthenia, Malaise. Rare Oedema.
Investigations: Rare - Weight increased.
OVERDOSE AND TREATMENT:
Symptoms: Symptoms of overdose may include drowsiness in adults and initially agitation and restlessness, followed by
drowsiness in children.
Treatment: There is no known specific antidote to levocetirizine.
Should overdose occur, symptomatic or supportive treatment is recommended. Gastric lavage should be considered
following ingestion of a short occurrence. Levocetirizine is not effectively removed by haemodialysis.
INTERACTIONS WITH OTHER MEDICAMENTS:
Racemate compound cetirizine demonstrated that there were no clinically relevant adverse interactions (with antipyrine,
azithromycin, cimetidine, diazepam, erythromycin, glipizide, ketoconazole and pseudoephedrine). A small decrease in
the clearance of cetirizine (16%) was observed in a multiple dose study with theophylline (400 mg once a day); while the
disposition of theophylline was not altered by concomitant cetirizine administration.
In a multiple dose of ritonavir (600 mg twice daily) and cetirizine (10 mg daily), the extent of exposure to cetirizine was
increased by about 40% while the disposition of ritonavir was slightly altered (-11%) further to concomitant cetirizine
administration.
The extent of absorption of levocetirizine is not reduced with food, although the rate of absorption is decreased.
In sensitive patients, the concurrent administration of cetirizine or levocetirizine and alcohol or other CNS depressants
may cause additional reductions in alertness and impairment of performance.
WARNINGS AND PRECAUTIONS:
Paediatric Population: The use of the tablet formulation is not recommended in children aged less than 6 years since this
formulation does not allow for appropriate dose adaptation. It is recommended to use a paediatric formulation of
levocetirizine.
Precaution is recommended with concurrent intake of alcohol.
Caution should be taken in patients with predisposing factors of urinary retention (e.g. spinal cord lesion, prostatic
hyperplasia) as Levocetirizine may increase the risk of urinary retention.
Caution in epileptic patients and patients at risk of convulsions is recommended.
Response to allergy skin tests are inhibited by antihistamines and a wash-out period (of 3 days) is required before
performing them.
Pruritus may occur when levocetirizine is stopped even if those symptoms were not present before treatment initiation.
The symptoms may resolve spontaneously. In some cases, the symptoms may be intense and may require treatment to
be restarted. The symptoms should resolve when the treatment is restarted.
Excipients: It contains lactose, patients with rare hereditary problems of galactose intolerance, the Lapp lactase
deficiency or glucose-galactose malabsorption should not take this medicine. It also contains propyl hydro benzoate and
methyl hydro benzoate, May cause allergic reaction (possibly delayed).
DOSAGE FORMS AND PACKAGING AVAILABLE :
Dosage Form: Film coated tablets.
Packaging: 3 x 10 Tablets in Alu-PVC Blister Pack.
STORAGE CONDITION:
Store at temperatures not exceeding 30°C. Protect from light and moisture.
Warning: KEEP OUT OF REACH OF CHILDREN.
ADR reporting statement: For suspected adverse drug reaction, report to FDA: www.fda.gov.ph.
Seek medical attention immediately at the first sign of any adverse drug reaction appear.
CAUTION
Foods, Drugs, Devices and Cosmetics Act prohibits dispensing without prescription.
Imported and Distributed by:
SPEY PHILIPPINES INC.
Unit 2305 Medical Plaza Ortigas,
25 San Miguel Ave., Brgy. San Antonio,
Ortigas Center, Pasig City
Manufactured by:
ZIM LABORATORIES LTD.
Building No.1, First Floor,
B21/22 MIDC Area,
Kalmeshwar, Dist. Nagpur,
441 501, India

