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-0000000000 (GOomL) OOOC0OO0OO00 180000000000000000
DIMOOOO0OO0OOO0OO0OO0OO0OO0OO0OO0OOOOOOOOOOOOOOO0O0OO0OO0O0O00O0On
0000000000000 0000000000000 (Qo%J30%w 00000000
0D0)D0O00O0O00O0O00 (7.70g000 37%) 000000000000
MS m/z 233 (MH™)O
0D000O005-(3-00000000)00000000
Doooao

o]

0
H,C o eh,

0000000000000 (RE,4E)-5-B-00000000)000-2,4-000000
0000000000 000000000000 77%0

T4 NMR (CDClg) & O 1.25(3H, t, J=7.2Hz), 1.60-1.72(4H, m), 2.32(2H, t, J=7.0Hz)
, 2.61(2H, t, J=7.0Hz), 3.80(3H, s), 4.12(2H, q, J=7.2Hz), 6.72-6.78(3H, m), 7.1
6-7.22(1H, m)O

000DO0005-(3-00000000)I0000

uboood
0

o
He OH

05-(3-00000000)I0000000 (6.01 g025.4mmol) 000000 (50 mL
)O0ODOODDOODODOODOO ((0ml) 000002MO00000000000 (25 L)
0000000 300000000000000001MO0000000000000
0000000000000 0000O00000000000000000000000
00000000 (5.2869000 99%) 0O0O0OO00DOOODOOOO

TH NMR (CDClg) & O 1.66-1.70(4H, m), 2.36-2.41(2H, m), 2.59-2.64(2H, m), 3.80(3
H, s), 6.72-6.78(3H, m), 7.17-7.22(1H, m)O

Do0oo0Q
0Do000002-0000-6,7,8,9-000000-5H-000[7]00000-5-00

gboooao

o]

H;C
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00000 ()(0 g 000000000 (70m) OOOCODO 1000 0O 100000
000000005-(3-00000000)00000 (5.28 gd25.4mmol) D00 00O
10000000000000000000000000000000000000000
D000000000000000000000000000000000000000
00O00O0(@OO0O03% 0000000000) 0000000000 (4.02 gd 83%
yOODOOODOOOOOOOO

MS m/z 191 (MH™)O

00000020 000000)-6,7,8,9-000000-5H-000([7]00000-5-0
O

Doooo

L.

00000000000 02-0000-6,7,8,9-000000-5H-000([7]00000 -5
-0000000000000000000000000 91% (00000000000
0000)d

MS m/z 267 (MH*)O

000000 Ee-00000-6,7,8,9-000000-5H-000([7]00000 -5-00 )0
0ooo

ooooao
Ho

0]
“\_—CH;

ooboooooooDooobOoooooooD2-(oooooo)-6,7,8,9-000000 -
SH-O OO [7]J0C0000-5-0000000000000000000O0O0OO00O89%0

MS m/z 249 (MHDO

gooooo

ooobooo4-(OOO0OOO0)-7-OO0O0O0OD-2n-00D00O-2-00
goooad
HO o} o

-

Cl

000004-00000000000 (14.0 gO085.0mmol) 0000 (30 m) OOO0O
00000000 (8.81g080.0 mmol) DO ODDODCODOOODOOOD 20000000
0000000000000 O000000O00D0O000O00D0O00O0O00OO (4.1 go08
4% 0000

MS m/z 211 (MH*)O

0000O00(G-00000-1-000000-3-00)00000
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goooao
HO o

O—ch,

000004-(000000)-7-00000-2H-0000-2-00 (10.9 gO 51.8 mmol) O
1MOI0OO0O00D0OO0O0DO0O0 (Gooml) OO0O00O0 20000000000000000
000000000000 0000000000000000000000000000
0000000000000 00000(-00000-1-000000-3-00)00 (8.
27 g083%) 0O0OOOOOOOOO

0000000 (9.859g051.3mmol) 00 ODO0ODO @S ML) 000000000 (5 m)
D000 4000000000000000000000C000C00000000000
0000000000000 0000O000O000O000O00000000000000
0000000000000000000000000000 (@o%O50% 000000
0D000) 0000000000000 0DO0OO0OODOODODOOONOOONOOONOOOOn
(7.38 g0 00 70%) 00000000000 0O00O00

