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y“@g ° Aoy 2
Ny Cl HO t[::l\/ \[::LW/NQ%][::L\/OH
L5 T e I
< o
h OH Y
(@] (@]

~ ~

gbooood

ocoooODooOOO00O0O0Ooo0o1Wmooo0oDD0D2-000 -4-4-,2-000000000)HO

ooojlj-e-0000-1,3,5-000000D02.3¢g, 7.4mmol002-000-5-000000

ooooooooooob01.79, 8.9mmoll 0 [1,1"-00@OO0O0DOOOODO)YYDOOO

coljooooo@noooo coooobooOoO0oO0oOoOgo.61g, 0.74 mmolD O O 200
ocooooDOoOO0OO0O015S ml, 30 mmol0D1,4-00000023 mIOCODODODO10000 00
i.5000boooogboboboboooobobobobobooobDobobOobonoo

gbooooooobooboobobobooooboobobobooboooooboobobao
ugbdoodogooobuobdobobooboooobuobobobobooobouobuobobada
I A A A 0 e Y W e A e
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000000000000000001.3g, 0043000000

TH-NMR (400MHz, CDCl3) & : 1.06 (9H, s), 1.75 (1H, t, J = 5.9 Hz), 3.69 (2H, s),
4.19 (3H, s), 4.77 (2H, d, J = 5.9 Hz), 6.98-7.03 (2H, m), 7.46 (1H, dd, J = 8.
2, 2.2 Hz), 7.53 (1H, d, J = 8.2 Hz), 8.00 (1H, d, J = 2.2 Hz), 8.52-8.58 (2H, m

).

oooooo

O30 tert-0 00 N-(4-000 -3-{4-[4-(2,2-000000000)00007]-6-000
0-1,3,5-00000-2-003000)-N-(tert-000000000)000000O
oooooo

Ooo00oQgano
)QOO\(:IJ@\/O P cl >o(%o
ANs H - \[::LW(NQ;j:::L\/erOAr/
N\fN N2N 0]
Y
A O
oooooao

000000000000 02000000 (@4-000-3-{4-[4-(2,2-000000000
yboool-6-0000-1,3,5-00000-2-003}000)I000001.3g, 3.2 mm
ol000D0000000000.58ml, 4.2mmol0 0000000000013 mIDO000
0000000000000 000000.29ml, 3.8mmol0 0000000000000
5000000000000 0000000000000000000ON,N-000000
0000013 mI00C0O0C0O00O00O00O03.1g, 9.5mmol0 000000000000
~tert-00000.83 g, 3.8mmol0 0 000300000000000000000000
0000000000000 O000000000000000000000000000
0000000000000 O0000O000000000000000000000000
0000000000000 000000000000000000000000000
000000090 1007030000000000000000001.6¢g, 008200
0000

TH-NMR (400MHz, CDClZ) & : 1.06 (9H, s), 1.48 (18H, s), 3.69 (2H, s), 4.18 (3H,
s), 4.83 (2H, s), 6.96-7.01 (2H, m), 7.39 (dH, dd, J = 8.2, 2.2 Hz), 7.48 (1H, d
,J=8.2 Hz), 7.98 (1H, d, J = 2.2 Hz), 8.51-8.57 (2H, m).

oooooo

0404-000 -3-{4-[4-(2,2-000000000)0000]-6-0000-1,3,5-000
00-2-003Y)000000000

oooooo

ooooo

_
S Voo VN s¥o U

O
0000000030 00000 tert-000 N-(4-00 0 -3-{4-[4-(2,2-0 O
00)IoOo]-6-0000-1,3,5-00000-2-00730000)-N-(tert-0
000)Y0O00O00O001.3¢g, 2.2mmol001,4-0000002.8mi0000
040 00001,400000000011 mI000003000000000

