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Lomitapide

Chemical Properties

CAS No. : 182431-12-5
Formula: C39H37F6N302

Molecular Weight: 693.72

Powder: -20°C for 3 years | In solvent: -80°C for 1 year
Actual storage temperature shall be subject to the COA.

Storage:

o 5

Biological Description

Description

Targets(1C50)

In vitro

In vivo

Lomitapide (AEGR-733) is a small molecule inhibitor of microsomal triglyceride transfer
protein (MTP), an enzyme located in the lumen of the endoplasmic reticulum
responsible for absorbing dietary lipids and transferring triglycerides onto
apolipoprotein B (apo-B) in the assembly of very-low-density lipoprotein.

Others,MTP,MTP

Lomitapide is an oral microsomal triglyceride transfer protein (MTP) inhibitor indicated
for the treatment of patients with HoFH, a rare form of hypercholesterolemia that can
lead to premature atherosclerotic disease. Lomitapide undergoes hepatic metabolism
through cytochrome P-450 (CYP) isoenzyme 3A4 and interacts with CYP3A4 substrates
including atorvastatin and simvastatin[2].

Lomitapide, either as monotherapy or in combination with other lipid-lowering agents,
notably reduces low-density lipoprotein cholesterol (LDL-C) levels by over 50%.
However, its use is accompanied by significant gastrointestinal side effects and
increased hepatic fat. The 50-mg capsule of lomitapide has a bioavailability of 7.1%,
and its mean half-life is approximately 39.7 hours[2]. Administration of a single dose of
lomitapide can decrease serum triglycerides by 35% and 47% at dosages of 0.3 and 1
mg/kg, respectively. Moreover, multiple-dose regimens have shown a dose-dependent
reduction in triglycerides (71%-87%), nonesterified fatty acids (33%-40%), and LDL-C
(26-29%)[3].

Solubility Information

Solubility

In vivo Formulation

DMSO: 242 mg/mL (348.84 mM),Sonication is recommended.
H20: <1 mg/mL (insoluble or slightly soluble),

Ethanol: 93 mg/mL (134.06 mM),Sonication is recommended.
(< 1 mg/mlrefers to the product slightly soluble or insoluble)

10% DMS0+40% PEG300+5% Tween 80+45% Saline: 5 mg/mL (7.21 mM),Sonication is

recommended.

Please add the solvents sequentially, clarifying the solution as much as possible before adding the next one.
Dissolve by heating and/or sonication if necessary. Working solution is recommended to be prepared and
used immediately. The formulation provided above is for reference purposes only. In vivo formulations may
vary and should be modified based on specific experimental conditions.
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A DRUG SCREENING EXPERT

Preparing Stock Solutions

1mg 5mg 10mg
TmM 1.4415 mL 7.2075 mL 14.415 mL
5mM 0.2883 mL 1.4415 mL 2.883 mL
10 mM 0.1442 mL 0.7208 mL 1.4415 mL
50 mM 0.0288 mL 0.1442 mL 0.2883 mL

Please select the appropriate solvent to prepare the stock solution, according to the solubility of the product in
different solvents. Please use it as soon as possible.

Note: The dilution table applies only to solid products. For liquid products, please calculate the stock solution based
on the stated concentration and/or density.
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