MS m/z 207 (MH*)O
000000(-00000-2,3-0000-1-000000-3-00)00000

ooooao
Ho o

O—cp,

0(-00000-1-0
(100 mL) OO O 10%
0O0)d 000 18 O
0000000000
0000000000
Dooo0oooooon
MS m/z 209 (MH*)O
Dooooao
000O0002%,4"-000000000-3-00000000

gboooad

R /@\WO\\/CH3
» 1
H;C CH;

0(,4-00000000)0000 (3.0g, 20.0mmol)I03-00 00000000 (4.3
g, 18.8 mmol)D 0 OO DOO0O (9.8 g, 30.0mmol) DO DOOODO (0m) 000000
OD(@om) 0000000000000 0DODODODOODODODON(@OOOOOOODOn

0)IODOODO()(0.30g00.26 mmol) 0000000000000 OO0OOO700 O
18 0 0000000000000 00O0O0O0O0O0O0O0D0O0O0OO0O0OO0O0O0OO00DOn

000000000000000000000000 (OO0000:0000=1:10) 00
0000000 ((5.0g000 1000) 00O00O0O00O0O0O0O0O00

TH NMR (CDClg) & O 1.39(3H, t, J=7.0Hz), 2.23(3H, s), 2.37(3H, s), 4.38(2H, q,

000-3-00)00000 (1.4 9g055.3mmol) 000000
000000 G@GWM 000029) 0000000000 (O
000000000000 0000000000000000
0 (0%050% 00 00000000)0000000000
0000000000000 (.74g000 76%) 00000

O Ooogoo
O Ooooo
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J=7.0Hz), 7.02-7.54(5H, m), 8.00-8.05(2H,m)O
000000 .4"-000000000-3-00)J0000

goooao
/©\/OH
| S
=
H,C CH,

02", 4"-000000000-3-00000000(.0g, 19.7mmol) 0000000
0000000 (0ml) O0O0O0O0O0DO0O0DO0OO0OO0O0OO0O0O0O0O0O0 (0.91 g, 24.0mmol)
0000000 30000000000000000000000000 0000 (8.
0g,24.8mmol) JOODDOODOD 100000000000000000000000
0000000000000 0000000000000000 96%0

TH NMR (CDClg) & O 2.24(3H, s), 2.36(3H, s), 4.73(2H, d, J=6.0Hz), 7.00-7.45(7H

, mO
goooooo2+,4,68 -00 00000 O0ODODO=-83-00000¢00
ooooao
CH,
S H
H.C N oH ©

3

000000000 00003-00000000000000(,4,6-00000000
0)YDODOODOODO0OOO0OOO0OO0O0OO00O00O00O000000 76%0

MS m/z 225 (MH*)O

oooooQ

ocoooooEet,47, -OO0OCODODDDOOO-8-00H)oOODO
ugbooaod

CH, /@\/
OH
‘ T
o

H,C CH

3 3

2,4, -0000000000-3-0000000(2.36g, 10.5mmol) 0000 O
(0nL) 00000000 O0DO0O0DO0O0DOO0DO0O0OO0OO (0.40 g, 10.6 mmol) OO O
000003 000000000000000000000000000000000
000000000000 000000000000000000000000000
000000000000 000000 (O0D000:0000=1:501:2) 00000
000 (.66g000 7000000000000
H NMR (CDCl3) & O 2.00(6H, s), 2.33(3H, s), 4.73(2H, d, J=6.2Hz), 6.94(2H, s),
7.00-7.42(4H, m)O
Dooo0o0oO0(Ee,6-0000-6-000000000-3-00)00000
ooooo

T

o}
CH;,
O OH
CH,

O Ooo0oooao

[
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0000000000000 D00O0000D01-000-2,6-00000000000 (2-0
0O0D0-5-00000000)0000000000000000000000000076
00