000000000000 0000000000000.97 g, 00990000

Ooo0oooogdg
O0Ooo0oooaoo
O 0Oo0Oooo
OOoo0oooao
O0Ooo0oooaoo

0
TH-NMR (400MHz, DMSO-dg) & : 1.03 (9H, s), 3.76 (2H, s), 4.10-4.18 (2H, m), 4.14
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(3H, s), 7.11-7.17 (2H, m), 7.72 (2H, d, J = 0.9 Hz), 8.13 (1H, br s), 8.40-8.5
8 (5H, m).
Do0o0o0a0
050N-(4-0 00 -3-{4-[4-(2,2-000000000)0000]-6-0000-1,3,5-00
000-2-0030000)-3,3,3-000000-2,2-000000000000

oooooo
00000
ko cl Koo cl P
~ 4 o
NN NN
o] QO
oooooo

0o0o0o0Doo0oDooDooDoD400000004-000-3-{4-[4-Q,2-00000000
o)yoooo]-e-O0OOO-1,3,5-00000-2-003¥W0O0O000O0O0DO0O0O0O0OO0.97 g, 2.
2mmol0 003,3,3-000000-2,2-00000000000O0.41 g, 2.6 mmolO O N,N
-jooooboooooO0o0oi1omiO0O0OOO0ODDOODOHOBEO H,0O 0.43 g, 2.8 mmolO O W
SCOHCIO 2.8 g, 2.8mmolO 0000 O0OO0ODOODOOO0.92 ml, 6.5 mmolO O OO O 3.50
0o0oooo0os,3,3-000000-2,2-00000000000O0.067 g, 0.43 mmolO OH
OBtO H,00 0.066 g, 0.43 mmolOd O O WSCO HCIO 0.082 g, 0.43 mmolO O OO O 1.50 0
gooooooboob bbbt oooooooboobbboobod
000000000000 oo00o0o0o0o0oo0o0ooo0ooo0ooo0ooo0ooooooOao
0000000000000 000000000000000000000000000
goooooboboob bt oouinoyyo3dqooooboooboOod
gooooobonoo0.97 g, O8O0 0O0D0DOOO
TH-NMR (400MHz, CDCl3) & : 1.07 (9H, s), 1.44 (6H, s), 3.69 (2H, s), 4.19 (3H, s
), 4.55 (2H, d, J = 5.8 Hz), 6.22 (1H, br s), 6.96-7.03 (2H, m), 7.34 (1H, dd, J
= 8.3, 2.3 Hz), 7.51 (4H, d, J = 8.3 Hz), 7.91 (AH, d, J = 2.3 Hz), 8.50-8.57 (
2H, m).
oooooao
060N-(4-0 00 -3-{4-[4-(2,2-000000000)IO0O0OO]-6-00000-1,3,5-0
oooo-2-003yy000)-8,3,3-000000-2,2-0000000000O00O00O0G0
000 1-860

oooooao
ooooao
N

guoWos¥ies LU
S S
ad N\(N 0
Y OH

oooooao

00000000000 0050000000N-(4-000-3-{4-[4-(2,2-0000000
00)0O0O0]-6-0000-1,3,5-00000-2-0031000)-3,3,3-000000 -2
,2-00000000000000.97g, 1.76mol0 000000010 mMIDOOO0OO
D00O04MI 0000000000035 ml, 4mmolJ 0000650000 1.50000
00000000000 00002M0007.0ml, 14mmol0 000000000000
0000000000000 000000000000000000000.87 g, 0092
%O OOOO

TH-NMR (400MHz, DMSO-dg) & : 1.02 (9H, s), 1.37 (6H, s), 3.73 (2H, s), 4.35 (2H,
d, J = 5.8 Hz), 7.08 (2H, d, J = 9.1 Hz), 7.40 (1H, dd, J = 8.3, 2.2 Hz), 7.58
(1H, d, J = 8.3 Hz), 7.62 (1H, d, J = 1.9 Hz), 8.29 (2H, d, J = 9.1 Hz), 8.62 (1
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, t, J = 5.8 Hz), 13.13 (1H, s).

