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Product Data Sheet

Product Name: Emixustat (ACU-4429)
Cat. No.: GC31373

Chemical Properties

Cas. No. 1141777-14-1

SMILES  O[C@H](CCN)C1=CC(OCC2CCCCC2)=CC=CH

Formula  C1gH25NO»2 M. Wt 263.38

Solubility DMSO : > 43 mg/mL (163.26 mM) Storage  Store at -20°C

General For obtaining a higher solubility , please warm the tube at 37 °C and shake it in the
tips ultrasonic bath for a while.Stock solution can be stored below -20°C for several months.

Shipping  Evaluation sample solution : ship with blue ice All other available size: ship with RT , or
Condition blue ice upon request.
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Structure

Protocol

Animal experiment [1].

Animal

BALB/c mice (8 weeks)
models
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Dark-adapted (12 hours) BALB/c mice (8 weeks, n = 4/group) were orally dosed with
emixustat (0.01-3.0 mg/kg) or vehicle (water). At 4 hours post-dose, animals were
photobleached (5000 lux white light, 10 min) without anesthesia or mydriatics, returned
to the dark for 2 hours, and then euthanized under red light.

Preparation
method

Dosage
0.01-3.0 mg/kg; p.o
form 9K P
Aoplicat Emixustat was found to reduce the production of visual chromophore (11-cis retinal) in
Ppica Ionswild-’[ype mice following a single oral dose (ED5q = 0.18 mg/kg).
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Background

Emixustat(ACU-4429) is a first in class small-molecule visual cycle modulator that inhibits the
isomerase complex. As an inhibitor of visual cycle isomerase, the IC50 value is 4.4 nM[1].

Emixustat strongly inhibits 11-cis-retinol production with an IC50 value of 232+3 nM[2]. A
concentration-dependent reduction of 11-cis-ROL production (i.e., inhibition of RPE65 isomerase
activity) by emixustat(10-5 to 10-10 M)[1].

Emixustat(0.01-3.0 mg/kg; p.o) was found to reduce the production of visual chromophore (11-cis
retinal) in wild-type mice following a single oral dose (ED50 = 0.18 mg/kg) [1]. In 40 subjects (mean
age, 38 years) Emixustat (n = 30) (5, 10, 20, 30, or 40 mg; 14-day) was rapidly absorbed (median
T(max), 3.0-5 hours) and readily eliminated (mean t(1/2), 4.6-7.9 hours), and mean C(max) generally
increased in proportion to dose. Systemic adverse events were minimal[3]. Emixustat significantly
abates permeability after Ischemia Reperfusion(IR) on vascular permeability in mice[4].
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