H NMR (CDCl3) & O 2.01(6H, s), 3.74(3H, s), 4.65(2H, d, J=5.2Hz), 6.97(1H, d,
J=8.4Hz), 7.03(1H, d, J=2.2Hz), 7.06-7.24(3H, m), 7.35(1H, dd, J=8.4, 2.6Hz)O
0D0D0O0003-(1-000000-5-00)00000000

oo00oQgao

S H
7
s = ©

00000000000 0D05-000-1-00000000000(@G-00000000)
000000000000 0O00O0O000O0000000 70%0

MS m/z 239 (MH*)O

000000

000000 [8-(1-000000-5-00)I000]00000

Doooao

OH

\
/

N

03-(1-000000-5-00)I0000000 (3.99, 16.4mmol) DO O OODO (80 m
L) 000O00O0O00O0O00D0 (m) 0000000000000000000000
0000 (.62 g, 16.4mmol) 000000000 3000000000000000
000000000000 0000000000000000000000000000
0000000000000 0000000000000000000000000000
000 (3.9¢g000 99%) 0O0ODOOOOOOOOOO

TH NMR (CDCl3) & O 1.73(1H, t, J=6.0Hz), 4.79(2H, d, J=6.0Hz), 7.35-7.63(6H, m)
, 7.68(1H, s), 7.94(1H, d, J=8.1 Hz), 8.04(1H, d, J=1.8Hz)O
0000003-(1-000000-3-00)00000000

Doooao

O
H
S

0@E-00000000)I0O00 (1.7 9, 11.3mmoDN03-000-1-0000000 0 (2.
0g, 9.39 mol)J0O00O00O (4.6 g, 14.1mmol) OO OO OO (lOml) OO O OO
OO0 (GOml) 00O0C0CODC0ODOO0DCOOCOOCOODOODOOOODOOO@OOOOoooD
00)IO0O00O0(0)(0.20gd0.17 mmol) D00 O0O0O0D00O0O0O00O00O00O00700O
0 18 0000000000000 000000000000000000000000
0000000000000 O000000000000 (OO0OO00:0000=1:100 1:
5\ 000000000 (2.1¢000 940) 00000000000000

MS m/z 239(MH™)O

000000 [3-(A-000000-3-00)0000]00000
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ogoooad

(o
L)
S

3-(1-000000-3-00)00000000 (2.1g, 8.8l mmol) DODO O OO ODODO
0000 (0n) 00000000000 00O000O00 (0.37 g, 9.75 mmol) OO
000020000000000000000000000000 0000 (3.04,
274mmol) 00DODCODOD 100000000000000000000000000
0000000000000 O00O0O00O0O00O0O00O0O0O0O0ONOoON(@OOoOn:0on
0=1:501:3) 000000000 (.0g00090) 000000000000

H NMR (CDClZ) & O 1.72(dH, t, J=5.8Hz), 4.80(2H, d, J=5.8Hz), 7.35-7.64(7H, m)
, 7.88-7.98(2H, m)O

Do0oo0Q

D000003-(2-000-1-0000)00000000

Doooao

CH,
I H
O O

Oo0ooood

[

000O00O00O000001-000-2-00000000000(@-00000000)0
0000000000000 000000000000  65%0

MSm/z 247 (MH™)O

000O00O0[8-(k-000-1-0000)0000]100000

ooooo

3-(2-000-1-0000)I0000000 (2.39 g09.70 mmol) 01,2-00000 O
0O @(om) 000O00O0O0O00OO0D 0nl) 000000000000 ODOODOO
000000 (0.189 gd5.00 mmol) OOOCOODOCOOD 300000000000
000000000000 000000000000000000000000000
000000000000 000000000000000000000 0 5% 30%0
000000000000 0000000 (1.96g000 8% 0O0O00O0D0DO0O0OO
0000

T4 NMR (CDClg) & O 1.66(1H, t, J=5.9Hz), 2.03(6H, s), 4.74(2H, d, J=5.9Hz), 7.0
7-7.19(5H, m), 7.35(1H, d, J=7.5Hz), 7.43(1H, t, J=7.5Hz)O
DO00DO0004-00000-2",6"-0000-3-000000000000

