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Description Tolrestat is a potent, orally active aldose reductase inhibitor with IC50 of 35 nM.
IC50 & Target IC50: 35 nM (Aldose Reductase)
Tolrestat (1.8 mg/kg per day) causes a reversal to normal RBC sorbitol levels diabetic rats[1]. In 21-day
diabetic rats, the estimated ID in the sciatic nerve and lenses is 4.8 and about 20 for tolrestat, and 1.7 and
In Vivo 2.2 for (+)sorbinil, respectively[2]. Either tolrestat or sorbinil inhibits tissue AR activity but does not

significantly affect plasma lipoprotein levels, or affect the body weight of the mice or their general health.

Accumulation of cholesterol-rich foam cells is significantly increased in aortic roots of tolrestat-fed mice[3].

Solvent&Solubility

In Vitro:
DMSO : 2 100 mg/mL (279.84 mM)

*"2" means soluble, but saturation unknown.

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1mM 2.7984 mL 13.9919 mL 27.9838 mL
Stock Solutions 5mM 0.5597 mL 2.7984 mL 5.5968 mL
10 mM 0.2798 mL 1.3992 mL 2.7984 mL
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VB FEA IR R:  10% DMSO—~40% PEG300 —~5% Tween-80 — 45% saline

Solubility: 2 2.5 mg/mL (7.00 mM); Clear solution
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205NN 10% DMSO— 90% (20% SBE-B-CD in saline)

Solubility: =2.5 mg/mL (7.00 mM); Clear solution
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A KIFI IR R]: 10% DMSO - —90% corn oil

Solubility: = 2.5 mg/mL (7.00 mM); Clear solution

BET7 RIS 2 2.5 mg/mL (7.00 mM, YERIEAREN) BOMEIE R, BT7 RANE F T SRR TR A BRI
.

L1 mL TAER 6], B 100 pL 25.0 mg/mL [3#5% DMSO f§ &% 900 L Fkiheh, REL4.
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ERS*E:

For a period of four days, rats weighing about 70 g are given unlimited access to water and Chow
supplemented with 20% (wt/wt) galactose and tolrestat at various dose levels. Rats used as control
receive chow containing galactose (20%, wt/wt) or glucose (20%, wt/wt). The rats are killed; the
Animal Administration | lenses and sciatic nerves are removed and homogenized in 5% trichloroacetic acid; the
deproteinized extracts are then analyzed for galactitol by a modification of a method for glycerol
determination. The values obtained in the group fed 20% glucose are used for background

correction. [2]
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