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Oo0oooooooonoooooooooonooooooooooooooooo0OnOanan
gooooooooooooooooao
goooooooooooooooooooooooboooooooooooooooOon
O00oo0o0oooooooooooooooooooooooooooooooobn0Oan0an
go0ooooooooootototoooooooooooooooooboooooOo0d0Odonoano
gooooOo-3o0ooeO000O0COO0OOOODOOODOOODOOOOOOOOOOOn
O00o0o0oo0oo0oo0oooo0ooooo o000 oooooooooooooooobD0Oan0an
Oo0ooooooooboooooonoooooooooooOnnOdnoan
gooooooooooooooooooooooooboooooooooooooooan
OOo00ooooooogno
Ooo
gogoao
o O Me
HN-NHz HO+ | I —> HNﬁ
N~“0oH

03-0000000000(@6.0g,20.0mmoH) 0000 O0OGOML)OOOODODOODODGOGO
00 (10.0g,20.0mmoHO OO0 00 DOCOO0DIDOO0DO0ODODODOOODDOODOODODOO
oo0o0ooDDoDoODOoO0o0o0O0o0oooooDDoODOooDo0O03-000o0o-5-000000000
0000 (16.99,0 0 :86.0%)0 0 O O mp:2150 2160 ;” H-NMR(DMSO-d; ,DMSO,ppm):5 2.
10(s,3H),5.22(s,1H),8.500 11.90(br s,2H).

ooooooao
ooooDoDoOOoO0o0O0oO0oo0oooooODoODO0OpB-D0O00O0O0O0ODODDOD@OOOO:=3-00
I e - o o o - 0 e [ R ¢
-0000000oDo00U0o0o0Do0004-00000D00000DODDODODOO0O0ODODO :3-0
oo0oo0DDoDoODOoOO000O0O0oo0o0o00:4,4,4-000000-8-00000000000O00
ooo0D:2-000-3-00000000DDDODOO0OO0O0OO:2-000-3-00000000
00H)oDoOooooDoooU0oDoDoo0o0ooDoO0o03-00000oDooDOoOooDoDoOng
ogoooooogo/00/00/00/NMROODODOCOOODODOO

ooooao

05-000-3-0000000000/0000/00 :74.8%/mp:1910 1930 /7 H-NMR(DMSO
-d; ,DMSO,ppm):6 1.13(t,J=7.6Hz,3H),2.46(q,J=7.6Hz,2H),5.24(s,1H),9.100 11.60(b
rs, ). (0000000O0OOODODODOOOOO0)

ooooao

03-00000-5-00000000000/0000/00 :57.5%/mp:1890 1930 /” H-NM
R(DMSO-d; ,DMSO,ppm):6 1.15(d,J=6.9Hz,6H),2.79(sep,J=6.9Hz,1H),5.23(s,1H),8.80
0 12.40(br s,1H).

ooooao

05-t-000-3-0000000000/0000/00 :74.2%/mp-2050 2060 /Y H-NMR(DM
SO-d; ,DMSO,ppm):86 1.26(s,9H),5.22(s,1H),8.600 12.20(br s,2H).

ooooao

03-00000-5(0000000)I0000/0000/00 :80.1%/mp-1230 1250 /"
H-NMR(DMSO-d; ,DMSO,ppm):d 3.23(s,3H),4.25(s,2H),5.42(s,1H),9.000 13.00(m,2H).
ooooao

0@E-0000000000-5-00)00000/0000/00 :35.4%/mp-1140 1170 /°
H-NMR(DMSO-d; ,DMSO,ppm):d 1.20(t,J=7.1Hz,3H),3.34(s,2H),4.10(q,J=7.1Hz,2H),5.3
5(s,1H),8.600 12.20(m,2H).

ooooao
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03-00000-5-00000000000000/0000/00 :81.5%/mp:2110 2150 /
7 H-NMR(DMSO-d, ,DMSO,ppm):3 5.69(s,1H),10.700 11.60(brs,1H),12.200 13.40(br s,
1H) .

ooooo

04,5-0000-3-0000000000/0000/00 :93.7%/mp:2680 2700 /” H-NMR(
DMSO-d,, ,DMSO,ppm):& 1.73(s,3H),2.03(s,3H),9.200 12,50(br s,2H).

ooooo

04-000-3-00000-5-00000000/0000/00 :86.7%/mp:2320 2340 /7 H
-NMR(DMSO-d, ,DMSO,ppm):& 1.00(t,J=7.5Hz,3H),2.05(s,3H),2.21(q,J=7.5Hz,2H),8.90
0 11.50(br s,2H).

DoooooQ

0 0
HzN—NHz-H20+v/U\)LOJ< > HN
N 0oH

04-0000000-3-000000000t000 (5.539,30.0mmol)0 00000 (50mL
Y0OOODDODODDOOODOODO (1.80g,45.0mmo)0 00 0000000400000 000
000000000000 000000000000000000000005-0000
000-3-000000000000000(2.08g,00 :55.9%)0 0 0 0 mp:2130 2150 ;
7 H-NMR(DMSO-d, ,DMSO,ppm):3 0.550 0.65(m,2H),0.750 0.95(m,2H),1.650 1.85(m,1H)
,5.12(s,1H) (0 0000000000000 00O0D0000D0O00O0000)
oooooon

H,N-NH,* H,0 +
cl

04-0000000000000(3.199,15.0imo)D 00000 @oNL)O0C00O00O00N
00000 (0.80g,20mmoN0 00 00 0C00C0D02000000000000000000
0000000000000 0000000000005-@-0000000)-3-000
000000000000 (2.029,0 0 :55.1%)0 O O O mp:2400 2410 ;7 H-NMR(DMSO-d,,
,DMSO,ppm):8 5.92(s,1H),7.47(d,J=8.5Hz,2H),7.70(d,J=8.5Hz,2H),9.300 10.60(br s,
1H),11.600 12.70(br s,1H).

DoooooQ

MeOOC
H,N-NH,- H,0+ MeOOC—="—COOMe —> 'S
N™“oH
00000 o0ooDooDooDoDoooo@4.7g,17smmoD0 00D OO @omDOCOOODOODO
Oo0o00ooe.7g,200mmoHO0o0 000000 DOOODOODODODOODO2WO0000000
gfd130 040 0000 0000000000000 ooooooooooooooooao
0oobobooooooDoos3-00o0o0ooo0DooDoo-5-000000Db00O00O00OO0O(8.2g,

00 :73.8%)0 0 O O mp:2290 2310 ;7 H-NMR(DMSO-d, ,DMSO,ppm):& 3.79(s,3H),5.91(s
,1H),10.100 10.45(br s,1H). (0 0000000000000 OOO0OO0)
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Oooogood
Me Me
HN ™ HN
N"~0oH N" 0OH

03-00000-5-00000000 (2-949,30.0mo)0 00 (25mL)0 00000000
000 (4.86g,36mmoN0 000 0006000000000 00000000000000O
0000000000000 O0000000000004-000-3-00000-5-000
00000000000 (1.48g,0 0 :37.2%)0 0 O O mp:2350 2380 (dec.);” H-NMR(CDCI
o LTMS,ppm):&  2.10(s,3H),8.750 9.15(m,2H).

oooooao
N OH =/—NH N" oH

03-00000-5-00000000 (5.009,51.0mmol)0 DMF(80ML)D O O O
000000 (38.529,25.5mmo)0 00 0000000000000 0O0 (4.51mL,51.0mmol)
00060000000 O00O0OD0OO0OO0OO0OO0OO0OO0OIN-DOCODOOCOOOCOOO (50m
lx )00 000000000G@GoMx 3)00000000000000000000000
0000000000000 000000000000000000000000000
0D00(@O0OO0O0/0000=/3)0000000000000O0N-000-3-00000
-5-00000000-1-000000000000 (4.729,00 :51.1%)0 0 0O O mp:800 8
30 ;7 H-NMR(CDCI, ,TMS,ppm):3 2.55(d,J=0.8Hz,3H),3.97(dddt,J=1.6,1.6,5.8 and 5.
8Hz,2H),5.19(ddt,J=1.6,2.7 and 10.3Hz,1H),5.28(ddt,J=1.6,2.7 and 17.2Hz,1H),5.63
(d,J=0.8Hz,1H),5.90(ddt,J=5.8,10.3 and 17.2Hz,1H),6.70(m,1H).(J 0000000 O
0O0O00O00O0O000)
Do0o0o00
00000000000 0003-00000-5-0000000000000000000
0000000000000 O0O0ON-0000-3-00000-5-00000000-1-00
0000000000 (@0 :18.9%)0 0 0 O mp:2320 2340 ;7 H-NMR(CDCI, ,TMS,ppm) :3
2.62(d,J=0.8Hz,3H),5.72(d,J=0.8Hz,1H),7.110 7.17(m,1H),7.330 7.39(m,2H),7.530 7
.57(m,2H),8.64(br s,1H) (000000 O0O0O0O0O0OOOOOOOO)
Doooao

Me Me NO
2
U@ e’ W
N"~OH N™S0

3-00000-5-00000000(0.33g,3.4mmol)0 DMF(50mL)D O O O
00000 (0.59,3.6mmo)04-0 0000000000 (1.6g,1.00moN00 00000
000000000080 0000000O000O00D0O0O0D0DOO02N-00 (10omL)d O

000000 @omx 3)0000000000000000000000000000

0000000000000 O00O0OO00OO0O0O0O0OO0O0O0O0O0OO0DONOoONONOoOooooon
0000000 @O0O00/0000=1/7-1/3)000000000000005-00
-3-(4-0000000000)I000000000(0.49,00 :63.3%)0 00 O mp:124
1250 ;7 H-NMR(CDCI, ,TMS,ppm):3 2.33(s,3H),5.75(s,1H),7.20(dd,J=2.2 and 7.1Hz

Oooooooogdg
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,2H),8.22(dd,J=2.2 and 7.1Hz,2H),9.300 9.90(br s,1H).

ooooo
Me F Me .
HN-)N\:L + NO, —>» HN,)N:LO

OH F NO,

03-00000-5-00000000 (4-529,46.1mmol)00 DMSO(BOML)Y O 0 0 0 00O O O (
3.199,23.1mmo)0 2,5-0 00000000000 (((7.34g,46.1mmoD0 000 OCOOODO
00000000 oDoOooo0ooooOooooDoOOoOoOoDAIN-OO@oomMLbOOooOooooo
OO @oomlx 2 00D 00000000 @oOOmMLx 200D 0D O0DO0DO0DO0DDOoODOoDOoO0oDood
Jodo0o0oo0odUoo0ooDoooUooooOdUoUoDoOU0UOoUoDOooDUOOoUODoLDoODOoUOUDOoOoOd
ooooooouoooDoood@oooo/Z0DoUO0O=w3)y00oooDooDOooooODoOOs
-4-0000-2-000000000O0O)-5-0000D000CO0O00OD0O0CGO(5-33g,00 :48.
8%)0 0 O O mp:810 840 ;" H-NMR(CDCI, ,TMS,ppm):d 2.28(d,J=0.5Hz,3H),5.71(d,J=0.
5Hz,1H),7.260 7.38(m,2H),7.69(dd,J=2.8 and 7.9Hz,1H),9.33(br s,1H).

ooooao

Me Me
NO,
HNﬁ + F—Q—Noz—" HN,)\j\ @
N™>0oH e N™So Me

03-00000-5-00000000 (3.169,32.2mmoN05-0000-2-0000000 (5
.00g,32.2mmol)0 DMF(50ML)0 0 0 0000 0O (2.23g,16.1mmol)0 0 0 0 700 0 30 O O
0000000000000 O000O02N-00(GomM)00 0000000 (30mLx 2)00
0000000 (Gonx 3)00000000000000000000000000
0000000000000 00000O00O00D0000O0000O00O0O0OnOoan(
000/0000=1/3)000000000000005-000-3-(4-000-3-00
000000)I0O00O00O0000O0(R.51g,00 :27.8%)0 O 0 O mp:1140 1170 ;
-NMR(CDCI, ,TMS,ppm):8 2.30(d,J=0.5Hz,3H),2.61(s,3H),5.72(d,J=0.5Hz,1H),6.98
.04(m,2H),8.05(d,J=9.8Hz,1H),10.12(br s,1H).
0oo
000000003-00000-5-0000000005-000-2-00000000
000000000005-000-3-(3-0000-4-0000000000)0000
00000000 (00 :13.2%)000 0% H-NMR(CDCI, ,TMS,ppm):& 2.34(s,3H),3.93
(s,3H),5.74(s,1H),6.70(dd,J=2.4 and 9.1Hz,1H),6.85(d,J=2.4Hz,1H),7.95(d,J=9.1Hz,
1H),9.45(br s,1H).

O OooOooo
L O o0Ooo

O Ooooo
OooOo N

gooo0ogano
Me Me
CF
W s e w T
N™~0oH N™o

NO,

03-00000-5-00000000 (5.889,60.0imo)04-0000-3-00000000
00000 (12.6g9,60.0mmol)0 DMF(120mL)0 0 00 00O O O (9.129,66.0mmol)0 O O O
500 040000000000000000000002N-00(oomL)0OC00O0000O
OD(@omlx )0 000000000 ODOODOOODOOODOOODOODOOOOOODOn
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D000000000000000000000000000000000000000
00(@OO000/0000=1/3)000000000000005-000-3-(2-000-4-
000000000000 0O000)I00O0000000 (12.1g,00 :69.9%)0 00 0m
p:890 910 ;" H-NMR(CDCI, ,TMS,ppm):3 2.28(s,3H),5.77(s,1H),7.40(d,J=8.8Hz,1H),7
.76(dd,J=2.0 and 8.8Hz,1H),8.21(d,J=2.0Hz,1H),10.100 11.05(br s,1H).
0oooooo

gbooboooooobob4-b000-3-00000O0D0O0ODODODOOS-0DODOODODO
gcooooo@OoOooo8s-ooooo-5-0000O0O0O0O0O0OOOODODDOOOOOO0:
5-000-3-000000bOob0c0o0oboboo0ono-4,5-000b0-3-00oooooooan
oooobooo 4-000-3-00000-5-0D0000O0O0DOHY)Y ODOODOOOODODOO
gcoooooo3-oggogogoooooboooOooooooooooooo/o0O0/00o/Zo

O/NMRODOODO0OOO0OO0OO0DO

ooooo
03-(2-000-4-0000000000000000)-5-00000000000000
/0000000 /00 :28.7%" H-NMR(CDCI,, ,TMS,ppm):& 6.35(s,1H),7.48(d,J=8.5Hz,
1H),7.85(dd,J=2.0 and 8.8Hz,1H),8.27(m,1H),10.100 10.90(br s,1H).

ooooo
05-000-3-(2-000-4-0000000000000000)00000/00000
0 0/0 0 :77.0%/° H-NMR(CDCI, ,TMS,ppm):8 1.27(t,J=7.6Hz,3H),2.67(dq,J=0.4 and
7.6Hz,2H),5.81(s,1H),7.44(d,J=8.8Hz,1H),7.77(dd,J=1.9 and 8.8Hz,1H),8.22(d,J=1.9
Hz,1H).(0OODOODOO0OOO0OOO0OOO0O0O0O00)

Doooo
04,5-0000-3-(2-000-4-0000000000000000)00000/000
00 /0 0 :50.8%/mp:920 950 ;7 H-NMR(CDCl, ,TMS,ppm):8 1.89(s,3H),2.23(s,3H),7.3
8(d,J=8.8Hz,1H),7.74(dd,J=1.9 and 8.8Hz,1H),8.22(d,J=1.9Hz,1H),8.900 10.35(br s,
1H) .

ooooo
0D4-000-5-000-3-(2-000-4-0000000000000000)000000 /0
000700 :49.8%/mp:920 930 /7 H-NMR(CDCI, ,TMS,ppm):& 1.10(t,J=7.6Hz,3H),2.24
(s,3H),2.36(q,J=7.6Hz,2H),7.42(d,J=8.8Hz,1H),7.74(dd,J=2.0 and 8.8Hz,1H),8.22(d,
J=2_.0Hz,1H),9.100 9.75(brs, 1H).

000000
. Me Me
NO
*iN?::l\ + F-<;::>}-hKJz I{NfEZI\ 2
N™“0H N0

FsC CF;
03-0000o0-5-00000000((4.90g,50.0mmoDH02-0000-5-000000003
00000 (10.59,50.0mmol)0 DMF(S50mL)0 0 0 0 0 00 0 0 (7.60g,55.0mmol)0 0 0 0 6
o00400000000D0ODOO0OOODODODODO2N-00@oOMLO OO ODODOOO
Gomx DD 0D ODD0DO0DD0DO0DDODDO0DO0DO0DO0DDOD0DODODOoDOoDODOoDOoDOooDOooDOan
gooooooboboob bbb uoooooobobobobbbboboo
o(@oooov/0o000D=w/3)0000000DO0O0OOODOOS-000-3-4-000-2-0
000000000000 DOO0OO0)YdIDODODO0DO0ODDODODODO(8.-70g,0 0 :60-6%)0
0009 H-NMR(CDCI, ,TMS,ppm):8 2.30(d,J=0.5Hz,3H),5.78(d,J=0.5Hz,1H),7.31(d,J=
9.2Hz,1H),8.31(dd,J=2.7 and 9.2Hz,1H),8.57(d,J=2.7Hz,1H),10.050 10.50(br s,1H).
Oooooooao
ooooooooooo2-00b00-5-00000000O00DO00O0OO03-000D00000
oooooo@oboooos:5-00b0-8-00b00O0OoDOoDoDOoDoDOoDbOO0OO:4,5-00
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00-3-00000000000000000:4-000-3-00000-5-0000000
0)DODO0OODOO0DOOO0OO0DO0OO0OO0OO0OO0OO0O0O00O0O03-0000000000000000
000000000 /00/00/00/N\MRO0O00O00O00000O

DoooooQ
05-000-3-(4-000-2-0000000000000000)00000/00000
00/00 :79.3%/° H-NMR(CDCl, ,TMS,ppm):& 1.29(t,J=7.6Hz,3H),2.69(q,J=7.6Hz,2H)
,5.82(s,1H),7.38(d,J=9.2Hz,1H),8.35(dd,J=2.7 and 9.2Hz,1H),8.57(d,J=2.7Hz,1H),9.
450 10.15(br s,1H).

ooooon
04,5-0000-3-(4-000-2-0000000000000000)00000/000
0 /0 0 :51.1%/mp:970 990 /7 H-NMR(CDCI, ,TMS,ppm):3 1.84(s,3H),2.25(s,3H),7.33(
d,J=9.2Hz,1H),8.33(dd,J=2.7 and 9.2Hz,1H),8.57(d,J=2.7Hz,1H),9.050 10.20(br s,1H
).

oooooo
0D4-000-5-000-3-(4-000-2-0000000000000000)000000 /0
000000/00 :50.8%/° H-NMR(CDCI, ,TMS,ppm):8 1.05(t,J=7.6Hz,3H),2.26(s,3H)
,2.31(q,J=7.6Hz,2H),7.36(d,J=9.2Hz,1H),8.33(dd,J=2.7 and 9.2Hz,1H),8.57(d,J=2.7H
z,1H) (00000000 O0O0OOOOOOOO)

ooooon

Cl
Me Cl Me Me

NO )j
~ + - ~ 2,
N™“oH N™o cl

03-00000-5-00000000 (5.009,51.0mmol)0 DMF(130mL)0 0000000 O (
3.529,25.5mmol)0 2,4-0 0000000000 (9.799,51.0mmo)0 000000000
0000000000000 000000000000IN-00 (oonL) 00000000
0(oomlx 3)0 0000000000 (O00Nx 3)0 0000000000000 0000
0000000000000 000000000000000000000000000
000000000000 @O00O0/0000=/3) 000000000000003-(
3-000-4-0000000000)-5-0000000000000(6.33g,00 :48.9%)[
mp:910 930 ;Y H-NMR(CDCI, ,TMS,ppm):8 2.30(s,3H),5.74(d,J=0.6Hz,1H),7.10(dd,J=2
.8 and 9.1Hz,1H),7.25(d,J=2.5Hz,1H),7.97(d,J=9.1Hz,1H),10.73(br d,J=8.8Hz,1H)]O
03-(5-000-2-0000000000)5-0000000000000 (2.31g,00 :17
.9%) [mp:870 900 ;” H-NMR(CDCI, ,TMS,ppm):8 2.27(s,3H),5.73(d,J=0.6Hz,1H),7.17(d
d,J=2.2 and 8.8Hz,1H),7.26(d,J=2.2Hz,1H),7.91(d,J=8.8Hz,1H),10.77(br s,1H)]0 O
00

Dooooo

NO;

' F
Me E Me Me

NO, >j
~N] + —> < + HN
HN'):L F'@"“Oz ”Ni @: N*>o
N™ oH N0 F

03-00000-5-00000000 (4-919,50.0mmol)0 DMSO(8OML)O 0D 0 0D OO0 OO (
3.46g,25.0nmo)02,4-0 00000000000 (7.959,50.0mmol)D 00000000
00000000000000000000000000IN-O00 @oomL)0O0O00000

NO,
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OO0 @oomlx 2 00000000000 @oomx 2 00000 oooDoooooood
ooo0oDoDDoODOoOO000O0Oo0ooooOooDDDODO0D00DO0DO0o0oooDoDoDoDoODDoOoDOoOooOg
oooooDoOO0oO0o0oo0oOooo(@oooOoO/0000=w/3))y00000DDODOO0OO0OO0DOODOS
-B-000U0-4-000000000O0O)-5-0000D0ODD0DO0OO00ODDOO(1.529,00 :12.
8%) [mp:800 830 ;" H-NMR(CDCl; ,TMS,ppm):8 2.33(d,J=0.5Hz,3H),5.77(d,J=0.5Hz,1H)
,6.960 7.03(m,2H),8.060 8.13(m,1H),10.03(br s,1H)JO 0 3-G-0 000 -2-0000 0O
00000)-5-0000000000000(0.97g,0 0 :8.2%)[mp:950 970 ;° H-NMR(CD
Cl; ,TMS,ppm):d 2.31(s,3H),5.77(s,1H),6.90(ddd,J=2.7,5.8 and 9.1Hz,1H),7.01(dd,
J=2.7 and 9.6Hz,1H),8.03(dd,J=5.8 and 9.1Hz,1H),9.86(br s,1H)]0O 0O O O
ocooooao

Me Me

R S N
HN .=

N~ CF3 N O

03-00000-5-00000000 (1.479,15.0mmo)05-0000-2-00000000
00000 (3-14g,15.0mmol)I DMF(20mL)0 D 00 0 0 0 O O (2.49g,18.0mmoN0 0 0 O 7
00030000000000000000000002N-00@OonL)000000000(
3omlx 3)0 0 0000000000000 0000000000000000000000
0000000000000 0000000000000O000ON0ONONooNooonoon
(000O00/0000=1/3)000000000000005-000-3-(4-000-3-00
00000000000000)00000000000(2.749,00 :63.6%)0 0 0 O mp:
960 980 ;” H-NMR(CDCI, ,TMS,ppm):8 2.34(s,3H),5.77(s,1H),7.40(dd,J=2.6 and 8.9H
z,1H),7.56(d,J=2.6Hz,1H),7.98(d,J=8.9Hz,1H),9.200 10.15(br s,1H).

oooooao
- Me Me
HN,)N\j\ * F CN — > HN,)P\ N
OH F.C o) 1

03-0o0ooo-5-000o0ooonod@.47g,15.0mmoH04-0 000 -3-0000000O0
00000000 (2-89,15.0mmol)0 DMFEOML) O 00 OO0 0O OO O (2.89,20.0mmol)0 O
gposoooe0d0D0OD00OD0DD0DODODDODDODOOOoDOOoO2N-00GOML)ODODODODO
oo @omlx O oooooDooDooDoooooooDooDooDoooooDoooooan
000000000000 oo00oo0oo0ooo0ooo0ooo0ooo0ooooooOao
0O00(@UU0OD00/0000=/5)000000000000003-4-000-2-000
0o0o0ooo0ooDooDoooo)-5-0000o0Do0oo0nooooon@.-7g,00 :42.4%)0 0O
0 O mp:-1230 1250 ;" H-NMR(CDCl; ,TMS,ppm):8 2.28(d,J=0.5Hz,3H),5.75(d,J=0.5Hz,1
H),7.30(d,J=8.8Hz,1H),7.75(dd,J=2.0 and 8.8Hz,1H),7.96(d,J=2.0Hz,1H),9.600 11.60
(br s,1H).

ogooooao
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Me
Me cl HN
N™o
HN_);L * F CF; — ci
OH o
CF,

03-00000-5-00000000 (1.479,15.0mmo)03,5-0000-4-0000000
0000000 (3.59,15.0mmol)0 DMF(30mML)D 0 00 OO0 0 O O (2.8g,20mmo)0 0 0 O 6
00060 00O00D0ONDODONODONONODONONDONODO2N-00(ONL)0O0OD00O00D0O(
3omlx 3)0 0 0000000000000 0000000000000000000000
0000000000000 0000000000000000000000000000
(000O00/0000=1/10-1/7)0 0000000000000 3-(2,6-0000 -4-0

O
O

O wWoOoooogooOoo

O
O

go

O
O

. 750

Oo0ooodgogaog
OO0 ooogoog v

O

O

OCooODODDDOO0OO00O00)-5-0000000000000(2.59,00 :54.0%)0

mp:1530 1550 ;7 H-NMR(CDCI, ,TMS,ppm):8 2.27(s,3H),5.68(s,1H),7.64(s,2H),

.70(br s,1H).

ooooano
gbooooos,5-gbogdb-4-00b0oboboooobobo3-0booan
cooo(@OoOooogo:-000-3-000000O0O0O0OQOCOODODDOOO:=3-0
SS5-0000o0ooobooboooboboobooobooDs:ss-e-000-3-000000000
ooobo:%5-000booo0-3-0o0ob0c0obobobooooboo0oo0ob:=4-000-
oo0-5-000000000Q0Q0O0ooDOoO::3-00ggogs5-(oooooo)gd
ocooooODO :@B-000O0OoooooDbD-5-00)00O0ooooooDoDO:3-
oooooOo-5-000000000000b000:4,5-0000-3-00000
gboobooooo:x4-00o0-8-00uogo-5-0o0gbogobobooooobogonb:

5-4-0000000)-3-0000000000)I00000000000000000
0003-0000000000000000000000000/00/00 /00 /NMRO
Oo0oO00oO00O0o0

ooooooQ
03-(2,6-0000-4-0000000000000000)-5-00000000/000
0 /0 0 :35.7%/mp=1180 1210 /” H-NMR(CDCl, ,TMS,ppm):& 1.26(t,J=7.5Hz,3H),2.62(q
,J=7_.5Hz,2H),5.69(s,1H),7.65(s,2H),8.900 9.30(br s,1H).

Dooooo
03-(2,6-0000-4-0000000000000000)-5-000000000007/
0000/00 :59.7%/mp:980 1010 /7 H-NMR(CDCI, ,TMS,ppm):& 1.26(d,J=6.9Hz,6H),2.
90(sep,J=6.9Hz,1H),5.68(d,J=0.2Hz,1H),7.65(d,J=0.2Hz,2H),9.06(br s,1H).
oooooo
05-t-000-3-(2,6-0000-4-0000000000000000)00000/00
00 /0 0 :68.3%/mp:1700 1720 /7 H-NMR(CDCI, ,TMS,ppm): & 1.30(s,9H),5.69(s,1H),
7.64(s,2H),8.850 9.15(m, 1H).

oooooo
05-0000000-3-(2,6-0000-4-0000000000000000)J00000
/0000700 :16.8%/mp:1190 1210 ;7 H-NMR(CDCI, ,TMS,ppm):5 0.650 0.77(m,2H),0
.900 1.05(m,2H),1.700 1.85(m,1H),5.54(s,1H),7.65(s,2H),8.800 9.75(br s,1H).
oooooQ
03-(2,6-0000-4-0000000000000000)5-(0000000)0000
0/0000 /00 :64.5%/mp:1410 1430 /7 H-NMR(CDCI, ,TMS,ppm):& 3.41(s,3H),4.46(
s,2H),5.82(s,1H),7.64(s,2H),9.200 9.65(br s,1H).
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DoooooQ
03-(2,6-0000-4-0000000000000000)I0000-5-00000000
0/0000 /00 :43.0%/mp:1140 1160 /7 H-NMR(CDCI, ,TMS,ppm):5 3.93(s,3H),6.41(
s,1H),7.65(d,J=0.4Hz,2H),10.10(br s,1H).

oooooo
0{3-(2,6-0000-4-0000000000000000)I0000-5-0030000
0/0000000/00 :51.1%/7 H-NMR(CDCI, ,TMS,ppm):3d 1.30(t,J=7.2Hz,3H),3.71(
s,2H),4.23(q,J=7.2Hz,2H),5.79(s,1H),7.65(s,2H) . (0 00 0000000000000
o)

oooooQ
03-(2,6-0000-4-0000000000000000)-4,5-000000000/0
00 0/00 :34.0%/mp:2200 2230 /7 H-NMR(CDCI, ,TMS,ppm):8 1.90(s,3H),1.93(s,3H)
,7.71(s,2H) (0000000000000 O00O00)

oooooo
03-(2,6-0000-4-0000000000000000)4-000-5-0000000
0/0000 /00 :38.3%/mp:2150 2180 ;7 H-NMR(CDCI, ,TMS,ppm):& 1.10(t,J=7.5Hz,3
H),1.93(s,3H),2.34(q,J=7.5Hz,2H),7.69(s,2H),9.500 12.50(br s,1H).

Dooooo
05-A-0000000)-3-(2,6-0000-4-0000000000000000)000
00/0000/00 :55.1%/mp:1810 1830 /7 H-NMR(CDCI, ,TMS,ppm):8& 5.99(s,1H),7.2
00 7.40(m,4H),7.51(s,2H),10.350 11.50(br s,1H).

oooooo

Me

F HN)tL
Me N o
HN,):,L * F CFs —> ¢ F
OH .
CF,

03-00000-5-00000000 (2.459,25.0mmol)0 3-000-4,5-00 000000
0000000 (2.59,25.0mmol)0 DMF(40mL)0 0 00000 00O (1.66g,12mmol)0 O O O
700 040000000000000000000002N-00 @OOML)OCOCO0C0O0
O(onlx 3)0 00 0000000000000 000O00O00O00O00O00O00OO0O
0000000000000 O00O0000000000000000000000000
0O0(@O00O0/0000=/5)000000000000003-(-000-6-0000 -
4-0000000000000000)-5-0000000000000 (2.299,00 :33.8
%)0 0 O O mp:1710 1740 ;° H-NMR(CDCI, ,TMS,ppm):& 2.27(s,3H),5.71(s,1H),7.37(dd
,Jo 4 =1.8 and 9.4Hz,1H),7.54(s,1H),8.850 9.55(br s,1H).

ooOoooao
' Me
Me F3C, HN')N\:L
HN_N\_ + F NO; —  o.N 1 CF,
OH  o,N
NO,
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03-00000-5-00000000 (0.499,5.0mmo)03,5-0000-2-0000000
0000000 (1-359,5.0mmol)0 DMF(IOML)0 0 0000000 00 (60%0 O ,0.2g,5.5m
mol)J 000700060 00000000000000000000O02N-00 (30mL)000
000000 @omx 3)) 00 000000000000000000000000000
0000000000000 O0000O000000000000000000000000
0000000 (@O0OO00/0000=1/7)000000000000003-(2,4-000

0D-6-0000000000000000)5-00000000000000(0.58g,00
:34.9%)0 O O O mp:1450 1470 ;7 H-NMR(CDCI, ,TMS,ppm):8 2.29(s,3H),5.84(s,1H),8.
82(m,2H),9.01(d,J=2.7Hz,1H).