OoOoooood
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ogoooad

000D0000O000004-000-3,5-000000000000 (3-0000000
0)DODOODO0OO0DO0OO0OO0DO0OO0OO0OO0O0O00O00O00O00O00 83%0

MSm/z 227 (MH*)O

ooooooQ

000O0002-(4-000-3-00000000)000000-2H-000

ooooo

O\ ]
o] 0’ : j(:H3

04-000-3-00000000 (4.72 g025.2mol)03,4-0 000 -2H-00 0 (3.18 g
037.8mmol) 00O p-000000000000000 (0.628 gd 2.50mmol) 00O O
00000 (om) 000O00O0D0 240000000000000000000000
000000000000 000000000000000 (7.11g000003,4-00
00-24-000000) 0000000000000

TH NMR (CDClg) & O 1.58-2.06(6H, m), 2.35(3H, s), 3.56-3.63(1H, m), 3.83-3.91(1
H, m), 5.37(1H, t, J=3.1Hz), 6.77(1H, dd, J=8.8, 3.0Hz), 6.95(1H, d, J=3.0Hz), 7
.39(1H, d, J=8.8Hz)O
000O0002-000-4"-(000000-2H-000-2-00000)00000-3-00

goooao
ooooano

O H
o] 0 CH,

000000000000 2-(4-000-3-00000000)000000-2H-0000
00@G-00000000)00000000000000000000000000  82%
(2 00)O

14 NMR (CDClg) & O 1.53-1.77(3H, m), 1.86-1.91(2H, m), 1.98-2.09(1H, m), 2.25(3
H, s), 3.61-3.68(1H, m), 3.91-3.99(1H, m), 5.48(1H, t, J=3.2Hz), 6.95-7.00(2H, m
), 7.15(1H, d, J=8.3Hz), 7.53-7.60(2H, m), 7.82-7.86(2H, m), 10.06(1H, s)O
000O00O0[2-000-4"-(Q00000-2H-000-2-00000)00000 -3-00
00000

ooooo

O\ ‘OH
o o CH,

0000000000002-000-4"-(000000-2H-000-2-00000)000
00-3-0000000000000000000000000000  89%0

TH NMR (CDClg) & 1.59-1.76(4H, m), 1.85-1.90(2H, m), 1.97-2.11(1H, m), 2.25(3H,

s), 3.60-3.67(1H, m), 3.91-3.99(1H, m), 4.73(2H, d, J=5.8Hz), 5.46(1H, t, J=3_1H
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z), 6.92-6.97(2H, m), 7.14(1H, d, J=8.1Hz), 7.22-7.41(4H, m)O

Do0o0o0Q
D00D0O00[6-(3-00000000)-2,3-0000-1-000000-3-00]00000
O

Doooo

C|\/\/O o

O—ch,

og(-0oooood-2,3-0000-1-00000D0-3-00)oc0000 (2.71 g 13.0 mmol
yooo 1-000-3-00000040d (2.46 g 15.6 mmol)d N,N-OODOODOODODO
O (5nm) DO0DODODOODOODO (@98 g014.3mmol) OODODOODODOODODAO
OO0 24 0000000000000 obo0ooboobooboobooooood
gooooooooodogoobooobooboobooboobooooooood
0D0DO00O0O00O0oDoDOoDOoODO GYo30% OO0ODO0DOOoo0oooo)H)OoooooDooaoao
(2.95 9000 8 0DOODOODOODOOODO

MS m/z 285 (MH")O
0000004{[(2-0000000)@-0000-1,3-00000-2-00)000700
oy ooooaoao

D gooao

04-0000-N-(2-0000000)-1,3-00000-2-000 (4.63 g0 16.5 mmol) O
NAN-OODOOODOO0ODO (50ml) 00000000000 (60% 000 990mgl 24.8 m
mol) OO0 300000000040 00000)I0O00000 (4.54 gd 19.8 mm
o) 00000000000 02000000000000000000000000
0000000000000 0000000000000O000ON0ONONooNooonoon
00000000000 (3.39g000 48%) 0OOOOOOOOOODO

