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Hydroxy ltraconazole (ltraconazole metabolite Hydroxy Itraconazole; R-63373) is an active metabolite of
Description
Itraconazole (ITZ), which is a triazole antifungal agent.

IC5¢ & Target Antifungal[1]

Hydroxy Itraconazole (ltraconazole metabolite Hydroxy Itraconazole; R-63373) is an active metabolite of
In Vitro Itraconazole (ITZ). Although Hydroxy Itraconazole is also reported to have antifungal activity in vitro, its
pharmacokinetics in humans has been studied less than that of ITZ. ITZ and Hydroxy ltraconazole have a
triazole ring and inhibit CYP3A. Their half-lives can be extended by 26-60% with repeated administration

compared to single administration[1].

The plasma concentration of Hydroxy ltraconazole is weakly dependent on the dose of ITZ, most likely
because the process that forms Hydroxy Itraconazole is saturated. Serum albumin and GFR may alter the
In Vivo pharmacokinetics of ITZ and Hydroxy Itraconazole. Antifungal activity should be discussed while taking into
account not only the plasma concentration of ITZ but also that of Hydroxy Itraconazole. However, the
pharmacokinetics of Hydroxy Itraconazole is similar to that of ITZ in immunocompromised patients taking
an oral solution of ITZ. Since the plasma concentrations of ITZ and Hydroxy Itraconazole are closely
correlated, determining the plasma concentration of either should be sufficient from a clinical point of

view[1].

In Vitro:
DMSO : 100 mg/mL (138.58 mM; Need ultrasonic)

H,0 : < 0.1 mg/mL (insoluble)

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1mM 1.3858 mL 6.9288 mL 13.8575 mL
Stock Solutions 5mM 0.2772 mL 1.3858 mL 2.7715 mL
10 mM 0.1386 mL 0.6929 mL 1.3858 mL
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Solvent&Solubility

VAR IRINAEFER): - 10% DMSO—40% PEG300 —5% Tween-80 — 45% saline

Solubility: = 2.5 mg/mL (3.46 mM); Clear solution

MT7Z A 3RAG 2 2.5 mg/mL(3.46 mM, HEFIEERAN) MEIEE IR

B 1 mL AR, BL 100 uL 25.0 mg/mL ({7535 DMSO il &% 400 uL PEG300 1, JR4AHI%5)
i Eid ik Rm AN 50 L Tween-80, RA157: SAJSAREEMA 450 pL A #HKERZE 1 mL.




205 F IR 10% DMSO— 90% (20% SBE-B-CD in saline)

Solubility: 2 2.5 mg/mL (3.46 mM); Clear solution
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3AB K P AINA R 10% DMSO  —~90% corn oil
Solubility: = 2.5 mg/mL (3.46 mM); Clear solution
7R3k 2 2.5 mg/mL(3.46 mM, HRIEEARN) [WETE TR, 7 RANIE T 9830 FYIZE A H B

PA A mL CAE#CAMH], B 100 pL 25.0 mg/mL ()37 DMSO fili# i) 900 pL oK, R4,
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