Doo0o0o

00020

1-[4-0 00 -3-(4-00000-6-0000-1,3,5-00000-2-00)-00007-3,3-
000-1,3-000000000-2-000000001-2580000

Doo0o0Q

oooao
Cl
N\W:Q\/N

oo oooox

I
N

bk °
OH
O00o00oao
gio2-G-000oDooD-2-0000000)4-0000-6-0000-1,3,5-00000
Ooo0oooao
Oo0o00oao
Cl Cl

[::]\T/N\%:[::]\\/OH N Br

| e | -~

IQW¢N N\T;N

-0 -0
Ooo0o0oooao
goooi1oo0loo0ob20000000002,4-0000-6-0000-1,3,5-00003
0do0z2-000-5-000000000000000000D04-R,2-000000000)
0oodooooooDooDooOOo0bOobOoo0ooDooDooDOd4-000 -3-@-0000o-6-00
00-1,3,5-00000-2-00)0000]00000O0DO0O
ooooooooooooouo@4-00g0 -3-@-00o0o0-e-0000-1,3,5-000000 -
2-00)H)do0O0D0oooo00on0o0.47 g, 1. 4mmolD 0000000 DODOODOODOOO.5 g
2.1l mmol00000D0ODO4.5mID0O0000OODOODODOOOODODOO.71 g, 2.1 mmol
0000000000000 00000010000o0oo0oooooODoDoODoDbODDbODbODDbDDboDOoDn

0000000000000 O00000000000000000000030010090
1I0000000000000000000.49¢g, 0087000000

TH-NMR (400MHz, CDCl3) & : 4.22 (3H, s), 4.53 (2H, s), 7.45-7.64 (5H, m), 8.06 (
1H, br s), 8.57-8.63 (2H, m).

oooooo
0201-[4-000-3-(4-0000-6-0000-1,3,5-00000-2-00)00007-3,3-
0o000-1,3-000000000-2-00

000000
00000
cl
cl
N Br
l " - Ny N
N__N HN |
Y NN 0
_0 0 Y
_0
000000

ocooooooOoO0oos,3-opoooooobo0-2-0000.050 g, 0.31 mmold O N,N-O
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cooooooOoOoO01romiDOOCODOOOOOOOOODOODODO.012 g, 600 00O
ocoooOoODbOOO0OO0O0oO0oOoooooboOz3ODbObO0oD0oooolmoooboDbD2-G-0000
oo-2-0000000)-4-0000-6-0000-1,3,5-00000D00.10 g, 0.26 mmol
gbooboooooogosogoboboobooooobooboboboobooooobobobao
ugbdoodooooobouobobobooboboooboboboboobooobouobobobaa
oooboooooobooooobooooooboobooooobobooooboboooobooo
gobooooooooobgoboboboooobobobobobooooobobobao
ooooboooooovyo22000000000DODOO0OO0O0DOOOO.12 g, OO8OODODOO
od

TH-NMR (400MHz, CDCl3) & : 1.44 (6H, s), 4.18 (3H, s), 4.98 (2H, s), 6.72-6.76 (
1H, m), 7.02-7.08 (1H, m), 7.13-7.19 (1H, m), 7.21-7.25 (dH, m), 7.31-7.36 (1H,
m), 7.46-7.53 (3H, m), 7.55-7.61 (1H, m), 8.00 (1H, br s), 8.51-8.58 (2H, m).
Do0o0o0a0
0301-[4-000-3-4-00000-6-0000-1,3,5-00000-2-00)000017-3,
3-0000-1,3-000000000-2-00000000 1-2580

DO0o0o0a0

Doooao

Cl Cl
JATX L QL0
|
0
NN 0
Y

e OH

oooooo

0000000000000 200000001-[4-000-3-(4-0000-6-0000 -1,
3,5-00000-2-00)00007]-3,3-0000-1,3-000000000-2-0000.11
g, 0.23mmol0 000000010 mMOO0OO00O00O00ON4MI0O00000000000
0.34ml, 1.4mmol0 000060000200 00000000000000000100
DOooO00oO00O00O01.4mi000007.0m00000300000000000000
0000000000000 0000000000000000.10g, 00 96%0 000
O

TH-NMR (400MHz, DMSO-dg) & : 1.34 (6H, s), 4.99 (2H, s), 6.97 (1H, d, J = 7.6 Hz

), 7.05 (1H, t, J = 7.6 Hz), 7.20 (IH, t, J = 7.6 Hz), 7.39 (1H, d, J = 7.6 Hz),
7.48 (1H, dd, J = 8.3, 1.8 Hz), 7.55 (2H, t, J = 7.6 Hz), 7.59-7.68 (2H, m), 7.

