LIPROCT® SUPPOSITORY

Ingredient(s):

Each suppository contains:

LidOCaine ..o
Hydrocortisone acetate
ZINC OXIA@ ..

Pharmacology (Summary of Pharmacodynamic and
Pharmacokinetic):

Lidocaine is a local anaesthetic of the amide type. It causes a
reversible blockade of impulse propagation along nerve fibres by
preventing the inward movement of sodium ions through the nerve
membrane.

Hydrocortisone acetate belongs to the mild group of corticosteroids
and is effective because of its anti-inflammatory and anti-pruritic
action.

Zinc oxide is added as astringent agents.

Lidocaine is well-absorbed from the gastrointestinal tract, but little
intact drug appears in the circulation because of biotransformation in
the liver. Normally about 65% of the lidocaine is bound to plasma
proteins. Lidocaine crosses the blood-brain and placental barriers,
presumably by passive diffusion. The main elimination pathway of
lidocaine is by liver metabolism. The primary route of lidocaine in
human is dealkylation to form monoethylglycine-xylidine (MEGX) and
glycinexylidide (GX). Both of these metabolites may contribute to the
therapeutic and toxic effects of lidocaine. Since GX has a longer
half-life than lidocaine, accumulation may occur during long-term
administration. Further metabolism occurs and metabolites are
excreted in the urine with less than 10% of unchanged lidocaine.
Renal impairment does not affect the clearance of lidocaine but
accumulation of its active metabolites can occur and may lead to
toxicity.

Less than 50% of hydrocortisone is absorbed following rectal
application. When administered by topical application, particularly
under an occlusive dressing or when the skin is broken, sufficient
corticosteroid may be absorbed to give systemic effects.
Corticosteroids in the circulation are extensively bound to plasma
proteins, mainly to globulin and less to albumin. Only unbound
hydrocortisone has pharmacological effects or is metabolized.
Corticosteroids are metabolized mainly in the liver but also in the
kidney, and are excreted in the urine.

Indication(s):

For the treatment of pain, itching and discomfort arising from irritated
anorectal tissues e.g. haemorrhoids, pruritus ani, proctitis, milder
forms of anal fissures, postoperative pain relief.

Dosage and Administration:

Insert one suppository morning and night and after each defecation.
If defecation is painful, apply a few minutes before. The suppository
is inserted just inside the anus.

A daily dose of 5 suppositories is well within safety limits. The
duration of treatment may vary between ten days and three weeks. If
the treatment is prolonged, a free interval can be recommended,
especially if it is suspected that irritation due to lidocaine or
hydrocortisone has occurred. If the local irritation disappears after
the cessation of treatment, the possibility of sensitivity to lidocaine or
hydrocortisone can be investigated, for example, by a patch test.

Contraindication(s):

Known hypersensitivity to local anaesthetics of the amide type or to
other components of the product. Liproct should not be used in
patients with untreated infections of bacterial, viral, pathogenic
fungal or parasitic origin.

Side Effect(s) / Adverse Reaction(s):

Contact sensitivity to lidocaine has been reported after perianal use.
Contact sensitivity may also occur after the use of topical
hydrocortisone. In extremely rare cases amide-type local anaesthetic
preparations have been associated with allergic reactions (in the
most severe instances anaphylactic shock).



Precaution(s) / Warning(s):

1. Excessive dosage of lidocaine or short intervals between doses,
may result in high plasma levels of lidocaine and serious adverse
effects. Patients should be instructed to strictly adhere to
recommended dosage.

2. The possibility of malignancy should be excluded before use.

3. If irritation or rectal bleeding develops, treatment should be
discontinued and appropriate therapy instituted.

4. Systemic absorption of lidocaine may occur from the rectum, and
large doses may result in CNS side-effects. On rare occasions
convulsions have occurred in children.

5. Prolonged and excessive use of hydrocortisone may produce
systemic corticosteroid effects or local effects such as skin
atrophy. With the recommended dosage systemic effects of
hydrocortisone are unlikely.

Interaction with Other Medicaments:

Lidocaine should be used with caution in patients receiving
antiarrhythmic drugs, since the toxic effects are additive.

With large doses of lidocaine, consideration should be given to the risk
of additional systemic toxicity in patients receiving other local
anaesthetics or agents structurally related to local anaesthetics.

Pregnancy and Lactation:

It is reasonable to assume that a large number of pregnant women and
women of child-bearing age have been given lidocaine and
hydrocortisone. No specific disturbances to the reproductive process
have so far been reported, e.g. no increased incidence of
malformations.

Lidocaine and hydrocortisone acetate are excreted into breast milk but
in such small quantities that adverse effects on the child are unlikely
at therapeutic doses.

Symptoms and Treatment for Overdosage, and Antidote(s):
Lidocaine can cause acute toxic effects if high systemic levels occur
due to rapid absorption or overdosage. With the recommended doses,
toxic effects have not been reported. However, should systemic
toxicity occur, the signs are anticipated to be similar in nature to those
following the administration of local anaesthetics by other routes.
Local anaesthetic toxicity is manifested by symptoms of nervous
system excitation and, in severe cases, central nervous and
cardiovascular depression.

Severe neurological symptoms (convulsions, CNS depression) must
be treated symptomatically by respiratory support and the
administration of anticonvulsive drugs.

Shelf-Life:
2 years from the date of manufacture.

Storage Condition(s):
Store at temperature below 25°C. Protect from light and moisture.

Product Description and Packing(s):
White to off-white spindle suppositories.
Case of 10’s x 1, 10’'s x 2 and 10’s x 10.
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