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Table 1: Heck alkenylation of aryl iodides with alkenic nucleophiles.

I

R
Y

Id (1mol%) , NEt3

CH3CN, 80oC

Y

R

Y = Ph, CO2Bu, CONH2

Entry R Y Time/hr Product % Yield Ref.

1. H CO2Bu 15 CO2Bu 85 1

2. 2-Me CO2Bu 24
CO2Bu

Me 68 1

3. 3-Me CO2Bu 18 CO2BuMe 85 1

4. 4-Me CO2Bu 24 CO2Bu

Me

72 1

5. 4-Meo CO2Bu 24 CO2Bu

MeO

75 1

6. H CONH2 24 CONH2 65 2

7. 2-Me CONH2 24
CONH2

Me 62 2

8. 4-MeO CONH2 24 CONH2

MeO

64 3

9. H Ph 18 88 2

10. 2-Me Ph 20 Me 78 4
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General procedure for Heck Alkenylation of aryl iodides: A solution of precatalyst Id (1.0 

mol%) in dry CH3CN (1.0 mL) was stirred for 5 min at ambient temperature under N2. Then, 

aryl iodide (0.5 mmol) was added and the solution stirred for 5 min at 80 oC. Thereafter, Et3N 

(1.0 mmol) and alkene substrate (0.5 mmol) were also added with CH3CN (1.0 mL). The 

resulting solution was then stirred at 80 °C for required amount of time. After the completion 

of reaction the solvent was removed under vacuo and the resultant residue obtained was 

purified using column chromatography in Pet ether: EtOAc solvent system (96:4) to afford 

the desired product.
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Optimisation studies for BVDU synthesis:

Step 1: Catalyst Loading

HN

O

O N Precatalyst Id (X mol%)

CH3CN, Et3N
80 oC, Time

A

I
HN

O

O N

O

O
O

O

1

2d

3d

dR dR

X = 1 mol% (92%, 6 hr)
= 0.5 mol% (90%, 8 hr)
= 0.1 mol% (78%, 24 hr)

Step 3: 

HN

O

O N

O

OH

HO

HN

O

O N

O

OH

HO

Br
OH

O

NBS, Base

Solvent

Sr.No. CVU 
(eq.)

NBS(eq.) Base(eq.) Solvent(ml) Temp. Time(min.) % Yield

1 1 2 NaOAc(2) CH3CN(3 ml) R.T. 10 40

2 1 2 5 mol% 
NEt3

CHCl3 R.T. 30 30

3 1 1 --------- THF:H2O,3:2(5ml) R.T. 30 35

4a 1 1.5 --------- THF:H2O,3:2(5ml) R.T. 30 30

5a 1 2 --------- CH3CN (3ml) R.T. 30 25

6a 1 1 .......... H2O R.T. 30 30

7 1 2 K2CO3 (2) THF:H2O,3:2, 
(5ml)

0-5oC 40 55

8 1 1 K2CO3 (2) DMF R.T. 30 89
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AAB-53 1H.ESP
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AAB-57  1H (1).ALS
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