75 (1H, d, J = 1.8 Hz), 8.29 (2H, d, J = 7.6 Hz), 13.32 (dH, br s).

oooooo

000030
N-[4-000-3-(4-00000-6-0000-1,3,5-00000-2-00)00007]-N-00
0-3,3,3-000000-2,2-0000000000000000001-2630000
Dooooo

ooooo

Cl r,/'
NS S
?é N 0 F'F
r
\I/
OH

oooooao
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ooo-e-0000-1,3,5-00000-2-00)0000C1000

Qo O,

good

gbooooooaoaao
oo00D)-4-0000
o2vO0000000d
gooooooaoao
gboooboaobodado
oooooooooan

OooOooooogd
O0Ooo0oooao

1H-NMR (400MHz, CDCl;) & :

0020010000000000002-(G-000000-2-00
-6-0000-1,3,5-0000000.20 g, 0.51 mmolD 0 000
000O0000002.5mO000000010000000000
000000000000 00000000000000000
000000000000 00000000000000000
000000000000.269g00000

1.14 (3H, t, J = 7.2 Hz), 2.70 (2H, q, J = 7.2 Hz), 3

.86 (2H, s), 4.22 (3H, s), 7.44 (1H, dd, J = 8.2, 2.2 Hz), 7.48-7.55 (3H, m), 7.
57-7.62 (1H, m), 7.97 (1H, d, J = 2.2 Hz), 8.58-8.64 (2H, m).

oooooQ
O20N-[4-000-3-(4-0000-6-0000-1,3,5-00000-2-00)00007]-N-0
00-3,3,3-000000-2,2-000000000000

oooooao
ooo0ooao
Cl r/ Cl r/

(j\ N NH (j\ N N F
7 + HOW\><\(FF A | \;QV 701><fF
NYN I T NYN
Y 0

oooooao

000000000000 01A000000M4-000-3-4-0000-6-0000 -1,3,5-
00000-2-00)I000]0000000O0O0.18 g, 0.38 mmolD 00 3,3,3-00000
0-2,2-000000000000.12¢g, 0.76 mmol0 000 000O0O02.0ml0000O0
0000DO0WSCOHCIOO0.15 g, 0.76 mmol0 0 04-0 00000000000 O0.93 mg, O.
76 mmol0 0000160 0000000000000 0DODODOODODODODOOD
000000000000 D0803000000000000000000O0.08 g, 004
6000000
TH-NMR (400MHz, CDCl,) & :
J = 6.9 Hz), 4.21 (3H, s), 4.71 (2H,
7.88 (1H,br s), 8.56-8.64 (2H, m).
0oo0ooon
0O30N-[4-000-3-(4-00000-6-0000-1,3,5-00000-2-00)00007]-N-
000-3,3,3-000000-2,2-0000000000000000001-2630
oooooo
ooooo

Cl I// ol r/
s T . NSkt
N o ) F
\r' N
0 OH
Ooo0

1.20 (3H, t, J = 6.9 Hz), 1.55 (6H, s), 3.47 (2H, q,
s), 7.24-7.30 (1H, m), 7.45-7.63 (4H, m),

Y
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00000000200 0000N-[4-000-3-(4-0000-6-0000 -1,3,
0-2-00)0000]-N-000-3,3,3-000000-2,2-000000000
.086 g, 0.17 mmol0 00 O00ODO01.5m00000000004MO0000
000.26ml, 1.0 mmol0 000006000020 0000000000010
DO0O0O0O001.2mOO000O06m000O00300000000000000
0000000000000 O000O000O000O00000000000000
mMDOOODOO-000001.5m000003000000000000000
000000000000 000000.067 g, 0080%IODOOO

TH-NMR (400MHz, DMSO-dg) & :1.13 (3H, t, J = 6.9 Hz), 1.50 (6H, s), 3.42 (2H, br
s), 4.66 (2H, s), 7.41 (1H, dd, J = 8.3, 1.8 Hz), 7.56 (2H, t, J = 7.9 Hz), 7.6
1-7.69 (3H, m), 8.34 (2H, d, J = 7.9 Hz), 13.33 (1H, br s).

