
Selective α1-blockers 
Quinazoline derivatives( α1-blockers) 





Selective α2-blockers 
Example 

•Indol alkaloide 

These isomeric indol alkaloide known as yohimbine and 

corynanthine exhibited different degree of selectivity toward 

α1 and α2 receptors depending on the stereochemistry. 



2-Mirtazapine (Remeron) 



β-Blockers 
Structure activity relationship 

β-Blockers are among the most widely employed antihypertensives and are also 

considered the first-line treatment for glaucoma. 

Most of β-blockers are in the chemical class of aryloxypropanolamines 



Β-blocker (Aryloxypropanolamine) 

SAR 





NONSELECTIVE β-BLOCKERS (FIRST GENERATION) 

•Propranolol (Inderal) 



propranolol is approved for use 

States for:- 

in the United 

• 

• 

• 

• 

• 

• 

• 

Hypertension. 

Cardiac arrhythmias. 

Angina pectoris. 

Post myocardial infarction. 

Hypertrophic cardiomyopathy. 

Pheochromocytoma ,.  

Migraine prophylaxis. 

•Essential tremor. 





 Selective  β 1- blockers (Second generation) 
β1-blockers are drugs that have a greater affinity for the β 1-  

receptors of the heart than for β2-receptors in other tissues . 

Such cardioselective agents should provide two important 

therapeutic advantages 

•Should be the lack of a blocking effect on the β2-receptors in the 

bronchi (safe for use in patients who have bronchitis or bronchial 

asthma ).  

• Should be the absence of blockade of the vascular β2-receptors, 

which mediate vasodilation. This would be expected to reduce or 

eliminate the increase in peripheral resistance that sometimes 

occurs after the administration of nonselective β-blockers . 

Note:- Unfortunately, cardioselectivity is usually observed with  
β1-blockers at only relatively low doses. At normal therapeutic 

doses, much of the selectivity is lost. 







 β-bl ockers  with  α 1-antagonist activity (third generation) 
1- Labetalol 



2- Carvedilol 