O D_D Oo0od
Me
~
Me cl HN')N\_’LO
HN,)j\ * F CFy — o, cl
N™“0H O,N
CF,

03-00000-5-00000000 (0.989,10.0mmol)0 3-0 00 -4-0 000 -5-00 O
0000000000 (1.59,10.0mmol)0 DMF(30ML)D 0 000000 00 O (60%0 O ,0.4
4g,11.0moD)I 00060070 0000000000000 O00O0O0C0O2N-00 (80m
LODOD0DO0D0DO0DD0O0@oNx 3)) 00 00000000000000000000000
000000000000 0000000000000000000000000000
00000000000 @O0OO0O0/0000=1/7-1/3) 00 000000000000
3-(2-000-6-000-4-0000000000000000)-5-0000000000
0000 (1.8g,0 0 :56.6%)0 0 O O mp:1200 1230 ;7 H-NMR(CDCI, ,TMS,ppm):d 2.29(s
,3H),5.79(s,1H),7.98(d,J=1.8Hz,1H),8.17(d,J=1.8Hz,1H),8.650 9.30(brs,1H).

godoooogad
Me
-~
w3+
N““oH
03-0000o0-5-00000000(0.49g,5-OommoD)ODMF(IOML) O 0 OO OO ODOODO
0 (60%0 O ,0.2g,5.5mmoH)0 00 00 DOO0OOODODOODODO3000O00O000n0
002,3,5-0000000000.99,5-0mmo)0 0070002000000 000000
doooooooo2N-O0ombHODODDoDODOooOoO @omlx DO OODOODOOoOOOOd
g oo oo oD oD oD oD ooy o oo g o
0000000 o0ooDooDO0oDbO0oo0o0ooDooDOooDOoDOOo(@ODbOO/O0D00=1/7-1/2)
0oo0oDoooooDooDooo3-@,-000noooo-2-00000)-5-000000
0000000 (0.79,0 0 :57.4%)0 O O O mp:1090 1110 ;” H-NMR(CDCI, ,TMS,ppm):3
2.32(s,3H),5.86(s,1H),7.77(d,J=2.3Hz,1H),8.03(d,J=2.3Hz,1H) ,9.400 11.50(br s,1H)

000D0DoDo0o0o
0000D0D0000003-00000-5-0000000000000000C@O0000
0:2-000-6-0000-3-00000000000000:2-000-4-000-5-000
0000)I000000000000000000003-0000000000000
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oooooooooooo/00/00/00/NMROODOCODODOODOODO

oooooao
o5-000-3-(6-0000-3-000000D0-2-00000)0000O0/0000/00 :
63.6%/mp:1330 1360 /" H-NMR(CDCl, ,TMS,ppm):8 2.32(d,J=0.6Hz,3H),3.80(s,3H),5.9
0(d,J=0.6Hz,1H),6.51(dd,J=1.7 and 8.8Hz,

1H),8.39(d,J=8.8Hz,1H),10.90(br s,1H).

oooooaog
os5-000-3-¢4-000-5-0000000-2-00000)YC0OO0ODO/0000/00 39
.8%/mp:1360 1390 /Y H-NMR(CDCI, ,TMS,ppm):8 2.35(d,J=0.5Hz,3H),2.67(s,3H),5.91(
d,J=0.5Hz,1H),6.94(s,1H),8.93(s,1H),9.59

(br s,1H).
gooooao
Me N Me
HNﬁ + CI—QCE, - HN')tL
N~ 0oH N™>o

03-00000-5-00000000(4.909,50.0mmol)02,3-0000-5-0000000
000000 (10.8g,50.0mmol)0 DMF(50mL)0 O 0 0 00 O O O O (7-60g,55.0mmol)0 O
000000000060 04000000000000000000000O02N-00 (100
m)OODODDOOO0DOO0(@oNx 3)J000000000000000000000000
0000000000000 000000000000000000000000000
00000000000 (@OO0O0O0/0000=1/2)000000000000003-(3-
000-5-0000000000000-2-00000)-5-0000000000000C
0.59,0 0 :76.0%)0 O O O mp:930 950 ;7 H-NMR(CDCI, ,TMS,ppm):3 2.32(s,3H),5.90(s
,1H),7.98(d,J=2.0Hz,1H),8.33(m,1H),10.800 11.60(br s,1H).

000000000
000000000002,3-0000-5-000000000000003-0000000
0000000 @O0O000:3-00000-5-0000000000000000000
000:5-000-3-00000000000000000:4,5-0000-3-000000
D000D0000000:4-000-3-00000-5-00000000)000000000
00000000000003-0000000000000000000000000Y/
00/00/00/NRODCO0O0C0O0O0C0O0O

Do0o0o0Q
03-(3-000-5-0000000000000-2-00000)-5-00000000000
0000/0000000/00 :41.5%/7 H-NMR(CDCI, ,TMS,ppm):3 6.53(s,1H),8.05(d,
J=2_5Hz,1H),8.38(m, 1H),10.900 11.65(br s,1H).

Do0oo0Q
03-(3-000-5-0000000000000-2-00000)-5-00000000/00
00 /00 :85.2%/mp:550 570 /7 H-NMR(CDCI, ,TMS,ppm):8 1.27(t,J=7.5Hz,3H),2.70(q
,J=7.5Hz,2H),5.92(s,1H),7.98(d,J=2.5Hz,1H),8.34(m,1H),10.150 10.70(br s,1H).
Do0o0o0a0
03-(3-000-5-0000000000000-2-00000)-4,5-0000000007/
0000/00 :86.9%/mp:1020 1030 /7 H-NMR(DMSO-d,, ,DMSO,ppm):d 1.68(s,3H),2.17(
s,3H),8.53(m,1H),8.57(m,1H),12.050 12.25Cbr s,1H).

Do0o0o00
03-(3-000-5-0000000000000-2-00000)-4-000-5-000000
00/0000/00 :77.6%/mp:740 750 /7 H-NMR(DMSO-d, ,DMSO,ppm):& 0.93(t,J=7.6H
z,3H),2.14(q,J=7.6Hz,2H),2.19(s,3H),8.450 8.65(m,2H),12.000 12.30(br s,1H).
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gboooaod

Me Me

NO, NO
w0 == w0
N™"o F N0 o™

03-GB-00i0Uid-4-000Db000O0DOO)-5-00000000(0-36g,1.5mmol)0 OO
oooGmOODODOODOODOoDODOd0.15¢g,1.5mmoD)0 000100000000 0O0O0DOO
O00000DoO0ooo@ombOD 00000000 @omlx 2) 0000000 O0D0OOO aomL
x2)y JDO0OOooOoooooDooODooOobOOooDoooDooODobOOobOoooDooDooDoOoDbaOo
doodooooooDooDooDooDoooooooDooDooDooDoooo@oooo/od
0O0=1/5)00000000000000S3-@B-0000-4-0000000000)-5-0
000000000000 (0.17g,0 0 :42.3%)0 0 0 0 mp:1230 1240 ;” H-NMR(CDCI, ,T
MS,ppm):d 1.47(t,J=7.0Hz,3H),2.33(d,J=0.5Hz,3H),4.13(q,J=7.0Hz,2H),5.73(d,J=0.5
Hz,1H),6.68(dd,J=2.5 and 9.1Hz,1H),6.81(d,J=2.5Hz,1H),7.91(d,J=9.1Hz,1H),9.53(br
s,1H).

ogooooao
odoodoooooooo3-G-00o0o-2-0000000000)-5-00000000003
000000000000 oo0oo0oo0oooooooo3-G-0000-2-000
0000000 )-5-0000000000000000O(@O:=:59.8%)00O0O00O o H-NMR(CD
Cly ,TMS,ppm):6 1.39(t,J=7.0Hz,3H),2.28(s,3H),4.04(q,J=7.0Hz,2H),5.72(s,1H),6.6
8(dd,J=2.6 and 9.1Hz,1H),6.73(d,J=2.6Hz,1H),8.04(d,J=9.1Hz,1H),9.62(br s,1H).

ooOoooao
. Me Me
NO, NH
HN.)j . HN,)j ?
N (o) N o)

CF, CF,

05-000-3-(4-000-2-0000000000000000)J0000(5.3g,18.5mm
oDIDOD0ODD0(OONM)ODODDONONDNONDONONDONDDN10% 00000000 (2.09)0
0000000000000 0000000000000000000S5kg/en” 0000
0000000000000 040000000000000000000000000
0000000000000 O00O00000003-(@-000-2-00000000000
00000)5-0000000000000(3.69,00 :76.1%)0 0 0 O mp:1430 1450 ;
O H-NMR(DMSO-d, ,DMSO,ppm):& 2.17(s,3H),5.33(br s,2H),5.44(s,1H),6.78(dd,J=2.6
and 8.8Hz,1H),6.88(d,J=2.6Hz,1H),6.95(d,J=8.8Hz,1H),11.800 11.95(br s,1H).
DO0oO00O00O00

000000000000 00000003-00000000000000000 (@O
000O0:5-000-3-@-0000000000)000000000000:3-(3-000
-4-0000000000)-5-000000000000000:5-000-4-000-3-
0000000000000 000)I000O0)0000O00O00oO0oooooond
0000000000000 O000003-0000000000000000000000
000D00O0/00/00/00/NMROOCOCOCOCOOO

oooooo

03-@A-0000000000)-5-00000000/0000/00 :49.7%/mp:1700 173
0 /7 H-NMR(CDCI, ,TMS,ppm):& 1.480 2.13(br s,2H),2.23(d,J=0.7Hz,3H),5.47(d,J=0.
7Hz,1H),6.64(dd,J=2.2 and 7.1Hz,2H),6.95(dd,J=2.2 and 7.1Hz,2H) . (00 OO0 OO

10

20

30

40

50



(35) JP 4249982 B2 2009.4.8

0000000 O000)

Do0o0o0Q
03-(4-000-3-0000000000)-5-00000000/0000000/00 :27.
4%/° H-NMR(CDCI, ,TMS,ppm):d 2.26(d,J=0.4Hz,3H),3.63(br s,2H),5.60(d,J=0.4Hz,1H
).6.70(d,J=8.5Hz,1H),6.91(dd,J=2.3Hz and 8.5Hz,1H),7.00(d,J=2.3Hz,1H).(0 O O O
0D0000000O00000)

000000
03-(4-000-3-0000000000000000)-5-00000000/000000
00 /0 0 :97.8%/" H-NMR(CDCl, ,TMS,ppm):8 2.24(s,3H),3.850 4.25(br s,2H),5.53(s
,1H),6.71(d,J=8.8Hz,1H),7.14(dd,J=2.8 and 8.8Hz,1H),7.25(d,J=2.8Hz,1H).(0 0 O O 10
00000000 00000)

Do0o0o0a0

Me Me Me
NH, N,"Cl
CeN G tins e tlina" > W ¢
N0 CF, N0 CF; N0 CF,

03-(4-000-3-0000000000000000)-5-000000000000¢@GmL 20
YOO(n)OODOD0OODDODODODDODDODODEn)IO@N)IDDO0DD0DOD0DDN0O0DO0O(
0.54g,7.8mmoN)0 0 0000000000000 D10000000000000000
0000(.579,38.0mmoN0 0000000000000 000000000000IN-

00000000 EGoM)IODIODO0DOO0O0OGoNx 200000000000 (50mLx 2)
D000000000000000000000000000000000000000
0000000000000 000000000000@@O000/0000=1/4)00
0000000000005-000-3-(3-0000000000000000)00000
000000000 (1.479,00 :78.0%)0 0 0 07 H-NMR(CDCI, ,TMS,ppm):3 2.23(s,3H
).5.63(s,1H),7.270 7.46(m,4H),10.91(br s,1H).

DO000O0O0o000 30

0o0o0oDoooooooo0oooDooo0o03-0000o0DoDooooDoDoooooDo @O
0oo0oo:3-@4-0o0poooouoooo)-5-000000bDO0oDO0DO0ooDOoOO0:=83-@¢-0o0d
-3-J0ooooopooo)-5-000o0o0ooDDOoDO000O0O0g::83-@-000-2-0000
ooooDoDoOOoOoOoooo)-5-00000000)I00O0O0O0OODODDDODOO0OO0DODOOO
0oooooodo3-0000U0o0Doo0ooooDooOoUooDooDo0ooooDoooo/00/0
O/00/NMRO D000 O0O0OOOO

oooooao

05-000-3-000000000000/0000000/00:72.2%/" H-NMR(CDCI, ,T
MS,ppm):d 2.22(s,3H),5.58(s,1H),7.050 7.12(m,3H),7.270 7.35(m,2H) (OO OO OO
ooooooooooo) 40
ocooooao

03-3-0000000000)-5-00000000/0000000/00 :22.4%/" H-NM
R(CDCI; ,TMS,ppm):d 2.23(s,3H),5.62(s,1H),6.950 7.13 (m,3H),7.21(d,J=8.1Hz,1H),
10.95(br s,1H).

oooooao

05-000-3-(2-0 0 0000000000000 Oo)o0ooo/00000000/0
0 :75.8%/" H-NMR(CDCI, ,TMS,ppm):3 2.20(d,J=0.4Hz,3H),5.59(d,J=0.4Hz,1H),7.120
7.20(m,2H),7.420 7.49(m,1H),7.64(dd,J=0.9 and 7.7Hz,1H),10.700 12.19(br s,1H).
oooooao
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00000 @OUO0OO00O/0000=1/3)000000000000003-4-000-3-
000000000000000)-5-00000000000000000(2.129,0
:98.7%)0 0 O O  H-NMR(CDCI, ,TMS,ppm):8 2.25(s,3H),5.64(s,1H),7.23(dd,J=3.0

and 8.8Hz,1H),7.310 7.46(m,2H),10.56(br s,1H).

ooooooQ

000000000 003-@-000-2-0000000000000000)-5-0000

0000000000000 0000000000000000000003-@-000 -

2-0000000000000000)-5-00000000000000000 (00 :56

.0%)0 0 007 H-NMR(CDCI, ,TMS,ppm):8 2.24(s,3H),5.63(s,1H),7.16(d,J=8.9Hz,1H),

7.41(dd,J=2.5 and 8.9Hz,1H),7.61(d,J=2.5Hz,1H),10.93(br s,1H).

Me NH e N,*Cl Me
cl
Te NG Gind e WG Gl ha >l @
NS0 CF, N0 CF, N0 CF,

o000 .mmbbooooombODODODODODODD3-@-000-8-0000000O0DO0OD0
0ooooo)-5-00000000@.00g,7.8mmoD0 00000200 0000000003
00000 oooo@mODoooDooDooDoboo0n0.54g,7.-8mmoDO0 OO0 ODOODOO
0000000030000 000000000D0O0D0D0.85g,8.6mmo)000 O ODOODOO
000100000000 o0oDo0oDooDooDo0DoDoo0oOIN-OO0GomLDOOooDooooad
OGomx 200000000000 GomMLx 3D OODODDODO0O0DOo0oDoooDooDooooad
Ofddoooooooooooooooooobooobooob0ooboboboooooon
O
0
0

gboooog
Me Me
cl
HN_)j\ HN,)j
N™o N0
cl a ™ ci cl
CF; CF;

03-(2,6-0000-4-0000000000000000)-5-00000000 (0.93g,3
ommol)D OO (IOML)D OO0 O0DO0O00D0D0D00 (0.48g,3.6mmol)J 0000004000
0000000000000 00000000000000@OonLx 3)00000000
0000000000000 O000000000000000000000000000
0000000000000 O00O00O00O00O00O00O00O0(@O0O0O0/0000=1/1
0)000000000000004-000-3-(2,6-0000-4-00000000000
00000)-5-0000000000000(0.57g,0 0 :55.0%)0 0 O O mp:1560 1580 ;
O H-NMR(CDCI, ,TMS,ppm):& 2.28(s,3H),7.65(s,2H),8.750 9.15(br s,1H).
oooooo

Me Me
HN)j @ + /~NCO OV"N.)j @
N0 /~NH N0

05-000-3-000000000000(0.20g,1.2nmol)0 00000 (GmL)D OO0 OO
000000 (0.13g,1.3mmol) 0 00000 000000000000 O00OOO (0.09g,1
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SBmmol) 00000 ODDOOODD30000000000000000004000000
0000000000000 IN-O0 @OomL)D 00000000 (omlx 2)D 000000
DO00O0(@omx 2)0000000000000000000000000000000
0000000000000 O000000000000000000000@OO00O0Y/
0000=1/15)00000000000000N-000-5-000-3-000000000
000-1-000000000000000(0.16g,0 0 :56.4%)0 0 0 0% H-NMR(CDCI,, ,
TMS,ppm):8 1.22(t,J=7.3Hz,3H),2.58(d,J=0.8Hz,3H),3.38(dq,J=1.3 and 7.3Hz,2H),5.
67(q, J=0.8Hz,1H),6.990 7.07(br s,1H),7.120 7.19(m,3H),7.330 7.39(m,2H).

Oo0oooo
Me Me
NO, (o) NO
f"“?EZI\ ’[:::]/ + ’/ﬁ\lﬂ(:C)'__"' 9h.h{x=:1\ /[::::I’ 2
N™o /—NH N0

05-000-3-4-0000000000)00000(0.299,1.3mmol)0 00 00O (15mL)
000000000 (0.199,1.5mmol)J 0000000000 (0.09g,1.3mmol)0 0000
006000000000 COO0OOOOOOOOO2N-00000000000000 (10mL
x3) 0000000000000 0O000O00000000000000000000n
0000000000000 0000000000000000000000000 (0
0000/0000=1/20)00000000000000ON-000-5-000-3-(4-000
0000000)IO0OO0DO0-1-000000000000(0.38g,00 :99.2%)0 0 00 mp
:1050 1070 ;7 H-NMR(CDCH, ,TMS,ppm):& 1.24(t,J=7.3Hz,3H),2.64(d,J=0.7Hz,3H),3.4
0(dq,J=5.9 and 7.2Hz,2H),5.83(q,J=0.7Hz,1H),6.75(m,1H),7.200 7.30(m,2H),8.26(dd,
J=2.2 and 7.0Hz,2H).

ooOoooao
Me Me
~1 303
HN + @—NCO» N
N""o NH N
CF; CF,

05-000-3-(2-0000000000000000)00000(0.30g,1.2mmol)0 00
00O0GI)ODODODDD0DO0DOD0O(0.199,1.4mo)0 00000000000 (0.179,1
4mmoDOOI CO0OODCODODCOOOCOODOCODGIDODONDODODODODODODODODODO1
N-OO@oml)DO0O0C0D0DO00O0O(@Oonx 3) 00000000000 (10mx 2)D 0000
0000000000000 0000000000000000000000000000
0000000000000 0000O00O0(@OO0OD0/0000=1/15)0000000
0D0O00O0O0O0ON-O000O0-5-000-3-(2-0000000000000000)0000
0-1-000000000000(0.39g,00 :87.5%)0 0 O O mp:870 890 ;” H-NMR(CDCI
o ,TMS,ppm):8  2.65(d,J=0.7Hz,3H),5.78(d,J=0.7Hz,1H),7.14(ddd,J=1.2,2.3 and 7.3H
z,1H),7.280 7.38(m,4H),7.510 7.60(m,3H),7.690 7.73(m,1H),8.90(br s,1H).
Do0o00o00

Me Me

0
wisl QL e = 3 QL
N™“0 CF; NH N""o CF;

Oo5-000-3-3-000000pooOO0oO0ooobboOoO0o)oDbObOOd-.36g,1.5mmo)O OO
ocooGmHOOOoOoOoOoooooo0E@.17g,1./mmoH)000CC0ODODOOOOOOOC.1
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4g,1.7mmoDN0 0000006000000 0O00O00O00O00O0OO0IN-00 (10mL)0
00000000 Q@Omx 2) 00000000000 @Onlx 2)0 00000000000
000000000000 0000000000000000000000000000
0000000000000 (@OUOO0O0/0000=1/15)00000000000000
N-ODDODDOD0-5-000-3-(3-0000000000000000)I0000-1-00
0000000000000 (0.159,0 0 :30.6%)0 0 0 07 H-NMR(CDCI,, ,TMS,ppm):& 1
.25(d,J=6.6Hz,6H),2.60(d,J=0.6Hz,3H),4.05(sep,J=6.6 and 6.6Hz,1H),5.71(q,J=0.6Hz
,1H),6.81(br d,J=6.6Hz,1H),7.300 7.35(m,1H),7.400 7.52(m,3H).

ooooooooao
ooooboooooooos-0b0Db-3-GB-000O0DO0OoooOoOoOoboDbobooOo)oDbDobooo
gcoooooOOoOoO0o@ooooo:0D0o0O0O00oO0oOoooooooODDD :t-00000
ugbdooooooboobo:cobuoboboboboooboobob0ob0uobobobada
gooobooooooboo:obobooobobobooooboboogo:=2-00000DbDO0OO00
gboobooooooob:booobobobobobooooobo::0o0o0o0obobobao
oooooooo:2-0000o0obooooobooboo0ooobbooobo=3-cooobooo
oooobobooooobooo3-bocoooboo0OooobobooOoobooboOoo:=3-000d
gboobooooooboobobotboouob 4-00b0o0bobobobooboobobonb
gx4-00oboobobobooobgobobobobo4-0b0obn0ooboobobobao
ooooooooobooo:2,4-0000000000D00CO000DOCOO0ODO :2,4-
gooboooooobooocooboboobooooboogo 8,4-000000000DbDDOOO0
ooobooogoo:2,6e-000000000D00000DOOOODOODO4-000 -2-0
oooooooooboooooooooob:2-000-4-00000DOO0OO0OO0DDODOO
ooobOooo:=2-000--000000D0COOO0DOOOOOODOOO:=2,3,4-00
gboobooooooboobobobobooooob 4-000-5-00000000D0O0 -2-
ugboooooobooboobobooboboooi1:oboboboobooooobobobaa
o 00000000000 O0H) OODDODDOOOOoOoOoooooOooODDODOO0OO0OOoO0oo
gooooooooooooNODbDOO0oOoOobOOoOooboobooobobboo/s/ob/CoOvZO
O/NMRODODOOOOOOOO0O

uboogood

ON-00D0-5-000-3-(3-0000000000000000)310000-1-0000
000/0000000/00 :63.8%/7 H-NMR(CDCI, ,TMS,ppm):& 1.23(t,J=7.3Hz,3H),2
.60(d,J=0.8Hz,3H),3.39(dq,J=6.0 and 7.3Hz,2H),5.73(q,J=0.8Hz,1H),6.800 7.05(m,1H
).7.250 7.55(m,4H) .

ooooooQ
ON-t-000-5-000-3-(3-0000000000000000)00000-1-000
000O0/0000000/700 :11.7%" H-NMR(CDCl, ,TMS,ppm):8 1.43(s,9H),2.59(d,
J=0.6Hz,3H),5.69(q,J=0.6Hz,1H),6.95(br s,1H),7.290 7.34(m,1H),7.450 7.51(m,3H).
DoooooQ
ON-00D0O0-5-000-3-(3-0000000000000000)00000-1-000
0000/0000000/00 :53.1%/" H-NMR(CDCI, ,TMS,ppm):& 0.860 0.91(m,3H),1.
260 1.41(m,6H),1.520 1.64(m,2H),2.60(d,J=0.7Hz,3H),3.290 3.37(m,2H),5.73(q,J=0.7
Hz,1H),6.95(br s,1H),7.320 7.51(m,4H).

oooooo
ON-000O00O00-5-000-3-(3-0000000000000000)00000-1-
0000000/0000000/00 :26.7%" H-NMR(CDCI, ,TMS,ppm):3 1.110 1.47(m
,5H),1.590 1.80(m,3H),1.940 2.04(m,2H),2.60(d,J=0.7Hz,3H),3.650 3.80(m,1H),5.71(
q,J=0.7Hz,1H),6.88(br d,J=7.5Hz,1H),7.300 7.35(m,1H),7.400 7.51(m,3H).
Dooooo
ON-00D0-5-000-3-(3-0000000000000000)310000-1-0000
000/0000000/00 :83.9%7 H-NMR(CDCI, ,TMS,ppm):& 2.61(d,J=0.8Hz,3H),3
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.97(tt,J=1.5 and 5.8Hz,2H),5.150 5.30(m,2H),5.75(q,J=0.8Hz,1H),5.800 5.97(m,1H),
7.06(br s,1H),7.320 7.36(m,1H),7.400 7.52(m,3H).

oooooao
ON-(2-000000)-5-000-3-G@E-00000000D0DO0O000DOO)DO0DDOO-1
-0000000/0000000/00 :71.0%/" H-NMR(CDCI; ,TMS,ppm):& 2.60(d,J=0.
7Hz,3H),3.670 3.70(m,4H),5.76(q,J=0.7Hz, 1H),7.300 7.38(m,2H),7.410 7.49(m,3H).
oooooao
O[{3-@-00000o0oooooooooOo)-5-0000o0o0o0oD-1-003}y00000
000100000 /0000/00 :73.7%/mp:660 680 /7 H-NMR(CDCI, ,TMS,ppm):8 1.2
9(t,J=7.2Hz,3H),2.60(d,J=0.8Hz,3H),4.10(d,J=5.8Hz,2H),4.24(q,J=7-2Hz,2H) ,5.76(q,
J=0.8Hz,1H),7.310 7.49(m,5H).

ocooooao

ON-ODDDO-5-000-3-B3-0000000000000DOO0OO)Y) D ODOOO-1-000
0000/00000/00 :94.0%/mp:530 540 /7 H-NMR(CDCI, ,TMS,ppm):& 2.67(d,J=0
-8Hz,3H),5.80(q,J=0.8Hz,1H),7.15(ddt,J=1.1,7.4 and 7.4Hz,1H),7.300 7.60(m,8H),8.
89(br s,1H).

ocooooao
ON-2-0000000-5-000-3-@-0000000000000000)Y00000-1
-0000000/00000 /00 :70.7%/mp-840 860 /7 H-NMR(CDCl; ,TMS,ppm):5 2.6
7(d,J=0.7Hz,3H),5.85(q,J=0.7Hz,1H),7.06(ddt,J=1.5,7.8 and 7.8Hz,1H),7.200 7.60(m
,6H),8.30(dd,J=1.5 and 8.3Hz,1H),9.56(br s,1H).

ocooooao
ON-3-0000000-5-000-3-@B-0000000000000DDODOHYY O ODODOO-1
-0000000/0000000/00 :94.0%/" H-NMR(CDCI,, ,TMS,ppm):& 2.66(d,J=0.
9Hz,3H),5.81(q,J=0.9Hz,1H),7.11(ddd,J=1.3,1.9 and 7.5Hz,1H),7.230 7.39(m,3H),7.4
50 7.55(m,3H),7.70(t,J=1.9Hz,1H),8.91(br s,1H).

ocooooao
ON-GB-O0Q0O0O0Oooo)-5-000-3-GB-0000000DOO0DOO0ODODODOH)ODDOOO
-1-0000000/00 00 /00 :92.2%/mp-470 490 /7 H-NMR(CDCI; ,TMS,ppm):5 2.3
6(s,3H),2.66(d,J=0.7Hz,3H),5.80(q,J=0.7Hz,1H),6.96(dd,J=0.4 and 7.3Hz,1H),7.200
7.29(m,2H),7.290 7.41(m,2H),7.430 7.54(m,3H),8.84(br s,1H).

oooooao
ON-@B-0000000)-5-000-3-@B-00000000000O0OODODDODOYYODOOOO
-1-0000000/0000 /00 :80.5%/mp-830 860 /” H-NMR(CDCI, ,TMS,ppm):8 2.6
8(d,J=0.7Hz,3H),5.84(q,J=0.7Hz,1H),7.360 7.40(m,1H),7.460 7.57(m,4H),7.83(ddd,J=
0.9,2.2 and 8.2Hz,1H),7.99(ddd,J=0.9,2.2 and 8.2Hz,1H),8.52(dd,J=2.2 and 2.2Hz,1
H),9.11(br s,1H).

oooooao
ON-(4-0000000)-5-000-3-@-000000000000O0ODODDOO)YYOOOOO
-1-0000000/0000 /00 :88.9%/mp-730 740 /7 H-NMR(CDCI; ,TMS,ppm):5 2.6
6(d,J=0.8Hz,3H),5.81(q,J=0.8Hz,1H),7.290 7.39(m,3H),7.440 7.55(m,5H),8.88(br s,1
H) .

oooooao
ON-(4-0000o0ooo)-5-000-3-GB-00000000000DODODOO)YDOOO
0-1-0000000/0000/00 :77.0%/mp-700 720 /7 H-NMR(CDCI, ,TMS,ppm):3 2
.66(d,J=0.8Hz,3H),5.80(q,J=0.8Hz,1H),7.000 7.09(m,2H),7.350 7.39(m,1H),7.430 7.5
4(m,5H),8.84(br s,1H).

oooooao
ON-(4-000000000000Q0DO)-5-000-3-B-0000O0DODDDODOO0DO0DOOOO
O)OO0DO0D0D0-1-0000000/00000/00 :90.8%/mp:820 840 /° H-NMR(CDCI ,
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TMS,ppm):d 2.67(d,J=0.9Hz,3H),5.83(q,J=0.9Hz,1H),7.320 7.40(m,1H),7.450 7.56(m,
3H),7.64(dd,J=8.9 and 15.6Hz,4H),9.06(br s,1H).
oooooao
ON-(2,4-00000000)-5-000-3-B-00000D00OO0DOO0ODODODOOO)YYDDOO
00-1-0000000/0000000/00 :63.7%mp:1130 1140 /7 H-NMR(CDCI, ,TMS
,ppm):6 2.66(d,J=0.6Hz,3H),5.85(1H),7.250 7.30(m,1H),7.390 7.56(m,5H),8.27(d,J=
8.8Hz,1H),9.52(br s,1H).
ocooooao
ON-(2,4-000000000)-5-000-3-B-000000000ODODDODOOOO)YOO
000-1-0000000/00000 /00 :45.3%/mp:840 850 /" H-NMR(CDCI, ,TMS,ppm
):6 2.66(d,J=0.8Hz,3H),5.83(q,J=0.8Hz,1H),6.800 6.95(m,2H),7.350 7.60(m,4H),8.0
50 8.20(m,1H),9.00(br s,1H).
ocooooao
ON-GB,4-00000000)-5-000-3-B-00000D00OO0DO0ODDODODOOO)YY DO
00-1-0000000/0000/00 :85.2%/mp-970 990 /” H-NMR(CDCI, ,TMS,ppm):&
2.65(d,J=0.7Hz,3H),5.82(q,J=0.7Hz,1H),7.32(dd,J=2.5 and 8.8Hz,1H),7.350 7.56(m,
5H),7.81(d,J=2.4Hz,1H),8.90(br s,1H).
ocooooao
ON-(2,6-00000000)-5-000-3-@B-0000000000O0ODODODOOOO>Y0OO
00-1-0000000/000000/00 :50.2%/" H-NMR(CDCI, ,TMS,ppm):5 2.64(d,
J=0.8Hz,3H),5.84(q,J=0.8Hz,1H),7.21(dd,J=7.5 and 8.8Hz,1H),7.390 7.53(m,6H),8.57
(br s,1H).
oooooao
ON-(4-000-2-0000000)-5-000-3-GB-00000000O000000OO0O0O)
00000-1-0000000/0000 /00 :83.7%/mp:950 9600 /° H-NMR(CDCI, ,TMS,p
pm):d 2.21(s,3H),2.65(d,J=0.8Hz,3H),5.83(q,J=0.8Hz,1H),7.170 7.23(m,2H),7.370 7
.54(m,4H),7.91(d,J=8.4Hz,1H),8.82(br s,1H).
oooooao
ON--000-4-0000000)-5-000-3-B-0000000D0D0O0O00O0O0OO0O)
00000-1-0000000/00000 /00 :16-7%/mp-1650 1660 /° H-NMR(CDCI, ,T
MS,ppm):d 2.29(s,3H),2.68(d,J=0.8Hz,3H),5.88(q,J=0.8Hz,1H),7.390 7.43(m,1H),7.4
70 7.57(m,3H),8.080 8.16(m,2H),8.37(d,J=9.0Hz,1H),9.24(br s,1H).
oooooao
ON-(2-000-6-0000000)-5-000-3-GB-0000000000000O0O0O0O)
00000-1-0000000/0000/00 :66.1%/mp:550 580 /7 H-NMR(CDCI, ,TMS,p
pm):d 2.36(s,3H),2.64(d,J=0.8Hz,3H),5.83(q,J=0.8Hz,1H),7.120 7.20(m,2H),7.30(dd
,J=2_.9 and 6.5Hz,1H),7.390 7.54(m,4H),8.52(br s,1H).
oooooao
N-(2,3,4-0000000000)-5-000-3-@-000000000000DO0O0O0O00O)d
0000-1-0000000/0000 /00 :73.4%/mp:1020 1040 /7 H-NMR(CDCI, ,TMS,p
pm):4 2.65(d,J=0.8Hz,3H),5.84(q,J=0.8Hz,1H),6.930 7.05(m,1H),7-380 7.42(m,1H),7
-450 7.56(m,3H),7.850 7.92(m,1H),9.30(br s,1H).
oooooao
ON-(2-0000-4-000-5-00000000000D00O00O0)-5-000-3-B-0000
gooooooooooo)ooooo-1-00Do0O00o0ooO/0000/00 :52.0%mp:-810
830 /" H-NMR(CDCI, ,TMS,ppm):8 1.550 1.70(m,2H),1.750 2.00(m,6H),2.66(d,J=0.8Hz
,3H),4.750 4.90(m,1H),5.82(q,J=0.8Hz,1H),7.14(d,J=10.2Hz,1H),7.350 7.55(m,4H),7.
97(d,J=7.3Hz,1H),9.000 9.20(m,1H).
ocooooao
ON-ODDDO-5-000-3-B3-0000000000000DOOO)Y) D ODDOOO-1-000

10

20

30

40

50



(41) JP 4249982 B2 2009.4.8

000O0/0000000/00 :56.8%/” H-NMR(CDCI,, ,TMS,ppm):& 2.62(d,J=0.8Hz,3H),
4.53(d,J=6.0Hz,2H),5.74(q,J=0.8Hz,1H),7.200 7.50(m,10H).

ooooon

ON-a -00000-5-000-3-(3-0000000000000000)I0000-1-0
000000/0000000/00 :63.7% H-NMR(CDCI, ,TMS,ppm):& 1.57(d,J=6.9Hz
,3H),2.58(s,3H),5.06(dq,J=7.1 and 7.1Hz,1H),5.71(s,1H),7.260 7.36(m,7H),7.430 7.
51(m,3H).

