
 

 

 

 

 

INDICATIONS: 

✓ Type 2 diabetes 
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✓ Non-alcoholic fatty liver 
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INVENTION DESCRIPTION 

Cannabinoid receptor 1 (CB1) is expressed in several peripheral tissues 
related to metabolic control in addition to its abundancy in the central 
nervous system. Activation of peripheral CB1 induces lipogenesis, 
gluconeogenesis and pancreatic -cell death. In contrast, blockade of 
CB1 leads to inhibition of lipogenesis and increase of adiponectin 
expression, glucose uptake, and protection of -cell survival. In-depth 
analysis of clinical data from Rimonabant, a centrally acting CB1 
antagonist, has revealed that CB1 inhibition confined to the body’s 
periphery has direct beneficial effects on human cardiometabolic risk 
factors such as insulin resistance. Besides, both clinical and preclinical 
studies support CB1 antagonists in treating non-alcoholic fatty liver 
disease (NAFLD) including non-alcoholic steatohepatitis (NASH). These 
data imply that targeting at peripheral CB1 is a therapeutic strategy for 
treating metabolic disorders such as type 2 diabetes (T2D), obesity and 
non-alcoholic fatty liver disease without causing the undesired 
psychological side effects resulting from central CB1 inhibition. 

COMPETITIVE ADVANTAGES OF DBPR211 
 A potent and highly selective antagonist of peripheral CB1 receptor. 
 Minimum penetration to the brain with no central effects 

demonstrated by in vivo distribution, 18F-labelled DBPR211 PET 
imaging and animal responses 

 A novel lipid-based formulation developed for GLP and phase I/II 
studies 

 Orally bioavailable with acceptable DMPK profile 
 Amelioration of insulin resistance with additional benefits in weight 

loss and reduction of plasma ALT and hepatic triglycerides 
 Improvement in NAFLD activity score in a NASH model   

MARKET POSITIONING/OPPORTUNITY 
The global population of patients with diabetes caused by excessive 
obesity and the improvement of the quality of life is growing rapidly, 
leading to an expanding market demand. Currently, only few T2D drugs 
show a favorable effect on weight control. Our invention exhibits 
potential beneficial effects on improving metabolic disorders, and thus 
provides an alternative for the treatment of T2D with additional benefits 
in weight loss and amelioration of NAFLD. This unique mechanism may 
potentially render DBPR211 as a highly competitive first-in-class drug 
candidate for T2D, obesity and NAFLD/NASH.  
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