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Tioxolone, a metalloenzyme carbonic anhydrase | inhibitor, is an anti-acne preparation. Target: Carbonic
Anhydrase Tioxolone is a metalloenzyme carbonic anhydrase | inhibitor with a Ki of 91 nM. Tioxolone lacks
sulfonamide, sulfamate, or hydroxamate functional groups that are typically found in therapeutic carbonic

anhydrase (CA) inhibitors, such as acetazolamide. Tioxolone is proposed to be a prodrug inhibitor that is

Description cleaved via a CA Il zinc-hydroxide mechanism known to catalyze the hydrolysis of esters. When tioxolone
binds in the active site of CA Il, it is cleaved and forms 4-mercaptobenzene-1,3-diol via the intermediate
S-(2,4-thiophenyl) hydrogen thiocarbonate. The esterase cleavage product binds to the zinc active site via
the thiol group and is therefore the active CA inhibitor, while the intermediate is located at the rim of the
active-site cavity. From Wikipedia.

In Vitro:
DMSO : 2 100 mg/mL (594.64 mM)
H,O : 0.67 mg/mL (3.98 mM; Need ultrasonic)
*">" means soluble, but saturation unknown.
1mg 5mg 10 mg
Concentration
Preparing 1 mM 5.9464 mL 29.7318 mL 59.4636 mL
Stock Solutions 5mM 1.1893 mL 5.9464 mL 11.8927 mL
10 mM 0.5946 mL 2.9732 mL 5.9464 mL
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135 KT AR AR 7]: 10% DMSO—40% PEG300 —5% Tween-80 — 45% saline

Solubility: = 2.5 mg/mL (14.87 mM); Clear solution

M7 R 3K45 2 2.5 mg/mL (14.87 mM, YIRIEEARAN) BV S I .

PL 4 mL TAERCAHH], B 100 pl 25.0 mg/mL 73% DMSO fif i in%] 400 pL PEG300 H, JRA5E
) kR R 50 pL Tween-80, JRAI5]: SAJE4REIMA 450 pL BB /K ERE 1 mL.

2 K F IR FIER]:  10% DMSO— 90% (20% SBE-B-CD in saline)

Solubility: = 2.5 mg/mL (14.87 mM); Clear solution

M7 R 3K45 2 2.5 mg/mL (14.87 mM, YR ARAN) BV S IR .

PL1mL TAERCHEI, B 100 pL 25.0 mg/mL 13 DMSO fif## %] 900 pL 20% ) SBE-B-CD ‘£
HER KRR, IRG5.




BAB K P IRINA R 10% DMSO  —~90% corn oil
Solubility: 2 2.5 mg/mL (14.87 mM); Clear solution

P75 R AKAG 2 2.6 mg/mL (14.87 mM, YFIEEAGRN) IETEIRH M7 RANE A TS A R A B Bk
B

PAA mL CAE#CAMH], B 100 pl 25.0 mg/mL )3 DMSO fili %0 900 pL oK, A5,
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