Dooooo

Me o Me
w01 Ormeo=my 303
N0 cl @—NH N™"0 Cl

03-(3-0000000000)-5-00000000(0.259,1.2mmol)0 00000 (5mL)

00000000000 (0.13g,1.3mo)0 00000000000 (0.15g,1.3mmol)d 0
000000000000 0O00D06I0D0O000O00000O000O0O0O0OAIN-00O0 (10m
LHOODODODO0D0DO0O00@Oomx )0 0000000000 @Oonmx 2)0000000000
0000000000000 000000000000000000000000000
0000000000000 O0O0(@OOD0OO0/0000=1/15) 000000000000
0DON-000D0-3-(3-0000000000)-5-00000000-1-000000000

0000000 (0.349,0 O :84.5%)0 0 0 07 H-NMR(CDCI,, ,TMS,ppm):8 2.66(d,J=0.8H
z,3H),5.78(q,J=0.8Hz,1H),7.050 7.11(m,1H),7.140 7.21(m,3H),7.280 7.39(m,3H),7.52
0 7.56(m,2H),8.91(br s,1H).

000000
Me ol Me c
(o) I
HN‘)j + /—NCO — WN)j\
N0 r‘h"i N"™o

CF3 CF3

03-(4-000-2-0000000000000000)-5-00000000 (0.55g,2.0mm
oDOO0D0D0O0O0GIIDDIODDDODDDO0O(0.17g,1.65mmol)0 0000000000
(0.31g,2.2nmo0 0 0000060000000 O00O0O00O0OC0OOO0OIN-O0 (10mL
YIOOOOOOOO@onx 3)) 00000000000 @Oonx 2)D000000000

0000000000000 0000000000000000000000000000
0000000000000 0O0(@OODO/0000=1/15) 000000000000
OON-000-3-(4-000-2-0000000000000000)-5-00000000 -
1-000000000000000(0.53g,00 :75.9%)0 0 0 0 H-NMR(CDCI, ,TMS,ppm
): & 1.22(t,J=7.3Hz,3H),2.59(d,J=0.7Hz,3H),3.37(q,J=7.3Hz,2H) ,5.73(q,J=0.7Hz, 1H)
,6.91(br s,1H),7.22(d,J=8.8Hz,1H),7.49(dd,J=2.5 and 8.8Hz,1H),7.65(d,J=2.5Hz,1H)

oooooao

Me Me
= F N F
HN.N, + /~NCO—> N _
(o] /—NH N"™o
NO, NO,

03-(4-0000-2-0000000000O)-5-00000000 (0.699,2.9mmol)0 00O
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ooo@omb) 0000 O0OO0ODDOO(0-32g,3.:2nmoH) 0000 0DOOOOODO (0-23g,3.-
Zzé€mo)0 OO0 00 O0O0OODDOOOODOOOSDO00O0OD0OOODODOOOOOODODODAOAIN-
oCo@omb)Doooooooo@omlx 2)D0 000000000 A@OmLx 2)D 000 OO
oo0o0oo0ooDoODO0oO000O0O0o0ooo0o0o0o0DoDDOoODO0D00D0D00Ooo0DoDoDoODoODDOoDOoOOooOOOg
oo0o0oo0DoDoODOoOO00o0oO0oo0oooo0ooODoD@UOUUOo/0000=w15)O00000000
ooooDoDOoON-000-8-¢4-000D0-2-000000000OO)-5-00000000-1-
000000000000 (0-729,00 :79.7%)0 0 0 O mp-810 840 ;” H-NMR(CDCI, ,TMS
,ppm):6 1.20(t,J=7.2Hz,3H),2.59(d,J=0.8Hz,3H),3.34(dq,J=1.4 and 7.2Hz,2H),5.78(
g,J=0.8Hz,1H),6.71(br s,1H),7.340 7.37(m,2H),7.73(ddd,J=1.2,2.2 and 7.7Hz,1H).
ocooooao

Me CF Me
3 (o] CF;
HN_)j\ A V-Nﬁ
N0 NH N
NO, NO,

05-000-3-(2-000-4-0000000000000000)00000 (1.159,4.0mm
oDODMF(IOML)O 0 00D D00 O (0.83g,6.0mol)Jt-0 000000 00O (0.599,6.-
onmol)D 0000004000000 0000000000000O2N-000000000
ODO0(omx 3)0 0000000000000 00O00O0O000O000O000O00000
0000000000000 0000000000000O000ON0ONONooNooonoon
00O0(@O00O0/0000=/5)00000000000000N-t-000-5-000 -3
-(2-000-4-0000000000000000)I0000-1-00000000000
0 0 (0.80g,0 O :51.8%)0 O O O mp:1040 1060 ;” H-NMR(CDCl, ,TMS,ppm):& 1.41(s,9H
),2.61(s,3H),5.82(s,1H),6.650 6.90(br s,1H),7.43(d,J=8.7Hz,1H),7.82(dd,J=2.1 and
8.7Hz,1H),8.23(d,J=2.1Hz,1H).

Oooooooooao
000000000005-000-3-(2-000-4-0000000000000000)0
0000000000000 (@OONO0O0D:00000000000000000:00
0000000000000 D0D0:000000000000000000:000000
0000000)IOO0DOC0OO0DO0OODOOOOOOOOODOON-00D0O00D0O00D0O00
000000000 /00/00/00/NMROCOOO0O0CCOOOO0

oooo0oQ
ON-000-5-000-3-(2-000-4-0000000000000000)I00000-1-
000O0000/0000/00 :89.0%/mp:700 720 /7 H-NMR(CDCI, ,TMS,ppm):8 2.62(d

,J=0.8Hz,3H),2.91(d,J=5.0Hz,3H),5.88(qg,J=0.8Hz,1H),6.550 6.85(m,1H),7.49(d,J=8.7
Hz,1H),7.83(dd,J=2.0 and 8.7Hz,1H),8.25(d,J=2.0Hz,1H).

oooooaog
ON-OO0O0-5-000-3-(2-000-4-0000000000QCO0OO0ODOHY)Y0O0ODOO-1-
0000000/0000000/00 :25.2%" H-NMR(CDCI; ,TMS,ppm):8& 1.21(t,J=7.3
Hz,3H),2.62(d,J=0.7Hz,3H),3.36(dq,J=6.0 and 7.3Hz,2H),5.87(q,J=0.7Hz,1H),6.600 6
.95(m,1H),7.48(d,J=8.5Hz,1H),7.85(d,J=2.0 and 8.5Hz,1H),8.25(d,J=2.0Hz,1H).
oooooao
ON-OD0OD0OO0O-5-000-3-(2-000-4-0000000000C00O00DOOCOHY0ODOOO -
1-0000000/00000/00 :13.6%/mp:500 510 /” H-NMR(CDCI, ,TMS,ppm):5 O.
95(t,J=7.4Hz,3H),1.60(tq,J=7.1 and 7.4Hz,2H),2.62(d,J=0.7Hz,3H),3.28(dt,J=6.3 an
d 7.1Hz,2H),5.87(q,J=0.7Hz,1H),6.650 6.95(m,1H),7.48(d,J=8.8Hz,1H),7.85(dd,J=2.0
and 8.8Hz,1H),8.25(d,J=2.0Hz,1H).

oooooaog
ON-O0O0O0Oo0Ooo-5-000-3-R-000-4-000000000O0DOOOODO)DOO
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00-1-0000000/0000000/00 :70.6%/” H-NMR(CDCI, ,TMS,ppm):& 1.24(
d,J=6.6Hz,6H),2.62(d,J=0.7Hz,3H),3.900 4.10(m,1H),5.86(q,J=0.7Hz,1H),6.500 6.80(
m,1H),7.46(d,J=8.6Hz,1H),7.84(dd,J=2.0 and 8.6Hz,1H),8.25(d,J=2.0Hz,1H).
DoooooQ

Me Me

N02 (o) NOZ
HN,)j + /~NCO —> - N,)j

CF3 CF3

05-000-3-4-000-2-0000000000000000)00000 (1.15g,4.0mm
oDODO0ODODD0@OM)OOICOO0ODODD0ODN (0.61g,4.4nmol) 00000000 DOOC0O(O
.34g,4.0nmoDN0 00000030 00000000000000000O02-000000
D000O00(omx 3) 0000000000000 0O000O000O000O000O00
0000000000000 000000000000000000000000000
0000000 @O0O00/0000=1/5)00000000000000N-0000-5-
000-3-(4-000-2-0000000000000000)00000-1-0000000
000000000 (1.08g,00 :72.5%)0 0 0 07 H-NMR(CDCI, ,TMS,ppm):d 0.97(t,J=
7.4Hz,3H),1.62(tq,J=7.4 and 7.4Hz,2H),2.64(d,J=0.7Hz,3H),3.250 3.40(m,2H),5.88(q
,J=0.7Hz,1H),6.800 7.05(m,1H),7.42(d,J=9.2Hz,1H),8.40(dd,J=2.7 and 9.2Hz,1H),8.5
9(d,J=2.7Hz,1H).

ooooooooo
000000000005-000-3-(4-000-2-0000000000000000)0
0000000000000 @O0000:00000000000000000 :00
0000000000000 D00:0000000000000)00000000000
0D00DO00O00O0O0ON-0D00D00D00O00O00O00O00O00O00O0/00/00 /700 /NMR
00000000000

oooooQ
ON-O00D0-5-000-3-(4-000-2-0000000000000000)000000 -1-
0000000/0000/00 :79.7%/mp:1420 1440 /° H-NMR(CDCI, ,TMS,ppm):& 2.64

(d,J=0.8Hz,3H),2.95(d,J=5.0Hz,3H),5.89(q,J=0.8Hz,1H),6.750 6.95(m,1H),7.43(d,J=9
.2Hz,1H),8.40(dd,J=2.7 andOd 9.2Hz,1H),8.59(d,J=2.7Hz,1H).
ogooooad
ON-O0O0O0-5-000-3-(4-000-2-000000DO00O0DO0OO0OODODOHYYODOODOO-1-
0000000/00000 /00 :86.5%/mp:950 970 /7 H-NMR(CDCI, ,TMS,ppm):3 1.24
(t,J=7.3Hz,3H),2.64(d,J=0.6Hz,3H),3.40(dg,J=5.9 and 7.3Hz,2H),5.88(qg,J=0.6Hz,1H)
,6.750 7.00(m,1H),7.42(d,J=9.2Hz,1H),8.38(dd,J=2.8 andO 9.2Hz,1H),8.59(d,J=2.8Hz
,1H) .
gooooad
ON-OO0Oo0oo0o-5-000-3-(4-000-2-0000000O00O0O0O0DOOOO)YDODO
00-1-0000000/0000/00 :77.9%/mp:900 920 /7 H-NMR(CDCI, ,TMS,ppm):3
1.26(d,J=6.6Hz,6H),2.64(d,J=0.8Hz,3H),4.05(dq,J=1.4 and 6.6Hz,1H),5.86(q,J=0.8H
z,1H),6.600 6.90(m, 1H),7.40(d,J=9.2Hz,1H),8.40(dd,J=2.7 and 9.2Hz,1H),8.59(d,J=2
.7Hz,1H).
oooooad
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Me Me

< CN 0 A CN
HN + /~NCO —» N
N N0

o) /r-hﬂi
CF; CF;

03-(4-000-2-0000000000000000)-5-00000000 (0.40g,1.5mm
oDODO0DOD@OM)OOICOD0ODODD0DDN (0.23g,1.7mmol) 00000000000 (0.1
1g,1.5mmol)0 00 0000000000000 O0O0O0DOOODOOOO2N-0000000
D0O0D0(@omx 3))0 0000000000000 O000O000O000O000O00000

0000000000000 000000000000000000000000000
0000O0(@OO00O0/0000=1/10)00000000000000N-000-3-(4-0
00-2-0000000000000000)-5-00000000-1-000000000
0000 (0.359,0 O :69.0%)0 0 O O mp:1030 1050 ;7 H-NMR(CDCI, ,TMS,ppm):3 1.23(
t,J=7.3Hz,3H),2.63(d,J=0.7Hz,3H),3.39(dq,J=5.9 and 7.2Hz,2H),5.85(q,J=0.7Hz,1H),
6.800 7.00(m,1H),7.38(d,J=8.7Hz,1H),7.81(dd,J=1.8and 8.7Hz,1H),7.99(d,J=1.8Hz,1H

)-
gooooad
Me Me
HN)j @Noz + “~Nco —>09—N,)j\ /@:NOZ
N0 Me /~NH N™>g Me

05-000-3-(3-000-4-0000000000)IJ0000 (0.35g,1.5mmol)0 000
OO0 @om)0O0O000O00D0O00O0(0.18g,1.8mmoN0 0000000 00O (0-13g,1-8m
mDOODODODOD0OODSOOOODODOODONOOONONODONOODOO2N-0000000000
D@omlx 3))0 0 0000000000000 0OO0OO0O0OO0OOOOO0OOOOOOODOOO
000000000000 0000000000000000000000000000
00(@OO00O0/0000=1/7)00000000000000ON-000-5-000 -3-(3-
000-4-0000000000)00000-1-000000000000 (0.27g,00 :5
9.2%)0 0O O O mp:670 690 ;° H-NMR(CDCI, ,TMS,ppm):8 1.24(t,J=7.3Hz,3H),2.63(s,6H
),3.40(dq,J=5.9 and 7.3Hz,2H),5.79(q,J=0.8Hz,1H),6.850 7.00(m,1H),7.000 7.15(m,2
H),8.07(d,J=8.6Hz,1H).

Do0oo0Q
0000D00000005-000-3-(3-0000-4-0000000000)000000
000000000000 0000000000ON-000-5-000-3-(3-0000 -4-
0000000000 )I0000-1-000000000000000(00:62.9%)00
0 0% H-NMR(CDCI, ,TMS,ppm):3 1.24(t,J=7.2Hz,3H),2.63(d,J=0.6Hz,3H),3.40(dq,J=5
.9 and 7.2Hz,2H),3.95(s,3H),5.81(q,J=0.6Hz,1H),6.75(dd,J=2.4 and 9.0Hz,1H),6.84(
d,J=2.4Hz,1H),6.93(br s,1H),7.96(d,J=9.0Hz,1H).

Do0o0o0a0

Me Me

sl ST+ o= O
‘N’ o o’\ /_NH N (@) 0/\

03-(3-0000-4-0000000000)-5-00000000 (0.16g,0.6mmol)0 00O
00O0GI)ODDDODDDO0DDO0O(0.07g,0.7mmo)0 000000 OC0OO(0.129,0.7
mmol)JO0 00 O0D0O0O0OODODOODONOONONS0000000O000O000O000O0O0OIN-
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OO0 @omL)D 00000000 @Oonx 2)0 0000000000 @Oonlx 2)0 00000
000000000000 00000000000000000000000000000
0000000000000 0000O00@O000/0000=1/15)00000000
00O00O0ON-0O0D0-3-(3-0000-4-0000000000)-5-00000000-1-
000000000000 (0.139,0 0 :61.8%)0 0 O O mp:1100 1120 ;7 H-NMR(CDCI, ,T
MS,ppm):& 1.24(t,J=7.3Hz,3H),1.49(t,J=7.0Hz,3H),2.63(d,J=0.5Hz,3H),3.40(dq,J=6.
0 and 7.3Hz,2H),4.14(q,J=7.0Hz,2H),5.80(q,J=0.5Hz,1H),6.73(dd,J=2.4 and 9.0Hz,1H
).6.82(d,J=2.4Hz,1H),6.92(br s,1H),7.92(d,J=9.0Hz,1H).

Do0o0o00
0D000D00000003-(G-0000-2-0000000000)-5-000000000
0000000000000 000000O0000000000000000000O000N-
000-3-(5-0000-2-0000000000)-5-00000000-1-0000000
00000 (@0 :75.9%)0 0 00 mp:730 750 ;¥ H-NMR(CDCI, ,TMS,ppm):3 1.20(t,J=7.
2Hz,3H),1.44(t,J=7.0Hz,3H),2.59(d,J=0.7Hz,3H),3.35(dq,J=5.9 and 7.2Hz,2H),4.09(q
,J=7.0Hz,2H),5.78(q,J=0.7Hz,1H) ,6.73(d,J=2.4Hz,1H) ,6.77(dd,J=2.4 and 8.9Hz,1H),6
.81(br s,1H),8.06(d,J=8.9Hz,1H).

0oooooo

Me Me

w1 I e =3y
N* o N0 CF;

CF; /~NH

03-4-00D0-3-0000Db0Db0O0o0OOo0OoDOoDoDOooO)-5-0000000d(0-30g,1.2mm
oD0 00000 GIIDDODODONONONO00O0(0.13g,1.3mo)0 0000000000
0.09¢g,1.3mmoDH)O0 00D 000D ODOODOODGEODDODODODODODODODODODOOO
O0DIN-D D @OmMDO 00000000 @Oomx 2) 00000000000 (20mLx 2)0 O
0o0ooooooobob o000 oooooDooboDoooboooooOoan
0000000 ooDooDooDooDooDoooooDod@uUooo/0000=1/150000
0oooooooooDoN-0D0O0-3-¢-000-3-0000poDooDoooboooooan)-5-
0000000 0-1-00000000000D0OO0(0.199,00 :50.5%)0 000 mp:1020 1
040 ;7 H-NMR(CDCI, ,TMS,ppm):d 1.22(t,J=7.3Hz,3H),2.56(d,J=0.8Hz,3H),3.37(dq,J=
5.9 and 7.3Hz,2H),4.11(br s,2H),5.61(q,J=0.8Hz,1H),6.74(d,J=8.8Hz,1H),6.93(br s,
1H),7.14(dd,J=2.7 and 8.8Hz,1H),7.27(d,J=2.7Hz,1H).

oooooon

Me Me cl
ol (10 s e — 33 X
N™0 CF, /~NH N0 CF,

03-(@4-000-3-00 000000000 oDoDoOog)-5-0000000O0 (0-42g9,1-5mm
oHI DD O0DOoOoGM)IOODODODDODOOOD(0.17g,1-7mmoD0 000 COODODODOOC(C
0.12g,1.7mmo) D OO 000 D0OO0O0O0OOOODOSODODOOOODODOOOOOODODDOO
OO0IN-OD O @QomL) OO 000D O0oDO0oO0@omx 2) 00000000000 @omLx 2)d d

oo0o0o0DoDoDoODoO000O0O0ooooooDoDoDoODO0D00DO0O0o0oooDoDoDoDoDoDoOoooOg
oo0o0oDoDDoODO0OO000oU0Oo0ooooOooODoDDODO0DOo0@UUOUOoOo/0000=2/15)0000
ooooDoDoODOoO0oO0ON-00O0-3-¢4-000-3-000000D0O0OODODOOOO0OO0O)-5-

0000000D0-1-000000000000000(0.429,00 :80.1%)0 00 0% H-N
MR(CDCI; ,TMS,ppm):d 1.22(t,J=7.2Hz,3H),2.59(d,J=0.8Hz,3H),3.38(dq,J=5.9 and 7.
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2Hz,2H),5.73(q,J=0.8Hz,1H),6.91(br s,1H),7.22(d,J=8.8Hz,1H),7.49(dd,J=2.4 and 8.
8Hz,1H),7.65(d,J=2.4Hz,1H).
ooooooan

Me Me

)ﬁ\ NO, 0 NO,

HN, - @ + /NCO—> N @

N0 CF; __/~NH N7%o CF;
0s5-000-3-4-000-3-000000D00DO0O00O00OODOODO)0DOO0OO(0.57g,2.0mm
oDO 00000 @OM)O I 0000000 (0.30g,2.2nmoD0 00000000000
A7g,2.ommo) 00000 O0OOODOOCOOODOOOOOODOOOODO2N-OODODOO
oooboOOoO@omx 3 00o0bOO0O0OobooOOoO0O0oOoDbDOO0oOooDbDOooDOoobooboOod
goooboobooobuoobboobboobboobtooobuoobobbuouobboo
gooooo@oooov/00boOo=w/10000000O0DODOoDUOUOODOON-ODODO-5-
ooo-3-¢-0oo-3-ogopbooOooobooo0oooobpo)yoooDobo-1-obooboodg
000000000 (0.64g,0 0 :69.0%)0 0 0 07 H-NMR(CDCI, ,TMS,ppm):d 0.97(t,J=
7.3Hz,3H),1.62(q,J=7.3Hz,2H),2.64(s,3H),3.32(dt,J=7.3 and 7.3Hz,2H),5.85(m,1H),6
.800 7.05(m,1H),7.45(dd,J=2.6 and 9.0Hz,1H),7.64(d,J=2.6Hz,1H),8.00(d,J=9.0Hz,1H

).

Dooo0ooo0oooooon

000000000 O0005-000-3-(4-000-3-0000000000000000)
0000000000000 0@O00000:000

0000000000000 00:0000000000)D00000000000000
0000000000000 O0000000000N-0000000000000000
000DO0/00/00/00/NMROOCOC0OC0OO0O0

ooooooo
ON-00D0-5-000-3-(4-000-3-0000000000000000)00000 -1-
0000000/0000 /00 :42.1%/mp:1390 1410 /7 H-NMR(CDCI, ,TMS,ppm):& 2.65

(d,J=0.4Hz,3H),2.95(d,J=5.0Hz,3H),5.86(m, 1H),6.650 7.00(m,1H),7.47(dd,J=2.6 and
8.9Hz,1H),7.61(d,J=2.6Hz,1H),8.00(d,J=8.9Hz,1H).

Doooooo
ON-0D0O0-5-000-3-(4-000-3-0000000000000000)00000-1-
0000000/00000/00 :34.9%/mp:950 970 /7 H-NMR(CDCI, ,TMS,ppm):& 1.24
(t,J=7.3Hz,3H),2.65(s,3H),3.41(dg,J=5.9 and 7.2Hz,2H),5.85(m,1H),6.750 7.00(m,1H
).7.45(dd,J=2.6 and 8.9Hz,1H),7.63(d,J=2.6Hz,1H),8.00(d,J=8.9Hz,1H).
0oooooo

e c e CF
Cl F3 (0] 3
HN,)j\ + Me-NCO —» ?—N_)j\
NS0 Me-NH N7™™o
cl cl

03-(2,6-0000-4-0000000000000000)-5-00000000 (1.24g,4
OomoNO D ODDODO(OM)OIODO0O0O0O0O00D0O0(0.40g,4.0mmol)0 00000000
00 (0.259,4.4mmo)0 0000006 0000000000000000002N-00

000000000 Comx 3) D0 0000000000000 O00O0O00O0O00DO0On

0000000000000 0000O000O000O000O00000000000000
0000000000 @O000/0000=1/10)00000000000000N-00
0-3-(2,6-0000-4-0000000000000000)-5-00000000-1-00
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0000000000 (0.879,0 0 :59.0%)0 0 0 O mp:1130 1140 ;7 H-NMR(CDCI, ,TMS,p
pm):8 2.60(d,J=0.7Hz,3H),2.88(d,J=4.9Hz,3H),5.77(d,J=0.7Hz,1H),6.500 6.75(m,1H)

,7.66(s,2H).
gooooon
Me Me c
Cl CF; o) Cl Fi
HN,)j + /~NCO —» 9—N.)j\
N0 /—NH N0
Cl Cl

03-(2,6-0000-4-0000000000000000)-5-00000000 (0.62g,2
OomoNO D ODDODO(@ONML)ODODOODO0D0ODO (0.30g,2.2nmmol) 0 0000000000
(0.14g,2.o0mmol)0 0 0000040 00000000000000000O02N-0000
D000DO00O0(@omx 3))00000000000000O000O000O00000000
0000000000000 000000000000000000000000000
00000000 (@OO0O0O0/0000=1/10)0000000000000O0N-0000 -3
-(2,6-0000-4-0000000000000000)-5-00000000-1-0000
00000000 (0.48g,0 0 :62.8%)0 0 O O mp:800 820 ;7 H-NMR(CDCI, ,TMS,ppm):3
1.19(t,J=7.3Hz,3H),2.59(s,3H),3.34(dq,J=6.1 and 7.3Hz,2H),5.72(s,1H).6.600 6.85
(m,1H),7.67(s,2H).

000oO0O0o00oO0O000
000000000000 0000003-(R,6-0000-4-0000000000000
00D0)-5-00000000000000000@O000000:00000000000
000000000 :000000000000000000000::t-00000000
0000000000 :0000000000000000000:0000000000
000000000 :000000000000000000:2-000000000000
0000000000 :2-000000000000000000000: 00000000
000000000000 :0000000000000000000:3-0000000
00000000 ) 0000000000000 ON0ON0ON0ON0ON0ONoooooa
0OON-00D00D00O00D000000000000/00/00/00/N\MROOO0O00O
0000

ooooooo
ON-00D0O0-3-(2,6-0000-4-0000000000000000)-5-0000000
00-1-0000000/0000000/00 :68.4%/7 H-NMR(CDCI, ,TMS,ppm):& 0.92(
t,J=7.5Hz,3H),1.59(tq,J=7.5 and 7.8Hz,2H),2.58(d,J=0.8Hz,3H),3.25(m,2H),5.71(q,J

=0.8Hz,1H),6.700 6.90(m,1H),7.66(s,2H) .
0oooooo
ON-000000-3-(2,6-0000-4-0000000000000000)-5-0000
0000-1-0000000/0000 /00 :68.4%/mp:1030 1050 /7 H-NMR(CDCI, ,TMS,p
pm):& 1.22(d,J=6.5Hz,6H),2.57(d,J=0.8Hz,3H),3.900 4.10(m,1H),5.62(q,J=0.8Hz,1H)
,6.500 6.75(m,1H),7.67(s,2H).

ooooooo
ON-t-000-3-(2,6-0000-4-0000000000000000)-5-000000
00-1-0000000/0000/00 :54.8%/mp:1160 1170 /7 H-NMR(CDCI, ,TMS,ppm):
5 1.40(s,9H),2.56(s,3H),5.57(s,1H),6.700 6.85(m,1H),7.67(s,2H).

Doooooo
ON-00D0O0-3-(2,6-0000-4-0000000000000000)-5-000000
00-1-0000000/0000000/00 :69.5%/7 H-NMR(CDCI, ,TMS,ppm):& 0.88(
t,J=6.8Hz,3H),1.150 1.40(m,6H),1.450 1.65(m,2H),2.58(s,3H),3.150 3.40(m,2H),5.71
(s,1H),6.650 6.85(m,1H),7.66(s,2H).
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0oooooo
ON-O0D0O00-3-(2,6-0000-4-0000000000000000)-5-0000000
00-1-0000000/0000/00 :64.3%/mp:430 450 /7 H-NMR(CDCI, ,TMS,ppm) :3
0.88(t,J=6.8Hz,3H),1.100 1.45(m,10H),1.450 1.65(m,2H),2.58(s,3H),3.150 3.35(m,2
H),5.70(s,1H),6.650 6.85(m,1H),7.66(s,2H).
0oooooo
ON-0D00-3-(2,6-0000-4-0000000000000000)-5-00000000
0-1-0000000/0000000/00 :83.1%/° H-NMR(CDCI, ,TMS,ppm):3 2.59(d,
J=0.8Hz,3H),3.800 4.00(m,2H),5.050 5.30(m,2H),5.75(q,J=0.8Hz,1H),5.750 5.95(m, 1H
),6.700 7.00(m,1H),7.66(s,
2H) .
0oooooo
ON-(2-000000)-3-(2,6-0000-4-0000000000000000)-5-00
000000-1-0000000/0000/00 :62.4%/mp:1160 1180 /7 H-NMR(CDCI, ,T
MS,ppm):& 2.58(s,3H),3.500 3.75(m,4H),5.76(s,1H),6.950 7.20(m,1H),7.67(s,2H).
0oooooo
ON-(2-000000)-3-(2,6-0000-4-0000000000000000)-5-00
000000-1-0000000/0000/00 :58.6%/mp:1060 1070 /7 H-NMR(CDCI, ,T
MS,ppm):8 2.58(s,3H),3.48(t,J=6.1Hz,2H),3.69(dt,J=6.1 and 6.1Hz,2H),5.77(s,1H),
6.950 7.20(m,1H),7.67(s,2H).
0oooooo
ON-O0D0O00-3-(2,6-0000-4-0000000000000000)-5-0000000
00-1-0000000/0000/00 :76.5%/mp:500 530 /7 H-NMR(CDCI, ,TMS,ppm):3
2.61(d,J=0.7Hz,3H),4.40(d,J=6.2Hz,2H),5.74(q,J=0.7Hz,1H),7.13(br t,J=6.2Hz,1H),
7.250 7.40(m,5H),7.65(s,2H).
0oooooo
OM{3-(2,6-0000-4-0000000000000000)-5-00000000 -1-0
0}y 0000000100000 /0000/00 :76.5%/mp:500 530 /7 H-NMR(CDCI, ,TM
S,ppm):& 1.27(t,J=7.1Hz,3H),2.58(d,J=0.7Hz,3H),4.04(d,J=5.9Hz,2H),4.21(q,J=7.2H
z,2H),5.80(q,J=0.7Hz,1H),7.10(br t,J=5.9Hz,1H),7.66(s,2H).
0oooOooo
03-[{3-(2,6-0000-4-0000000000000000)-5-00000000-1-
003} 0000000]000000000/0000/00 :77.2%/mp:730 740 /77 H-NMR
(CbCl, ,TMS,ppm):& 1.20(t,J=7.5Hz,3H),2.500 2.65(m,4H),3.56(q,J=7.5Hz,2H),4.00
0 4.20(m,2H),5.76(q,J=0.8Hz,1H),7.000 7.20(m,2H),7.66(s,2H).
Doooooo

Me Me
F CF; (o) F CF,
HN,)fL + Me-NCO —>» %N,)j\
N0 Me-NH N™>g
Cl Cl

03-(2-000-6-0000-4-0000000000000000)-5-00000000 (
0.32g,1.1mmoN0 00000 @OM)O0 OO 00000 00O (0.13g,1.3mmol)0 00 O O

000000 (.07g,1.2nmmol) 0000000400000 000000000000000
2N-0 0000000000 QOnx 3) 0000000000000 0000000000
0000000000000 0000O000O000O000O00000000000000
0000000000000 @O000/0000=1/10)000000000000000
N-OODO-3-(2-000-6-0000-4-0000000000000000)-5-00000
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000-1-000000000000 (0.229,0 0 :56.9%)0 0 O O mp:870 880 ;% H-NMR(C
DCI, ,TMS,ppm):& 2.59(s,3H),2.88(d,J=5.0Hz,3H),5.80(s,1H),6.550 6.75(m,1H),7.40
(dd,J, , =2.0 and 9.3Hz,1H),7.56(s,1H).

