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Disk: Sheikhupura, Pakistan

pescrirTion: O besi

Trim#ak iz 2 ipass nhioor rc- Ty mansgement that acts
oy inhilbiting the abeonption of detany fats.

CLIMICA L PHA R A COLOGY

of action:
Orlisst iz & reversible nhibior of lpases. ftexets =
therapautic acthity in the umen of the stomach and smal
niestine by forming a cowalent bond with the acthwe serine
residus ste of gastnic and pancrestic ipsses. The inadhaEd
enrymes are thus wunavailable to hydrohee diswrny&tin the
form of tighosnides into abeoroabls free ity 20ds and
monogyTEndes. As undigesied mighyoendes are not sbsorbed,
the resulting lonc defict mayhawe a posithe effed on weight
wonitrol. Sy=tEmic absonption of the drug is therefore not nesded
for adivity At the recommended therapeutc dose of 120 mg
three times 3 day;
Oirlisat inhibts detany fa absorpton by aporosimately 30 .
Phamacokinetics:
Absorption:
Systemic egposune o Odisat is minimal. Fdlowing oral dosing
with 350 mg Orlistat plasma concentratons of InEct dug wee
near the limits of detecton (<5 ng/ml). In therapeutic shudies
rwohing maonitoring of plasma samples, datection of intact
Oirliszt in plasma was sporadic and conEnirations were kow
(=10 g, withowt evidencs of scosmulation and onssEnt
with menimal ab=orpiion.
D stribution:
Orlisat was >39% bound o plasma proteins (ipooroteins and
albumin ar= major
binding proeins). Orlistat mnimally pariitonsd ino
endhrocyies.
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Metzbolizm of Orlistat comurs mainky within the gastrointestng
wall. Two matabolites, M1 (4-memier lzctone h}c:m:,ze-:}
and M3 ML with M-formmd leucine moisty deaned ) socountsd

Jor approzamately 42% of Dl radioadhaty in plasma. ML and
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DESCRIPTION:
TrimZak i= 3 ipsse inhibior for obesty management that aot=
oy mhibiting the steorption of detany fats.

CLIMICA L PHA R A COLOGY

lode of action:

Oriisst i= 5 reversible nhibior of lpases. ftexetsiE
therapautic acthvity in the umen of the stomach and smal
niestine byforming a cowvalent bond with the acthee serine =
residus site of gastic and pancreatic ipases. The inadhass
enrymes are thus unawailable to hydrohee disny &t in the
form of ighycenides into absorbable free Rty a0ds and
monogyoEnies. As undigesiad mighyoEndes are not absorbed,
the resuiting lonc defict mayhawe a posithe effed on weight
onirol. SystEmic absonption of the drug is therefore not nesded
for sty At the recommended therapeutc dose of 120 mg
thres tmes 3 day;

Orlisat inhits detany fat absorpbon by aporosomatehy 30 Y.
Phamacokinetics:

Absomption:

Snystemic egpoeure o Odisat is minimal. Fdlowing oral dosing
with 380 mg Orlistat plasma concentratons of InEct dug wee
rea the limits of detecton (<3 ngfml). |n therapeutic studies
rrvohang maonitoning of plasma sampkes, datection of intact
Owliszt in plasma was sporadic and conEnirations were kow
(=10 mgimi), withowt evidens of sooumulation and @nEsEnt
with menimal ab=orption.

Di=iribution:

Orlisat was >30% bound o plasma proteins (ipooroteins and
albumin are majr

bimding proeins). Orlistat minimalhy partifioned into
endhrocyss.

Metabolism:

Mebolism ofOrlistat conurs maindy within the gastroiniestng
wall. Two metabolites, ML (4-memiber lzctone r h}cm}me-:}
and M3 (ML with M-fornmd keucine moisty desnved) socountsd

for aporocamatshy 42% of ol radioacnaty in plasma, ML and
W3 hares anopen [Hacons ring and sxiremehrwesk lpase
nihioitony oty [ V000 and Z2300-old less than Oristat
respectnely). In wew of this low inhibiony achity and the ow
pls=ma leves at therapautic dose, thess metshaoliEs are
mnsdered pharmacdogically inconsemuental. The primany
metzbolE M1 hasa short half-ife (aporoeomatehy 3 hours)
wheress the sscondarymetabolite M2 disappeared & 5 slower
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DESCRIPTION:
TrimZak iz 5 Ipa== inhioior for obesity mansgament that aos
oy inhiibiting the absonption of detany fats.
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ltode of action:

OrlisEt iz & reversible nhibior of lpases. texets =
therapautic acthityin the wmen of the stomach and smal
niEsting byforming 3 covabent bond with the acthwe serine
resdus ste of gastric and pancrestic ipsses. The inadhaEd
Enzymes are thus unavailable to hydrohee diswny &tin the
form of ighyenidesinto sbsorbable free Rty a0ds and
monogyTEnies. As undigesisn Tighyoendes are not sbsorbed,
the resulting @lonc defict mayhawe a posithe effed on weight
conirol. SystEmic absonption of the drug is therefore not nesded
for adivity At the recommended therapeutc dose of 120 mg
thres tmes 3 day;

Oirlisat inhibts detany fat absorpbon by aporosomately 30 %0,
Phamacokinetics:

Absomption:

Systemic egposuwre o Odisat is minimal. Fdlowing oral dosing
with 350 mg Orlistat plasma concentratons of inEct dug wee
near fhe linits of detecton (<3 ngfml). In therapeutic shudies
rivehang maonitoring of plasma samples, datection of intact
Oirlisst in plasma was sporadic and coneEnirations were ow
(=10 mgiiml), witheout envidence of soosmulation and onsisEnt
with menimal ab=orpton.

D stribution:

Oirliszt was >39% bound o plasma proteins (ipooroteins and
albumn are major

bimding proting. Orlistat minimally pariitonsd into
endhrocyEs.

Metabolizm:

Metmbolizm of Orlistat oomurs maindy within the gastrointestng
wall. Two metabolites, ML {4-member lzctone h}c:ro:,ze:}
and M3 (ML with M-formmd leucine moisty deaned) socountsd

for aporocamatshy 42% of ol radicacsaty inplasma. M1 and
W3 have an open [Hadons ring and sxremehywesk lipsss
nihibtony ity (1000 and 2300-fold less than Orisat
respedtinely). In wew ofthe low inhibiony adhaty and the ow
plaEma lewes st therapautic dose, thess metsboliEs ars
mnsdered pharmacdogically inconssmuental. The primary
mezboliE M1 hasa short heif-ife (aoorocomately3 hours)
wheress the sscondarymeatabolite M2 disappeared & 5 slower

raE (haflife aporocomately L35 hours).
ENTTETIoN

Fecal sareton ofthe wnabeorbed drug = the maor oute of
elimirgtion {approsamatehy 9T, Oriistatand its M1 and M2
meEboliEs are also subjected o Diianyearston, The tme to
us urnsnd 53 o Sdavs
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rae (halflife aporosmately 13,5 hours).
ENTTETION

Fecal sxoretion of the wnsbsorbed drug iz the maor outs of
elimirgtion {approcamatehy 3T, Oriistat and its ML and M3
meEboliEs are also subjedsd © bilanyearston. The tme to
phus yinand =23 o Sdavs
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