

image1.emf
R


C


H


3


O


H


C


H


O


N


H


R


1


R


2


O


R


N


R


1


R


2


R


N


R


1


R


2


O


H


R


N


R


1


R


2


C


l


R


N


R


1


R


2


N


C


l


C


l


N


N


C


l


S


t


e


p


-


1


S


t


e


p


-


2


S


t


e


p


-


3


S


t


e


p


-


4


S


t


e


p


-


5


S


c


h


e


m


e


 


:


 


R


e


a


g


e


n


t


s


 


a


n


d


 


c


o


n


d


i


t


i


o


n


s


:


 


(


a


)


 


E


t


h


a


n


o


l


,


 


R


e


f


l


u


x


 


(


b


)


 


N


a


O


H


,


 


N


a


B


H


4


 


(


c


)


 


S


O


C


l


2


 


i


n


 


C


H


C


l


3


,


 


R


e


f


l


u


x


(


d


)


P


i


p


e


r


a


z


i


n


e


,


8


0


o


C


f


o


r


1


h


o


u


r


,


1


2


0


-


1


3


0


o


C


f


o


r


6


-


8


h


o


u


r


s


(


e


)


T


r


i


e


t


h


y


l


a


m


i


n


e


,


a


n


h


y


d


r


o


u


s


C


2


H


5


O


H


,


 


s


t


i


r


r


i


n


g


 


f


o


r


 


2


4


 


h


o


u


r


s


(


a


)


(


b


)


(


c


)


(


d


)


(


e


)


S


.


 


N


o


.


 


 


 


 


C


o


m


p


o


u


n


d


 


C


o


d


e


	


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


R


	


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


R


1


	


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


R


2


	


 


 


 


 


 


 


 


 


 


 


 


 


 


 


1


	


 


 


 


 


 


 


 


 


 


 


 


 


9


a


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


2


 


 


 


 


 


 


 


 


 


 


 


 


 


 


9


b


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


	


 


 


3


	


 


 


 


 


 


 


 


 


 


 


 


 


9


c


	


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


4


	


 


 


 


 


 


 


 


 


 


 


 


 


9


d


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


5


	


 


 


 


 


 


 


 


 


 


 


 


 


9


e


	


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


6


	


 


 


 


 


 


 


 


 


 


 


 


 


9


f


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


 


7


 


 


 


 


 


 


 


 


 


 


 


 


 


9


g


 


8


	


 


 


 


 


 


 


 


 


 


 


 


 


9


h


 


9


	


 


 


 


 


 


 


 


 


 


 


 


 


9


i


	


 


 


1


0


	


 


 


 


 


 


 


 


 


 


 


 


9


j


 


 


 


1


1


	


 


 


 


 


 


 


 


 


 


 


 


9


k


 


1


2


	


 


 


 


 


 


 


 


 


 


 


 


 


9


l


1


2


3


4


5


6


7


8


9


 


(


a


-


l


)


C


6


H


5


-


C


H


2


-


C


6


H


5


-


C


H


2


-


C


6


H


5


-


C


H


2


-


C


6


H


5


-


C


H


2


-


C


6


H


5


-


C


H


2


-


C


6


H


5


-


C


H


2


-


C


H


3


-


C


H


2


-


C


H


3


-


C


H


2


-


C


H


3


-


C


H


2


-


C


H


3


-


C


H


2


-


C


H


3


-


C


H


2


-


C


H


3


-


C


H


2


-


C


H


3


-


C


H


3


-


C


H


3


-


C


H


3


-


C


H


3


-


C


H


3


-


-


(


C


H


2


)


2


-


O


-


(


C


H


2


)


2


-


-


(


C


H


2


)


2


-


O


-


(


C


H


2


)


2


-


-


(


C


H


2


)


2


-


O


-


(


C


H


2


)


2


-


P


i


p


e


r


a


z


i


n


e


 


s


i


d


e


 


c


h


a


i


n


 


m


o


d


i


f


i


e


d


 


4


-


A


m


i


n


o


q


u


i


n


o


l


i


n


e


 


M


a


n


n


i


c


h


 


B


a


s


e


s


H


N


N


N


C


l


N


-


H


-


C


H


3


-


O


C


H


3


-


H


-


C


H


3


-


O


C


H


3


-


H


-


C


H


3


-


O


C


H


3


-


H


-


C


H


3


-


O


C


H


3




R

CH3

O

HCHO NHR

1

R

2

O

R

NR

1

R

2

R

NR

1

R

2

OH

R

NR

1

R

2

Cl

R

NR

1

R

2

N

Cl

Cl

N

N

Cl

Step-1

Step-2

Step-3

Step-4

Step-5

Scheme : Reagents and conditions: (a) Ethanol, Reflux (b) NaOH, NaBH

4

 (c) SOCl

2

 in CHCl

3

, 

Reflux(d)Piperazine,80

o

Cfor1hour,120-130

o

Cfor6-8hours(e)Triethylamine,anhydrous

C

2

H

5

OH, stirring for 24 hours

(a)

(b)

(c)

(d)

(e)

S. No.    Compound Code

	

               R

	

                          R

1

	

                      R

2

	

              

1

	

            9a                                                                                        

2              9b                                                                                                      

	

 

 

3

	

            9c

	

                                                                                            

 

4

	

            9d                                                                                       

5

	

            9e

	

                                                                                                    

6

	

            9f                                                                                          

 7             9g

 8

	

            9h

 

9

	

            9i

	

  

10

	

           9j   

11

	

           9k 

12

	

            9l

1

2 3

4

5

6

7

8

9 (a-l)

C

6

H

5

-CH

2

-

C

6

H

5

-CH

2

-

C

6

H

5

-CH

2

-

C

6

H

5

-CH

2

-

C

6

H

5

-CH

2

-

C

6

H

5

-CH

2

-

CH

3

-CH

2

-

CH

3

-CH

2

-

CH

3

-CH

2

-

CH

3

-CH

2

-

CH

3

-CH

2

-

CH

3

-CH

2

-

CH

3

-

CH

3

-

CH

3

-

CH

3

-

CH

3

-

CH

3

-

-(CH

2

)

2

-O-(CH

2

)

2

-

-(CH

2

)

2

-O-(CH

2

)

2

-

-(CH

2

)

2

-O-(CH

2

)

2

-

Piperazine side chain modified 4-Aminoquinoline Mannich Bases

H

N

N

N

Cl

N

-H

-CH

3

-OCH

3

-H

-CH

3

-OCH

3

-H

-CH

3

-OCH

3

-H

-CH

3

-OCH

3