Doooooooooon
00000O00000003-(2-000-6-0000-4-00000000000000001
0)-5-00000000000000000@O0O00000:000000000000
000000 :000000000000000000000:000000000000¢0
0000000 :000000000000000000:2-0000000000000
Y] O0OODOODOOOODOODOOOOOOOONOODOODOODOODOOOODOOOOOO
0O0/00/00/00/NMRODOCO0COCOCOO0O

Doooooo
ON-0D0D0-3-(2-000-6-0000-4-0000000000000000)-5-0000
0000-1-0000000/0000/00 :42.8%/mp:580 600 /7 H-NMR(CDCI, ,TMS,ppm
):8 1.19(t,J=7.3Hz,3H),2.59(d,J=0.7Hz,3H),3.34(dq,J=6.0 and 7.2Hz,2H),5.76(q,J=
0.7Hz,1H),6.600 6.85(m,1H),7.40(dd,J, , =1.8 and 9.2Hz,1H),7.57(s,1H).
0oooooo
ON-000O000-3-(2-000-6-0000-4-0000000000000000 )-5-0
000D0000-1-0000000/0000000/00 :31.1%/7 H-NMR(CDCI, ,TMS,ppm
):8 1.22(d,J=6.6Hz,6H),2.58(d,J=0.8Hz,3H),4.01(dsep,J=6.6 and 6.6Hz,1H),5.69(q,
J=0.8Hz,1H),6.60(br d,J=6.6Hz,1H),7.41(dd,J, , =1.8 and 9.2Hz,1H),7.58(s,1H).

gooooo
N-OODOO-3-2-000-6-0000-4-000000000D00DOO0ODO0O00O)-5-000
00000-1-0000000/0000000 /00 :49.5%/ H-NMR(CDCI; ,TMS,ppm):5
0.92(t,J=7.4Hz,3H),1.58(tq,J=7.4 and 13.3Hz,3H),2.58(d,J=0.8Hz,3H),3.25(dt,J=6.
4 and 13.3Hz,1H),5.76(q,J=0.8Hz,1H),6.650 6.90(m,1H),7.40(dd,J=2.0 and 9.4Hz,1H)
,7.57(s,1H).
ooooooano
ON-O0DO0O0-3-(2-000-6-0000-4-00000000000O00O0O0O0O)-5-0000
0000-1-0000000/0000000/00 :50.7%"° H-NMR(CDCI, ,TMS,ppm):3 2
.59(d,J=0.8Hz,3H),3.92(ddt,J=1.6,5.8 and 5.8Hz,2H),5.100 5.25(m,2H),5.79(q,J=0.8
Hz,1H),5.750 5.95(m,1H),6.700 7.00(m,1H),9.40(dd,J; 5 =2.1 and 9.5Hz,1H),7.57(s,
1H).
ocoooooao
ON-(2-0D000DO0O)-3-(2-000-6-0000-4-0D000000O0D0O0O0O0O0DODOO)-
5-0000O0o0oDO0-1-0000000/0000/0 0 :63.7%/mp:-850 860 /" H-NMR(CDCI
o »TMS,ppm):d 2.58(d,J=0.8Hz,3H),3.48(t,J=6.3Hz,2H),3.70(dt,J=6.3 and 6.3Hz,2H)
,5.81(d,J=0.8Hz,1H),7.09(br t,J=6.3Hz,1H),7.40(dd,J; 5 =1.8 and 9.3Hz,1H),7.57(s
,1H) .
goooooan

O O

Me Me
F CF; o) F CF
HN,)j + /—NCO — FN)j ?
N0 /~NH N7>g
F F

03-(2,6-00000-4-0000000000000000)-5-00000000 (0.42g9
,1.5mmol)0 00000 @omL) 00000000000 (0.20g,2.0mmol)D 0000000
000 (0.14g,2.0mmol)J 0000001200 000000000000000002N-0
0000000000 Qomx 3) 0000000000000 0O00O0O0OODOOODOn

0000000000000 0000000000000000000000000000
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00000000000 (@O0OO00DN)O00O00O00O0oO0oo0onoN-000-3-(2,6-
00000-4-0000000000000000)-5-00000000-1-0000000
000000 (0.11g,0 0 :21.0%)0 0 O O mp:1020 1040 ;7 H-NMR(CDCl, ,TMS,ppm):& 1
.21(t,J=7.3Hz,3H),2.19(s,3H),3.32(dq,J=6.0 and 7.3Hz,2H),5.000 5.25(m,1H),6.25(s
,1H),7.36(d,J, , =7.0Hz,2H).

0oooooo

Me N Me
2 NO, o) N NO
HN,\.i + /NCO —= )‘*-N.\,i2 :
N0 /—NH N™So
CF; CF,

03-(2,4-0000-6-0000000000000000)-5-00000000 (0.33g,1
OomoDNODODDODO@OML)ODODO0ODO0D0OO (0.159,1.1mmo) D 0000000000
(0.07g,1.0mmol)0 000000120 0000000000000000002N-0000
D000DO0O0O0(@omx 3)0 0000000000000 O000O000O00000000
0000000000000 0000000000000000O000N0N0oNoNoonoon
00000000 (@OO0O0O0/0000=1/10)0000000000000O0N-0000 -3
-(2,4-0000-6-0000000000000000)-5-00000000-1-0000
000000000 (0.20g,0 0 :49.6%)0 0 O 0 mp:1690 1710 ;7 H-NMR(CDCI, ,TMS,ppm
):8 1.18(t,J=7.2Hz,3H),2.59(d,J=0.4Hz,3H),3.31(dq,J=6.0 and 7.2Hz,2H),5.95(q,J=
0.4Hz,1H),6.250 6.50(m,1H),8.85(d,J=2.7Hz,1H),9.02(d,J=2.7Hz,1H).

0Doooooo

Me c Me
I CF, o) Cl CF,
HN + /NCO —» 9—N,)j\
N0 /~NH N7>g
NO; NO,

03-(2-000-6-000-4-000000000000000D0DO)-5-00000000(0.
64g,2.0nmo)0 00000 @OmML)0 0D D O0O00O0DDO(0.30g,2.2nmo)0 000 000ODO
000 (0.14g,2.o0mmo)0 0 0000000000000000O0OOOOOOOO2N-00
000000000 Q@omx 3)D 0000000000000 DOOODDOOODDOO
0000000000000 00D0D00000O000D0DO00O0DO0O0O0DOoOoOOoOooao
0000000000 (@O00o0O/0000=1/10)00000000000000N-00
0-3-(2-000-6-000-4-000000000000000DO)-5-00000000-1
-0000000000000 (0.13g,0 0 :16.6%)0 0 O O mp:980 990 ;Y H-NMR(CDCI ,
TMS,ppm):& 1.18(t,J=7.2Hz,3H),2.60(d,J=0.5Hz,3H),3.32(dq,J=6.0 and 7.2Hz,2H),5.
87(q,J=0.5Hz,1H),6.400 6.65(m,1H),8.01(d,J=2.0Hz,1H),8.17(m,1H).
0ooDoO0oOoooooo

00000000000 O03-(R-000-6-000-4-000000000000D0O00)
-5-00000000000000000@O0O00000: 0000000000000
00000:00000000000)I0000000D0DO00O0DO0OO0OO0DDOOOOaO
000000000000 O0ON-DD000O0D0O000D0DO0O0O0DOO0OO0ODO/00/00
/00/NMROODOOOOOOOOOO

ooooo0on
ON-0O000-3-(2-000-6-000-4-0000000000000000)-5-00000
000-1-0000000/0000 /00 :60.9%/mp:1400 1420 /Y H-NMR(CDCI, ,TMS,ppm
)8 2.60(d,J=0.6Hz,3H),2.87(d,J=5.0Hz,3H),5.89(q,J=0.6Hz,1H),6.400 6.55(m,1H),8
.01(d,J=2.0Hz,1H),8.19(m,1H).
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OoDooo0oo
ON-O0000-3-(2-000-6-000-4-0000000000000000)-5-0000
0000-1-0000000/70000 /00 :34.4%/mp:1110 1130 /” H-NMR(CDCI, ,TMS,p
pm):& 0.92(t,J=7.4Hz,3H),1.57(m,2H),2.19(s,3H),3.23(dt,J=7.4 and7.4Hz,2H),5.88(
s,1H),6.450 6.70(m,1H),8.01(d,J=2.1Hz,1H),8.17(m, 1H).

Oooooooo

Me

03-(3,5-00000000-2-00000)-5-00000000 (0.49g,2.0mmol)0 OO
000 @OomML)OODO0D0O00D0O00 (0.30g,2.2nmol)0 0000000000 (0.14g,2.0mmo
NDOO0DO0D0DO0OO0O0DO0OOO0DO0OOO0DODOODOOODOODOODO2N-00000000000(
iomlx 3)0 0000000000000 0OO0OO0OO0OOO0OODOOOOOOOOOOOOOn
0000000000000 0000000000000000O000N0N0oNoNoonoon
(000D00/0000=1/10)00000000000000N-000-3-(3,5-00000
000-2-00000)-5-00000000-1-000000000000 (0.449,0 0 :69
.8%)0 0 O O mp:740 760 ;7 H-NMR(CDCH, ,TMS,ppm):& 1.23(t,J=7.2Hz,3H),2.64(s,3H)
,3.39(dq,J=5.8 and 7.2Hz,2H),6.00(s,1H),6.900 7.15(m,1H),7.80(d,J=2.3Hz,1H),8.05
(d,2.3Hz,1H).

0Doooooo

Me

o5-000-3-(6-0000-3-000000D0-2-00000)000O00OO (0.59g,2.0mmol)
oooooo@omboocoooooooon0.22g,2.2mmoH)000oDoCc00oooOd
000o0Doo0oooo.16g,2.2mmoD)0 0000 0O0ODOOOO3000000O0OOOO
o040 0000000000D00C0O00D0DO0OO0OIN-ODD@OMLDHODOOOOODDO (0m
Lx 2D 00 0ooooooo@omlx 2y 0oDoo0oooDooooooDoooooooag
Jo0o0o0o00d0oo0oo0oo0o0oo0oo0ooo0O0o0oUooDoO0O0U0Do0oo0O0OooUooDoOooOoUDoOo0OOd
ooo@uoooo/0000D=1/6) 000000000 O0ODOODOON-O0D00O-5-000-3-(
6-0000-3-0000000-2-00000)0000O0-1-00000O0D0OOCO0OO0O0OO
0 0 (0.38g,0 0 :59.8%)0 0O O O " H-NMR(CDCI, ,TMS,ppm):8 1.24(t,J=7.3Hz,3H),2.65
(d,J=0.8Hz,3H),3.40(dq,J=1.4 and 7.3Hz,2H),3.84(s,3H),6.02(q,J=0.8Hz,1H),6.57(dd
,J=3.5 and 8.8Hz,1H),7.05(br s,1H),8.41(dd,J=3.5 and 8.8Hz,1H).

ooooood
0o0o0oDooooooogds5-000-83-@-000-5-0000000-2-00000)00
0000000000000 oDoOU0O0OUDOO0DO0OO0ODDOOOO0DON-O
oo-5-000-3-@¢-000--00000DO-2-0000C0D)0O0DOCO0-1-0000OO
000000000000 :19.3%)0 00 0" H-NMR(CDCI,; ,TMS,ppm):8 1.23(t,J=7.3H
z,3H),2.65(d,J=0.7Hz,3H),2.70(s,3H),3.40(dq,J=5.9 and 7.3Hz,2H),6.03(q,J=0.7Hz,1
H),6.95(s,1H),6.99(br s,1H),8.92(s,1H).

ooooood
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03-B-000-5-00000000000D00-2-00000)-5-00000000(1-00
g,3.6mmol)0 00000 OM)DO0O0O0O0O00D0O0(0.759,5.4mmol)0J 00000000
O00000.46g,5-4mmoD0 00000033 O00O0O0O0OOOODODOODOODOOZ2N
-000000000D00Q@oOmLx DO DO ODDODO0DODODODODODODODOODODODODODO
goooooobooib bbb ooooooobooDbobboobooo
oooooooooDooo(@oooov/0oD000=w/10)000000000000O0O00ON-
ooDo0ooo0-83-@B-000-5-00000D00DO0O00O0O0ODO-2-00000)-5-00000
000-1-00000000000000OD0O(0.91g,00 -69.7%)0 00O O o H-NMR(CDCI ,
T™S,ppm):d 1.25(d,J=6.5Hz,6H),2.65(d,J=0.8Hz,3H),3.950 4.20(m,1H),6.04(qg,J=0.8H
z,1H),6.800 7.00(m,1H),8.02(d,J=2.3Hz,1H),8.35(m, 1H).

Oo0oooooooooan
0oo0oooooooog3-(3-0
-ggdgooooooobbbbb
goboo:000b0o0oooboon
00t ogoogooogao
oo ogooooao gooo:ogad gooooooobobbobooo
0o0oo0booo0obooooboooo oo0b0:00000 ooooooDboobooooao:
doooooooooobobobo oo oooo::0o0o0b0b0b0bbooboooooOooan
2-00000o0fo0o0o0ooDoboo00oobD o000 bo0o0-:oobooooDoooDobDoOooooag
ogfo:3-00o0gboo0obbo0oobbooUobuooobOos=8,4-0000U0DDbOODDOO
gobobooobooobob x3-0gbDb0o0obb0oU0obbUoUobboUobbooUobOooO
0:4-000000000O0O0OO0O0O0DOOOO0ODDODOO0OO0DDODOOO0DDOOO::3-00000O0O0
| g a
d a a

o-5-0b0oon
o@ooooao
oooooo:o
ooooo:00

ocooooOoO0-2-00000)-5
ubobobobooobobd
oooooOoooooooooao

g g
u u
O O
g gboobooooooobobobao
u u
O O

Ooo0ooooD)H)Yooooooooooaoao 0o goooN-O0Dooooobooonn
0000000 /00/00 /00 /NMRO
oooooao
N-OODO-3-B-000-5-00000000000D00-2-00000)-5-000000
0-1-0000000/0000 /00 :81.7%/mp-850 860 /" H-NMR(CDCI, ,TMS,ppm):3
2.66(d,J=0.8Hz,3H),2.95(d,J=5.0Hz,3H),6.05(q,J=0.8Hz,1H),6.850 7.15(m,1H),8.01(
d,J=2.0Hz,1H),8.35(m,1H).
ogoooooan
ON-O0D0-3-B-000-5-0000000000000-2-00000)-5-000000
0D0-1-0000000/0000 /00 :55.8%/mp:850 860 ;" H-NMR(CDCI, ,TMS,ppm):3
1.23(t,J=7.3Hz,3H),2.66(s,3H),3.40(dq,J=6.0 and 7.3Hz,2H),6.04(s,1H),6.900 7.15
(m,1H),8.02(d,J=2.0Hz,1H),8.35(m,1H).
ooooooano
ON-O00O0O0-3-@B-000-5-000000000000D0-2-00000)-5-00000
000-1-0000000/0000000/00 :86.3%/" H-NMR(CDCI; ,TMS,ppm):3 0.9
7(t,J=7.3Hz,3H),1.60(tq,J=7.3 and 7.3Hz,2H),2.66(d,J=0.8Hz,3H),3.30(dt,J=6.5 and
7.3Hz,2H),6.05(q,J=0.8Hz,1H),6.950 7.20(m,1H),8.02(d,J=2_0Hz,1H),8.35(m,1H).
ogoooooan
ON-t-000-3-B3-000-5-0000000000000-2-00000)-5-00000
000-1-0000000/0000000/7/00 :74.5%/° H-NMR(CDCI; ,TMS,ppm):d 1.4
4(s,9H),2.64(d,J=0.7Hz,3H),6.02(q,J=0.7Hz,1H) ,6.900 7.15(br s,1H),8.01(d,J=2.1Hz
,1H),8.34(m,1H).
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Doooooo
ON-00D0O0-3-(3-000-5-0000000000000-2-00000)-5-00000
000-1-0000000/00000/00 :73.2%/mp:1420 1440 /7 H-NMR(CDCI, ,TMS,p
pm):8 0.90(t,J=7.0Hz,3H),1.200 1.45(m,4H),1.500 1.70(m,2H),2.66(d,J=0.8Hz,3H),3
.250 3.40(m,2H),6.04(q,J=0.8Hz,1H),6.950 7.15(m,1H),8.02(d,J=2.3Hz,1H),8.250 8.4
o(m, 1H).

ooooooo
ON-00D0O0-3-(3-000-5-0000000000000-2-00000)-5-00000
000-1-0000000/0000000 /00 :65.2%/7 H-NMR(CDCI,, ,TMS,ppm):5 0.8
9(t,J=6.8Hz,3H),1.150 1.45(m,6H),1.450 1.70(m,2H),2.65(d,J=0.8Hz,3H),3.250 3.45(
m,2H),6.04(q,J=0.8H,1H),6.950 7.15(m,1H),8.02(d,J=2.0Hz,1H),8.35(m,1H).
Doooooo
ON-00D0O0-3-(3-000-5-0000000000000-2-00000)-5-00000
000-1-0000000/0000000/00 :84.9%/" H-NMR(CDCI, ,TMS,ppm):5 0.7
50 1.00(m,3H),1.100 1.50(m,8H),1.500 1.70(m,2H),2.65(s,3H),3.200 3.45(m,2H),6.04
(s,1H),6.950 7.15(m,1H),8.02(d,J=2.0Hz,1H),8.36(m, 1H).

ooooooo
ON-00D0O0-3-(3-000-5-0000000000000-2-00000)-5-00000
000-1-0000000/0000000 /00 :81.5%/° H-NMR(CDCI,, ,TMS,ppm):5 0.8
8(t,J=7.0Hz,3H),1.150 1.45(m,10H),1.450 1.75(m,2H),2.66(d,J=0.5Hz,3H),3.200 3.45
(m,2H),6.04(s,1H),6.950 7.15(m,1H),8.02(d,J-2.0Hz,1H),8.35(m, 1H) .

Doooooo
ON-00D0D0-3-(3-000-5-0000000000000-2-00000)-5-00000
000-1-0000000/0000 /00 :80.7%/mp:560 570 /7 H-NMR(CDCI, ,TMS,ppm):
5 0.88(t,J=6.9Hz,3H),1.200 1.40(m,18H),1.500 1.65(m,2H),2.65(d,J=0.8Hz,3H),3.25
0 3.40(m,2H),6.04(q,J=0.8Hz,1H),6.950 7.15(m,1H),8.03(d,J=2.1Hz,1H),8.38(m, 1H).
ooooooo
ON-000O0000-3-(3-000-5-0000000000000-2-00000)-5-00
000000-1-0000000/0000 /00 :65.5%/mp:690 710 /7 H-NMR(CDCI, ,TMS
,ppm):d  1.050 1.50(m,6H),1.550 1.85(m,2H),1.900 2.10(m,2H),2.65(d,J=0.8Hz,3H),3
.600 3.85(m,1H),6.03(q,J=0.8Hz,1H),6.800 7.05(m,1H),8.01(d,J=2.0Hz,1H),8.35(m, 1H
).

0oooooo
ON-00D0-3-(3-000-5-0000000000000-2-00000)-5-000000
00-1-0000000/0000000/00 :62.2%/7 H-NMR(CDCI,, ,TMS,ppm):5 2.66(
d,J=0.8Hz,3H),3.850 4.05(m,2H),5.050 5.35(m,2H),5.750 6.00(m,1H),6.06(q,J=0.8Hz,
1H),7.050 7.25(m,1H),8.02(d,J=2.3Hz,1H),8.35(m, 1H).

Doooooo
ON-(2-000000)-3-(3-000-5-0000000000000-2-00000 )-5-0
0000000-1-0000000/0000/00 :65.2%/mp:980 1000 /7 H-NMR(CDCI, ,
TMS,ppm):& 2.65(d,J=0.5Hz,3H),3.650 3.75(m,4H),6.08(q,J=0.5Hz,1H),7.300 7.50(m,
1H),8.03(d,J=1.8Hz,1H),8.36(m,1H).

0o0oooo0o
ON-0000-3-(3-000-5-0000000000000-2-00000)-5-00000
000-1-0000000/0000/00 :4.9%/mp:1160 1180 /7 H-NMR(CDCI, ,TMS,ppm)
15 2.72(d,J=0.8Hz,3H),6.12(q,J=0.8Hz,1H),7.100 7.20(m,1H),7.300 7.45(m,2H),7.50
0 7.60(m,2H),8.05(d,J=2.2Hz,1H),8.40(m, 1H),8.850 9.10(m,1H).

Doooooo
ON-(B-0000000)3-(3-000-5-0000000000000-2-00000)-5-
000O00000-1-0000000/70000 /00 :36.0%/mp:1290 1300 /2 H-NMR(CDCI
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o »TMS,ppm):8 2.72(d,J=0.7Hz,3H),6.15(q,J=0.7Hz,1H),7.050 7.15(m,1H),7.200 7.30
(m,1H),7.300 7.40(m,1H),7.73(t,J=2.0Hz,1H),8.05(d,J=1.8Hz,1H),8.300 8.40(m,1H),8
.900 9.10(br s,1H).

oooooogo
ON-(3,4-00000000)-3-(3-000-5-0000000000000-2-00000
)-5-00000000-1-0000000/0000/00 :38.1%/mp:1500 1520 /7 H-NMR(
cocl, ,TMS,ppm):8 2.71(s,3H),6.15(s,1H),7.300 7.45(m,2H),7.83(d,J=2.3Hz,1H),8.0
00 8.10(m,1H),8.250 8.45(m,1H),9.01(s,1H).

ooooooo
ON-(B-0000000000000)-3-B-000-5-0000000000000-2-0
0000)-5-00000000-1-0000000/0000/00 :18.0%/mp-1230 1240 /
Y H-NMR(CDCI, ,TMS,ppm):8 2.73(d,J=0.8Hz,3H),6.16(q,J=0.8Hz,1H),7.45(dt,J=8.0 a
nd 8.0Hz,2H),7.72(d,J=8.0Hz,1H),7.93(s,1H),8.05(d,J=8.0Hz,1H),8.37(m,1H),9.000 9
-25(br s,1H).

oooooogo

ON-(4-0 000000000000 )-3-(B-000-5-0000000000000-2-0
0000)-5-00000000-1-0000000/0000/00 :24.4%/mp-1640 1670 /
Y H-NMR(CDCI, ,TMS,ppm):8 2.73(d,J=0.7Hz,3H),6.16(q,J=0.7Hz,1H),7.62(d,J=8.8Hz,
2H),7.70(d,J=8.8Hz,2H),8.05(d,J=2.1Hz,1H),8.300 8.45(m,1H),9.100 9.25(br s,1H).
ooooooo
ON-(B-0000000)-3-(B-000-5-0000000000000-2-00000)-5-
00000000-1-0000000/0000/00 :13.6%/mp:1720 1740 /7 H-NMR(CDCI
o »TMS,ppm):8 2.73(s,3H),6.18(s,1H),7.54(t,J=8.2Hz,1H),7.88(dd,J=0.9 and 2.2Hz,
1H),8.03(dd,J=0.9 and 2.2Hz,1H),8.06(d,J=2.1Hz,1H),8.37(m,1H),8.54(t,J=2.1Hz,1H)
,9.150 9.30(m, 1H).

ooooooo

Me " Me
e CF; o) Me CF;
HN,)t[ + Me-NCO—>- )\-N,)j
N™o Me-NH N~™>q
NO; NO,

04,5-0000-3-(2-000-4-0000000000000000)I0000(1.08g,3
emmol)J 00000 (oML)0O 00000000 (0.509,3.6mmoI 0000000000
(0.17g,3.0mmoN0 0000 0000000000000 O0O0O0O0OO0O2N-00000
000000000 @Oonx 3)00000000000000000000000000
0000000000000 0000000000000000000000000000
0000000000 @O000/0000=/3)J0000000000000N-00
0-4,5-0000-3-(2-000-4-0000000000000000)00000-1-00
0000000000 (0.93g,0 0 :86.5%)0 0 0 O mp:1170 1190 ;7 H-NMR(CDCI, ,TMS,p
pm):& 1.95(s,3H),2.55(s,3H),2.90(d,J=5.0Hz,3H),6.500 6.80(m,1H),7.49(d,J=8.7Hz,
1H),7.84(dd,J=2.0 and 8.7Hz,1H),8.25(d,J=2.0Hz,1H).

Doooooo

Me Me
\ Me NOZ () ~ Me N02
HN, + Me-NCO —> V-N)NI
N™o Me-NH (o)
CF3 CF3

04,5-0000-3-@¢-000-2-0000000000000C0C0O0OHMODO0OOC.08g,3
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GmmoD)0 00D OO0 @omL) DO DOODOOODOO.50g,3.6mmoD)0 00 DOO0OOCODODO
(0.17g,3.0mmoHI 00 0CO00D0DDODOCOOO0ODOOOO0OOOODOOODOO2N-0D000O
0oooDoooooD@omLx 3 D000 0D0DDODODO0DODDOOOO0DDOOOODODOOO
JoJoo0oo0odooooooUooooO0UoUoDoUoUUDOoOoDUOOoUoDoOOoUOUDOoOoOOd
ooooooouooo@uuUoboDo/000D=w/3)yJ0000O00DDODO0OO0OODON-OO0
0-4,5-0000-3-@4-000-2-00000D00CO0OO0ODODOOOOO)YYDOOOO-=-1-00
0000000000 (0.88g,0 0 :81.9%)0 0 O 0 mp:1130 1150 ;° H-NMR(CDCl, ,TMS,p
pm):d 1.88(s,3H),2.57(s,3H),2.94(d,J=5.0Hz,3H),6.700 6.95(m,1H),7.44(d,J=9.2Hz,
1H),8.39(dd,J=2.7 and 9.2Hz,1H),8.60(d,J=2.7Hz,1H).

ooooogag

Me Me
HN)jmeN’ CF, \}_ )\LMGN, CF;
_._>
N OJJ * )Nco o"J
cl cl

3-(3-000-5-0000000000000-2-00000)-4,5-000000000(
.88g,3.0mmol)0 DMF(IOML)D 0 00 D000 0 O (0.62g,4.5mmo)0 000000000 O
00 (0.26g,3.0Mmol)0 00 0000600000000 0O00O00000O0O02N-0
000000000 Q@Oonx 3) 0000000000000 000000000000
000000000000 0000000000000D00D00NDO0o0NOooNoooooan
0000000000 @O000/0000=/5)00000000000000N-0
0000-3-(3-000-5-0000000000000-2-00000)-4,5-00000
000-1-000000000000 (0.559,0 0 :48.7%)0 0 O O mp:780 800 ;7 H-NMR
(coCl, ,TMS,ppm):& 1.24(d,J=6.6Hz,6H),1.78(s,3H),2.58(s,3H),3.950 4.15(m,1H),6
700 6.95(m, 1H),8.02(d,J=2.1Hz,1H),8.32(m, 1H).

00000000000
000000000D0003-(3-000-5-0000000000000-2-00000)-4
,5-000000000000000000@O000000: 000000000000
000O000:0000000000)I0000000000000000000N-00
0000000000000 O00DO0O0/00/00/00/N\WROCO0O0O00O000O
Doooooo
ON-00D0-3-(3-000-5-0000000000000-2-00000)-4,5-00000
0000-1-0000000/0000/00 :92.3%/mp:1170 1180 /7 H-NMR(CDCI, ,TMS,p
pm):5 1.80(s,3H),2.58(s,3H),2.93(d,J=4.9Hz,3H),6.800 7.10(m,1H),8.02(d,J=2.0Hz,
1H),8.32(m, 1H).

0oooooo
ON-O0D00-3-(3-000-5-0000000000000-2-00000)-4,5-00000
0000-1-0000000/000 0700 :38.6%/mp:1240 1250 /7 H-NMR(CDCI, ,TMS,p
pm):& 1.21(t,J=7.3Hz,3H),1.79(s,3H),2.58(s,3H),3.38(dq,J=6.0 and 7.2Hz,2H),6.85
0 7.10(m,1H),8.02(d,J=2.1Hz,1H),8.32(m, 1H) .

Doooooo

Me

Me
<N CF3 o) NS CF3
HN, ° + Me-NCO— > 9—!\.
N™o . Me-NH o

NO, NO,

Oo0oOo0ooOooood

0D04-000-5-000-3-(2-000-4-0000000000000000)00000 (.
13g,3.6mmol)0 0 0000 (0mML)0 000000 OO (0.50g,3.6mmol)J 0000000
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000 (.17g,3.0mol) 0000000000000 CO0OCODOOODOOCODOO02N-00
000000000000 Comx 3) 0000000000000 0O00000000
0000000000000 000000000000000000000000000
0000000000000 @O0O00/0000=1/3)00000000000000N
-000-4-000-5-000-3-(2-000-4-0000000000000000)0000
00-1-000000000000 (0.62g,0 0 :55.5%)0 0 O O mp:810 820 ;” H-NMR(CDC
I, ,TMS,ppm):& 1.14(t,J=7.6Hz,3H),2.41(q,J=7.6Hz,2H),2.56(s,3H),2.90(d,J=5.0Hz,
3H),6.500 6.75(m,1H),7.51(d,J=8.7Hz,1H),7.84(dd,J=2.1 and 8.7Hz,1H),8.26(d,J=2.1
Hz,1H).

0oooooo

Me

Me
< NO, 0 s NO,
HN, + Me-NCO—> H\l’
N0 Me-NH 0

CF, CF,

0D04-000-5-000-3-(4-000-2-0000000000000000)00000A.
13g,3.6mmol)0 0 0000 (A0 00000 0O O (0.50g,3.6mmol)J 0000000
000 (.17g,3.0mol)J 0 0000000000000 OO0O0OO0OO0DOO02N-00
000000000000 ComLx 3) 0000000000000 000000000
0000000000000 0000000000000O000ON0ONONooNooonoon
0000000000000 @O000/0000=1/3)00000000000000N
-000-4-000-5-000-3-(4-000-2-0000000000000000)0000
00-1-000000000000 (0.71g,0 0 :63.6%)0 0 0 O mp:960 970 ;” H-NMR(CDC
I, ,TMS,ppm):8 1.08(t,J=7.6Hz,3H),2.35(q,J=7.6Hz,2H),2.59(s,3H),2.94(d,J=5.0Hz,
3H),6.700 6.90(m,1H),7.48(d,J=9.2Hz,1H),8.40(dd,J=2.7 and 9.2Hz,1H),8.60(d,J=2.7
Hz,1H).

