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Oooogood
goood
C H N
% 49. 73 7.55 12. 21
HB% 49. 71 7.45 12. 42

1H-NMR(3 , DMSO-dg): 1.44-1.70(m, 2H); 1.71-2.20 (m, 3H); 2.77(s, 2H); 3.04-3.26
(m, 4H); 4.18(s, 2H); 7.12(t, J=7 Hz, 1H); 7.35(t, J=7 Hz, 2H); 7.66(d, J=7 Hz,
2H); 8.33(broad s, 3H); 10.18(s, 1H); 11.07(s, 1H).
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ON3-((1-(2-000-2-(0000000)I00)4-00000)000)-1-(1-0000
O00)-1MH-000000-3-0000000 0000 (AF3R172)
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000O000000000975623000000000001-(1-000000)-1H-000
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Ooogaod
CosHaNsOL,O0 HCl OO O 0O
OoO0o0o0oo0oao
Oo0ogao
C H N
RH % 63. 83 6. 74 14. 75
HE % 63. 89 6. 86 14. 90

40

TH-NMR (& , DMSO-dg): 1.55 (d, J=7 Hz, 6H); 1.50-2.10(m, 5H); 3.00- 3.70(m, 6H);
4.16(s, 2H); 5.08(septet, J=7 Hz, 1H); 7.11(t, J=7 Hz, 1H); 7.20-7.50(m, 4H); 7
.66(d, J=8 Hz, 2H); 7.79 (d, J=8 Hz, 1H); 8.18 (d, J=8 Hz, 1H); 8.37 (t, J=6 Hz,
1H); 10.03(broad s, 1H); 11.04(s, 1H).
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(14) JP 4724651 B2 2011.7.13
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ON3-((1-(2-0 00 -2-(0 OO
0D-3-0000000 0000
0 (00O 1:0R1 =R2=R3
Do0o0o0a0
00000bLDODDODODDOODDOO0D0O(G.79; 0.02600)00000000(30m
DOOO0D0J.0.C.1958,Vol.23,p.621 00O OO O0OO0C0DOO0OT7H,14H-0 000 0O [27,3
":4,5]0000([1,2-b]J0 00000 -7,14-000 (3.7 g; 0.013 00)J 0000 (30 ml
ylOOOOoOODOOoOOoOOOoOOoODOooooo

000)I00)4-00000)000)-1H-00000
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O O

oooooan
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oooooooao
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00 0215.5 - 217.50
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CooHaosNg0,0 CoHg055-1/2 H,0 00 0 0 O
Ooooo0a0
oooo

C H N

mH% 60.71 |5.92 12.24
HE% 60.82 | 5.98 12.23

TH-NMR(& , DMSO-dg): 1.48-1.73(m, 2H); 1.77-2.10(m, 3H); 2.28(s, 3H); 2.93-3.65(

m, 6H); 4.10(s, 2H); 7.07-7.67(m, 12H); 8.18(d, J=8 Hz,1H); 8.53(t, J=6 Hz, 1H);
9.63(broad s, 1H) ; 10.52(s, 1H); 13.57(s, 1H).
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ON-((1--000-2(UuUOoOoOoOo)ooo)4-00000)0O0O)-1-0000 -1H-
0ooooo-3-0000000 O00og(AF3R277)

(ODOO0OI1:0R1 =R3=R4 =R5 =R6 =R7 =R8 = H, R2 = CgHgCH,, X = C(O)NH)
oooooao

a) l1-0000-1H-00D0D000-3-000000 ODoOoOod

oooooao

000oo00 0oooobs.6 g; 0.077 O00O)O0OJ. Med. Chem.,1976,Vol .19(6),pp-778-7
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g; 0.030 00)IO0O0D0O0O0bLIODOOODOODO(7.59; 0.03000)I000000000
0000000000000