TH NMR (CDCl3) & O 3.00(2H, t, J=7.8Hz), 3.69(2H, t, J=7.8Hz), 3.90(3H, s), 4.7
1(2H, s), 6.76(1H, s), 7.18-7.41(10H, m), 7.86-7.88(2H, m), 7.98-8.00(2H, m)O
000000 @{[(2-0000000)@-0000-1,3-00000-2-00)J00]00
0D} O0O0O0)DOoOoO

Ooogooao
O
N’AN
//\\[::i]\\//OH

ocooooDoOoOoOooooo4{[e-0ooooooH)y@-0ooo-1,3-00000-2-0
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O)OODCO]O0O0OODMOOOODOOODODOOO0OOO0OO00O00O0000000000 81%0
TH NMR (CDCIg) & O 2.99(2H, t, J=8.1Hz), 3.68(2H, t, J=8.1Hz),4.65-4.69(4H, m),
6.74(1H, s), 7.19-7.41(12H, m), 7.87-7.90(2H, m)O

DoooooQ

ocooooOo4-[(2-0000-1H-OO0OD0DD1-00H)OOO0JOOODODODOO
gbooao

-

02-00 0000000 @.2g021.7mmol) DODODOOOODOO (0% 00O O0.96
gd24mmol) 00O DODOODOOODCOD (OmM) OO0 NN-ODODODOODOODOOO (10 mL)
Oo0o0opDOoz2000b0000000D04-(@ODODODODYDODODODODODO (5.0 gO21.8
mmol) 0D ODOODO 18 00 000D00O0O0OO0ODOODODODODODODOOODODODODOO
oo oboob0 oo b oo b oo bbb oobooood
N G A = I A R i
100 1:501:2) OO0 0ODO0DODODOD0O (.-8g000 38 OODDODODODODODOO
MS m/z 242 (MH)O
O0D0000{4-[(2-0000-1H-00000-1-00)000]J0000¥ 0000
goooaod

G

04-[(2-0000-1H-00000-1-00)000]10000000 (2.8 gd 8.20 mmol) O
0000000000 (ooml) 0000000 O00O00O000 1.5 mol/L OO0

0000000000000 000(@3.5m02.3mmol) 0000000000

00 400000000000000000000000O00000000000

0000000000000 000000000000000000000000
00000000000 0000 (O00O00:0000=1:401:2) 000000
0 (2.25 g000 88%) 0O0O0O0O0O0O0O0O0O0OO

MS m/z 314 (MH*)O

000000 {4-[(2-000-1H-00000-1-00)000]00003 0000
Doooo

T

O0Ooo0oooao
O 0Ooo0ooao
O 0O oo

CH;

HO

00000000000 00000000002-000000000004-(00000
0)DO0O0O0O0000000000000000 (00 14%) 000000
MS m/z 252 (MH*)O
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gboooaod

ocoooDoDbD4-(O0O0Ooooo)-27,6"-0000-8-00000CODODDODOOO
ooooDao

04-00000-2",6"-0000-3-000000000000 (2-26 g0 10.0 mmol) O
ooooDoDoO0OO0OO00 (B-.42g020.0mmol) O N,N-OOOOOODDOOO (10 mL) O
ooooODDOO0O@.76 gd20.0mmol) ODOOOY0O0 O 2000000000000
ooooooooobooooooooooobooboooobobooooboboooobooo
coooooOOoO0OO0oOoOoooooooObOOobOO0oOooOooooooODODD(@OoOoOoOiIm O
ooooDDOOO0OO0)O0O0O0ooOoOOoOODOO (909000 9290000000000
od

MS m/z 317 (MH™)O
000000 [@-(O0O00000)-2",6"-000000000-3-00]00000

ooooao
CH,
O oH

0000000000004 O000000)-2",6"-0000-3-000000000
0000000000 0000000000000095%0

T4 NMR (CDCl3) & O 1.65(1H, t, J=5.9Hz), 2.01(6H, s), 4.73(2H, d, J=5.9Hz), 5.0
7(2H, s), 6.75(2H, s), 7.07(1H, d, J=7.3Hz), 7.13(1H,s), 7.30-7.48(7H, m)O
DO00O0004-(2-00000000)-2%,6"-0000-3-000000000000
ooooo