0oooooo

"e CF o CF

< N° 3 S N° 3
HN):I\) | +Me-NCO™ > ¥ )j:| I
N 0&7 ¢ Me-NH N0~
cl cl

03-(3-000-5-0000000000000-2-00000)4-000-5-000000
00 (1.83g,6.0mmol)0 00000 (25mL)0 0000000 O (0.83g,6.0mmol)0 0000
000000 (0.299,5.0mmol)0 00 0000000000000 00000000D00?2
N-ODOO0OO0D0O0D000O00O00@@onx 3)00000000000000000000
0000000000000 O0000O000000000000000000000000
0000000000000 000@O000/0000=/5)00000000000
DOO0ON-00D0-3-(3-000-5-0000000000000-2-00000)-4-000 -5
-00000000-1-000000000000 (1.149,0 0 :62.9%)0 0 0 O mp:840 86
0 ;% H-NMR(CDCI, ,TMS,ppm):& 1.04(t,J=7.6Hz,3H),2.26(q,J=7.6Hz,2H),2.59(s,3H),2
.93(d,J=5.0Hz,3H),6.800 7.05(m,1H),8.02(d,J=2.0Hz,1H),8.32(m, 1H).

Doooooo

000000000 O0003-(3-000-5-0000000000000-2-00000)-4
-000-5-0000000000000000000000000ON-000-3-(3-000
5-0000000000000-2-00000)4-000-5-00000000-1-000
000000000 (0.36g,00 :31.9%)0 0 O O mp:1010 1020 ;” H-NMR(CDCI, ,TMS,ppm
):8 1.03(t,J=7.6Hz,3H),1.21(t,J=7.3Hz,3H),2.25(q,J=7.6Hz,2H),2.59(s,3H),3.38(dq
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,J=5.9 and 7.3Hz,2H),6.850 7.05(m,1H),8.02(d,J=2.0Hz,1H),8.32(m, 1H).
0oooooo

Me
~Cl Cl
}1N:;J: I__/F'Nfih<;]:

o) NCO
Cl cl o — C Cl

CF3 CF;

4-000-3-(2,6-0000-4-00000000000000D00)-5-0000000
(0.35g,1.0mmoDN0 00000 @OmML) 00 O000CODOO00O0ODO (0.10g,1.0mmol)0 2-0
0000O00D00(.12g,1.ammol)0 00000081 00000000 D000OO
O02-00000000000C@omLx 3)) 000000000000 DO0O00OO0
0000000000000 0000000000000000000000a0
0000000000000 D0O0@O0O00O0/0000=1/10)00000000
OON-(2-000000)4-000-3-(2,6-0000-4-00000000000
0)-5-00000000-1-000000000000(0.44g,0 0 :97.6%)0 0O
mp:1410 1430 ;" H-NMR(CDCl, ,TMS,ppm):& 2.62(s,3H),3.550 3.65(m,4H),6.800 7.0
5(m,1H),7.67(s,2H).

ooooooo

~ CF3 O ~ CF3
HN,_ + Me-NCO ™ > »\—r\_
N0 Me-NH o

NO, NO,

O0Ooo0oooao

Ooooooogoo
O 0Oo0oooo
O O oO0ooOooo

05-000-3-(2-000-4-0000000000000000)I0000(1.58g,5.-2mm
oDI0DD0OD0EOM)ODODODO0OD0OO0 (0.729,5.2nmoN0 0000000000 (0.2
9g9,5.00moDI 00 0000000000000 ON0ON0ON0ON0OO02N-0000000
D00DO00O00(omx 3)00000000000000000000000000000
0000000000000 O000000000000000000000000000
00000000 @O00O0/0000=1/10)00000000000000N-000 -5
-000-3-(2-000-4-0000000000000000)I00000-1-000000
000000 (0.68y,00 :38.0%)0 0 O O mp:890 910 ;7 H-NMR(CDCI, ,TMS,ppm):d 1.2
9(t,J=7.4Hz,3H),2.91(d,J=5.0Hz,3H),3.09(q,J=7.4Hz ,2H) ,5.92(s,1H) ,6.550 6.85(m, 1H
),7.50(d,J=8.7Hz,1H),7.85(dd,J=2.1 and 8.7Hz,1H),8.26(d,J=2.1Hz,1H).
Do0ooooo

HN\ NOZ L‘L NOZ
, + Me-NCO .
N o@ ¢ Me- NHI\H\J @

CF3 CF3

05-000-3-(4-000-2-0000000000000000)00000 (1-.81g,6.0mm
oDOODO0D0OODO0@SM)0I 0000000 (0.83g,6.0mol)D 0000000 OO0O0 (0.2
99,5.0mmol)J 00 0000000000000 0O0O00O0O0O0O02N-0000000
D000DO00D0@@omx ) 0000000000000 DO0OODOOODOOODOOODOn

0000000000000 0000000000000000000000000000

10

20

30

40

50



(58) JP 4249982 B2 2009.4.8

00000000(@OO0O0O0/0000=1/7)00000000000000ON-000-5-
000-3-(4-000-2-0000000000000000)00000-1-0000000
000000 (1.429,0 0 :79.3%)0 0 0 O mp:970 1000 ;7 H-NMR(CDCI, ,TMS,ppm):3 1.3
0(t,J=7.5Hz,3H),2.95(d,J=5.0Hz,3H),3.12(q,J=7.5H,2H) ,5.93(s,1H) ,6.750 7.00(m,1H)
,7.45(d,J=9.2Hz,1H),8.41(dd,J=2.7 and 9.2Hz,1H),8.60(d,J=2.7Hz,1H).
0oooooo

Cl CF; o) Cl CF,
.%\ @/ + /~NCO —» YN

03-(2,6-0000-4-0000000000000000)-5-00000000 (0.98g,3
OomoDNO D ODODO@ONML)ODODO0ODO0D0OD (0.469,3.3mmol) 00000000000
(0.21g,3.0mmol)0 00000060 0000000000000 0O0O00O2N-0000
D000DO0O0O0(@omx 3)0 0000000000000 O000O000O00000000
0000000000000 0000000000000000O000N0N0oNoNoonoon
00000000 (@OO0O0O0/0000=1/10)0000000000000O0N-0000 -3
-(2,6-0000-4-0000000000000000)-5-00000000-1-0000
00000000 (0.799,0 0 :66.5%)0 0 O O mp:860 890 ;7 H-NMR(CDCI, ,TMS,ppm):3
1.19(t,J=7.3Hz,3H),1.27(t,J=7.5Hz,3H),3.06(q,J=7.5Hz,2H) ,3.34(dq,J=6.1 and 7.3H
z,2H),5.75(s,1H),6.600 6.85(m,1H),7.68(s,2H) .
0Doooooo

+ Me-NCO —» 9—N
Me-NH N*>g

03-(3-000-5-0000000000000-2-00000)-5-00000000 (2.45
9,8.4mmoNO0 00000 (EOML)D 00000000 (1.169,8.4nmol)0 00000000
00 (0.40g,7.0Mmmo)0 000 C00CO0COCOCOCOOCOONCOOCOOOOOO2N-000
00000000000 @onx 3)000000000000000000000000
0000000000000 000000000000000000000000000
000000000000 (@O00O0/0000=/5)00000000000000N-
000-3-(3-000-5-0000000000000-2-00000)-5-00000000
-1-000000000000 (1.979,0 0 :80.7%)0 0 O O mp:850 870 ;7 H-NMR(CDCI,, ,
TMS,ppm):& 1.31(t,J=7.5Hz,3H),2.95(d,J=5.0Hz,3H),3.13(dq,J=6.0 and 7.5Hz,2H),6
08(s,1H),6.850 7.15(m,1H),8.02(d,J=2.1Hz,1H),8.36(m,1H).

0oooooo

000000000 0003-(3-000-5-0000000000000-2-00000)-5
000000000000 0000000000000N-000-3-(3-000-5-000
0000000000 -2-00000)-5-00000000-1-0000000000000
(0.25g,0 0 :23.0%)0 0 O O mp:850 860 ;7 H-NMR(CDCI, ,TMS,ppm):& 1.23(t,J=7.3Hz,
3H),1.30(t,J=7.5Hz,3H),3.13(q,J=7.5Hz,2H),3.40(dq,J=5.9 and 7.3Hz,2H),6.08(s,1H)
,6.900 7.15(m,1H),8.02(d,J=2.1Hz,1H),8.37(m, 1H).

0oooooo
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i\/LCI CF, .Cl CF,
+ NCO —»
U 2 /- N“ N jirj

Oo5-0000000-3-,6-0000-4-000000000C000DOOOHY0DDODOO
(0.51g,1.-5mmoH)0 00000 @OML) 0O 00 OO0OODO(0.23g,1.7mmoD0 0 0O O0OO
Ooo000(@@.11g,1-5mmoH)0 000000 D0ODOOODO0DODOOOOOOODODODOOOO2N-0
0O00o0Doooooo@omlx 3 000000000 D0OO0DO0O0DDODO0DO0OO0DODoDOOOd
oo0o0oo0DoDoODO0OO0000O00o0Do0o0O0oD0DDDODO0DO00D0D00O0DO0DOo0DoODDoODDODOOoDOoDOO0
oooooDoODOoO00ooOo@oOoooO/0000=1/10)000000C0OCOODDOOOON-O
oo-5-0000000-3-(2,6-0000-4-000000000CD0ODODODOO0OOHY)0OO
00-1-000000000000000 (0.54g9,0 0 :88.2%)0 0 0 0" H-NMR(CDCI, ,TM
S,ppm):d 0.70(m,2H),1.07(m,2H),1.20(t,J=7.3Hz,3H),2.81(m,1H),3.36(dq,J=6.0 and
7.3Hz,2H),5.45(s,1H),6.600 6.85(m,1H),7.66(s,2H).

ooooooooooao
oo0o0ooDDoDoODO0o00o0Do0o03-00o0o0DoOD0oD0D0o0DoO0ooooDoD@DODOOO0OOg:=3-2
,6-0000-4-00000000C0ODODDODOOOOO)-5-0000D0OO0000OOODOO
o000 :5-t-000-3-(2,6-0000-4-000000000000000O00O)Y0 OO0
oooooooono:3-.6-0000-4-0000000D00C000DODOOO)Y-4-000 -
5-000000Q0Q0o0ooDoDoDoOo0o0:B8-,.6-0000-4-00000000000O0ODO
oo0o0)-5-000000000000D0DDDDODO0000 {8-,6-0000-4-00000
O00o0oDoooOo)Y oooo-5-003yY00D0oO0o)H)DoDooooooDoooooao
0000000000000 oooDDoDDOoOOoOON-O00O0O0DOoOODDODDOOOoDOoOOg
oo/00/00/00/NMROOOODOOOOOO

oooooao

N-OOD-3-,6-0 000 -4-0000000000000O000O)-5-0000000
0000-1-0000000/0000/00 :21.9%/mp:740 760 /7 H-NMR(CDCI, ,TMS,ppm
):6 1.19(t,J=7.3Hz,3H),1.28(d,J=6.8Hz,6H),3.34(dq,J=6.0 and 7.3Hz,2H),3.85(sep,
J=6.8Hz,1H),5.77(m,1H),6.77(br t,J=6.0Hz,1H),7.67(d,J=0.4Hz,2H).

ocoooooao

ON-ODOD-5-t-0 00 -3-(2,6-0000-4-0 0000000000000 0O0OHY00O0O
00-1-0000000/0000000/00 :31.4%/" H-NMR(CDCI, ,TMS,ppm):& 1.18(
t,J=7.2Hz,3H),1.46(s,9H),3.33(dq,J=5.9 and 7.2Hz,2H),5.79(s,1H),6.800 6.95(m,1H)
,7.67(d,J=0.4Hz,2H).

ocoooooao
OoN-O0D0D0O-3-(2,6-0000-4-00000000000DOOCO0OO)4-000-5-000
00000-1-0000000/0000/00 :27.6%/mp:1200 1230 /7 H-NMR(CDCI, ,TMS
,ppm):6 1.15(t,J=7.5Hz,3H),1.19(t,J=6.3Hz,3H),1.93(s,3H),2.39(q,J=7.5Hz,2H),3.2
9(dq,J=6.0 and 6.3Hz,2H),7.63(s,2H),8.85(br t,J=6_.0Hz,1H).

ocoooooao
ON-ODOD-3-(2,6-0000-4-00000000000000C0ODO)-5-00000000
00000-1-0000000/0000/00 :76.0%/mp:1060 1080 /7 H-NMR(CDCI, ,TMS
,ppm):6 1.20(t,J=7.2Hz,3H),3.35(dq,J=6.0 and 7.2Hz,2H),3.49(s,3H),4.83(d,J=1.0H
z,2H),5.99(t,J=1.0Hz,1H),6.600 6.80(m,1H),7.67(d,J=0.4Hz,2H).

ocoooooao
ON-O0D0D0O-3-(2,6-0000-4-0000000000DO0OO0O00ODO)-5-000D0000
0000000000 -1-0000000/0000 /00 :26.9%/mp:1000 1020 /7 H-NMR(

O O o
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cDCl, ,TMS,ppm):d 1.18(t,J=7.3Hz,3H),1.27(t,J=7.2Hz,3H),3.33(dq,J=6.0 and 7.3Hz
,2H),4.04(s,2H),4.20(q,J=7.2Hz,2H) ,5.94(s,1H),6.600 6.80(m,1H),7.67(d,I=0_5Hz,2H
).

ooooooo

CF3 o 3

F
CF3 o) CF3
HN,)j + Me-NCO —» V—N,)j
N0 Me-NH N

NO, NO, o

03-(2-000-4-0000000000000000)-5-00000000000000
(1.43g,4.2mmol)0 00000 (@5mM)0 000000 0O (0.58g,4.2mol)0 000000
0000 (0.20g,3.5mmo)0 0 0000000000000 0OO0O0ODOO0DOOO0O2N-0
0000000000 Qomx 3) 0000000000000 000000000000
0000000000000 000000000000000000000000000
00000000000 (@OO0OO0O0/0000=1/5-1/1)00000000000000
N-OODO-3-(2-000-4-0000000000000000)-5-00000000000
0000-1-0000000000000(0.70g,0 0 :50.4%)0 0 O O mp:1020 1040 ;7 H
-NMR(CDCI,, ,TMS,ppm):8 3.53(s,3H),5.63(s,1H),7.56(d,J=8.3Hz,1H),7.95(d,J=8.3Hz,
1H),8.39(s,1H),10.050 10.75(m,1H). 20
DoooOooo

CF;

HN,)j
N

3-(3-000-5-0000000000000-2-00000)-5-0000000000

000 (1.669,5.0mmol)0 00000 (20mL)0 00000000 (0.69g,5.0mmol)0 O O
0000000 (.28g,5.00mo)0 00000030 0000000000000000 30
O2N-00000000000(omx 3)000000000000000000000
000000000000 000000000000000000000000000
0000000000000 0@O00O0/0000=1/5.1/1)0000000000
O0ON-00D0-3-(3-000-5-0000000000000-2-00000)-5-000
0000000000-1-000000000000(0.83g,00 :51.6%)0 0 O O mp:52

0 540 ;7 H-NMR(CDCI, ,TMS,ppm):& 1.34(t,J=7.1Hz,3H),3.750 4.30(m,2H),5.66(s,1H)
,7.98(d,J=1.5Hz,1H),8.64(m,1H),10.200 10.40(m,1H).

Doooooo

000000000 0003-(3-000-5-0000000000000-2-00000)-5
0000000000000 000000000000000000N-000-3-(3-0 40
0D0-5-0000000000000-2-00000)-5-00000000000000 -1
-000000000000(0.39y,00 :20.1%)0 0 0 0 mp:610 630 ;7 H-NMR(CDCI, ,TM
S,ppm):d 3.52(s,3H),5.66(s,1H),8.00(d,J=1.8Hz,1H),8.61(d,J=1.8Hz,1H),10.100 10.

40(m, 1H) .

0oooooo
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MeOOC ol oF MeOOC
3 (0] Cl CF;
HN.)fL + /~NCO —» V—N,)j\
N™o /—NH N™o
Cl Cl

03-(2,6-0000-4-0000000000000000)00000-5-0000000
0 (0.53g,1.5mmo)0 00000 @ONL)D 0000000000 (0.20g,2.0mmol)0 0 OO
0000000 (.14g,2.0mmo)0 00000060 00000000000000000
O2N-00000000000QOmx 3)00000000000000000000000
0000000000000 0000000000000000000000000000
00000000000000(@OO000O0)00000000000003-(2,6-0
000-4-0000000000000000)-1-(N-000000000)300000-5-
0000000000000 (0.159,0 O :23.5%)0 0 0 O mp:880 900 ;7 H-NMR(CDCI, ,T
MS,ppm):& 1.20(t,J=7.3Hz,3H),3.37(dq,J=6.0 and 7.3Hz,2H),3.95(s,3H),6.21(s,1H),
6.400 6.60(m,1H),7.68(d,J=0.5Hz,2H).

0oooooo

cl ci
NCO _ 5
.Cl CFyt / 0 cl CF;
HN, YN
N0 /~NH N7~
cl cl

05-4-0000000)-3-(2,6-0000-4-0000000000000000)000
00 (0.61g,1.5mmol)0 00000 (IOML)D OO OO OO OO (0.25g,1.8mmol)0 0 00O O
000000 (.11g,1.5mo0 00 0000000000000 0O00O0DOONODOOn?2
N-ODDOODDOO0OOD0OOO0OO(@Omx 3)00000000000000000000000
0000000000000 O00O0000000000000000000000000
0000000000000 (@OUOO0O0/0000=/7)00000000000C00ON
-000-5-(4-0000000)-3-(2,6-0000-4-0000000000000000)
000O00-1-000000000000 (0.399,0 0 :54.3%)0 0 O O mp:880 890 ;2 H-N
MR(CDCI, ,TMS,ppm):& 1.17(t,J=7.3Hz,3H),3.30(dq,J=6.1 and 7.3Hz,2H),5.96(s,1H),
6.650 6.85(m,1H),7.300 7.50(m,4H),7.70(s,2H).

Doooooo

Me c Me N
N S
HN,)j + ,~NCS —» 9—N,)j\
N™o MeO —~NH N™™qg
CF3 Meo CF3

03-(4-000-2-0000000000000000)-5-00000000 (0.40g,1.5mm
oDODD0DO0ODD0@OM)OOICOO0DO0O0D0O00(0.23g,1.7mmol) 0 000000000000
0000 (0.159,1.5mmoN)0 0 0000000000000 00O00O0O00O0O00O2N-0
0000000000 QOomx 3) 0000000000000 0DO000O0OODO0ODOn

0000000000000 0000O000O000O000O00000000000000
00000000000 (@OO0O0O0/0000=1/10)00000000000000N-0
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000O000-3-(4-000-2-0000000000000000)-5-00000000 -
1-0000000000000(0.18g,0 0 :32.4%)0 0 0 O mp:890 900 ;7 H-NMR(CDCI
,TMS,ppm):3  2.84(s,3H),3.44(s,3H),5.13(d,J=6.2Hz,2H),5.98(m,1H),7.44(d,J=8.7Hz,
1H),7.84(dd,J=2.0 and 8.7Hz,1H),8.01(d,J=2.0Hz,1H),8.950 9.30(m,1H).
Oooooooo

Me Me
<.Cl CF, S, J.C CF,
HN,)\__L +  ,/~NCS—>» V—N,)l
N0 MeO /—NH N™o
cl MeO cl

03-(2,6-0000-4-0000000000000000)-5-00000000 (0.479,1
SmoNO D ODDODD(@ONML)OODODO0ODO00OD0 (0.23g,1.7mmol) D 0000000000
000000 (.16g,1.5mmol)J 0 0000000000000 00000000O0002

N-OO0OoOoOOoOOoDODDOO0OO0@omx 3 doobooODoOO0O0O0OoOoooobobooDDoDOOn
oooooooooobooooooogooooboboooobooooobboogouobooo
gcooooooOoOoOoOooo@oooo/0000=w/10)J0O0OCOCOODDODOOOOO
N-O0O0O0Q0O0O0D-3-2,6-0000-4-0000000000000000O)-5-0000

0000-1-0000000000000 (0.29g,0 0 :46.7%)0 0 0 0 mp:950 960 ;7 H-N
MR(CDCI, ,TMS,ppm):& 2.82(d,J=0.6Hz,3H),3.41(s,3H),5.10(d,J=6.3Hz,2H),5.91(q,J=

0.6Hz,1H),7.68(s,2H),8.800 9.20(m,1H).

00000000000

000000000 O0003-(R.6-0000-4-0000000000000000 )-5-0
0000000000000 O00O00O0@O0000D:00000000000000
000O00D0:00000000000000000000: 0000000000000
00000000 :00000000000000000000000:00000000
000000000000 :2-000000000000000000000000:00
000000000000 000000)I00000000000000000000N-
0000000000000 00000000/00/00/00/NWRI0O00O00000O
00

0oooooo
ON-00D0-3-(2,6-0000-4-0000000000000000)-5-0000000

0-1-00000000/0000/00 :39.9%/mp:1210 1230 /7 H-NMR(CDCI, ,TMS,ppm):
6 2.82(d,J3=0.8Hz,3H),3.15(d,J=5.0Hz,3H),5.86(q,J=0.8Hz,1H),7.67(s,2H),8.400 8.7
o(m,1H).
oooooogaog
ON-OD0O0-3-2,6-0000-4-0000000000D0O0O0OOO)S5-0000000
0-1-00000000/0000/00 :29.8%/mp:940 960 /% H-NMR(CDCI, ,TMS,ppm):d
1.25(t,J=7.5Hz,3H),2.81(s,3H),3.67(dq,J=6.3 and 7.5Hz,2H),5.78(s,1H),7.67(s,2H)
,8.400 8.70(m,1H).
oooooodd
ON-OD0OD0OO0-3-2,6-0000-4-000000000D0OCOOODOO)-5-000000
00-1-00000000/0000/00 :22.7%/mp-710 730 /” H-NMR(CDCI, ,TMS,ppm):
6 0.93(t,J=7.3Hz,3H),1.66(tq,J=7.3 and 7.3Hz,2H),2.81(s,3H),3.57(dt,J=6.0 and 7
.3Hz,2H),5.79(s,1H),7.67(s,2H),8.450 8.75(m,1H).
oooooogaog
ON-OODOoooo-3-R,6-0000-4-0000000000DO000O00O0O0O0O)-5-0000
0000-1-00000000/0000/00 :9.7%mp:920 940 /° H-NMR(CDCI, ,TMS,pp
m):% 1,27(d,J=6.5Hz,6H),2.80(s,3H),4.52(m,1H),5.69(s,1H),7.68(s,2H),8.200 8.70(
m,1H).
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ooooO0oo
ON-0D00-3-(2,6-0000-4-0000000000000000)-5-0000000
0-1-00000000/0000000/00:20.3%/" H-NMR(CDCI, ,TMS,ppm):& 0.92(
t,J=7.3Hz,3H),1.250 1.80(m,4H),2.81(d,J=0.6Hz,3H),3.61(dt,J=5.7 and 7.2Hz,2H),5.
80(q,J=0.6Hz,1H),7.67(s,2H),8.450 8.75(m,1H).

oooDoooo
ON-(2-0000000)-3-,6-0000-4-0000000000000000)-5-0
0000000-1-00000000/0000 /00 :46.7%/mp:830 860 /° H-NMR(CDCI ;
,TMS,ppm):8 2.81(d,J=0.5Hz,3H),3.29(s,3H),3.56(t,J=5.3Hz,2H),3.81(dt,J=5.3 and
5.3Hz,2H),5.84(q,J=0.5Hz,1H),7.67(d,J=0.3Hz,2H),8.650 9.00(m,1H).

ooooO0oo
ON-D000D0D0DO00D0D0D0-3-(R,6-0000-4-0000000000000000)-5
-0000000D0-1-00000000/0000 /00 :16.5%/mp:690 710 /° H-NMR(CDC
I ,TMS,ppm):& 1.500 1.65(m,1H),1.650 2.05(m,3H), (s,3H),3.550 3.70(m,2H),3.700
3.80(m,2H),4.050 4.20(m,1H),5.86(q,J=0.8Hz,1H),7.66(d,J=0.5Hz,2H),8.77(br s,1H).
oooDoooo

Ne Cc Ne F CF
F F3 S 3
HN,)j + /NCS—> WN.)?\
Cl Cl

03-(2-000-6-0000-4-0000000000000000)-5-00000000¢(
0.44g,1.5mmoN0 00000 (oML 000000000 (0.229,1.6mmol) 0000000
000O000(.13g,1.8mo)0 00 0000000000000 0O0O0DO0DODO0OO0D0O0?2

N-OO0O0QoOoOOoOD0ODOO0OO0@omx 3 dooooOoOoO0oO0O0oOoOooooobooDDoDoOon
gooobooooooboooooboooooooboooooboocooobobooooboOooo
ocoooooOoOOoOoOoOooo@oooo/0000=w/10)0J00O0OOODDDODOOOOO
N-O0O0O0-3-2-000-6-0000-4-00000000000000C0CDO)-5-00000

000-1-0000000000000(0.059,00 :9.4%)0 0 0 O mp:1140 1150 ;Y H-NM
R(CDCI; ,TMS,ppm):d 1.25(t,J=7.3Hz,3H),2.81(d,J=0.6Hz,3H),3.67(dq,J=5.7 and 7.3
Hz,2H),5.84(q,J=0.6Hz,1H),7.41(dd,J; ;5 =2.1 and 9.4Hz,1H),7.62(s,1H),8.54(br s,1
H).

ooooooano

Me c
” F3 S
HN.)j\ N+ MeNcs —= N
N*o Me-NH
ci

03-(3-000-5-0000000000000-2-00000)-5-00000000 (1.00
g,3.6mmol)I DMF(IOML)0 00000000 (0.75¢9,5.4mmol)0 000000000000
(0.399,5.4mmol)0 0 0000081000000 O000O00O0O00O0O00O2N-0000
D0O00D000(@omx 3) 0000000000000 0DO0OODO0OODO0OODOOODOn
0000000000000 0000O000O000O000O00000000000000
0000000O0(@OO0O0O0/0000=1/10)0000000000000O0N-0000 -3
-3-000-5-0000000000000-2-00000)-5-00000000-1-00
00000000000 (0.359,00:37.7%)0 0 0 O mp:630 650 ;7 H-NMR(CDCI, ,TMS,p
pm):3 2.87(d,J=0.6Hz,3H),3.21(d,J=4.9Hz,3H),6.14(q,J=0.6Hz,1H),8.02(d,J=2.1Hz, 1H
).8.36(m,1H),8.800 9.05(m,1H).
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ooooooooooo
coooooooooogos-@B-0O0O0O-5-00000000OQ0O0DODDO-2-00000)-5
-joooooooooboooooooobo@obobbooooD:oooooboooDbDDbDDOOn

gboobooooo:oobobooobgobobobobooooboobo::0oo0ob0o0obobobao
ugbdooooooboobobobouobobobobooooboobobobo:0oboOobaa
coooooooOoooOooo:Doo0ooo0o0ooo0ooooooooooooooon:2-
goboobooooooobgoboboboooobob=2-000000D00-3-00000O0
ocooooDOOO0O0O0O0O004-000000O0OO00O0O0OOOOOHY)Y ODDOOOOOO
cooooooOooooNOoOoOOoOOODOOOOoOoDOoooooboboDbDDbOOo/OO0/00/0
O/NMROOOOO0DOOOODO

gbobooooan
ON-O0D-3-B3-000-5-0000C000D000000-2-00000)-5-000000

00-1-00000000/0000/00 :11.2%/mp:740 750 /7 H-NMR(CDCI, ,TMS,ppm):
& 1.31(t,J=7.3Hz,3H),2.87(s,3H),3.72(dq,J=5.5 and 7.3Hz,2H),6.13(s,1H),8.03(d,J
=2_0Hz,1H),8.36(m,1H),8.700 9.05(m,1H) .

0oooooo
ON-000O0-3-(3-000-5-0000000000000-2-00000)-5-00000
000-1-00000000/0000/00 :6.4%mp:510 530 /7 H-NMR(CDCI,, ,TMS,ppm)
25 1.00(t,J=7.3Hz,3H),1.71(tq,J=7.3 and 7.3Hz,2H),2.87(d,J=0.8Hz,3H),3.64(dt,J=
5.8 and 7.3Hz,2H),6.13(q,J=0.8Hz,1H),8.02(d,J=2.0Hz,1H),8.36(m,1H),8.800 9.05(m,
1H) .

Doooooo
ON-000D0D0O0-3-(3-000-5-0000000000000-2-00000)-5-000
00000-1-00000000/0000000/00 :5.4%" H-NMR(CDCI,, ,TMS,ppm):
5 1.32(d,J=6.6Hz,6H),2.87(d,J=0.5Hz,3H),4.500 4.70(m,1H),6.12(m,1H),8.03(d,J=2.
OHz,1H),8.36(m,1H),8.600 8.85(m,1H).

ooooooo
ON-00D0-3-(3-000-5-0000000000000-2-00000)-5-000000
00-1-00000000/0000000/00:29.7%/" H-NMR(CDCI,, ,TMS,ppm):5 0.9
6(t,J=7.3Hz,3H),1.300 1.55(m,2H),1.680 1.80(m,2H),2.87(s,3H),3.600 3.85(m,2H),6.
12(s,1H),8.02(d,J=1.8Hz,1H),8.36(m, 1H),8.750 9.05(m, 1H) .

Doooooo
ON-000-3-(3-000-5-0000000000000-2-00000)-5-000000
00-1-00000000/0000 /00 :5.9%/mp:460 480 /7 H-NMR(CDCI, ,TMS,ppm):
5 2.87(s,3H),4.250 4.40(m,2H),5.250 5.35(m,2H),5.800 6.10(m,1H),6.15(q,J=0.5Hz,
1H),8.02(d,J=2.0Hz,1H),8.36(m,1H),8.850 9.10(m, 1H).

ooooooo
ON-(0000000)-3-(B-000-5-0000000000000-2-00000)-5-0
000O00O00-1-00000000/0000 /00 :31.3%/mp:1020 1040 /2 H-NMR(CDCI
o ,TMS,ppm):8  2.87(s,3H),3.44(s,3H),5.16(d,J=6.2Hz,2H),6.18(d,J=0.4Hz,1H),8.04(
d,J=2.1Hz,1H),8.37(m,1H),9.150 9.55(m, 1H).

Doooooo
ON-(2-0000000)-3-(3-000-5-0000000000000-2-00000)-5-
00000000-1-00000000/0000/00 :16.1%/mp:1080 1090 7/ H-NMR(CD
Cl, ,TMS,ppm):d 2.86(d,J=0.6Hz,3H),3.38(s,3H),3.63(t,J=5.4Hz,2H),3.90(dt,J=5.2
and 5.4Hz,2H),6.12(q,J=0.6Hz,1H),8.03(d,J=1.8Hz,1H),8.36(m,1H),9.000 9.25(m,1H).
0oooooo
02-[{3-(3-000-5-0000000000000-2-00000)-5-00000000 -
1-003}000000000]-3-0000000000/0000 /00 :7.1%/mp:1090 1
100 /” H-NMR(CDCI, ,TMS,ppm):& 0.950 1.15(m,6H),2.250 2.55(m,1H),2,84(m,3H),3.7
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8(s,3H),5.01(dd,J=5.2 and 8.3Hz,1H),6.14(q,J=0.5Hz,1H),8.03(d,J=2.1Hz,1H),8.36(m
,1H),9.100 9.40(m,1H) .