Do0o0o00

000040

O7-tert-0 00 -2-[4-000-3-4-00000-6-0000-1,3,5-00000-2-00)
0000]-2-00000[3.5]000-1-000000001-26600 00
O
0

I:II:II:II:II:II:I(IﬂI:I
OOoo0ooooo
O 0O0ooooaog
N i
o000 ood

ooooao

oooo
Gl
N\‘:Q\/N
-~
0

\f;N
OH

oooooo
0101-000000000-4-tert-000-00000000000000CO
000000

ooooo

O — 0.0

000000
000000000 04-tert-000-0000000000000000O0.46 g, 2.3 mm
ol0000000000002.5mMO00000-7800000000000000000
002000000000 0O0C0CO0O00O0O000O0C00O00O01.4ml, 2.8 mmold O 50
0000000010 000000000000000000000.38ml, 2.8 mmold O
100000000000001000000000000000010000000000
0D03.0m00000000O0O00OO0OOODOOODOODODOOONOOONOOONOOOOn
0000000000000 0000O000000O000O00000000000000
0000000000000 0000000000000000000000000000
000000000000000030010000000000000000000.49 g,
D060 00000 O0O0COO0OOCODOOOOOOOOOOOOOOOOOOOOODOOO
0000000000000 O0tert-000000000000O000O000O000O0O0
000000000000 O0O00O0O00
1H-NMR (400MHz, CDCl3) & : 0.81 (9H, s), 0.88-0.99 (1H, m), 1.00-1.21 (4H, m), 1
.68 (2H, d, J = 12.0 Hz), 2.29 (2H, d, J = 12.0 Hz), 3.36 (2H, s), 3.69 (3H, s).
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4.48 (2H, br s), 7.22-7.38 (5H, m).

gooooo
dz204-tert-0 00 -1-000000O00-OD0O0OO0OO0OO0DDOODODDODOOOO
gooooao
ooooao
Q ]
_0 o) _0 OH
0 0

oooo0oo

0000000000000 10000001-000000000-4-tert-000-000
000000000 O00000.49¢g, 1.5mmol000000005.5m00000000
OOASCA-20 000000450 0000-0.5%0000000000000000C0)
0000000000 2002010010005- 4000000, 0.209g0 000000000

0000400000000000000000000000000C0D00O0000O0

0000000000000 D00O000000000000000.27g, 00750000
0000000000000 00D0O000D00DO0000DO0DO0O0O0O0ONOoOn

TH-NMR O 400MHz, CDCI50 & 0 0.83 (9H, s), 0.91-1.17 (5H, m), 1.64-1.78 (3H, m),
2.20-2.31 (2H, m), 3.53 (2H, d, J = 6.0 Hz), 3.73 (3H, s).

oooo0oo

O30 4-tert-000-1-00000000-000000000000

Ooooo0oo

Dooo0Q

0O OH HO OH

0 0

oooooo

oooboooooobOooo200b000b0bD4-tert-000-1-000000O00O0-0000
oooooooooboogo.27g, 1.2molD000D0OCCOCO1I.7MIOCOOODDODOO
ocooooooOoOoOoOoOgr7miCOO0O4MDOO0O0O0OOOOOOOL2.7 ml, 7.0 mmolO
ocoooesOOO0O01b000O0OOODOOODO0DOr.YmMIDODOODDDOOOOOOL.7
mlDOOO4MO0 000000 D0O0OO0O0O01.7ml, 7.0molOO0O0O0O06S000020000

ocooopoDooOoOooooooo2voooO7.5ml, I5mmolC000D0D0OO0OO0O0OOO0O
ugbdoodooooobouobobobooboboooboboboboobooobouobobobaa
oooboooooobooooobooooooboobooooobobooooboboooobooo
gboobooooooobobobooooboobobobobooobobobo0ol1201000
oooboooooobboonoonbo.24g, OO O0ODOOOOODOOOODDODOO
oooooooooboooobooboooooobooao

TH-NMR (400MHz, DMSO-dg) & : 0.80 (9H, s), 0.86-1.12 (5H, m), 1.53-1.66 (2H, m),
2.00-2.13 (2H, m), 3.31 (2H, s).

