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Abstract

A patient was given generic itraconazole (ITCZ) tablet, brand-name-ITCZ capsule, ITCZ oral solution
and ITCZ injection to treat pulmonary aspergillosis. We monitored concentrations of ITCZ and its active
metabolite hydroxy-ITCZ (OH-ITCZ) in plasma and lung tissues. During administration of the generic product
(400 mg/day), trough plasma concentrations of ITCZ and OH-ITCZ were 76 ng/mL and 126 ng/mL,
respectively. After administration of the brand-name product (200 mg/day), they increased to 229 ng/mL and
540 ng/mL, respectively. ITCZ and OH-ITCZ concentrations/dosage ratios were 6.1 and 84 times higher by
switching to the brand-name product, respectively. It was suggested that there may be a difference in
pharmacokinetics between the brand-name ITCZ and the generic. Also, we determined ITCZ and OH-ITCZ
concentrations infected and uninfected tissues of resected lung simultaneously. The ITCZ concentration in
the infected lesion of the lung was approximately 2.3 times higher than that in plasma and 1.6 times higher
than in uninfected lung tissue. The OH-ITCZ concentration in the infected lesion was higher than ITCZ in the

same region. It was considered that the high concentrations of ITCZ and its metabolite at infected lesion were
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due to their high affinities with ergosterol in fungal membrane.
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