0oooooo
ON-(A-0000000)-3-(B-000-5-0000000000000-2-00000)-5-
00000O000-1-00000000/0000/00 :12.2%/mp:1190 1210 /7 H-NMR(CD
Cl, ,TMS,ppm):5 2.88(d,J=0.5Hz,3H),4.86(d,J=5.3Hz,2H),6.16(s,1H),7.250 7.35(m,4
H),8.01(d,J=2.0Hz,1H),8.34(m,1H),9.050 9.30(m,1H).

Doooooo

Me

HN,)j\
N

03-(3-000-5-0000000000000-2-00000)-5-00000000 (1-39
g,5.0mmol)0 DMF(15mL)0 0 00000 00O (0.76¢,5.5mmol)0 02-0 000000000
00000 (0.83g,5mmo)0 0000003 00000000000000000O02N-

00@omL)DO00000000@onx 3)D00000000000000000000

0000000000000 000000000000000000000000000
000000000000 0O00(@OO0D0O0/0000=1/20-1/10)000000000
00
00
H-

OO0ON-000-3-(3-000-5-0000000000000-2-00000)-5-00
0000-1-0000000000000 (0.11g,0 O :5.0%)0 O O O mp:900 920 ;°
NMR(CDCI, ,TMS,ppm):& 2.87(d,J=0.8Hz,3H),4.79(d,J=8.6Hz,1H),5.00(dd,J=0.9 and
15.7Hz,1H),6.19(q,J=0.8Hz,1H),7.45(ddd,J=0.9,8.6 and 15.7Hz,1H),8.04(d,J=2.1Hz,
1H),8.36(m,1H),10.150 10.55(m, 1H).
Doooooo

Me Me Me

o | o
w3 1 = | 31 Q| 3N 2
N0 Cl N0 CF;| EtO'NH N> g CF,

CF,

al
|

Oooo0oogogood

00-3-(3-0000000000000000)I0000(0.48g,2.0mmol)0 00O
(oml) DD O0O0DOD0O0DO00O0O00DO0O00O0(0.59g,3.00moDI0D0O0O00O0O0O
000000000030 0000000000000-0000000000000
(0.98g,10.0mmo)0 0 00000 OO (0.61g,6.0mmol)J 000200000000
000000000000000000000COonLx 3)d0000000000
0000000000000000000000000000000000000
000000000000 0000000000@@O000/0000=1/10)00
0000000000 O0ON-0000-5-000-3-(3-0000000000000000
0)I0OO0DO0-1-0000000000000000 (0.30g,00:45.4%)0 000" H-NM
R(CDCI, ,TMS,ppm):d 1.31(t,J=7.0Hz,3H),2.61(d,J=0.8Hz,3H),4.05(q,J=7.0Hz,2H),5.
78(q,J=0.8Hz,1H),7.330 7.37(m,1H),7.420 7.50(m,3H),9.25(br s,1H).

0oooooo
0000000000005-000-3-(3-0000000000000000)00000
0000000000000 0000000000000000000000000000
00000000 O0O0ON-000000O0D0O0O0D0-5-000-3-(B-00000000000
000000)I0000-1-000000000000 (@0 :70.3%)0 mp:1010 1020 ;"
H-NMR(CDCI, ,TMS,ppm):3 1.560 1.67(m,1H),1.840 2.05(m,3H),2.60(s,3H),3.290 3.39

OOo0oooodg
O 0Ooo0oooao
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(m,1H),3.55(ddd,J=3.8,6.1 and 13.8Hz,1H),3.700 3.90(m,2H),4.000 4.10(m,1H),5.74(
s,1H),7.21(br s,1H),7.330 7.37(m,1H),7.400 7.51(m,3H).
0oooooo

Me Me Me
=~ Cl o) ~ Cl ®) ~ Cl
HN _ — | YN _ N
N*>o cl’ Np —> NH N">o
CF; CF; a{ CF;

03-(4-000-2-0000000000000000)-5-00000000 (0.55g,2.0mm
oDIDD0DOD0D@OM)OODODOD0DODC0DODOODOONODCOO (0.58g,3.0mmol)I 00 O O O
000000000300 00000010000000000000000000000
00000000000 O00@OM) 00000000000 OO (0.61g,6.0mmol)0 00 O
00000000000 (@.01g,10.0imo) D 0000000000000 0100000
0002000000000000000000C000IN-O0@oOmL) 000000000
(lomlx 2) 00000000000 (Omx 3))000000000000000000000
0000000000000 O000000000000000000000000000¢0
000D00(@OO0OO00O/0000=1/10)00000000000000N-0000000
0000-3-(4-000-2-0000000000000000)-5-00000000 -1-0
0000000000000 0(0.40g,0 0 :48.9%)0 0 00 7 H-NMR(CDCI, ,TMS,ppm):
5 1.550 1.66(m,1H),1.840 2.02(m,3H),2.59(d,J=0.8Hz,3H),3.260 3.37(m,1H),3.54(dd
d,J=3.7,6.2 and 13.8Hz,1H),3.710 3.90(m,2H),4.000 4.16(m,1H),5.74(q,J=0.8Hz,1H),
7.18(br s,1H),7.25(d,J=8.7Hz,1H),7.48(dd,J=2.5 and 8.7Hz,1H),7.64(d,J=2.5Hz,1H).
ooooooo

Ne Cl CF o) "e Cl CF— Ne C C
3 3 o I Fs
|1N?§j\ 5>-N%ij\ — 9-1@Xij\
N*No ™’ NN [>—NH N*~g
Cl Cl Cl

03-(2,6-0000-4-0000000000000000)-5-0000000 0 (0.83g,3
Lommo)D 0 O0O0O0O0O@OM) 000000000000 O00O0O0 (0.59,3.0mmol)0 00

0000000000000 0000O0D0O0O0s3000000000000000000
00000 (0.17g,3.0mmol)0 000 00 O (0.509,3.6mmo)0 000500000000
0000000000000 000000000000(@OonmLx 3) 000000000
0000000000000 000000000000000000000000000
0000000000000 0000000000000(@OO000/0000-=1/7)0
000000000 0O0O0O0ON-0000D0O00-3-(2,6-0000-4-0000000000
0000000)-5-00000000-1-000000000000000 (0.279g,00 :2
2.8%)0 0 0 O H-NMR(CDCI, ,TMS,ppm):8 0.550 0.65(m,2H),0.750 0.85(m,2H),2.59(d

,J=0.4Hz,3H),2.600 2.75(m,1H),5.71(m,1H),6.750 6.90(m,1H),7.67(s,2H).
00000000000
0000000000003-(R,6-0000-4-0000000000000000)-5-0
0000000000000 000000000000000000000ON(@OOn
0D00:s-00000000000000:3-000000000000000:00000
0000000000000 0:00000000000000000¢:0-0000000
0000000000000 00D0:0-t-00000000000000000000 :0-
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oooDoooooooooooDooooDoo::c-00bboUobbOoOoobOoOooboon
oo00:000000000000Q000D0:2,2,2-0000000000D00O00O000O00O00
ooo: 000000000000 o0o0oDDODO0D0DU00DO0:Do0o0DoooooDoooooOood
go:2-0000000000000o0o0o0obob 200000000 oooooboobao-:=2
-0000000D0O0o0)oDoOoDODODODODOoOoODOoOODODODODODODON-OCODODODOOd
oooooDoOOoOOoO0ooOoo/00/00/00/NMRO00O0O0OOOODODO

gooooon
ON-s-O000-3-R,6-0000-4-0000000000D00O0DO0OOO)-5-000000
00-1-0000000/0000/0 0 :48.8%/mp:730 750 /% H-NMR(CDCI, ,TMS,ppm):5
0.92(t,J=7.5Hz,3H),1.19(d,J=6.7Hz,3H),1.450 1.60(m,2H),2.57(d,J=0.7Hz,3H),3.82(
dg,J=6.7 and 8.4Hz,1H),5.62(d,J=0.7Hz,1H),6.62(br d,J=8.4Hz,1H),7.57(s,2H).
gooooon
ON-GB-0000)-3-(2,6-0000-4-0000000000000ODDO0O)-5-00000
00o0o0-1-0000000/0000/0 0 :43.6%/mp:-650 670 /" H-NMR(CDCI, ,TMS, ppm
):3 0.91(t,J=7.4Hz,6H),1.53(m,4H),2.58(s,3H),3.67(m,1H),5.63(s,1H),6.58(br d,J=
9.0Hz,1H),7.67(s,2H).

gooooon
ON-OODOo0ooDoo-3-,6-0000-4-0000000000000000O)-5-000
00000-1-0000000/0000/0 0 :47.4%/mp:900 920 /% H-NMR(CDCI; ,TMS,p
pm):d 1.350 1.80(m,6H),1.900 2.10(m,2H),2.57(d,J=0.4Hz,3H),4.13(dt,J=7.0 and 7.
OHz,1H),5.61(d,J=0.6Hz,1H),6.72(br d,J=7.0Hz,1H),7.67(s,2H).

gooooon
ON-ODDDOO0O-3-2,6-0000-4-00000000000C00ODDO0O)-5-00000
000o0-1-0000000/0000000/700 :21.7%/F H-NMR(CDCI; ,TMS,ppm):d 2
.25(t,J=2_5Hz,1H),2.59(s,3H),4.09(dd,J=2.5 and 6.0Hz,2H),5.78(s,1H),6.850 7.00(m
,1H),7.67(s,2H).

gooooon
ON-O0OO0O0-3-QR,6-0000-4-000000000000DO0OCO0O)-5-000000
00-1-0000000/0000 /00 :5.0%mp:1050 1070 /7 H-NMR(CDCI, ,TMS,ppm):
d 1.28(t,J=7.1Hz,3H),2.59(s,3H),4.03(q,J=7.1Hz,2H),5.82(s,1H),7.67(s,2H),9.05(s
,1H) .

gooooon
ON-t-00D00-3-(2,6-0000-4-000000000000C0O0ODDO)-5-000000
000-1-0000000/0000/00 :40.7%/mp:920 940 /° H-NMR(CDCI, ,TMS,ppm):
6 1.29(s,9H),2.58(d,J=0.8Hz,3H),5.76(q,J=0.8Hz,1H),7.67(s,2H),8.73(s,1H).
ooooooao
ON-O00O0O0D0O0-3-2,6-0000-4-0000000000DO0O0O0O00O0O)-5-0000
0000-1-0000000/00 00 /00 :37.8%/mp:680 700 /° H-NMR(CDCI, ,TMS,ppm
):3 2.59(d,J=0.8Hz,3H),4.350 4.50(m,2H),5.200 5.45(m,2H),5.82(d,J=0.8Hz,1H),5.8
50 6.10(m,1H),7.67(d,J=0.4Hz,2H),9.06(br s,1H).

gooooon
ON-OODOo0oooo-3-,6-0000-4-000000000D000O00000O)-5-000
00000-1-0000000/0000/00 :26.1%/mp:980 1000 /7 H-NMR(CDCI, ,TMS,
ppm):d 2.61(d,J=0.7Hz,3H),4.95(s,2H),5.83(q,J=0.9Hz,1H),7.300 7.45(m,5H),7.63(d
,J=0.5Hz,2H),9.00(br s,1H).

ooooooao
ON-2-O00000000)-3-2,6-0000-4-00000000CO0ODODOO0OOO)-5-
0oo0ooo0ooo0-1-0000000/0000/0 0 :20.1%/mp:1240 1260 /" H-NMR(CDCI
g »TMS,ppm):d 2.25(m,1H),2.58(s,3H),3.400 3.55(m,2H),3.700 3.85(m,2H),5.76(q,J=
0.5Hz,1H),6.900 7.15(m,1H),7.66(s,2H).
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ooooooan
ON-2,2,2-000000000-3-R,6-0000-4-0000000000000O0O0O0)
-5-00000000-1-0000000/0000/700 :51.6%/mp:1040 1060 /° H-NMR(C
DCIl; ,TMS,ppm):d 2.60(d,J=0.5Hz,3H),3.93(dq,J=6.8 and 8.8Hz,2H),5.80(q,J=0.7Hz,
1H),7.05(br t,J=6.8Hz,1H),7.68(s,2H).

ocoooooao
ON-O00O0D0O0D0O0D00D0-3-2,6-0000-4-0000000000O00O00O0O00O0OO)-5
-000o0o0o0o0oD-1-000000o0/0000/00 :13.7%mp:740 760 /" H-NMR(CDCI
o »TMS,ppm):d 1.450 1.65(m,1H),1.750 2.05(m,3H),2.58(d,J=0.8Hz,3H),3.32(dt,J=6.
2 and 13.9Hz,1H),3.47(ddd,J=3.7,5.6 and 13.9Hz,1H),3.600 3.85(m,2H),3.950 4.15(m
,1H),5.75(q,J=0.8Hz,1H),6.850 7.15(m,1H),7.66(s,2H).

goooooan
ON-OD0ODDO-3-2,6-0000-4-0000000000000000O)-5-00000
000-1-0000000/0000000/00 :24.0%/° H-NMR(CDCI; ,TMS,ppm):6 2.5
9(d,J=0.6Hz,3H),4.47(d,J=6.0Hz,2H),5.73(q,J=0.8Hz,1H) ,6.25(m,1H) ,6.32(dd,J=1.8 a
nd 3.2Hz,1H),7.07(br t,J=6.0Hz,1H),7.35(dd,J=0.8 and 1.8Hz,1H),7.66(s,2H).
ooooooano
ON-(2-DO0D00D0O0o0o)-3-2,6-0000-4-00000000000O00OC0O0O0O0O)-5-
0000000 0-1-0000000/0000 /00 :25.7%mp-990 1010 /% H-NMR(CDCI
o -TMS,ppm):d 2.40(t,J=4.7Hz,4H),2.50(t,J=6.2Hz,2H),2.59(d,J=0.8Hz,3H),3.37(dt,
J=5.4 and 6.1Hz,2H),3.57(t,J=4.7Hz,4H),5.80(q,J=0.8Hz,1H),7.100 7.25(m,1H),7.67(
s,2H).

ocoooooao
ON-2-0000-3-(2,6-0000-4-000000000DO00DO0OOOO)-5-00000
000-1-0000000/0000/00 :27.0%/mp:1210 1230 /° H-NMR(CDCI, ,TMS,ppm
):6 2.60(d,J=0.8Hz,3H),4.59(d,J=5.8Hz,2H),5.77(q,J=0.8Hz,1H),7.19(dd,J=5.8 and
7.8Hz,1H),7.31(d,J=7.8Hz,1H),7.550 7.70(m,4H),8.50(d,J=4.2Hz ,1H).

ooooooan
ON-2-00D00D0O00)-3-,6-0000-4-0000000000O0000OD0OO)-5-0
0000000-1-0000000/0000000/00 :34.1%" H-NMR(CDCI, ,TMS,ppm
):6 2.61(d,J=0.8Hz,3H),4.65(d,J=5.9Hz,2H),5.74(q,J=0.8Hz,1H),6.900 7.05(m,2H),7
.050 7.20(m,1H),7.200 7.30(m,1H),7.66(s,2H).

ocoooooao

Me
F CF; o) F CF; o] F CF,
HN,)j\ > >-N.)j\ > )\-N,)j\
N*“o cl N9 NH N™g
cl Cl Ez:gr- Cl

03-(2-000-6-0000-4-0000000000000000)-5-00000000(
0.59g,2.0mmoN0 000000 @OM)ID0O00O00O00O00O00O00O0(0.399,2.0mmol
DooOOODOOOOOOOO0OOO0OO0O0O00O0030000000000000000
000000000000 (0.619,6.0mmol)D 00000000 (0.49,4.0mmol)D 0005
000000000000000000000000000000000 (20mLx 3)00
0000000000000 000000000000000000000000000
0000000000000000000000000000000000@OO000/
0000=1/10-1/5)00000000000000N-00000000000-3-(2-0
00-6-0000-4-0000000000000000)-5-00000000-1-000
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000000000000 (0.259,0 0 :29.6%)0 0 0 O 7 H-NMR(CDCI,, ,TMS,ppm):5 1.5
00 1.65(m,1H),1.750 2.05(m,3H),2.58(s,3H),3.32(dt,J=6.3 and 13.9Hz,1H),3.48(ddd,
J=3.7,5.7 and 13.9Hz,1H),3.74(dq,J=7.0 and 8.6Hz,2H),4.03(dq,J=3.7 and 7.0Hz,1H)
,5.79(s,1H),6.850 7.10(m,1H),7.39(dd,J, , =1.9 and 9.3Hz,1H),7.56(s,1H).
Doooooo

Me CF [ Me ) Me oF
” 3 O ) CF3 O v 3
HN-)j\ b - >—N.)j g = 9—N,)j g
N0 Cll NN NH N0 N
Cl Cl Cl

w

-3-00o0-5-000000000D0D0D0D0O-2-00000)-5-00000O0ODOO(0-69
SmmoDODODODODODOD@OMLD) DD DODO0DODODDODODODOODDOOO(0-49g,2-5mmol)O 0
0000000000000 O00DDODO00D0oD3WO000oDo0O0Do0oDDDDODOO00s-000
0 (0.22g,3.-0mmol)0 000 0O0ODO (0.42g,3-0mmol)D 0O O50008000000O0O
0000000000000 oooDoooooDoDEomLx DO OO0 O0DO0DOoO0OoOoon
ooooDoDoDOo0oo0oo0Do0oo0oooooODDoODo0D0oD0DO0DOoo0oooDoDoDoDoDoOooooOog

oooo0oDoDoDOoO0oOooOoOoooooooODDoODOoDOo@UoOoOOoO/C00D0=2/7)00
00o0oDoOo0Ooo0oON-s-000-3-G@B-000-5-0000000000000-2-0
0)-5-00000000-1-0000000000000D0OO0 (0.24g,0 O z25.5%)
O 0" H-NMR(CDCI, ,TMS,ppm):3 0.96(t,J=7.5Hz,3H),1.22(d,J=6.6Hz,3H),1.450 1
.65(m,2H),2.65(s,3H),3.750 4.00(m,1H),6.04(s,1H),6.750 7.05(m,1H),8.02(d,J=1.8Hz
,1H),8.300 8.40(m,1H).
ooooooooooo
oooooDDoDOoOO0OO0O00O0s3-@e-0
-Jdooooooooooooo
o000 :000000000000
-J0ooooooooooooo
) OOODODOooooooooooao
0o/00/00/00/NMRO 00 0O DO
ocoooooao
ON-OD0ODDDOO0OO0-3-B-000-5-0000000000000O0-2-00000)-5-00
000000-1-0000000/0000 /00 :37-9%/mp-980 990 /7 H-NMR(CDCI, ,TMS
,ppm):6 0.550 0.70(m,2H),0.750 0.90(m,2H),2.66(s,3H),2.700 2.85(m,1H),6.05(s, 1H
),7.050 7.20(m,1H),8.02(d,J=2.1Hz,1H),8.35(d,J=2.1Hz,1H).

ocoooooao
ON-00O000-3-3-000-5-00000D00000D0DO-2-00000)-5-0000T
0000-1-0000000/0000/00 :29.7%/mp:450 470 /7 H-NMR(CDCI, ,TMS,ppm
):6 0.96(d,J=6.7Hz,6H),1.87(sep,J=6.7Hz,1H),2.65(d,J=0.6Hz,3H),3.18(t,J=6.5Hz,2
H),6.04(q,J=0.6Hz,1H),7.000 7.20(m,1H),8.02(d,J=2.1Hz,1H),8.35(m, 1H).
ocoooooao
ON-OD0ODD-3-B-000-5-0000000000000-2-0D00000)-5-00000
000-1-0000000/0000000/00 :19.4%/" H-NMR(CDCI, ,TMS,ppm):8 2.6
6(d,J=0.7Hz,3H),3.86(s,3H),6.10(q,J=0.7Hz,1H),8.03(d,J=2.1Hz,1H),8.35(m,1H),9.35
0 9.55(m,1H).

ocoooooao
ON-O0D0D00-3-B-000-5-000000D000000D-2-00000)-5-00000
000-1-0000000/0000000/00 :38.5%/" H-NMR(CDCI; ,TMS,ppm):8 1.3
2(t,J=7.0Hz,3H),2.66(s,3H),4.07(q,J=7.0Hz,2H),6.10(s,1H),8.03(d,J=2.1Hz,1H),8.35

O 0ood

oo OoooOgoooe g
oo oOooooogonN

O

-S5-0000000000000-2-00000)-5
oooobooooooooooooooo@oao
ooooob:00o0o0oobbooooboobooooob:o
oooooboo:o-0b0b0O0oO0oooboobcooooan
ooooboooooobooooooooooaon
oooo

O Ooo0oooao
O 0Ooo0oo0ooao
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(m,1H),9.38(br s,1H).
oooooood

Me cl CF [ Me c ] Me
3 o | CF o) Cl CF
HN,)ﬁ\ >~ y-Nﬁ | - y_Nﬁ :
N0 Cl N™o H:N  N™™o
Cl Cl Ci

3-(2,6-0 0 00-4-00000000D00OO0OO0ODODOO)-5-00000000 (4-679,1
OmmoD)OODODDOOODOGmMU)OODODOODDODODODODODOOOOD (3.-0g,15.0mmol)0 00
0000000000000 0Q00O0ODDOD40000000000OD0ODOO30% 000
g@aomb) D 0000001000000 0D0o00oo0oooooDoODDDoDOoDooDoooo
O@onmx 3 0 0000000000000 00D0D0OD0O0OO0OO0ODDODDODOOO0DO0DOO0
0o00DoODO0O00000o0oo0o0o0oODDODOoD0oD0DO0O0o0oo0DoDoDooODoOoDDOoODOoOOoDOoOg
oco@oooo/0000=/7)000000000O0OOOODO3-,6-0000-4-0
000o0o0DoO0oooDoooo)-5-00000000-1-000000000000 (2-
82g,0 0 :53.1%)0 0 O O mp:1520 1540 ;" H-NMR(CDCI, ,TMS,ppm):5 2.58(d,J=0.4Hz,
3H),4.800 5.15(br s,1H),5.80(q,J=0.4Hz,1H),6.450 6.80(br s,1H),7.66(s,2H).
oooooooooOooo
ooooooooOoOooos-00oo0oO0Ooooo-Ss-00000000@OO0DO0O00:3
-(2-000-6-0000-4-0000000000000000)-5-0000000000
ooooDoD0O:3-B-000-5-00000D0DOO0OO0OO0DO0DOO-2-D0000O)-5-00000
0oooooooooDo:ss-000-3-GB-0000000D0D0O0DO0U0DOoDODOH)0DDODOO
YOOODOoDoDoooooooooDoDoDoooooooooDoDoDoDooooooooooao
oooooDoOO0o0o0oo0oO0ooooooOODODODO0D0DU0DOoOooooDooOooOD/00/00 /0 0 /NM
ROODOOOOOODOOOO

ocoooooao
03-2-000-6-0000-4-000000000000O000OODO)-5-00000000 -
1-0000000/0000/00 :35.5%/mp:1320 1350 /7 H-NMR(CDCI, ,TMS,ppm):3& 2.
59(d,J=0.8Hz,3H),4.750 5.20(br s,1H),5.84(q,J=0.8Hz,1H),6.450 6.80(br s,1H),7.39
(dd,J; 5 =2.0 and 9.3Hz,1H),7.56(s,1H).

ocoooooao
03-B-000-5-00000000D0000D-2-00000)-5-00000000O-1-0
000D000/0000/00 :76.7%/mp:1010 1040 /7 H-NMR(CDCI, ,TMS,ppm):5 2.65(d
,J=0.6Hz,3H),5.000 5.40(br s,1H),6.08(m,1H),6.750 7.15(br s,1H),8.03(d,J=2.1Hz,1
H),8.36(m,1H).

ooooooao

05-000-3-B3-0 0000000000000 O0DO)YIO0O0OD-1-0000000/0
000 /00 :35.8%/mp-760 770 /” H-NMR(CDCI, ,TMS,ppm):5 2.60(d,J=0.8Hz,3H),5.09
(br s,2H),5.77(q,J=0.8Hz,1H),7.330 7-38(m,1H),7-410 7.52(m,3H).

ocoooooao

OO0 0oooogom

Ne c c Ne cl CF | Me
I Fs o) 3 o) cl CF
HN')j\ > y-N_)j > y_Nﬁ 3
N* g cl’ N™o N Np
o Cl Q ol

03-2,6-0000-4-0000000000000O00O0O0)-5-00000000(0.479,1
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SmmoDI 0D ODOODD@OM)ODOODODODDODODONDDDOOD (0.46g,2-3mmol)0 00 O
0000000000 000000400000000000000000000000
OD@onml)0 00000000 (0.46g,4.5mmol)0 00 00 OO (0.43g,6.0mmol)d O
0030000000000 0000D00N00N00O00NODOOnOGonx 3)00
0000000000000 O0000000000000000000000000
0000000000000 O00O00O00O00O00O00O00O0oOoo@OoOoOono/
0=1/5)00000000000000ONN-0000000-3-(2,6-0000-4-0
0000000O00000)-5-00000000-1-000000000000 (0.
11g,0 O :18.0%)0 O O O mp:1020 1040 ;7 H-NMR(CDCI, ,TMS,ppm):& 1.700 1.95(m,4H)
,2.50(d,J=0.6Hz,3H),3.400 3.60(m,4H),5.78(q,J=0.6Hz,1H),7.64(s,2H).

Do0ooo0o
000O000000003-(2,6-0000-4-0000000000000000)-5-0
000000000000 00000000000000000000002,6-000
00000000003-(R,6-0000-4-0000000000000000)1-(2,6-
000O00000)I0O00O0-5-0000000000000(0.14g,0 0 :20.6%)0 O
0 mp:870 890 ;7 H-NMR(CDCI, ,TMS,ppm):& 0.900 1.30(m,6H),2.46(d,J=0.7Hz,3H),2
.500 2.65(m,2H),3.200 3.75(m,2H),3.800 4.25(m,2H),5.85(q,J=0.7Hz,1H),7.64(s,2H).
Doooooo

g
u
O
g
u
O

Me c Me
o l CF, o cl CF,
SN 3T
— o - o
= cl OHC cl

ON-ODOD-3-(2,6-0000-4-00000000000000C00O)-5-00000006

0-1-0000000 (4.39,10.9mmol)0 0000 (omL)D 0O (GomL)D 00000000
000000000 (254mg,1.00mmol)D 000 (6OML)0 000 O0C0O0O00OO(4.79,21.8
mmol)0 0000000 0DODDODODODODODODODODODODODODDI% 00000000000
(rooml)0 D0 OD0ODD0 @M DO ODODODOO0DOODODODOODODODODODODDOOO (50m
x2)0 0000000000000 00D0O0D0O00OO00O0DOoONOONOoONoooooooan
0000000000000 O00O00O000000000000000000000000
000000 @O000/0000=1/7-1/5)00000000000000N-0000

000-3-(2,6-0000-4-0000000000000000)-5-00000000-1-
000000000000 (2.129,0 0 :49.1%)0 0 0 O mp:1110 1130 ;7 H-NMR(CDCI, ,T
MS,ppm):8 2.59(d,J=0.8Hz,3H),4.17(d,J=5.5Hz,2H),5.81(q,J=0.8Hz,1H),7.21(br t,J=
5.5Hz,1H),7.67(s,2H),9.66(s,1H).

0oooooo

Me Me
0 IO CF; oy_N&f' CFs
N\>H_N'N‘ NH N™o
— >
OHC 0 0‘(— cl

Cl (\~,()

N-OOODO0OO0D0-3-(2,6-0000-4-0000000000000000)-5-000
0000-1-0000000 (0.40g,1.0mmoN0 0000 (AOmML)O O Op-0000000
00000 (20mg,0.1mmoN0 0000000000 (0.31g,5mmol)0 000500000
0000000000000 000000000000D00D0on@omM)OCODODngn
OD(@onlx 3)) 000 0000000000000 OODOONOODOONOONOONOONOOO
000000000000 000000000000000000000000000
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doo0O0O0oOo(@oOO0O0O0/0000=/7-000000)I000000000000
ONN-(1,3-0000-2-0000000)I100-3-R,6-0000-4-000000000
000000D0)-5-00000000-1-000000000000(0.33g,00 :75.0%)
000 O mp:-800 810 ;” H-NMR(CDCI, ,TMS,ppm):& 2.59(d,J=0.8Hz,3H),3.53(dd,J=3.3
and 6.1Hz,2H),3.800 3.95(m,4H),5.03(t,J=3.3Hz,1H),5.76(q,J=0.8Hz,1H),6.92(br t,J
=6.1Hz,1H),7.66(s,2H).

0o0oDo0oo0oo0oooon

00000000000 ON-O00D0D0O000-3-R,6-0000-4-0000000000
000000)-5-00000000-1-00000000000000@DO0000D0:1
,3-0 00 0000000000000 :00000)I000000000000000
0000000000000 0O0O0O0O0O0O0OOOO/00/00/00/NMROOOO0OO
ooooao

ooDoooo
ON,N-(1,3-0000-2-0000000)000-3-(2,6-0000-4-000000000
0000000 )-5-00000000-1-0000000/0000/00 :74.9%/mp-870 8
90 /” H-NMR(CDCl, ,TMS,ppm):& 1.250 1.45(m,1H),1.950 2.15(m,1H),2.58(d,J=0.8Hz,
3H),3.41(dd,J=4.7 and 6.1Hz,2H),3.650 3.85(m,1H),4.000 4.15(m,1H),4.67(t,4.7Hz,1
H),5.73(q,J=0.8Hz,1H),6.900 7.10(br t,J=6.1Hz,1H),7.67(s,2H).

ooooooo
ONN-2,2-00000000-3-R,6-0000-4-0000000000000000)-5
-00000000-1-0000000/0000 /mp:570590 /7 H-NMR(CDCI, ,TMS,ppm):
d 2.58(d,J=0.7Hz,3H),3.38(s,6H),3.350 3.45(m,2H),4.41(t,J=5.4Hz,1H),5.75(q,J=0.
8Hz,1H),6.800 7.00(m,1H),7.66(d,J=0.4Hz,2H).

oooDoo0oon

Me Me
SN N Ay
/_/—NH N N*>o

NH
/—/_ cl

ON-00D0-3-(3-000-5-0000000000000-2-00000)-5-000000
00-1-00000000(0.98g,2.5mmol) 000000 @O0 00000000 O (0.4
29,7.5mmoDI 030%0 0D 0000 (.7n)0 00000030 0000000000000
DO00pHIOODODCOOCOOOODODOCODO20000000000000000000000
D00 (@5nx 3)00000000000000000000000000000000
0000000000000 O000000000000000000000000000¢0
000@OO000/0000=1/10-1/1)00000000000000N-000 -3-(3-
000-5-0000000000000-2-00000)-5-00000000-1-0000
00000000000 (0.179,00 :18.1%)0 0 0 07 H-NMR(CDCI, ,TMS,ppm):& 0.94(
t,J=7.3Hz,3H),1.300 1.50(m,2H),1.500 1.70(m,2H),2.65(s,3H),3.35(dt,J=6.3 and 6.3
Hz,2H),6.04(s,1H),6.900 7.20(m,1H),8.02(d,J=2.0Hz,1H),8.35(m, 1H).