0ooooo

D404-tert-0 00 -1-00000000-000000000000 4-000-3-(4-0
000-6-0000-1,3,5-00000-2-00)J000000O

0ooooon
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goooaog
dl Cl

N\fN HCI HO OH "}\FN G

/O 0 /O
goboooo
ooty owyogobo4gygoobobtobbuo2,4-0000b0-6-0000 -1,3,5-00000
gd2-000-5-00000000O0C000DDOO0OUO00ODDO4-R,2-D00O0OoooDooOoOo)
0ooooooooDoobOOobOoo0oo0oooDooDobOO0oDbOo4-000-3-@-0000-6-00
0oo-1,3,5-00000-2-00)00000oDoooooooO
gooooooooobooogouo4-000 -3-@-C00O0-6e-O0O0-1,3,5-00D000O-2

-00)I000O00O00O0000.90g, 0.25mol0 0000030000000 4-tert-
000-1-00000000-00000000000000.080 g, 0.37 mmold O N,N-O
00000000002.0m0000000000HOBED H,00 0.057 g, 0.37 mmold O W
SCOHCID 0.071 g, 0.37 mmol0 0000000000 0O0.10 ml, 0.74 mmol0 00O O 1
3000000000000000000000000000000000000000
0000000000000 O00O00O00O000000000000000000000
0000000000000 O0000000000000000000000000000
0000000000000 O00000000000000000010200103000
000000000 O0000000.11g, 0081000000000000000000
0000000000000 O00O00O00000

TH-NMR (400MHz, CDCl3) & : 0.78 (9H, s), 0.94-1.22 (5H, m), 1.66-1.75 (2H, m), 2
.22-2.30 (2H, m), 2.42 (1H, t, J = 5.0 Hz), 3.52 (2H, d, J = 5.0 Hz), 4.21 (3H,
s), 4.57 (2H, d, J = 5.8 Hz), 6.46 (1H, t, J = 5.8 Hz), 7.38 (1H, dd, J = 8.3, 2
.3 Hz), 7.47-7.55 (3H, m), 7.57-7.62 (1H, m), 7.97 (1H, d, J = 2.3 Hz), 8.57-8.6
2 (2H, m).

Dooooo

050 7-tert-0 00 -2-[4-0 00 -3-(4-0000-6-0000-1,3,5-00000-2-00)
0000]1-2-00000[3.5]000-1-00

000000
Do0o00o
- i Ci::j/Li

0,0 . G0

N\fN 0] Y

0

/O -
000000
D00000000000040000004-tert-000-1-00000000-0000
00000000 4000-3-(4-0000-6-0000-1,3,5-00000-2-00)00
DO000000.11g, 0.20mol0 000000000000 000.080 g, 0.30 mmold
D00000000001.0mO00000000000000000000@-0000
D00) 00.071 g, 0.30 mol0 00 C001.50000000000000000000
D000000000000000000000000000000000000000
D000000000000000000000000000000000000000
D00000000000000000000000000000000000000«0
D00000004010000000000000000000.068 g, 00660000
D000000000000000000000tert-000000000000000
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00

TH-NMR (400MHz, CDCl3) & : 0.81-1.77 (7H, m), 0.87 (9H, s), 2.03-2.12 (2H, m), 2
.87 (2H, br s), 4.21 (3H, s), 4.40 (2H, br s), 7.30-7.37 (1H, m), 7.48-7.64 (4H,
m), 7.90 (1H, br s), 8.57-8.63 (2H, m).

