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Description

Saroglitazar magnesium is a novel peroxisome proliferator-activated receptor (PPAR) agonist with
predominant PPARa and moderate PPARY activity with ECs, values of 0.65 pM and 3 nM in HepG2 cells,

respectively.

IC50 & Target

PPARa PPARy

0.65 pM (ECsp, HepG2 cell) 3 nM (ECsp, HepG2 cell)

In Vivo

In db/db mice, 12-day treatment with Saroglitazar (0.01-3 mg/kg per day, orally) causes dose-dependent
reductions in serum triglycerides (TG), free fatty acids (FFA), and glucose. The ED50 for these effects is
found to be 0.05, 0.19, and 0.19 mg/kg, respectively with highly significant (91%) reduction in serum insulin
and AUC-glucose following oral glucose administration (59%) at 1 mg/kg dose. A 90-day repeated dose
comparative study in Wistar rats and marmosets confirms efficacy (TG lowering) potential of Saroglitazar
and has indicated low risk of PPAR-associated side effects in humans. Based on efficacy and safety
profile, Saroglitazar appears to have good potential as novel therapeutic agent for treatment of

dyslipidemia and diabetes[1].

Solvent&Solubility

In Vitro:
DMSO : 50 mg/mL (55.47 mM; Need ultrasonic)

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

Solvent Mass
1 mg 5mg 10 mg
Concentration

Preparing 1 mM 1.1094 mL 5.5468 mL 11.0936 mL
Stock Solutions 5mM 0.2219 mL 1.1094 mL 2.2187 mL
10 mM 0.1109 mL 0.5547 mL 1.1094 mL
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1B K FFEMERER:  10% DMSO—40% PEG300 —5% Tween-80 — 45% saline

Solubility: = 2.75 mg/mL (3.05 mM); Clear solution
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2R IR 10% DMSO— 90% (20% SBE-B-CD in saline)

Solubility: 2.75 mg/mL (3.05 mM); Suspended solution; Need ultrasonic

W7 FEATERAS 2.75 mg/mL (3.05 mM)[G4 SR, i T T DUIRAIE 5T

PL 4 mL TAER ], B 100 pL 27.5 mg/mL 95 DMSO %% 900 uL 20% ¥ SBE-B-CD £
KA, IREIA .

BAERF I INEERZR:  10% DMSO  —~90% corn oil
Solubility: = 2.75 mg/mL (3.05 mM); Clear solution
eI EATERAS 2 2.75 mg/mL (3.05 mM, HATEZAR AN FVEIHIERL o7 SAE T s i e LA A BLE

Bl mL TAER 6], B 100 pL 27.5 mg/mL (354 DMSO fi§&nE] 900 L Fkiheh, REe#4.
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ERBS%:

Rats: Rats randomize based on body weights and are divided into three equal groups and receives
the daily administration of vehicle (60% w/v honey for marmoset and 0.1% carboxymethylcellulose
for Wistar rats) or Saroglitazar (1.5 and 15 mg/kg per day) for 90 days by oral gavage[1].

Mice: Male C57BL/6J-db/db mice are bled on day 0 to determine pretreatment serum glucose and

Animal Administration | TG. During next 12 days, each animal is dosed (by oral gavage) with vehicle (0.5% sodium

carboxymethyl cellulose) or Saroglitazar (0.01, 0.03, 0.1, 0.3,1, and 3 mg/kg per day) or pioglitazone
(60 mg/kg per day) and on day 12 of the treatment, blood samples are collected (1 h after dosing)
from orbital sinus under light ether anesthesia. The serum is isolated and analyzed for glucose, TG,

free fatty acid (FFA), and insulin levels[1].
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