CHAPTER 11

REVIEW OF RANITIDINE

Ranitidine, a new h

amine Hz-receptor antagonist,
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salt. It occurs as a white
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168 mg of ranitidine
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equivalent to 150

Solubil # (4 4 \Ranitidine hydrochloride
| " \ tolubilities of 660
in water, 190 mg/ml
‘n‘methanol, 13.1 mg/ml in
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gf‘ 8.21 and 2.26

ﬁﬁmwﬂmwm icB
H-a,,te?;ﬁ;fl‘éiﬁfl‘ztﬁ’zﬂﬂ JFp 03813 B

gastric acid, reducing both the volume and the acid, and
pepsin content of the secretion. Furthermore, it may protect
the gastric mucosa from bleeding and the irritant effects
caused by 'certain drugs. (eg., aspirin, nonsteroidal

anti-inflammatory agents)
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Ranitidine, unlike cimitidine, has no antiandrogenic

effects and does not alter hepatic metabolism of drugs.
3. Therapeutic Indications (15)
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Ranitidine 1is used the short-term treatment of

proven gastric ulcer a lcer. Maintenance therapy

with ranitidine has cing ulcer recurrence.

Moreover, the the +treatment of

pathologic

GI hy . (e,g. Zollingenr-

Ellison syndrom ten f_‘:ﬂf_ OC sis, postoperative
hypersecretion)
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Absorption

Ranitidiy from GI tract

Mi&‘
following oral ﬁ ﬁlso-mg oral dose,

mean peak plasma foncentrations are about 400 ng/ml ‘and

occur w:thiﬂ uﬁ%‘%wlﬁwqﬁi‘% &li 411

reported thatﬁh mean value following 150 mg ranitidine e
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peak plasma concentration of the drug are not affected by food

or by the concurrent administration of antacid (8, 16, 19).
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Bioavailability
The absolute bicavailability of orally ranitidine
has been reporped t+o be about 50% and increased in patients
with chronic liver disease (15). Smith et al. (19) found
that the estimated syste ility ofbranitidine after
150 mg orally in norm . patients were 58 + 11 %
and 70 + 7 %, respec
& Distribution @
Ranitidine ‘throughout the body,
Plasma protein determined by an
equilibrium dialys ‘om 10-19 % in several
studies (20, 21). e of distribution of
ranitidine is repor L/kg B 12, 13, 15
22)., The drug pene 85 Very pooriy inte the cerebrospinal
I ; :
fluid but is concfmt $35).
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N-oxide and there are smaller quantities of  S-oxide and
" desmethyl ranitidine (15). It has been found that ranitidine

does not inhibit +he microsomal drug oxidative function




(8, 15, 23, 24 . kanitidine is excreted via the kidneys
mainly as the free drug and in minor amounts as metabolites.
The 24-hour urinary recovery of free ranitidine and its
metabolites is about 40% with orally administered drug.. The

remainder is eliminated in feces, apparently via biliary

,ﬁ ce is reported to be

>.¢). ' imination half-life of
J‘

: ranitidine is 1.6 +to

2.1 . hours (13, 28 y s ge) ally slightly 1longer

after oral administie f -4 Y% ‘SMHH

lonship between plasma

excretion £15)s
approximately 600 ml

intravenously admin

Recent

vconcentration and seretion indicate that

a rdnitidine conc d 160 ng/ml1 is réquired
for 50% inhibition o -2s ;‘ ‘”j stimulated secretion over

a 2-hour period (15), -
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s, particularly in compaﬁison with cimetidine.
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6. Dosage (15, 25)

The usual oral aault dose of ranitidine is 150 mg
twice daily in the treatment of duodenal or benign gastric

ulcer. Treatment should be continued until the wulcer has

t is not possible, for 4

,___J‘y high gastric acid
ome the starting dose is

o

healed, or if endoscopic
- o - weeks. In p
secretion or Zollin

» Na be increased, as

R

necessary, to ; range 6 to 900 m¢g pér day.

160 mg three +ti

Ranitidine 150 mg ; fs=u 1 es n&intehance treatment
to prevent ulcer regln "J§; A X\\ '

Ranitidine given .where oral

& -

treatment is inappro riste. . adult IM or IV dosage

is 50 mg every 6f8

i:::::::::fff”_?”’““"\‘

Dosage sﬁ!}l- : gErients with impeired

renal function.
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