0oooooo

Me Cl Me

C . -
) N2 3 NH N

NH _ o)
=/— OH Cl —/_ Cl

OoN-O0D0D0-3-00000-5-000000D00-1-0000000(0-18g,1.0mmol)O DMF(
5mb) 00 000C0C0C0O0ODO(.07g,0.50mmoN) 00 CC0ODO3,5-0000-4-000000D0
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Ooo0o0D0DDO0O0C-23g,1.0mmoH00O0D0OOOSO000O0OOOOCCOCOODDODOOOOO
OIN-OD @omL) D 00000000 @omx 2) 0 00000000DDO@omLx 3)d 00

gooobobooooobooooobooooooobooooobooboooobbooooboOooo
ocogooooOOoOoOoOoOooooooOoooDDOD@UUoUOUO/oDO0DO=/20) 000000
ocoooooOOoON-0O00-3-,6-00004-0000000COODODOO0O0OO)-5-
Ooo00OD0ODDO0O0-1-0000000 (0.18g,00 4570 0000C0ODODODODOOONVMRO
gboobooooooobobobobooognn

gbooooaoan

03-(3-000-5-0000000000000-2-00000)-5-00000000 (1-39
g,5.0mmo)0 0000000 (1.98g,14.3mmol)I DMF(1GML)0 0 000000000 OO
0000 (1.52g,7.8mmo)0 000700090 000000020000000000000
D000O00O02N-00000000000OomLx 3)00000000000000000
0000000000000 000000000000000000000000000
0000000000000 0000O00O0(@OO00O0/0000=1/5)00000000
D0O0OO0O0OOONN-00O0D0-3-(3-000-5-0000000000000-2-00000
-5-00000000-1-000000000000000(0.21g,00 :11.2%)000 O
O H-NMR(CDCI, ,TMS,ppm):3 1.21(t,J=7.0Hz,6H),2.48(d,J=0.6Hz,3H),3.47(q,J=7.0Hz,
4H),6.00(q,J=0.6Hz,1H),7.99(d,J=2.1Hz,1H),8.33(m,1H).

0Doooooo

" Me c Me
2 F3
HN_)j N N»_C'—> )j\
N™o >_
Cl

03-(3-000-5-00000000000
g,6.0mmoNO 0000 @onL)D0OD0O0O
YOO OOO GnL)IOODDOODDoson o 200
00000000000 (onLx 3)0 00
0000000000000000000
000000000000 @OO00OZo =1/5)0 000000000000 0N,N
-000O00o00-3-(3-000-5-0000 000O0000-2-00000)-5-000
000O00-1-000000000000 (2.1g,0 0 :86.7%)0 0 O O mp:580 600 ;% H-NM
R(CDCI, ,TMS,ppm):& 1.28(d,J=7.5Hz,12H),2.29(s,3H),3.500 4.10(m,2H),6.00(s,1H),
7.98(d,J=2.5Hz,1H),8.31(m, 1H).

Doooooo

00000000000 O00O0ON,N-0000-3-(3-000-5-00000000000
00-2-00000)-5-00000000-1-000000000000000~/00 :30.6
%/mp:1020 1040 /7 H-NMR(CDCI, ,TMS,ppm):3 2.32(s,3H),2.850 3.30(br s,6H),6.01(s
,1H),7.99(d,J=2.0Hz,1H),8.30(m, 1H).

00000000000

00000000000 03-(3-000-5-0000000000000-2-00000)-5
-0000000000000000000000000000@O00000:000
0000000000000 000000:00000000000000000000

-2-00000)-5-00000000 (.67
oooo0ODDOO0OO00000((.479,9.0mmol
gboboooboobobobobooon2N
gboobooooobooboboboobooao
oooboooooboocoooboooboooao
g

Oooo0ooOoogood
Ooo0oo0oOoood
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oo:000O0OO000O0O0o0ogooooooo)YOooooooooooooopoooooo

cooooooooooooooooobo/Oo/Z00/Z00/NMROOCODODDODOOOOO
goooooagd
ONN-ODDDO-3-B-000-5-0000000000000-2-0000D0)-5-0000
0000000000 -1-0000000/0000000/00 :25.0%/" H-NMR(CDCI, ,T

MS,ppm):d 3.13(s,6H),6.51(s,1H),8.000 8.10(m,1H),8.250 8.35(m,1H).
gooooon
ONN-O0D0D0-3-(B-000-5-000000D00000D00-2-00000)-5-0000
0000000000 -1-0000000/0000 /00 :58.1%/mp:580 600 /% H-NMR(CD
Cl, ,TMS,ppm):8 1.27(m,6H),3.40(q,J=6.9Hz,4H),6.51(s,1H),8.03(d,J=2.1Hz,1H),8.3
0(m,1H).

gooooon
ONN-O00D0O0D0O0-3-3-000-5-000D0000000O000O00O-=-2-00000)-5-0
oo0o0o00oO0000000-1-0000000/0000000/00 :50.9%/" H-NMR(CD
Cl, ,TMS,ppm):8 1.100 1.55(m,12H),3.350 4.05(m,2H),6.53(s,1H),8.04(d,J=2.2Hz,1H
),8.34(m,1H).

gooooon
0oo0ooooDooDooDOooDOoOoONN-DOD0O0OD0DO0OD-83-R-000-4-00000000
ooDoooooo)-5-00b000o0o0o0ooDOobDO0D-1-0D00b000O0oO0OooDOoDOoan
0 /0 O :22.9%/mp:1180 1200 /" H-NMR(CDCI, ,TMS,ppm):3 1.33(d,J=5.9Hz,12H),2.27(
s,3H),3.300 4.25(m,2H),5.70(s,1H),7.43(d,J=8.8Hz,1H),7.78(dd,J=2.0 and 8.8Hz,1H)
,8.24(d,J=2.0Hz,1H).

gooboon

Me c Me CcF
(o) Fj (o) 3
‘)—Ni — 9—N,)j\
Me-NH N Me-NH N™™o
NO, NH,

ON-00D0-5-000-3-(2-000-4-0000000000000000)00000 -1-
0000000 (2.19,6.0mmoN0 00000 (GOM)IO0 000000000000 10%0
00000000 (.79)00000000000000000000000000000
ODO00O5kg/en” 00 O0O00OO0O0O00O0O0O00O00O00O05000000000000
000000000000 0000000000000000000000N-000-3-(
2-000-4-0000000000000000)-5-00000000-1-0000000
000000 (1.69,00 :82.2%)0 0 0 0 mp:930 940 ;7 H-NMR(CDCI,, ,TMS,ppm):& 2.59
(d,J=0.7Hz,3H),2.93(d,J=5.0Hz,1H),3.900 4.15(br s,2H),5.71(q,J=0.7Hz,1H),6.800 6
.95(m,1H),6.97(dd,J=1.7 and 8.4Hz,1H),7.11(d,J=8.4Hz,1H).

Doooooo

"e CF "e Cl CF
0] 3 o) 3
yh'h[*$:L~ — 9“'{x=:[:
NH N™™o >—NH N0
NOZ NOZ

ON-O0D0D00D0O0-5-000-3-(2-000-4-0000000000000000)0000
00-1-0000000(0.56g,1.5mmoN0 00 G0 00000000000 (0.24g,1.
snmol)J 0000004000000 0000000000000O00O0O00O0O000O0
D(@omlx )0 00000000000 COODOOOOOODOOODOOOOOODOOOoOn
0000000000000 0000000000000000000000000000
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00(@OO00O0/0000=1/10)00000000000000N-000000-4-00
0-5-000-3-(2-000-4-0000000000000000)00000-1-0000
000000000 (0.60g,00 :98.4%)0 0 0 O mp:890 910 ;7 H-NMR(CDCI, ,TMS,ppm):
& 1.24(d,J=6.6Hz,6H),2.63(s,3H),3.900 4.10(m,1H),6.400 6.65(m,1H),7.38(d,I=8_7H
z,1H),7.85(dd,J=2.0 and 8.7Hz,1H),8.29(d,J=2.0Hz,1H).

0oooooo

0000000000000 00ON-000-4-000-5-000-3-(2-000-4-0000
000000000000 )IO0O000-1-000000000000 (0.36g,00 :79.3%)
0 00 O mp:1070 1080 ;" H-NMR(CDCI, ,TMS,ppm):3 2.63(s,3H),2.91(d,J=5.0Hz,3H),6
.500 6.75(m,1H),7.46(d,J=8.7Hz,1H),7.88(dd,J=2.0 and 8.7Hz,1H),8.30(d,J=2.0Hz,1H

)-
0ooo00oo0o00
ne NO "e Cl NO
o 2 o) 2
N - 3N
Me-NH N™™o Me-NH N™™o
CF3 CF3

ON-00D0-5-000-3-(4-000-2-0000000000000000)000000 -1-
0000000 (0.34g,1.0mmoDN0 00 (G0 0000000000 O(0.16g,1.2mmol)
0000000400000 0000000000000000000000000 (20m
x3)00000000000000000000000000000000000O0O0an
000000000000 00000000000000000000000000 (@
000O0/0000=1/10)0 000000000000 ON-000-4-000-5-000 -3-
(4-000-2-0000000000000000)I00000-1-000000000000
0 (0.27g,0 0 :71.2%)0 0 O O mp:1570 1580 ;7 H-NMR(CDCI, ,TMS,ppm):& 2.66(s,3H),
2.96(d,J=5.0Hz,3H),6.700 6.95(m,1H),7.31(d,J=9.2Hz,1H),8.41(dd,J=2.7 and 9.2Hz,1
H),8.62(d,J=2.7Hz,1H) .

0oooooo

Ne Cl CF "e Cl CF
o) 3 o) Cl 3
?*-D{XEZL\ — 9‘-h{>=:I:\~
NH N™™o NH N o)
Cl Cl

ON-O0D0O00-3-(2,6-0000-4-0000000000000000)-5-0000000
00-1-0000000(0.44g,1.0nmoD0 00 (GnL)D 000 O0O00O0O00DOO(0.16g,1.
2nmol) 0 0000004000000 000000000000000O0O000O0O000O0O
D@omlx 3)0 000000000000 ODO0O0OOO0OOOOOOOOOOOOOODOn
0000000000000 0000O000000000000000000000000
00(@OO00O0/0000=1/10)00000000000000N-0000-4-000-3-
(2,6-0000-4-0000000000000000)-5-00000000-1-0000
00000000 (0.40g,0 0 :84.8%)0 0 O O mp:860 880 ;7 H-NMR(CDCI, ,TMS,ppm):3
0.88(t,J=6.8Hz,3H),1.26(m,6H),1.400 1.60(m,2H),2.62(s,3H),3.150 3.35(m,2H),6.50
0 6.70(m,1H),7.67(s,2H).

00000000000

0000000000 O0ON-00-3-(3-000-5-0000000000000-2-000
00)-5-00000000-1-0000000000(@QO000000:N-00000000
D0O0D0O0:N-000D0)I00000000000O00DDNON0DONONO0ONONO0ONONOONOn
0D4-0000000000000000/00/00/00/N\WROO0O0O00000000
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ooooooao
ON-OD0D-4-000-3-(2,6-0000-4-000000000000000DO0O)-5-000
00000-1-0000000/0000/00 :66.5%/mp:1250 1270 /7 H-NMR(CDCI, ,TMS
,ppm):6 2.62(s,3H),2.87(d,J=5.0Hz,3H),6.350 6.70(m,1H),7.67(s,2H).
ooooooao
ON-OD0OD-4-000-3-2,6-0000-4-000000000000CO0ODODO)Y-5-000
00000-1-0000000/0000/00 :48.0%/mp:850 860 /' H-NMR(CDCI, ,TMS,p
pm):d 1.17(t,J=7.2Hz,3H),2.62(s,3H),3.32(dq,J=6.1 and 7.2Hz,2H),6.400 6.70(m,1H
),7.67(m,2H).

ocoooooao

Me CCl

cl CF ICl CF; O 3'c| CF
N)I\-I_N:\I\’Loj:j 3>—NH )1 j:;( >3—NH ]Q/ 3

Cl

ON-0D0O0D0D0O0-3-(2,6-0000-4-0000000000000000)-5-00000
0000-1-0000000 (0.40g,1.0mmol)D 00 (L) D 00000000000 (0.16
g.1.2mo)0 0 0000040000000 0000000000000O00O0O000O0
DO0O0(@omx 3)J00000000000O000O000O000O000O000O00000
0000000000000 0000000000000O000ON0ONONooNooonoon
00O00@O000/0000=1/20)00000000000000N-000000 -4-
000-3-(2,6-0000-4-0000000000000000)-5-00000000-1-
000000000000 (0.199,0 O :44.1%)[mp:1090 1110 ;” H-NMR(CDCI, ,TMS,ppm)
:5 1.20(d,J=7.5Hz,6H),2.61(s,3H),3.850 4.10(m,1H),6.250 6.50(m,1H),7.67(s,2H).]
DOON-00O0D0O0O0-3-(2,6-0000-4-0000000000000000)-5-000
000000000-1-000000000000(0.04g,0 O :8.0%)[mp:1050 1060 ;
H-NMR(CDCI,, ,TMS,ppm):8 1.22(d,J=6.5Hz,6H),3.850 4.15(m,1H),6.250 6.55(m,1H),
7.69(s,2H),8.24(s,1H).]0 00 O

DoooOooo

Me CCl,

cl CF cl CF
V-N)j\ P . )j\ ’
NNo _/—NH
cl

|

el

ON-00D0O0-3-(2,6-0000-4-0000000000000000)-5-000000
00-1-0000000 (0.24g,0.6mmo)0 00 (BmL)D 000 C0O0 OO OO OO (0.09g,0.
7mmoD0 0 0000040000000 000C0C0C0C0C0C0C0OO0COO0COOOOOOOOO
OD@omlx 3)0 0000000000000 0O00O00O00ON0ON0ON0ON0O00OO0O
0000000000000 0000000000000000000000000000
00(@O000/0000=1/20)000000000000000N-0000-3-(2,6-00
00-4-0000000000000000)-5-0000000000000-1-0000
00000000 (0.11g,0 0 :36.7%)0 0 O O mp:890 910 ;7 H-NMR(CDCI, ,TMS,ppm):3
0.90(t,J=7.3Hz,3H),1.56(tq,J=7.3 and 8.0Hz,2H),3.25(dt,J=6.3 and 8.0Hz,2H),6.50
0 6.80(m,1H),7.69(s,2H),8.23(s, 1H).

Doooooo
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ON-O0D00-3-(3-000-5-0000000000000-2-00000)-5-000000
00-1-0000000(0.35g,1.00moN0 00 G0 00000000000 (0.16g,1.
2némol)J 0000004000000 0000000000000000O000O000O0
D@omx 3))0 0000000000000 O00O0O000O000O00O0O000O00000
0000000000000 000000000000000000000000000
00(@OO00O0/0000=1/10)00000000000000N-000-4-000 -3-C3
-000-5-0000000000000-2-00000)-5-00000000-1-0000
00000000 (0.359,00:92.1%)0 0 0 0 mp:1110 1120 ;7 H-NMR(CDCI, ,TMS,ppm):
& 1.23(t,J=7.3Hz,3H),2.66(s,3H),3.41(dq,J=5.8 and 7.3Hz,2H),6.850 7.10(m,1H),8.
03(d,J=2.0Hz,1H),8.31(m,1H).

0000000 OooOO

0000000000 00ON-00-3-(3-000-5-0000000000000-2-000
00)-5-00000000-1-000000000000000000000000000
000000000000004-0000000000000000/00/700 /00 /NM
ROODODODODOOOO

Doooooo
ON-O0D00-4-000-3-(3-000-5-0000000000000-2-00000 )-5-0
0000000-1-0000000/0000/00 :97.1%/mp:810 830 /7 H-NMR(CDCI, ,T
MS,ppm):& 2.66(s,3H),2.96(d,J=5.0Hz,3H),6.800 7.15(m,1H),8.04(d,J=2.1Hz,1H),8.3
2(m,1H).

0Doooooo
ON-00O00-4-000-3-(3-000-5-0000000000000-2-00000)-5-
00000000-1-0000000/0000 /00 :90.4%/mp:540 560 /7 H-NMR(CDCI
,TMS,ppm):3 0.97(t,J=7.3Hz,3H),1.62(tq,J=7.0 and 7.3Hz,2H),2.65(s,3H),3.32(dt,J
=7.0 and 7.3Hz,2H),6.900 7.15(m,1H),8.03(d,J=2.1Hz,1H),8.31(m,1H).

Doooooo
ON-0D000D0O0-4-000-3-(3-000-5-0000000000000-2-00000)
5-00000000-1-0000000/0000 /00 :89.2%/mp:570 590 /2 H-NMR(CDC
I, ,TMS,ppm):8 1.25(d,J=6.5Hz,6H),2.65(s,3H),3.950 4.20(m,1H),6.750 6.95(m,1H),
8.04(d,J=2.0Hz,1H),8.32(m, 1H).

0Doooooo
ON-0000-4-000-3-(3-000-5-0000000000000-2-00000)-5-
00000000-1-0000000/0000 /00 :80.0%/mp:760 780 /7 H-NMR(CDCI
,TMS,ppm):3  0.90(t,J=6.9Hz,3H),1.200 1.45(m,4H),1.500 1.70(m,2H),2.65(s,3H),3.2
50 3.45(m,2H),6.850 7.10(m,1H),8.03(d,J=2.0Hz,1H),8.32(m,1H).

Doooooo
ON-O00O00-4-000-3-(3-000-5-0000000000000-2-00000)-5-
00000000-1-0000000/0000 /00 :70.6%/mp:570 590 /7 H-NMR(CDCI
,TMS,ppm):8 0.88(t,J=6.9Hz,3H),1.150 1.45(m,6H),1.450 1.70(m,2H),2.65(s,3H),3.2
00 3.45(m,2H),6.900 7.05(m,1H),8.04(d,J=2.5Hz,1H),8.32(m, 1H).

0Doooooo
ON-0000-4-000-3-(3-000-5-0000000000000-2-00000)-5-
00000000-1-0000000/0000 /00 :80.0%/mp:670 680 /7 H-NMR(CDCI
,TMS,ppm):3 0.88(t,J=7.0Hz,3H),1.100 1.45(m,8H),1.450 1.70(m,2H),2.65(s,3H),3.2
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00 3.50(m,2H),6.800 7.10(m,1H),8.03(d,J=2.0Hz,1H),8.32(m,1H).

0oooooo
ON-0000-4-000-3-(3-000-5-0000000000000-2-00000)-5-
00000000-1-0000000/0000/00 :88.6%/mp:610 620 /7 H-NMR(CDCI
,TMS,ppm):8 0.87(t,J=6.3Hz,3H),1.150 1.45(m,10H),1.450 1.70(m,2H),2.65(s,3H),3.
250 3.45(m,2H),6.900 7.10(m,1H),8.03(d,J=1.8Hz,1H),8.32(m,1H).

ooooooo
ON-00D0O0-4-000-3-(3-000-5-0000000000000-2-00000)-5-
00000000-1-0000000/0000/00 :89.9%/mp:680 700 /7 H-NMR(CDCI,
,TMS,ppm):8 0.88(t,J=6.9Hz,3H),1.150 1.40(m,18H),1.500 1.65(m,2H),2.65(s,3H),3.
25(m,2H),6.900 7.10(m,1H),8.04(d,J=1.9Hz,1H),8.250 8.35(m, 1H).

Doooooo
ON-000D00O00-4-000-3-(3-000-5-0000000000000-2-0000
0)-5-00000000-1-0000000/0000 /00 :85.7%/mp:940 960 /7 H-NMR(
cDCl, ,TMS,ppm):& 1.050 1.50(m,6H),1.550 1.90(m,2H),1.900 2.10(m,2H),2.65(s,3H)
,3.600 3.85(m,1H),6.750 7.00(m,1H),8.03(d,J=1.8Hz,1H),8.32(m,1H).

ooooooo
ON-(2-000000)4-000-3-(3-000-5-0000000000000-2-000
00)5-00000000-1-0000000/70000 /00 :86.2%/mp-1120 1140 /° H-
NMR(CDCI, ,TMS,ppm):8 2.65(s,3H),3.600 3.80(m,4H),7.300 7.45(m,1H),8.04(d,J=2.1
Hz,1H),8.32(m,1H).

Doooooo

o)
YN "
Me-NH N

ON-O0OD-3-B3-000-5-0000000000000-2-00000)-5-0000000
OO0-1-0000000.35g,1.oomoH)00O0GMOOOOOOOOOODOO(0.17g,1.
2aimoD0 0 000 O00S0 00000000 D0OO0ODOO0DODOO0DODODODOOOOODOOGOd
O0@omx DO ODOODO0ODDODODODODOOOOODODODODODODODODOODOOODODOODODOOnn
oo0oo0oo0ooOO0O0O0U0U0O0O0oO0oOoOoOoO0O0DODO0DO0U0DODO0DO0DOoDOoDOoDOoOoOoDOoODODOOoOOOg
oo@oooo/Z0000=/10)00000000DOODOOON-O0O00O-4-000-3-C3
-000-5-00000000000D00-2-00000)-5-00000000-1-0000
00000000 (0.31g,0 O :80.9%)0 O O O mp:880 890 ;" H-NMR(CDCI, ,TMS,ppm):5
1.30(t,J=7.4Hz,3H),2.96(d,J=5.0Hz,3H),3.14(q,J=7-.4Hz,2H),6.900 7.10(m,1H),8.04(
d,J=2.0Hz,1H),8.32(m,1H).
ogoooooan

OoN-00D0-3-3-0D00-5-00D0C0C000DO0OO0O0O0Db0-2-0000D0)-5-000000
O0-1-0000000@.05¢g,3.oomo)0O0O0O0O0O0O0OOCOML)COCON-ODODODOOOO
OO0 (.64¢,3.6mmoH0 0 0O00C0OC0OGODOOOOODOOOODOODODODDDOODOOOO
oooboooo@onmx 3 00000 oooOoO0ooobDOo0ooooDooOooboobooog

gboobooooooobobobobooooboboobooboobooooobobobao
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00000000(@OO0O0O0/0000=/7)00000000000000N-000 -4-
000-3-(3-000-5-0000000000000-2-00000)-5-00000000
-1-0 00000000000 (0.86g,0 0 :67.0%)0 0 O O mp:1230 1250 ;2 H-NMR(CDCI

o ,TMS,ppm):&  1.23(t,J=7.3Hz,3H),2.67(s,3H),3.40(dq,J=5.9 and 7.3Hz,2H),6.900 7
.10(m,1H),8.04(d,J=2.0Hz,1H),8.32(m, 1H).

Doooooo
(o) < Cl CF; o ~Cl CF;
9-th, — 3*'hﬂu,

Cl Cl

3-[{3-(2,6-0000-4-0000000000000000)-5-00000000 -1-
0¥ 00O00000]000000000(0.30g,0.7mmo)ODMF(GGNL)C 000000
0O (60%0 O ,0.03g,0.7mmol)0 00 000D O0O0ODO0O0OO0300000000000
0 (0.10g,0.7mmoN0 0 00000000 O0OCOOCOOOOOOOOOOOOO
D@omMLOODO00O00000(@Oomx 2)0 0000000000 (@omx 3)00 00
0000000000000 0000000000000000000000000
000000000000000000(@OO0O0O0/0000=1/15)000000
000003-[{3-(2,6-0000-4-0000000000000000)-5-000
00O0D0-1-0030000]J]000000]00000000000000000 (0.2
39,0 0 :74.4%)0 0 O O ” H-NMR(CDCI ,TMS,ppm):& 1.28(t,J=7.1Hz,3H),2.220 2.40(m
,2H),2.45(s,3H),2.96(s,3H),3.57(m,2H) ,4.12(q,J=7.1Hz,2H) ,5.83(s, 1H) ,7.63(s,2H) -
0oooooo

O 0Ooo0oooao

Ooooooogoo
O O0OoO0ooogoao

o Me Me
(o) 2 CF;
)\—N,)j\ »‘-N,)j N
Me-NH N Me-N N o Y
MeO Ci

ocoooODoDOO0O0Oeomdd,o0.09g,2.2mo)ON-000-3-B-000-5-0000000
ooooDoDbD-2-00000)-5-00000000-1-000000D0 (0.679,2.0mmol)OD

MF@QOmL) O OO DOOOOODODOOOO0ODO@.16g,2.0mo)J 00O 0O0ODODOOOOO
ocooooOoOOO0oO0O0oO0oOooooooObOObOOoO0oOoOoOooooooODDDOO@omex 3)0
ooooooooobooooobooooooobooooobooooobooooobooo
goooooooooooooobbooooboooooooOoooDbDoooo@ooo
o/0000=w/5)0000000C0C0OD0OOO00O0ON-OO0O0-N-OODODDDOO-3-(3-00
O-5-00000000000D0O0-2-0D0000)-5-000000D00O-1-000000

000000000 (0.18g,0 0 :23.8)0 0 0 0O"Y H-NMR(CDCI, ,TMS,ppm):d 1.87(s,3H
),3.52(s,3H),3.53(s,3H),5.18(s,2H),5.46(s,1H),7.800 7.95(m,1H),8.500 8.65(m,1H).
0oodooooooDooDooDo0boDobOoo0oooDooDooODOoooooDooDooDooooad
0000000 o0ooDooDOobOO0oDbOO0obOOo0DO0o0Do0DoDOoDoDO0oDbDOoObOO0ooDOoDOooDOooDOoDOoDOd
0000000 ooDooDOoDoDooooon

Me:OOOO;Ee:OO OO ;Pr:0000D0 ;i-Pr;0 000000 ;ec-Pr:O000Q0O0O0OOaQn;
Bu:O0OOO;i-Bu:OOODOD;s-Bu:00DO00O0DODOOO;t-Bu:00O0DODOOODDO
O;Pent:0 0000 ;ec-Pent: 00000000 ;Hex:OODOODO ;e-Hex:OODOODOODOO
;Hep:O OO OO ;0ct:0 0000 ;Dod:0 0000 ;

*DN:0000000000D0O0;

*2):(1,3-0000-2-000000O0O0)Y000 ;
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*3):(1,3-0000-2-0000000)000 ;
*4):000000 ;

*5):2-000000000 ;

*6):2-0 0000 ;

*7):2-0 0000000 ;
*8):(4-000-5-0000000000-2-0000)I0000

F—1 B ITz=oNAFFIET Y FEE

R1
-~ Rz AN

HN . o | —Xn
et E#sl R R*  Xn
B B
1-1 H H 2, 6-Cl;-4-CF,
1-2 H H 2-C1-6-F-4-CF,
1-3 47 Me H H
1-4 3 Me H 3-Me—4-NO,
1-5 4 Me H 3-Me0-4-NO,
1-6 40 Me H 3-Et0-4-NO,
1-7 41 Me H 5-Et0-2-NO,
1-8 48 Me H 3-Cl
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1-9 Me Cl 3-C1
1-10 Me H 2-C1-4-CF,
1-11 Me Cl 2-C1-4-CF,4
1-12 51 Me H 4-C1-2—CF,
1-13 Me Cl 4-C1-2—CF,
1-14 50 Me H 4-C1-3—CF,
1-15 Me Cl 4-C1-3-CF,
1-16 Me H 4-F-3-CF,
1-17 18 Me H 2, 6-C1,-4-CF,
1-18 52 Me Cl 2,6-Cl,-4-CF,
1-19 29 Me H 2-C1-6-F-4-CF,
1-20 Me Cl 2-C1-6-F-4—CF,
1-21 31 Me H 2-C1-6-N0,—-4—CF;
1-22 44 Me H 3-C1-4-NH,
1-23 14 Me H 3-C1-4-NO,
1-24 Me Cl 3-C1-4-NO,
1-25 14 Me H 5-C1-2-NO,
1-26 15 Me H 3-F-4-NO.,
1-27 Me Cl 3-F-4-NO,
1-28 15 Me H 5-F-2-NO,
1-29 2 Me H 4-F-2-NO,
1-30 17 Me H 4-CN-2-CF,
1-31 49 Me H 2-CF;
1-32 46 Me H 3-CF;
1-33 Me Cl 3-CF,
1-34 Me H 2, 4-(CF3) »
1-35 Me Cl 2,4-(CF3) 2
1-36 43 Me H 4-NH,
1-37 42 Me H 4-NH,-2-CF
1-38 45 Me H 4-NH,—-3-CF;
1-39 Me H 2-NH,-4-CF
1-40 10 Me H 4-N0,-2-CF,
1-41 Me Cl 4-N0,—2—CF,
1-42 16 Me H 4-N0,—3-CF;
1-43 Me Cl 4-N0,—3-CF;
1-44 5 Me H 2-N0,-4-CF,
1-45 Me Cl 2-NO;-4-CF;
1-46 30 Me H 2, 4-(NO;) ;—6-CF,
1-47 1 Me H 4-NO,
1-48 26 Me Me 2,6-C1,-4-CF,4
1-49 Me Me 2-C1-6-F—4-CF,
1-50 12 Me Me 4-N0O,—2-CFs
1-51 8 Me Me 2-N0,-4-CF,
1-52 27 Me Et 2,6-C1,-4-CF;
1-53 Me Et 2-C1-6-F—4-CF,
1-54 13 Me Et 4-N0,-2-CF,
1-55 9 Me Et 2-N0,-4-CF5
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1-56 19 Et H 2,6-C1,-4-CF,
1-57 Et Cl 2, 6—C1,-4-CF5
1-58 Et H 2-C1-6-F-4-CF,
1-59 Et Cl 2-C1-6-F—4—-CF,
1-60 11 Et H 4-N0O,-2-CF,4
1-61 Et Cl 4-N0,-2-CF,
1-62 7 Et H 2-NO,-4-CF 5
1-63 Et Cl 2-N0,—-4-CFs
1-64 Pr H 2, 6-C1,-4-CF,
1-65 Pr H 2-C1-6-F-4—CF,
1-66 20 i-Pr H 2, 6-Cl,—-4-CF;
1-67 i-Pr H 2-C1-6-F—-4—CF,
1-68 22 c-Pr H 2,6-C1,-4-CF,
1-69 c-Pr H 2-C1-6-F-4—CF;
1-70 21 t-Bu H 2,6-C1,-4-CF3;
1-71 t-Bu H 2-C1-6-F-4-CF,
1-72 23 MeOCH, H 2,6-C1,-4-CF,
1-73 MeOCH, H 2-C1-6-F-4—CF,
1-74 25 Me0,CCH, H 2,6-Cl,-4-CF,
1-75 Me0,CCH, H 2-C1-6-F-4-CF,
1-76 CF, H 2, 6—C1,-4-CF5;
1-77 6 CF; H 2-N0,-4-CF,
1-78 CF, H 2-C1-6-F-4—CF 4
1-79 24 Me0,C H 2,6-C1,-4-CF,
1-80 Me0,C H 2-C1-6-F-4—CF,
1-81 Et0.C H 2,6-C1,-4-CF;
1-82 Et0,C H 2-C1-6-F-4—CF,
1-83 28 4-C1-C¢H, H 2, 6-Cl,—4-CF,
1-84 4-C1-C¢H. H 2-C1-6-F-4—CF,
Fz—2 BRI IO IET VS —IIFEKE

R’ - ~
= N
HNN, o/|\|\:¢,Xn

&% FEHfHl R R? Xn

x5 x5

2-1 H H 3-C1-5-CF;

