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Abstract


A convenient synthesis of 3-chloro-α-carbolines by the condensation of vinamidinium salt with 2-indolinones via two steps is reported. This protocol has the advantages of readily available starting materials, high yields and easy workup.
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[bookmark: OR000-27]27 In a 25 mL three-necked flask compound 4a (1.28 g, 5.0 mmol) and 25 mL 1,4-dioxane were added, and POCl3 (1.53 g, 10.0 mmol) was added to the mixture dropwise at 0 °C under continuous stirring. The reaction mixture was stirred for 2 h at r.t. then heated at reflux for 20 h. After the reaction was complete (monitored by TLC, PE/EtOAc = 3:1), the solvent and POCl3 were evaporated under vacuum, then 60 mL EtOAc was added. The organic phase was successively washed with water (25 mL), 8% aq NaHCO3 (25 mL) and water (25 mL), then dried with Na2SO4 and evaporated under vacuum to yield a brown solid which on flash chromatography (SiO2, EtOAc/hexane = 1:6) elution yielded 3,7-dichloro-α-carboline (1a, 1.08 g, 93%) as a yellow solid; mp >250 °C. 1H NMR (500 MHz, DMSO): δ = 12.27 (s, 1 H), 8.72 (s, 1 H), 8.43 (s, 1 H), 8.23 (d, J = 8.5 Hz, 1 H), 7.54 (s, 1 H), 7.27 (d, J = 8.5 Hz, 1 H). 13C NMR (125 MHz, DMSO): δ = 150.81, 144.91, 140.72, 132.21, 128.72, 123.71, 122.68, 120.53, 118,89, 116.28, 111.60. ESI-HRMS: m/z calcd for C11H7Cl2N2
          +: 236.9981; found: 236.9973 [M + H]+. 














 

	
Supplementary Material





	
Supporting Information











    
  

  
    
      
        


      

    

    
      
        
        


      

    

  


  

  
  
    
      
      
    
    
      
        
        
      

    
  




  
  
    
      
      
    
    
      
        
        
      

    
  



  







    
    


















  






      

      

  
    Top of Page
  

  
    
      ©  Georg Thieme Verlag KG | 
      
      
        Imprint |
        Privacy policy statement |
      
      Smartphone Version
      

      
        Your Current IP Address: 54.158.56.96
      

    

    

  




      


  
    
  
  
  
    
    
      
        
        
        
        
      
      
      
      
    
  
  




    

    






    

    
      
        
      
    

    
    


    
      
      
      
    

  