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Pyrazino-indole scaffold: attractive for
biological activities

Type 1 Type 2
0
Z~N  NR? SyZN NR?
R’ R’

R! = alkyl, hydroxyalkyl; R2=H, Me, Bu; X = H, halogen, alkyl; Y = CH, N

SELENONES
R MCPBA R
'
SePh CHCly, SeO,FPh
T=0°Ctort.
1a: R = H 2a (86%)

1b: R = CGH13 2b (77%)



SYNT HESI[S OF THE VAMOUSLY SUBSTITUTED

, RW
> o KOH (2.5 equiv) N\ PO
W f= >
. N ONHR? SeO,Ph  CH,Cl, dry R2 N NR
0°C tor.t.
t = 24h
1 a-f 2a 3a-f
1a: R" = H; R? = H; R® = CH,Ph 3a Yield 84%
1b: R' = OMe; R? = H; R3 = CH,Ph 3b Yield 76%
1¢: R" = F; R? = H; R® = CH,Ph 3c Yield 87%
1d: R" = OMe; R? = OMe; R® = CH,Ph 3d Yield 66%
1e: R" = H; R? = H; R3 = CH,CH,CH,CHj; 3e Yield 80%

1f: R" =H: R2=H: R®=Fh 3f Yield 68%



..AND USING vinyl selenone 2b FOR
4-hexyl-3,4-dihydropyrazino[l,2-alindol-1(2H)-ones

R

@) CeH13 KOH (2.5 equiv) mo
\ + \—— > \
C:” NHR' Se0,Ph CH,Cl N NR

O0°Ctor.t.
t=48h >\/

CeH13
1a-b 2b 4 a-b
1a: R = H; R' = CH,Ph 4a Yield 68%

1b: R = OMe; R" = CH,Ph 4b Yield 50%



Zn=ZpIAmL rEpO==mI=0u<T I

S Wi KOH S WA Michael addition
RE . R T .
N NHR Z >N NHR

CoH1z Y
> Se0,Ph
O O
ZNy A proton transfer ANy A B SN2
R NHR - R IR
__SeO,Ph (SeOzPh
CeH13 CaH13)\/v

4-hexyl-3,4-dihydropyrazino[1,2-aJindol-1(2H)-one