%C\V/O\V/”\O

04-00000-2",6"-0000-3-000000000000(8.52 gd37.7 mmol) O
00 2-000000 000 0000 (6.159g056.6 mmol) O NN-OODOOODOOO
DO0@OnN) 000000000 (6.25g045.2mmol) DO0O0O0D0O0O0DO0O00 (1.25g
0D7.54mmol) DOODO8 0 018 0000000000000 000000O00000
0000000000000 000000000000000000000000000
0000000000000 000000CG%25% 0000000000) 000000
00000 (10.0g000 89O O ODCOOODCOOODCOODO

MS m/z 299 (MH*)O

Do0o0o00
0000O00[4-(2-00000000)-2",6"-000000000-3-00]1000000
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ogoooad

CH,
OH
H.C 0 |Ilii
N \/\O CH,

04" -C-00 00
0 mmol) 0O 1,2-0O

a 0)-27,6"-0000-3-0000C0000O00O00O00O00O (2-39 gO9.7

O
gooooooooao

g

u

odoboo@omL) DODODODOOOO0DODODO (20mL) ODOODO
000000000 @0.227 gd6.00mmol) O0ODOODOODODO
oo oobooboooboooa
goooooodd goooooooobouooooobooboobooboboooaa
goobooooag gobooz2wos500 000000000000 bobooboooao
(3.55 000 98%) U DOODOODDOODODOO

MSm/z 301 (MH™)O

oooooo(@-0boooooo-2 ,66 -000000D00O0-3-00)00000

goooao

30000oooaon

OOooo0ogao
O o0Ooo0oo0oogoao

0000000000000 000000004-0000000-3-000000000
0D00O0(@,e-00000000)I0000000000000000000000000
037000

TH NMR (CDClg) & O 1.56(1H, t, J=5.6Hz), 2.04(6H, s),4.65(2H, d, J=5.6Hz), 5.03
(2H, s), 6.96-7.44(11H, m)O

0000005 [(27,6°-000000000-3-00)0000]-1H-0000 0

ooooo
o
\Wiiijlij§>
N
H

L
L,
O@-,6"-000000000-3-00)o0000 (.0g04.71 mmol)O5-00 0000
ooo0O0 (.63 9g04.73mmol) OODODODDOOOODODOOO (1.5 mLO6.02 mmol) OO
ocoooopoOoOo@oOmL) DoooooOol1,1"-(00oopoooo)YyYoooog (@649
06.3d mmol) 00 O0O0O0O0O0OCOODO 18000000000C0OODDOOOOOOCCO
mL) 000000000 DODOO0OO0O0O0O0O0O0OOOODODOOOOO0DOO0OoOoOoOODODO
oooooo0oooDbD (oooobo:00o0b=1:1001:5) 0000DOO0DOO00O0DO (0.9
gl 00 62%) O O0O0ODOOOO0OO0OOOO
MS m/z 328 (MH")O
oooooao
ocooooDoD2-000-5,6-0000-1,3-00000000-7@)-0000000O00
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OooOoooao
N
H2N—</|
s
r

HB
]

02-000-3-00000000000-2-00-1-00(4.49030mmoDO0O0O00O0 (2.6
6903 mmol)D0IC0O0O0OO0O0 (I5m) 00000 10000000000000
0000000000000 GGOM) 0000000000000 0000000000
000000000000 D0O00000 (3.90¢g000 52%) 00000000000

TH NMR (DMSO-dg) & O 2.0-2.2(2H, m), 2.44(2H, t, J=6.2Hz), 2.77(2H, t, J=6.2Hz)
, 9.38(3H, br s)O
0000002-000-5,6-0000-1,3-00000000-7(4H)-010

Doooao

(:|—<L\J |
s

02-000-5,6-0000-1,3-00000000-7@H)-00000000 (3.75 g0 15
moNO D D0ODO0ODO0D (2.01 g015 mmol)J 000 O00O0O (1.5 g0 15 mmol)O O O
00000000CGoOm) 000000000000 t-000 (1.70 gd 16.5 mmol) O
0000000 10000000000000000000000000000000
000000000000 0000000000000000000000000000
00000O00O000000000000000 (AcOEt:hexane=1:1901:1) 0000 O
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