2-2 34 Me H 4-Me-5-NO.,

2-3 33 Me H 6-Me0—-3-NO,
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2,6-Cl,-4-CFs
2—-C1-6-F-4-CF;
2,6-Cl.-4-CF;
2,6-Cl.—4-CF;
2—-C1-6-F-4-CF,
2-C1-6-F-4-CF;
2-C1-4-NO,-6-CF,
3-CF;
4_N02"2_CF3
4-NO,-3-CF;
2-NO,-4-CF;
2-C1-6-F-4-CF;
2-C1-6-F-4-CF;
2,6-Cl,—-4-CF;
2, 6“C1 2 —4—CF3
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3-16 Me H Me Me 2,6-Cl,-4-CF, 0
3-17 Me H Me Me 2,6-Cl,-4-CF, S
3-18 Me H Me Et 2,6-Cl,-4—CF, 0
3-19 Me H Me Et 2,6-Cl,~4—CF, S
3-20 Me H Me MeOCH, 2,6-Cl,-4-CF, 0
3-21 Me H Me MeOCH, 2,6-Cl,-4-CF, S
3-22 Me H Me EtOCH, 2,6-Cl,-4—CF, 0
3-23 Me H Me EtOCH, 2,6-Cl.~4-CF; S
3-24 127 Me H Me H 2-C1-4-N0,-6-CF; 0
3-25 Me H Me H 2-C1-4-N0,-6-CF5 S
3-26 Me H Me H 4-NH,-2-CF, 0
3-27 Me H Me H 4-NH,-3-CF, 0
3-28 242 Me H Me H 2-NH,-4-CF3 0
3-29 92 Me H Me H 4-N0,-2-CF, 0
3-30 Me H Me H 4-N0,-2—-CF, S
3-31 103 Me H Me H 4-N0,-3-CF, 0
3-32 Me H Me H 4-N0,-3—-CF, S
3-33 87 Me H Me H 2-N0,-4-CF, 0
3-34 Me H Me Me 2-N0,-4-CF, 0
3-35 Me H Me H 2-N0,-4-CF5 S
3-36 Me H Me H 2,4-(NO;) ,—6-CF; 0
3-37 Me H Me H 2,4-(NO;) ,~6-CF; S
3-38 Me H Me H 4-NO, 0
3-39 Me H Me H 4-NO, S
3-40 53 Me H Et H H 0
3-41 97 Me H Et H 3-Me-4-NO. 0
3-42 98 Me H Et H 3-Et0-4-NO, 0
3-43 99 Me H Et H 5-Et0-2-NO, 0
3-44 106 Me H Et H 2,6-Cl,-4-CF, 0
3-45 180 Me H Et H 2,6-Cl,-4-CF,4 S
3-46 119 Me H Et H 2-C1-6-F-4-CF; 0
3-47 186 Me H Et H 2-C1-6-F-4-CF, S
3-48 Me H Et H 2-C1-4-CF, 0
3-49 Me H Et H 2-C1-4-CF, S
3-50 84 Me H Et H 4-C1-2-CF, 0
3-51 101 Me H Et H 4-C1-3-CF, 0
3-52 124 Me H Et H 2, 6-F,—4—CF, 0
3-53 Me H Et Me 2,6-Cl,~-4-CF, 0
3-54 Me H Et Et 2,6-C1,-4-CF, 0
3-55 Me H Et MeOCH, 2,6-Cl,-4-CF, 0
3-56 Me H Et EtOCH, 2,6-Cl,-4-CF; 0
3-57 126 Me H Et H 2-C1-4-N0,-6-CF; 0
3-58 Me H Et H 2-C1-4-N0,-6-CF; S
3-59 85 Me H Et H 4-F-2-NO, 0
3-60 57 Me H Et H 3-CFs 0
3-61 95 Me H Et H 4-CN-2-CF, 0
3-62 Me H Et H 4-NH,-2-CF, 0
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3-63 100 Me H Et H 4-NH,-3-CF; 0
3-64 Me H Et H 2_NH2‘4“CF3 0
3-65 93 Me H Et H 4-NO,-2-CF, 0
3-66 104 Me H Et H 4-N0,-3-CF, 0
3-67 88 Me H Et H 2-NO,-4-CF; 0
3-68 125 Me H Et H 2, 4-(NO,) ,~6-CF; 0
3-69 54 Me H Et H 4-NO, 0
3-70 Me H Pr H 2—C1-4-CF, 0
3-71 Me H Pr H 4-C1-3-CF4 0
3-72 121 Me H Pr H 2-C1-6-F-4-CF; O
3-73 Me H Pr H 2-C1-6-F-4-CF; S
3-74 107 Me H Pr H 2,6-Cl,-4-CF, 0
3-75 181 Me H Pr H 2,6-Cl,—4-CF, S
3-76 128 Me H Pr H 2-C1-4-NO,—6-CF; O
3-77 Me H Pr H 2-C1-4-N0,-6-CFs S
3-78 91 Me H Pr H 4-N0O,—-2-CF3 0
3-79 Me H Pr H 4-NO,—2-CFs S
3-80 102 Me H Pr H 4-NO,—-3-CF; 0
3-81 Me H Pr H 4-NO,—-3-CFs S
3-82 89 Me H Pr H 2-NO,—4-CF; 0
3-83 Me H Pr H 2-NO,—4-CF; S
3-84 56 Me H i-Pr H 3—CF; 0
3-85 Me H i-Pr H 2-C1-4-CF, 0
3-86 Me H i-Pr H 4-C1-3-CF 4 0
3-87 120 Me H i-Pr H 2-C1-6-F-4-CF; O
3-88 Me H i-Pr H 2-C1-6-F-4-CF; S
3-89 108 Me H i-Pr H 2,6-Cl,-4-CF, 0
3-90 182 Me H i-Pr H 2,6-Cl,-4-CF; S
3-91 94 Me H i-Pr H 4-N0O,-2-CF; 0
3-92 Me H i-Pr H 4-N0,-2-CF5 S
3-93 90 Me H i-Pr H 2-N0O,~-4-CF3 0
3-94 Me H i-Pr H 2-NO,—4-CF; S
3-95 132 Me H i-Pr i-Pr 2-N0,-4-CF; 0
3-96 Me H Bu H 2-C1-6-F-4-CF; O
3-97 Me H Bu H 2-C1-6-F-4-CF, S
3-98 Me H Bu H 2, 6-C1,—4-CF, 0
3-99 183 Me H Bu H 2,6-Cl,-4-CF; S
3-100 Me H i-Bu H 2-C1-6-F-4-CF; O
3-101 Me H i-Bu H 2-C1-6-F-4-CF; S
3-102 Me H 1i-Bu H 2,6-Cl,-4-CF; 0
3-103 Me H s-Bu H 2-C1-6-F-4-CF; O
3-104 Me H s-Bu H 2-C1-6-F-4-CF; S
3-105 202 Me H s-Bu H 2, 6-C1,-4-CF, 0
3-106 58 Me H t-Bu H 3-CF, 0
3-107 109 Me H t-Bu H 2,6-Cl,—4-CF, 0
3-108 Me H t-Bu H 2-C1-6-F-4-CF; O
3-109 86 Me H t-Bu H 2-N0O,-4-CF; 0
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3-110 Me H Pent H 2,6-Cl,—4-CF, 0
3-111 Me H 3-Pent H 2-C1-6-F-4-CF; 0
3-112 203 Me H 3-Pent H 2,6-Cl,-4-CF, 0
3-113 59 Me H Hex H 3-CF3 0
3-114 110 Me H Hex H 2,6-Cl,-4-CF; 0
3-115 Me H Hex H 2-C1-6-F-4-CF, 0
3-116 Me H Hep H 2,6-Cl,—4-CF; 0
3-117 Me H Hep H 2-C1-6-F-4-CF; 0
3-118 111 Me H Oct H 2,6-Cl,-4-CF, 0
3-119 Me H Oct H 2-C1-6-F-4-CF, 0
3-120 Me H Dod H 2,6—Cl,-4-CF; 0
3-121 Me H Dod H 2-C1-6-F-4-CF, 0
3-122 201 Me H c¢Pr H 2,6-Cl,-4-CF; 0
3-123 Me H c¢Pr H 2,6-Cl,—4-CF; S
3-124 Me H ¢Pr H 2-C1-6-F-4-CF, 0
3-125 204 Me H c¢-Pent H 2,6-Cl,-4-CF; 0
3-126 Me H c¢-Pent H 2-C1-6-F-4-CF, 0
3-127 60 Me H c¢-Hex H 3-CF, 0
3-128 Me H c-Hex H 2,6-Cl,—-4-CF, 0
3-129 Me H «c¢-Hex H 2-C1-6-F-4-CF; 0
3-130 112,234 Me H H.C=CHCH. H 2,6-Cl,—-4-CF,4 0
3-131 Me H HzC:CHCHz H 2,6 Clz —4- CFs S
3-132 122 Me H H,C=CHCH. H 2-C1-6-F-4-CF, 0
3-133 Me H H,C=CHCH. H 2-C1-6-F-4-CF, S
3-134 61 Me H H,C=CHCH. H 3-CF, 0
3-135 Me H H.C=CHCH. H 3-CF; S
3-136 205 Me H HC=CCH. H 2,6-Cl,-4-CF; 0
3-137 Me H HC=CCH. H 2-C1-6-F-4-CF, 0
3-138 229 Me H  HCOCH, H 2,6—Cl,—4-CF, 0
3-139 Me H HCOCH. H 2-C1-6-F-4-CF; 0
3-140 211 Me H CFiCH; H 2,6-Cl.-4-CF, 0
3-141 Me H CFsCH; H 2-C1-6-F-4-CF3; 0
3-142 62 Me H 2-ClC,H, H 3-CF; 0
3-143 113 Me H 2-CiC.H, H 2,6-Cl,-4-CF, 0
3-144 Me H 2-CiC.H, H 2,6-Cl;—-4-CF; S
3-145 Me H 2-C1C.H, H 2-C1-6-F-4-CF; 0
3-146 114 Me H 2-BrC,H, H 2,6-Cl.,—4-CF, 0
3-147 Me H 2-BrC,Hy H 2,6-Cl,—4-CFs S
3-148 123 Me H 2-BrCHy H 2-C1-6-F-4-CF, 0
3-149 Me H 2-FC2H, H 2,6-Cl1,-4-CF, 0
3-150 Me H 2-FC.H, H 2-C1-6-F-4-CF, 0
3-151 210 Me H 2-HOCH, H 2,6-Cl1,-4-CF; 0
3—-152 Me H 2-HOC;H, H 2-C1-6-F-4-CF, 0
3-153 Me H MeO H 2,6-Cl1.,-4-CF; 0
3-154 Me H MeO H 2,6-Cl,-4-CF; S
3-1565 Me H MeO H 2-C1-6-F-4-CF, 0
3-156 Me H MeO H 2-C1-6-F-4-CF, S
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3-157 198 Me H EtO H 3—CF, 0
3-158 206 Me H EtO H 2,6-C1,-4-CF, 0
3-159 Me H Et0 H 2,6-Cl,-4-CF, S
3-160 Me H Et0 H 2-Cl1-6-F-4-CF, 0
3-161 Me H Et0 H 2-C1-6-F-4-CF, S
3-162 207 Me H t-Bud H 2, 6-C1,-4-CF, 0
3-163 Me H t-Bu0 H 2-C1-6-F-4-CF; 0
3-164 208 Me H H,C=CHCH,0 H 2,6-Cl,-4-CF, 0
3-165 Me H H,C=CHCH,0 H 2-Cl-6-F-4-CF; 0
3-166 209 Me H Ce¢HsCH,0 H 2,6-Cl,-4-CF, 0
3-168 Me H MeOCH, H 2, 6-C1,~4-CF, 0
3-169 178 Me H  MeOCH, H 2, 6-C1,~4-CF, S
3-170 Me H  MeOCH, H 2-C1-6-F-4-CF, 0
3-171 Me H MeOCH, H 2-C1-6-F-4-CF, S
3-172 177 Me H  MeOCH, H 4-CN-2—CF 5 S
3-173 Me H MeOCH, H 4-N0,-2-CF, 0
3-174 Me H MeOCH, H 2-N0O,—-4-CF, 0
3-175 Me H MeOCH,CH, H 2, 6-C1,-4-CF, 0
3-176 184 Me H MeOCH,CH, H 2, 6-C1,-4-CF, S
3-177 Me H MeOCH.CH, H 2-C1-6-F-4-CF, 0
3-178 Me H MeOCH,CH, H 2-C1-6-F-4—-CF, S
3-179 232 Me H  (MeO),CHCH, H 2, 6-Cl,-4—CF, 0
3-180 Me H  (Me0),CHCH, H 2-C1-6-F-4-CF, 0
3-181 199 Me H *1) H 3-CF, 0
3-182 200 Me H *1) H 4-C1- 2 CF, 0
3-183 212 Me H  *1) H 2, 6-C1,-4-CF; 0
3-184 185 Me H *1) H 2, 6-C1,-4-CF, S
3-185 217 Me H *1) H 2-C1-6-F-4-CF, 0
3-186 230 Me H *2) H 2,6-C1,-4-CF, 0
3-187 Me H *2) H 2-C1-6-F-4-CF, 0
3-188 231 Me H *3) H 2, 6-C1,-4-CF, 0
3-189 Me H *3) H 2-C1-6-F-4-CF, 0
3-190 213 Me H *4) H 2, 6-Cl,;-4-CF, 0
3-191 Me H *4) H 2-C1-6-F-4-CF, 0
3-192 214 Me H *5) H 2,6-Cl,-4-CF, 0
3-193 Me H *5) H 2-C1-6-F-4-CF; 0
3-194 215 Me H *6) H 2,6-C1,-4-CF, 0
3-195 Me H *6) H 2-C1-6-F-4-CF, 0
3-196 216 Me H *7) H 2, 6-C1,—4-CF, 0
3-197 Me H *7) H 2-C1-6-F-4-CF, 0
3-198 116 Me H Et0,CCH, H 2,6-Cl1,-4-CF, 0
3-199 Me H Et0,CCH, H 2-C1-6-F-4-CF, 0
3-200 63 Me H Et0,CCH, H 3-CF, 0
3-201 117 Me H Et0,C(CH,): H 2 ,6-Cl,-4-CF, O
3-202 Me H Et0,C(CH,), H 2-C1-6-F-4-CF, 0
3-203 264 Me H Et0,C(CH,), Me 2,6-Cl,-4-CF, 0
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3-251 245 Me Cl Me H 4-N0O,-2-CF; 0
3-252 244 Me Cl Me H 2-N0,-4-CF; 0
3-253 248 Me Cl Et H 2,6-Cl,—4-CF; 0
3-254 Me Cl Et H 2,6-Cl,-4-CF; S
3-2565 Me Cl Et H 2-C1-6-F-4-CF, 0
3-256 Me Cl Et H 2-C1-6-F-4-CF; S
3-257 Me Cl Pr H 2,6-Cl;-4-CF; 0
3-258 Me Cl Pr H 2-C1-6-F—4-CF; 0
3-259 249 Me Cl i-Pr H 2,6-Cl,-4-CF, 0
3-260 Me Cl i-Pr H 2-C1-6-F-4-CF, 0
3-261 243 Me Cl i-Pr H 2-NO,—4-CF; 0
3-262 Me Cl Bu H 2,6-Cl,-4-CF; 0
3-263 Me Cl Bu H 2-C1-6-F-4-CF; 0
3-264 Me Cl sBu H 2,6-Cl,-4-CF, 0
3-265 Me Cl sBu H 2-C1-6-F-4-CF; 0
3-266 246 Me Cl Hex H 2,6-Cl,—4—CF; 0
3-267 Me Cl Hex H 2-C1-6-F-4-CF; 0
3-268 Me Cl c¢cPr H 2,6-Cl,—4-CF, 0
3-269 Me Cl cPr H 2-C1-6-F-4-CF; 0
3-270 160 Me Cl ClC.H, H 2,6-Cl1.-4—CF; 0
3-271 Me Cl ClC.H, H 2-C1-6-F-4-CF; 0
3-272 Me Cl MeOCH; H 2,6-Cl,-4-CF; 0
3-273 Me Cl MeOCH:; H 2-C1-6-F-4-CF; 0
3-274 Me Cl MeOCH.CH. H 2,6-Cl,-4-CF; 0
3-275 Me Cl MeOCH.CH, H 2-C1-6-F-4-CF; 0
3-276 Me Br H H 2,6-Cl,~-4—CF, 0
3-277 Me Br H H 2,6-Cl.—4-CF, S
3-278 Me Br H H 2-C1-6-F-4-CF,; 0
3-279 Me Br H H 2-C1-6-F-4-CF, S
3-280 Me Br Me H 2,6-Cl,—4-CF; 0
3-281 Me Br Me H 2-C1-6-F-4-CF; 0
3-282 Me Br Et H 2,6-Cl,-4-CF; 0
3-283 Me Br Et H 2-C1-6-F-4-CF; 0
3-284 Me Br Pr H 2,6-Cl,—4—CF; 0
3-285 Me Br Pr H 2-C1-6-F-4-CF, 0
3-286 Me Me H H 2,6-Cl,-4-CF, 0
3-287 Me Me H H 2,6-Cl,—4-CF; S
3-288 Me Me H H 2-C1-6-F-4-CF, 0
3-289 Me Me H H 2-C1-6-F-4-CF, S
3-290 Me Me Me H 2,6-Cl.-4-CF, 0
3-291 Me Me Me H 2,6-Cl,-4-CF; S
3-292 Me Me Me H 2-C1-6-F-4-CF, 0
3-293 Me Me Me H 2-C1-6-F-4-CF; S
3-294 152 Me Me Me H 4-NO,-2-CF; 0
3-295 151 Me Me Me H 2-N0.-4-CF 0
3-296 Me Me Et H 2,6-Cl2.—4-CF; 0
3-297 Me Me Et H 2,6-C1,-4-CF; S
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3-298 Me Me Et H 9-C1-6-F-4-CF; 0
3-299 Me Me Et H 2-C1-6-F-4-CFs S
3-300 Me Me Et H 4-N0,-2-CF, 0
3-301 Me Me Et H 2-N0,-4-CF 5 0
3-302 Me Me Pr H 2,6-Cl,-4-CF; 0
3-303 Me Me Pr H 2,6-Cl,-4-CF; S
3-304 Me Me Pr H 9-C1-6-F-4-CF; 0
3-305 Me Me Pr H 2-C1-6-F-4-CF; S
3-306 Me Me i-Pr H 2, 6—C1,—-4-CF; 0
3-307 Me Me i-Pr H 2,6-C1,-4-CF, S
3-308 Me Me i-Pr H 2-C1-6-F-4-CFs 0
3-309 Me Me i-Pr H 2-C1-6-F-4-CFs S
3-310 Me Et H H 2,6-Cl,-4-CF, 0
3-311 Me Et H H 2-C1-6-F-4-CFs 0
3-312 Me Et Me H 2, 6-C1,-4-CF, 0
3-313 Me Et Me H 2,6-Cl,-4-CF, S
3-314 Me Et Me H 2-C1-6-F-4-CFs 0
3-315 Me Et Me H 2-C1-6-F-4-CF; S
3-316 157 Me Et Me H 4-NO,—-2—CF, 0
3-317 156 Me Et Me H 2-NO,-4-CF, 0
3-318 169 Me Et Et H 2,6-Cl,—4-CF, 0
3-319 227 Me H -CH,CH,CH.CH,— 2,6-Cl,4-CFs 0
3-320 Me H -CH,CH,CH,CH,- 2-C1-6-F-4-CF, 0
3-321 228 Me H -CH,C(CH,)OC(CH.)CH,— 2, 6-Cl,—4-CFs 0
3-322 Me H -CH,C(CH,)OC(CH,)CH,— 2-C1-6-F-4-CF; O
3-323 Et H H H 2,6-C1,-4-CF, 0
3-324 Et H H H 2-C1-6-F-4-CF; O
3-325 Et H Me H 2,6-Cl;,—4-CF; 0
3-323 Et H Me H 2-C1-6-F-4-CF; 0
3-327 162 Et H Me H 4-N0,—2-CF; 0
3-328 Et H Me H 2-C1-6-F-4-CFs 0
3-329 161 Et H Me H 2-N0,-4—CFs 0
3-330 163 Et H Et H 2,6-C1,-4-CF; 0
3-331 Et H Et H 2,6-C1,-4—CF,4 S
3-332 Et H Et H 9-C1-6-F-4-CFs O
3-333 Et H Et H 9-C1-6-F-4-CFs S
3-334 Et H Pr H 2,6-C1,-4-CF; 0
3-335 Et H Pr H 2-C1-6-F-4-CF; 0
3-336 Pr H H H 2,6-C1,-4-CF,4 0
3-337 Pr H H H 2-C1-6-F-4-CF; 0
3-338 Pr H Me H 2,6-C1,-4-CF; 0
3-339 Pr H Me H 2-C1-6-F-4-CF; 0
3-340 Pr H Et H 2,6-C1,—4-CF; 0
3-341 i-Pr H H H 2,6-Cl,-4-CF, 0
3-342 i-Pr H H H 2-C1-6-F-4-CFs 0
3-343 i-Pr H Me H 2,6-Cl,-4-CF; 0
3-344 i-Pr H Me H 9-C1-6-F-4-CF; O
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3-345 167 i-Pr H Et H 2,6-Cl,-4-CF; 0
3-346 i-Pr H Et H 2-C1-6-F-4-CF; 0
3-347 s—Bu H Et H 2,6-Cl,-4-CF, 0
3-348 s—Bu H Et H 2-C1-6-F-4-CF; O
3-349 168 t-Bu H Et H 2,6-Cl,-4-CF, 0
3-350 t-Bu H Et H 2-C1-6-F-4-CF; 0
3-351 Hex H Et H 2,6-Cl,-4-CF; 0
3-352 Hex H Et H 2-C1-6-F-4-CF, 0O
3-353 166 c-Pr H Et H 2,6-Cl,-4-CF; 0
3-354 c—Pr H Et H 2-C1-6-F-4-CF; 0
3-355 c—Hex H Et H 2,6-Cl,-4-CF; 0
3-356 c-Hex H Et H 2-Cl-6-F-4-CF, 0
3-357 MeOCH, H H H 2, 6-Cl,-4-CF, 0
3-358 MeOCH H H H 2-Cl1-6-F-4-CF; O
3-359 MeOCH, H Me H 2,6-Cl,-4-CF; 0
3-360 MeOCH H Me H 2-Cl1-6-F-4-CF; O
3-361 170 MeOCH, H Et H 2,6-Cl,-4-CF; 0
3-362 MeOCH, H Et H 2-C1-6-F-4-CF, 0O
3-363 CF, H H H 2,6-Cl;—4-CF; 0
3-364 CF, H H H 2-C1-6-F-4-CF; O
3-365 CFs H Me H 2,6-Cl,-4-CF; 0
3-366 CF, H Me H 2-C1-6-F-4-CF; O
3-367 172 CF, H Me H 2-N0,-4-CF, 0
3-368 CFs H Et H 2,6-Cl.-4-CF; 0
3-369 CFs H Et H 2-C1-6-F-4-CF; 0
3-370 241 CF3 H i-Pr i-Pr 2-N0,-4-CF; O
3-371 250 CCl, H Pr H 2,6-Cl,-4-CF; 0
3-372 249 CCl, H 1i-Pr H 2,6-Cl1,-4-CF; 0
3-373 171 Et0,CH, H Et H 2, 6-C1,-4-CF; 0
3-374 Et0.,CH, H Et H 2-C1-6-F-4-CF, 0
3-375 175 MeO0,C H Et H 2,6-Cl,-4-CF; 0
3-376 Me0,C H Et H 2-C1-6-F-4-CF; O
3_377 3_C1_C6H4 H Et H 2,6 Clz 4 CFg 0
3-378 3-C1-C¢Hy H  Et H 2-C1-6-F-4-CF, 0
3-379 176 4-C1-C¢Hy H Et H 2,6-Cl,—4-CF; 0
3-380 4-C1-C¢H, H Et H 2-C1-6-F-4-CF; 0O
3_381 4_Br_C6H4 H Et H 2,6 C].z 4: CF3 O
3-382 4-Br-C¢Hy H  Et H 2-C1-6-F-4-CF; O
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4-1 Me H H H 3,5-Cl, 0
4-2 225 Me H H H 3-C1-5-CF; 0
4-3 Me H H H 3-C1-5-CF; S
4-4 Me H H H 5—CF 5 0
4-5 Me H Me H 3,5-Cl, 0
4-6 133 Me H Me H 3-C1-5-CFs 0
4-7 187 Me H Me H 3-C1-5-CF; S
4-8 Me H Me H 5-CF,4 0
4-9 Me H Me H 3,5-(NO,): O
4-10 237 Me H Me Me 3-C1-5-CFs 0
4-11 265 Me H Me MeOCH, 3-C1-5-CFs 0
4-12 Me H Me MeOCH, 3-C1-5-CF; O
4-13 131 Me H Et H 4-Me-6-NO, O
4-14 130 Me H Et H 3-NO,—6-MeO O
4-15 129 Me H Et H 3,5-Cl, 0
4-16 134 Me H Et H 3-C1-5-CFs 0
4-17 188 Me H Et H 3-C1-5-CFs S
4-18 Me H Et H 5-CF, 0
4-19 Me H Et H 3,56-(N0,). O
4-20 Me H Et Me 3-C1-5-CFs 0
4-21 235 Me H Et Et 3-C1-5-CF; 0
4-22 Me H Et MeOCH, 3-C1-5-CF; 0
4-23 135 Me H Pr H 3-C1-5-CF; 0
4-24 189 Me H Pr H 3-C1-5-CF; S
4-25 132 Me H i-Pr H 3-C1-5-CF, 0
4-26 190 Me H i-Pr H 3-C1-5-CF; S
4-217 236 Me H i-Pr i-Pr 3-C1-5-CF; 0
4-28 233 Me H Bu H 3-C1-5-CF, 0
4-29 191 Me H Bu H 3-C1-5-CFs S
4-30 218 Me H s-Bu H 3-C1-5-CF; 0
4-31 220 Me H i-Bu H 3-C1-5-CF, 0
4-32 136 Me H t-Bu H 3-C1-5-CF; 0
4-33 137 Me H Pent H 3-C1-5-CF; 0
4-34 Me H 2-Pent H 3-C1-5-CF; O
4-35 138 Me H Hex H 3-C1-5-CF; O
4-36 139 Me H Hep H 3-C1-5-CF; 0
4-37 140 Me H Oct H 3-C1-5-CF; 0
4-38 141 Me H- Dod H 3-C1-5-CF, 0
4-39 219 Me H c-Pr H 3-C1-5-CF; 0
4-40 142 Me H c-Hex H 3-C1-5-CF; O
4-41 197 Me H H,C=CH H 3-C1-5-CFs S
4-42 143 Me H H,C=CHCH. H 3-C1-5-CF; 0
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4-43 192 Me H  H,C=CHCH, H 3-C1-5-CF; S
4-44 Me H HC=CCH, H 3-C1-5-CF; 0
4-45 Me H  CFsCH, H 3-C1-5-CF; 0
4-46 144 Me H  2-CIC,H, H 3-C1-5-CF; 0
4-47 Me H  2-BrC,H, H 3-C1-5-CF; 0
4-48 Me H  2-FC,H, H 3-C1-5-CF; 0
4-49 Me H  2-HOC,H, H 3-C1-5-CF; 0
4-50 221 Me H  MeO H 3-C1-5-CF; 0
4-51 222 Me H  EtO H 3-C1-5-CF, 0
4-52 Me H  H,C=CHCH,0 H 3-C1-5-CF; 0
4-53 Me H  CeHsCH,0 H 3-C1-5-CF; 0
4-54 193 Me H  MeOCH, H 3-C1-5-CF; S
4-55 194 Me H  MeOCH,CH, H 3-C1-5-CF; S
4-56 195 Me H (CHs).CHC(CO,Me)H H 3-Cl1-5-CF, S
4-57 145 Me H  CeHs H 3-C1-5-CF; 0
4-58 146 Me H  3-Cl-CeH, H 3-C1-5-CF, 0
4~59 Me H  4-C1-C¢H, H 3-C1-5-CF; 0
4-60 Me H  2,4-Cl,~C¢H, H 3-C1-5-CF, 0
4-61 147 Me H  3,4-Cl,—CcHs H 3-C1-5-CF, 0
4-62 148 Me H  3-CF;-C¢H., H 3-C1-5-CF; 0
4-63 149 Me H  4-CF;-CeH, H 3-C1-5-CF; 0
4-64 150 Me H  3-N0,-C¢H, H 3-C1-5-CF; 0
4-65 196 Me H  4-C1-C¢H.CH, H 3-C1-5-CF; S
4-66 252 Me Cl Me H 3-C1-5-CF; 0
4-67 251 Me Cl Et H 3-C1-5-CF; 0
4-68 253 Me Cl Pr H 3-C1-5-CF, 0
4-69 254 Me Cl i-Pr H 3-C1-5-CF; 0
4-70 255 Me Cl Pent H 3-C1-5-CF; 0
4-71 256 Me Cl Hex H 3-C1-5-CF; 0
4-72 257 Me Cl Hep H 3-C1-5-CF; 0
4-73 258 Me Cl Oct H 3-C1-5-CF; 0
4-74 259 Me Cl Dod H 3-C1-5-CF; 0
4-75 260 Me Cl c-Hex H 3-C1-5-CF; 0
4-76 Me Cl HC=CCH, H 3-C1-5-CF; 0
4-77 261 Me Cl CIC,H. H 3-C1-5-CF; 0
4-78 263 Me Br Et H 3-C1-5-CF; 0
4-79 Me Me H H 3-C1-5-CF; 0
4-80 154 Me Me Me H 3-C1-5-CF, 0
4-81 155 Me Me Et H 3-C1-5-CF; 0
4-82 153 Me Me i-Pr H 3-C1-5-CF; 0
4-83 Me Et H H 3-C1-5-CF; 0
4-84 158 Me Et Me H 3-C1-5-CF, 0
4-85 159 Me Et Et H 3-C1-5-CF, 0
4-86 Et H H H 3-C1-5-CF; 0
4-87 164 Et H Me H 3-C1-5-CFs 0
4-88 165 Et H Et H 3-C1-5-CF; 0
4-89 262 Et Cl Me H 3-C1-5-CF; 0
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K— 5 HARKHTHT HHEERERLEIC X 5REHRAR

& B & # KE
ftahds  WRE YAFEL  yAYyY LEME oM BRI M A%
kg/ha
3-3 1 5 5 5 5 5 5 1.5
0.5 5 5 5 b 5 5 1.5
3-14 1 5 5 5 5 5 5 2.5
0.5 5 5 5 b 5 5 2.3
3-15 1 5 5 5 5 5 5 1.5
0.5 5 5 5 5 5 5 1.3
3-44 1 5 5 5 5 5 5 3.5
0.5 5 5 5 5 5 5 2.5
3-45 1 5 5 5 5 5 5 1.7
0.5 b 5 5 5 4 5 1.5
3-74 1 5 5 5 5 5 5 1.8
0.5 5 5 5 5 5 5 1.8
3-89 1 5 5 5 5 5 5 1.5
0.5 b 5 5 5 5 5 1.3
3-130 1 5 5 5 5 5 5 1.8
0.5 5 5 5 b 5 5 1.5
3-143 1 5 5 5 5 5 5 1.6
0.5 5 5 5 5 4 5 1.3
3-146 1 5 5 5 5 5 5 1
0.5 5 b 5 5 5 5 1
3-158 1 5 b 5 5 5 5 2
0.5 5 5 b 5 5 5 1.5
3-169 1 5 5 5 5 4.2 5 1
0.5 b 5 5 5 4 5 1
3-183 1 b 5 5 5 5 5 2
0.5 5 5 5 5 5 5 2
3-249 1 5 5 5 5 5 5 1.5
0.5 5 5 5 5 5 b 1.2
3-263 1 5 b 5 b 5 5 1.6
0.5 5 5 5 5 5 5 1.4
3-330 1 5 5 5 5 5 5 1.5
0.5 5 5 5 5 5 5 1.2
4-6 1 5 5 5 5 5 5 1.4
0.5 4.8 5 5 5 4.6 5 1.2
4-16 1 5 5 5 5 5 5 2.5
0.5 5 5 b 5 4.8 5 2
4-17 1 5 5 5 5 4.8 b 1.8
0.5 5 b 4.8 5 4.5 5 1.5
4-23 1 5 5 5 5 5 5 1.3
0.5 5 5 4.8 5 4.9 5 1.1
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F-6 MEMICRIT DMEREN LRAEIC X LREDRAR

& H b 13 HKE
te&® WHE oy Xt 7TA4AEx AN byEpnay

#%S kg/ha
3-3 1 5 3.5 5 4.5 1.5
3-14 1 5 4.9 5 5 -
3-44 1 5 5 5 5 3
3-45 1 5 5 5 5 2
3-74 1 5 4.9 5 5 1
3-183 1 5 3 5 4 1
3-249 1 5 4.5 5 5 1.2
3-253 1 5 4 5 5 1.5
3-330 1 5 3.5 5 5 1.5
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