Metabolism of antibacterial agents — part 2
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B-lactam antibiotics: metabolism of benzylpenicillin
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B N AMOX 5.93 366 C,HaoN2058 -

M1 2.34 382 CHagN3O6S Hydroxylation
HO H M2 2.52 379 C7H,(N,0,S Oxidative deamination
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Fig. 4 Postulated metabolic pathways of amoxicillin in human liver microsomes



HN B-lactam antibiotics: metabolism of imipenem
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B-lactam antibiotics: metabolism of cefotaxime
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20 — 36 % in urine unchanged . .

g 15 — 25 % in urine

active

minor metabolites

20 — 25 % in urine
Inactive

OH



H3C

HC—0o CHj
HO

desmethylclarithromycin

Macrolide antibiotics: metabolism of clarithromycin
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Macrolide antibiotics: metabolism of roxithromycin

OO~ -CHs

N

OO~ -CHe

WCHs NH,
NIl
CH

o

CH, O
CH, 0 CH, O/CHs
o] CH,3
OH O CH
CH, 3
cHe OH

3

N-monodemetylroxithromycin roxithromycin

minor metabolite N-didemethylroxithromycin

minor metabolite

CH,

deskladinose-roxithromycin

major metabolite



Lincosamide antibiotics: metabolism of clindamycin
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Ansamycine antibiotics: metabolism of rifampicin

(liver)

Y

< 30 % of the dose is excreted in the urine unchanged or as metabolites



Ansamycine antibiotics: metabolism of rifabutin

27-0O-demethylrifabutin

31-hydroxyrifabutin

dominant metabolite

53 % of dose as metabolites in urine
30 % in feces

25-desacetylrifabutin
dominant metabolite

as active as parent drug



Oxazolidinones: metabolism of linezolide
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