ooo

0000@.5¢) 00000000000
0oo

196-198° C

0oo

0Doo

CooHa1NsO,0 HCID 1/2 H,00 0 0 O O
oooooQ

0000

OOoooood
O 0Ooo0oo0ooao
O O0Oo0oooao

C 5| N
¥H% |66.19 6. 28 13.24
HE% |66.09 6. 31 13.29

TH-NMR(& , CDCl3): 1.64-2.40(m, 5H); 3.10-3.77(m, 6H); 4.13(s, 2H); 5.58(s, 1 H)
; 7.00-7.40 (m, 13H); 7.74(d, J=8 Hz, 1H); 8.34(d, J=8 Hz, 1H); 10.88(s, 1H); 11
.26(broad s, 1H).
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000)0O00)-1-(1-000000)-1H-000000-3-0000000
0000000000000 O0 (AF3R331)
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goood
C 5| N
Wit% | 58.88 6. 75 9.55
HE% |59.16 6. 86 9. 85

TH-NMR (& , DMSO-dg): 1.45-1.70(m, 2H); 1.70-2.20(m, 3H); 2.72(s, 2H); 3.02-3.68
(m, 4H); 4.12(s, 2H); 5.08(s, 2H); 7.00(d, J=9 Hz, 2H); 7.26-7.48(m, 5H); 8.56(d
, J=9 Hz, 2H); 8.27(s, 3H); 10.14(s, 1H); 10.92(s, 1 H).

oooooaog

b) N3-((1-2-0 00 -2-(4-(LOOoOopDoOoHoooHYoooo)H)Yooo)Hyooo)y-4-oo
ooo)yooo)-1--coouooo)-lH-0oDOoooo-3-00o0oooood
oooooao

0oooooOooooo97s 6230000000000 D1I-(-00D0DOoOOO)-1H-000
0o0o0-3-000000 oooo@l.lg; 0.400)H)DODODODODa)DOOOODOOOO
ONl-A-(OOooooog)ooo)yoooo)-2-@-(ooooo)y-1-ooooo)Hod
0000 @95¢9; 0.400)H)ooooog¢Goomhioooooooooooooao
oooooao

0 o A o o o A A o A R V-1
OHODOODODODODODOoOUODDODOoDOoDOoDoDOooDOooDoDoOooDooDooDooDoooooooaag
I V{5 A o o o A A o R R Y O 45
g0 000000000 DO0ODO0O0U0DDOO0OO0OU0ODOOOO0OS gooOan

oooooaog

000 1130 115° C

oooooao

Ooo0oao

CsoHzoNg0; 00000

gooooao

Ooogaod

C H N

BH% |71.03 7.19 12. 95
HEo, | 71.22 6. 91 12. 98

TH-NMR (8 , DMSO-dg): 1.24-1.44(m, 2H); 1.54(d, J=7 Hz, 6H); 1.48- 1.78(m, 3H);

2.10(t, J=11 Hz, 2H); 2.87(d, J=11 Hz, 2H); 3.05(s, 2H); 3.24(t, J=6 Hz, 2H); 5.

07 (septet, J=7 Hz, 1H); 5.07(s, 2H); 6.96(d, J=9 Hz, 2H); 7.20-7.48(m, 7H); 7.5

4(d, J=9 Hz, 2H); 7.78(d, J=9 Hz, 1H); 8.19(d, J=8 Hz, 1H); 8.23(t, J=6 Hz, 1H);
9.52(s, 1H).
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ogooooad
ON-((1--(é4-0DooouooooHYooo)y-2-000o0oOO)-4-00000)H)000)-

1-(1-000000)-1H-000000-3-0000000 0000 (AF3R278)
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oooo
ooooobOooooobooooooboboboooobooooboooooooboboooooao
oooobOoooobooooobobOboooobooOoobooOoOoooDbOO20 900

Ooooooogg
OOoooooao

oooao
O 277 cOOOOO
Ooo0o0o
Ooodoo
CosH3,N5O5 HCl OO0 O D0
OoO0o0ogoogaod
Oo0ogod
C H N
B % 61.76 6.76 14. 44
FHE% 61.78 6. 64 14. 41

