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Introduction

Desloratadine (trade name in Australia Aerius) is a second generation long acting, non
(or less) sedating antihistamine.

Desloratadine is the primary active metabolite of loratadine and the two drugs are
similar in safety and effectiveness.

The second generation histamine H:-receptor antagonists do not appreciably cross the
blood brain barrier when given in normal therapeutic doses.

These drugs therefore do not produce significant sedation and are known as the less-
sedating antihistamines.

In addition they possess only minimal, if any, anticholinergic activity (dry mouth, blurred
vision, constipation and urinary retention).

They are well tolerated with minimal side effects.
See also separate document on:
° Non-sedating Antihistamine Overdose (in Toxicology folder).
Classification
Antihistamines can be classified as follows:
1. Histamine H1 receptor antagonists:
First generation sedating antihistamines:

These agents are moderately to heavily sedating and posses some mild
anticholinergic effects:

They include:
° Azatadine
° Chlorpheniramine

° Dexchlorpheniramine



° Cyclizine
° Cyproheptadine
° Pheniramine

° Diphenhydramine

° Doxylamine
° Promethazine
° Trimeprazine

Second generation non-sedating antihistamines:

These histamine Hi-receptor antagonists do not cross the blood - brain barrier
appreciably when given in normal therapeutic doses.

They do not produce significant sedation and so have become known as the non
(or less) sedating antihistamines.

In addition they possess only minimal, if any, anticholinergic activity (dry mouth,
blurred vision, constipation and urinary retention).

They include:

° Loratadine

° Desloratadine
° Cetirizine

° Fexofenadine
° Levocetirizine

Histamine H2 receptor antagonists:
These include

° Cimetidine

° Ranitidine

° Famotidine



° Nizatidine
Preparation
Desloratadine as:
Tablets:
° 5mg
Oral liquid:
° 0.5 mg/mL, 60 mL, 100 mL

Mechanism of Action

Desloratadine is a potent, long acting antihistamine with relative selectivity for peripheral
Hi-receptors.

It reduces the effects of histamine by binding to the Hi receptor and stabilising it in an
inactive form.

Pharmacodynamics

Desloratadine is a potent, selective peripheral Hi-receptor antagonist.
At the recommended adult dose of 5 mg daily, there is no sedation.

Pharmacokinetics

Absorption:

° Desloratadine is well absorbed orally.

Distribution:

° Desloratadine is moderately bound to plasma proteins at around 85 %.
° Desloratadine does not readily penetrate the CNS.

Metabolism and excretion:

° The terminal phase half-life is approximately 27 hours.

° Approximately 8% of subjects are slow metabolizers of desloratadine and have
substantially higher plasma concentrations and a longer half-life. The slow
metabolizer occurrence rate may vary according to ethnic background. To date
this appears not to be clinically important.



Indications
These include:
1. Allergic reactions:

° Note that antihistamines are effective in relieving symptoms that are due
to histamine release (e.g. in urticaria), however, there is limited evidence
for their efficacy in allergic type symptoms due to other causes (where
sedating antihistamines appear to reduce itch simply by causing sedation).

2. Allergic rhinitis

3. Chronic urticaria

Contraindications/ Precautions

These include:

1. Known hypersensitivity to Desloratadine (rare).
2. Severe hepatic impairment
° Initially, give usual doses on alternate days.
3. Elderly:
° In the elderly there is an increased risk of some sedation and

anticholinergic effects (but desloratadine is still preferred to the older
sedating antihistamines). Monitor carefully.

Pregnancy

Desloratadine is a B1 drug with respect to pregnancy.

Category B1 drugs are those drugs which have been taken by only a limited number of
pregnant women and women of childbearing age, without an increase in the frequency of
malformation or other direct or indirect harmful effects on the human fetus having been
observed. Studies in animals have not shown evidence of an increased occurrence of fetal
damage.

Breastfeeding

Desloratadine is compatible in breast feeding



Adverse Effects

When used in therapeutic doses desloratadine is well tolerated
Adverse effects can include:
1. Drowsiness (minimal with desloratadine)

2. Anticholinergic effects (minimal with desloratadine)

° Desloratadine 5 mg once daily in the morning.
Children:

° Child 6 - 11 months: 1 mg

° Child 1 - 5 years: 1.25 mg

° Child 6 - 11 years: 2.5 mg orally,
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