oooooo

060 7-tert-0 0 0 -2-[4-0 00 -3-(4-00000-6-0000 -1,3,5-00 000 -2-0
O)YoOOO]-2-00000([3.5]1000-1-00000000 1-2660

gogoooao
goobd
10
Cl al
@\/N\\p\/N @\/N\p\/N
| 0 R — q <
NN _ 0
¥ NYN
-0 OH
gooooo

ooooooooooo
-0o0oo-1,3,5-000

8 g, 0.13 mmol O OO
0 0.20 ml, 0.81 mmolO
gloooooooooo
ooooooooooao
Joooooooooo
ooooao

1H-NMR (400MHz, DMSO-dg) & : 0.83 (9H, s), 0.90-0.99 (1H, m), 1.41-1.67 (6H, m),
1.96-2.03 (2H, m), 2.92 (2H, s), 4.38 (2H, s), 7.47 (1H, dd, J = 8.3, 1.8 Hz),

7.56 (2H, t, J = 7.6 Hz), 7.63-7.69 (BH, m), 8.34 (2H, d, J = 7.6 Hz), 13.34 (1H

, br s).

oooooao

O00O00osd
04-[2-(6-0000D0O0O0-2-000000)-6-0000D0CO0OO0ODOOO]-6-(4-00 30
oooooooooo)-1,3,5-00000-2-0000000000002-980000

gpboooog
gboooaod

98
| N\ ~ |
N\T;N O \N

o *HCI

Os50000007-tert-000-2-[4-000-3-4-0000-6
0-2-00)0000]-2-00000([3.5]000-1-0000.06
O0D01.2m000000000O04M00000000000
goOoOoes0O0OO1.500000000000000000
go.s2ml0O0O0D0D04.0m0000030000000000 20
000000000000 00000000O0.062 g, 00O 94%
0000000000000 tert-0000000000O0O0

O Ooo0ooooao

40

gboooaog
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gooooad
F
Fi F
F F
-
Br Br
F 00«
oooooad

00O000000002-000-3-0000000000000006.0g, 25 mmold O
0D2-(00000000)I000004.3g, 35 mmolDONN-O000O00O0O00OOO 10
mMOODOO0O0DO0D00DO000O00000002.8g, 600000000000000000
300000000000000100000000000000000000000005
B3ml, 69 mmol0 D0 0000300 00000000001500000000000000
0000000000000 000000000000000000000000000
0000000000000 0000000000000000000000000000
0000000000000 0000O000000000000000000000000
0000000000000000012010000000000000000005.0g

,0o7o000000

TH-NMR (400MHz, CDCl;) & : 3.53 (3H, s), 5.29 (2H, s), 7.31-7.38 (3H, m).
Do0o0o0Q
OD202-(2-00000000-6-0000000000000)-4,4,5,5-000000-1,
3,2-00000000

OooOooo0od

000000
000000
F
F
: -
F
— O~
B B
r !
O 0 0
0.0 RN
000000

goobooooobooooi1boooobz2-000-1-00000D0C0CO0-8-00000
oooboO-0000D4.99, 1I7mmol0 00000 OODOOOO mMIODOOODO-7800
OoOn-0O0O0O0OO0OO0O0OO16Mn-000000, 12 ml, 17 molO DO 300000000 2-

oooooDbD0O-4,4,5,5-000000-1,3,2-0000000003.5ml, 17 mmold O 1
S5 00o0goboobotbobooo20b00ooogoobooboboboooobDoboboboo
gbooooooobooboobobobooooboobobobooboooooboobobao
ugbdoodooooobouobobobooboboooboboboboobooobouobobobaa
goooboooooobooooooooooobooooobobooooboboooobooo
gbooboooooboboeb1lbooboobobobobooobobo?2.8 g, OO 480

ooooo

TH-NMR (400MHz, CDClZ) & : 1.39 (12H, s), 3.47 (3H, s), 5.18 (2H, s), 7.20 (1H,
d, J = 8.4 Hz), 7.24-7.28 (1H, m), 7.36-7.42 (1H, m).

oooooo
0302-(4-0000000000)4-0000-6-(2-00000000-6-00000001
00o0O00O00)-1,3,5-00000