TH-NMR(& , DMSO-dg): 1.55 (d, J=7 Hz, 6H); 1.46-1.75(m, 2H); 1.75-2.10(m, 3H); 2
.95-3.64(m, 6H); 4.07(s, 2H); 5.08(septet, J=7 Hz, 1H); 6.75(d, J=9 Hz, 2H); 7.2
0-7.31(m, 1H); 7.35-7.49(m, 3H); 7.79(d, J=9 Hz, 1H); 8.17(dt, J=8;1 Hz, 1H); 8.
36(t, J=6 Hz, 1H); 9.37(s, 1H); 9.89(broad s, 1H); 10.62(s, 1H).

oooooag

oooooao
ON-((1--000-2-(4-00D00CO0CO0O0OHYDOOHYODOD))-4-00000CHODODO)-1-1
-000000)-1H-000000-3-000000000 AF3R335)

O0COO00 I1:0R1 =R4 =R5=R6 =R7 =R8 =H, R2=i-CzH,, R3 =4-NO,, X = C(0)
NH )

oooooaog

a) 2-4-(U0o0O0OOU)Y-1-DOoOOO)-N-@-ODDODDOOCDOOODNdYYDODOODOOO

oooao

Da00000oooDooooon@8g; 0140 0)H)00D0D0OO0CObyDOoDOOOO
ODO0O0ON-(4-00000O00)-2-000000000(G0g; 0.1400H00O0O

od
ocoo0ogoooooooooooDbDDoDOob00oooooooooODDDi10/4/71
ooooooo/000O0O/000000 ODOOOODOOODODDDODODOOYwOODOO
oooooao

O Ooo0oooao
O 0Ooo0oo0ooao
O O oOgoao

g
g
O
O
t

goood
Ci4Ho0N0,0 0 00O
oooooao
oooad
C H N
% 57. 23 7. 00 18.98
FHHE % 57.52 6. 90 19. 16

TH-NMR(® , DMSO-dg+D,0): 1.20-1.40(m, 2H); 1.48-1.78(m, 3H); 2.17(t, J=12 Hz, 2H
); 2.72(d, J=7 Hz, 2H); 2.89(d, J=12 Hz, 2H); 3.21(s, 2H); 7.90(d, J=9 Hz, 2H);
8.23(d, J=9 Hz, 2H).
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1-000000)-1H-000000-3-0000000

Do0o0o0Q

000000000009756230 00000000000 1-(1-000000)-1H-00
0000-3-000000 0000(3.19; 0.01300)I0007a)0000000000
00000 (.079g; 0.01400)00000@OMNOIOICOOOCOODOCOODOOOOD
Do0o0o0aQ
D0000000000000000000000000000000000NO0Noonoon
ONNaOHO OO OODOOODOOOOOOODOOOOOO0OO0O0OO0O0O0O0O0O000O00000

Na,SO,0 00000000 ooOocooooboooooboooooobooooboooooan
gboobooooooobobotoboooobooboboboboooobDobobobo2.8gdd
go

goooogao

Ooooao

CosHaoNgO, 0 0 0 0O

oooooao

Ooo0oao

C H N

FH % 62. 62 6. 38 17.33
FHE % 62. 75 6. 32 17.56

TH-NMR (& , CDCl3): 1.36-1.55(m, 2H); 1.61(d, J=7 Hz, 6H); 1.66-1.98(m, 3H); 2.3
2(td, J=12;2Hz, 2H); 2.95(d, J=12 Hz, 2H); 3.13(s, 2H); 3.46(t, J=7 Hz, 2H); 4.8
9(septet, J=7 Hz, 1H); 7.19(t, J=6 Hz, 1H); 7.23-7.30(m, 1H); 7.35-7.50(m, 2H);
7.75(d, J=9 Hz, 2H); 8.21(d, J=9 Hz, 2H); 8.38(dt, J=8;1 Hz, 1H); 9.60(s, 1H).
oooooao

oooooao

O5-000 -N3-((1-(2-000-2(COODODOOOHMOOO)4-000C0O0O)HYDOO)-1H-O
000o00-3-0000000 0O00O00OAF3R295)

