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P4O10 in MeSO3H
(Eaton´s Reagent)

MW, 120 °C, 20 min

95 %

(1)

(2)

65 %

1. POCl3, dioxane
    MW, 120 °C, 20 min

2. MeSO3H, EtOH
    MW, 120 °C, 25 min

(3)

72 %

    1.2 eq ArB(OH) 2
0.5 mol% Pd(OAc) 2, PPh3
Et3N, DME/H2O (3:1)

MW, 150 °C, 30 min

(4)

91 %

NBS, MeCN
MW, 150 °C, 45 min

(5)

87 %

Ethyl acrylate
  Pd(PPh3)4
  Et3N, DMF

MW, 150 °C, 45 min

(6)

90 %

1. dianilide synthesis        2. cyclization           3. chlorination    
4. Suzuki coupling             5. bromination         6. Heck vinylation

InitiatorTM Eight Microwave Synthesizer
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Pd-catalyst, ligand, 0.7 eq [B(pin)]2, 
         4.5 eq KOH, n-BuCl

MW, 130 °C, 30 min

[B(Pin)] 2 = bis(pinacolato)diboron
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Ni-catalyst, ligand, 1.3 eq Zn
         1.5 eq KI, DMF, Ar

MW, 195-205 °C, 20-25 min
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Method A:  PdCl2(dppf), [B(pin)]2, KOH, n-BuCl, MW, 130-145 °C, 35 min
Method B:  NiCl2, PPh3, Zn, KI, DMF, MW, 205 °C, 25 min
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� NiCl2(PPh3)2 / dppf   20 mol%  
� NiCl2(dppf)2 / dppf    25 mol%
� NiCl2(dppe) / dppf     20 mol%
� NiCl2(acac)2 / dppf    25 mol%
� NiCl2  / PPh3                    1.3 / 4.0 eq
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a ratio of starting material (1) to product (2) and dehalogenated material (3) 
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