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Prevalence 

Roughley, S. D.; Jordan, A. M. J. Med. Chem., 2011, 54, 3451-3479 

“With 42.9% of compounds containing an aliphatic amine, this group 
is one of the most popular functionalities outside the aromatic rings” 



Amines in the Drug Market 
“Top 200 Brand-Name Drug by Retail Dollars in 2006” 



Renin-angiotensin-aldosterone system 
 
 
 
 
 
 
 

Angiotensin-Converting-Enzyme inhibitor 

ACE inhibitor. (2012, May 8). In Wikipedia, The Free Encyclopedia.  



Retro Synthesis 

Need for cheap and scalable 
enantioselective processes 



Ramipril (Altace) 

Bandicchor, R.; et. al Syn. Comm. 2011, 41, 1186-1191 

SAMP = (S)-1-amino-2-methoxymethylpyrrolidine 



Ramipril 

Bandicchor, R.; et. al Syn. Comm. 2011, 41, 1186-1191 



Ramipril 

Anand, R. V.; et. al. Syn. Comm., 2008, 38, 1737-1744 



Trandolapril (Mavik) 

Brion, F.; Marie, C.; Mackiewicz, P.; Roul, J. M.; Buendia Tet. Lett., 33, 4889-4892 



Trandolapril 

Brion, F.; Marie, C.; Mackiewicz, P.; Roul, J. M.; Buendia Tet. Lett., 33, 4889-4892 



Ergot Alkaloids 

Activity in muscular, vascular and central nervous systems, and 
nicotinic acetylcholine receptors 



Woodward Synthesis of Lysergic Acid 

Woodward, R. B.; et. al. J. Am. Chem. Soc., 1956, 78, 3087-3114 



Woodward Synthesis of Lysergic Acid 

Woodward, R. B.; et. al. J. Am. Chem. Soc., 1956, 78, 3087-3114 



Environmentally Friendly Syntheses 

Dopamine Receptor Agonists 
Used in the treatment of low dopamine conditions. 



Pergolide (Permax) 



Korfeld/Bach Process 

Misner, J. W.; Kennedy, J. H.; Biggs, W. S. Org. Proc. Res. Dev. 1997, 1, 77-80 



Misner Process 

Misner, J. W.; Kennedy, J. H.; Biggs, W. S. Org. Proc. Res. Dev. 1997, 1, 77-80 



Antibioticos Process 

Misner, J. W.; Kennedy, J. H.; Biggs, W. S. Org. Proc. Res. Dev. 1997, 1, 77-80 



Cabergoline (Dostinex/Cabaser) 

Ashford, S. W.; Henegar, K. E.; Anderson, A. M.; Wuts, P. Chem. Proc. Res. Dev., 2002, 67, 7147-7150 



Lobeline 

Chenever, R.; Morin, P. Bioorg. Med. Chem. 2009, 17, 1837-1839 



Lobeline 

Chenever, R.; Morin, P. Bioorg. Med. Chem. 2009, 17, 1837-1839 



Sedanine 

Chenever, R.; Morin, P. Bioorg. Med. Chem. 2009, 17, 1837-1839 



Roughley, S. D.; Jordan, A. M. J. Med. Chem., 2011, 54, 3451-3479 

Conclusion 