0OCODO00 1:0R1 =CHz, R2=R3 =R4 =R5 =R6 =R7 =R8 =H, X =C(O)NH )
oooooao

a) 2,9-0000-7H,14H-0 0000 [273":4,5]0 0 00 [1,2-b]J0O0 0O OO -7,14-0 0
O

oooooao

00000 DODO@@1 ml; 0.151 OO )OO J. Heterocyclic Chem. 1964, Vol. 1(5)
239-2410 0 0 00000DO0O0O 5-000-1H-000000-3-00000 (12-2 g; 0.05
6 000000 @OmMHOODODODODODODODODODODODDODDODODODODODODOoODOoOOoOOOD
ooooDoDDoDOoOO000O0O0ooooO0oO0ODODDODO0D00O0DO00oOoDOoDOoODOoOOD12g9g0000
oooooao

TH-NMR(& , CDCl3): 2.54(d, J=1 Hz, 6H); 7.35(dd, J=9;2 Hz, 2H); 7.85(d, J=9 Hz,
2H); 8.01 (m, 1H).

ocooooao

b) 5-0 00 -N3-((1-(2-0 0D -2-(0O0D0O0OODNMIDOO)-4-0000OO)HODODO)-1H-
0000 -3-0000000 OO0

oooo

OO00Ob)yDOODOODODODDODOOO0O@M.59; 00180 0)H)000D000x)DODOOODO
000 (@.8¢g; 0.009 00)H)OOODDODDO DODODODODODODODODODODODDOOOO
oooo

8 9g05-000-N3-(1-2-00D0-2-(000D0D0OODYIDO)-4-00000)HODOO

O 0Ooo0oooo
W oOoOooQgoao
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-lH-OODOooOoooO-3-000000000bD0o0o0ooooDooDoboooooooaan
O00o000o0oo0ogoes/s 00000/Z00000DO00O0DOO0DDODODODODDODODOOODOO
gobooooboooboo 2.7g0000O
OoO0o0oo0oo0oao
Oo00 26520 O0000O0O
oooooao
O0o0gd
CogHooNgO,O0 HCI 00 000
oooooao
Ooo0ogooaog
C H N
2 H % 62. 62 6. 38 15. 70
7 H % 62. 51 6. 39 15. 85

TH-NMR (& , DMSO-dg): 1.50-1.72(m, 2H); 1.80-2.00(m, 3H); 2.43(s, 3H); 2.96-3.64
(m, 6H); 4.13(s, 2H); 7.12(t, J=7 Hz, 1H); 7.24(dd J=9;1.5 z, 1H); 7.36(t, J=7 H
z, 2H); 7.50(d, J=9 Hz, 1 H); 7.62(d, J=7 Hz, 2H); 7.95(s, 1H); 8.46(t, J=6 Hz,
1H); 9.86(broad s, 1H); 10.52(s, 1H); 13.51(s, 1H).

ogooooad

oooooao
05-000-N3-((1-2-000-2-(0000000)I00)4-00000)000)-1-(1-
0o0o0ooO0)-1H-00000D0-3-0000000 00000 AF3R299)

OCcoooO 1 :Rl=CH;, R2=1i-C3H,, R83=R4 =R5 =R6 =R7 =R8 =H, X=C(O)N
H)

oooooad

a) Joodood0n0O 1--oocoooo)-5-000-1H-000D00D0-8-000000000
oooooao

000000000 060%000007-1g; 0.4300 )0 O J. Heterocyclic Chem. 196
4, Vol. 1(5) 239-2410 000 O0O0O0ODOODO 5-000-1H-000O000O0-3-00000 (3
0g; O.17moHO OOODOOOODDOWWSOMHDOOOODODDODODOOODOOOTYoOODOAO

oooos3o000000000 ODooOoDba@sml; 0.5100)H000ODO

ooooDoo
ooooboooooobvoooobooooooboObooooboboooboobooooobooo
gooobooooooboooooooooooboooobobooooboboooobooo
oooooooooooooooooo

oooooo
ocoooobOO0OO0O0oO02gobb00ObODDOOO0OO0OODO0DODOOOOODDOW30O0O0V7/
oooooo0oooDbOOoOoooooogoobDbooboO0 1290000

ooooDoo

TH-NMR (8 , CDCl3): 1.47(d, J=6 Hz, 6H); 1.64 (d, J=7 Hz, 6H); 2.50(d, J=1 Hz, 3
H); 4.92(septet, J=7 Hz, 1H) ; 5.39(septet, J=6 Hz, 1H); 7.23(dd, J=9;1 Hz, 1H);
7.40(d, J=9 Hz, 1H); 7.95(quintet, J=1 Hz, 1H).

ogooooad

b) 1-(1-C00000)-5-000-1H-000000-3-00000

oooooad

O000D0a)0O00DDOO0ODO0O0DO( g; 0.0300)IOMNaOH(42 mDO OO D ODOO
oogoo0o0oOoOO0oO0OU0OU0UUOUUOoOoOoO2v000DU0DO0OO0OUOODOOOODDODOOOOOOO
goboooboooboobobuogdobbooboooonn
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DoooooQ

TH-NMR(3 , CDClg): 1.61(d, J=7 Hz, 6H); 2.44(s, 3H); 4.88 (septet, J=7 Hz, 1H);

7.19(d, J=9 Hz, 1H); 7.34(d, J=9 Hz, 1H); 7.97(s, 1H); 9.32(broad s, 1H).
DoooooQ

) 1-(1-000000)-5-000-1H-000000-3-000000 0000
oooooo

0000000000000 000(2.29; 0.05600)I00000a000000
Do0oooooo0ooon

ooooon

013.3¢g 000000000000 00000000000000000000

DoooooQ
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.27(m, 2H); 3.41(t, J=6 Hz, 2H); 3.56-3.77(m, 2H); 4.01(s, 2H); 4.83(septet, J=7
Hz, 1H); 7.06-7.39(m, 6H); 7.76(d, J=8 Hz, 2H); 8.12(s, 1H); 10.91(s, 1H); 11.7
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2.80-3.10(m, 10H); 3.34(s, 2H); 6.67(d, J=9 Hz, 2H); 7.39(d, J=9 Hz, 2H).
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=8 Hz, 1H); 10.65(broad s, 2H); 11.55(s, 1 H).
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TH-NMR(& , DMSO-dg): 1.54(d, J=7 Hz, 6H); 1.42-1.64 (m, 2H); 1.72-1.92(m, 3H); 2
.15(s, 6H); 2.78(t, J=12 Hz, 2H); 3.17-3.40(m, 4H); 3.81(s, 2H); 5.08(septet, J=
7 Hz, 1 H); 6.20(broad s, 2H); 7.09(s, 3H); 7.20-7.30(m, 1H); 7.38-7.48(m, 1H);
7.79(d, J=9 Hz, 1H); 8.17(d, J=8 Hz, 1H); 8.31(t, J=6 Hz, 1H); 9.68(s, 1H).
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.16(s, 2H); 5.00(septet, J=7 Hz, 1H); 7.20-7.38(m, 3H) 7.30-7.48(m, 1H); 7.70(d,
J=9 Hz, 2H); 7.79(d, J=9 Hz, 2H); 8.17(d, J=8 Hz, 1H); 8.37(t, J=6 Hz, 1H); 10.
03 (broad s, 4H); 11.17(s, 1H).
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