Dooooo
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F OO\( o F
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(81)

gbooooao

Y

oooooo
000010010 000000002,4-0000-6-0000-1,3,5-00000004-C2
,2-000000000)I000000000004-(QO00000)I00000000
000D02-(4-0000000000)4-000-6-0000-1,3,5-0000000000
000000000000 002-(4-0000000000)4-000-6-0000-1,3,5
-0000003.0g, 9.2mmol00000020000002-(2-00000000 -6-0
00o0000O00O000)-4,4,5,5-000000-1,3,2-0000000002.8g, 8.
AmmolJ ONN-OO0O0O0DOOCOOC0ODO2m00000([1,1°-00@O00000000
YOOOO]0ooOoOD@QNDOODODODD 00000000000 1.4g, 1.7 mmolOd O
0000048 g, 2.5 mmol0 002M0 0000000000 13 ml, 25 mmold O O
1150 0004500 0000000000000 0000000000000000
00000000000000000000000000000000000000
000000000000000000000000000000000000000
0000000000000 0000000000000000000000000¢0
000000000000000000000000000702000000000
000000002.0g, 0047000000

TH-NMR (400MHz, DMSO-dg) & : 3.39 (3H, s), 4.14 (3H, s), 5.13 (2H, s), 5.15 (2H,
s), 7.02-7.08 (2H, m), 7.30-7.46 (7H, m), 7.48-7.55 (1H, m), 8.47-8.52 (2H, m).
Dooooo
0404-[4-0000-6-(2-00000000-6-0000000000000 )-1,3,5-0
DO00O0-2-00]00000

OoooogQgoQg
O 0Ooooo

Ooooooao
gooooao
= F
F HO F
[::]\\/0 F F
N
| Ms > r
NN O NN Oy
_0 (O 0 (O
Ooooooao
0000000 o0ooDOooDOoD3soDooDoDz2-@¢-000D0000O000O0)-4-0000-6-(
2-000o0O0oooo-e-00000D00ODOOOODO)-1,3,5-0000002.0g, 4.0 mm
ol 00O OOOD1IOMIOD0O0OODODODODODLODODODDODOODOD1IOMIOODOII0DODOOODO
gobobbgoo49guioobooDbto200bb000b0oobooobooO
goooooooooooooooooooooooboooooooooooooooOon
gobboodil.6g, DO970 00000

TH-NMRO 400MHz, CDCl,0 & 0 3.39 (3H, s), 4.14 (4H, s), 5.13 (2H, s), 5.39 (IH, b
rs), 6.87-6.93 (2H, m), 7.40-7.45 (2H, m), 7.48-7.55 (1H, m), 8.43-8.48 (2H, m)

ooooDoo
os0000000000000D0D 4-4-0000-6-(2-000C0C0ODODDO-6-0000
oooooboobOoO0OO0)-1,3,5-00000-2-00100000000
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000000
000000
FF 0 FF
HO : e N0 .
\[::]\T,N = %)\I::j\T/N
[ _ = = ;oS
Naph O LN
0 0 0 0
000000
0D00000000000040000004-[4-0000-6-(2-00000000-6-0
000000000000)-1,3,5-00000-2-00]0000001.6g, 3.9 mmolD
D0D00015mMO0000000000000000000000000013ml, 7.
7mmol0 0000000000030 00000000000000000000000
0000000000000 000000000000000000000000000
0000000000000 000000000000000000000000000
0000000000000 000000000000000000000000000
003010000000000000000002.0g, 0095000000

TH-NMR (400MHz, CDCI;)& : 3.39 (3H, s), 4.17 (3H, s), 5.13 (2H, s), 7.37-7.48 (4
H, m), 7.51-7.58 (1H, m), 8.61-8.67 (2H, m).

DoooooQ
0602-0000-4-(2-00000000-6-0000000000000)-6-(4-000
000000000 )-1,3,5-00000

oooooan
oDoooon
0 FF O
Fyo 5, F Fl
FT 0 Ny F
F | ) - = Ny
NN |
Y b ~.N O
0 0. "y b
oooooan

000000000000 0S00000000000000000000 4-[4-000
0-6-(2-00000000O-e-000000O0O0O0DOODOODO)-1,3,5-00000-2-0017]
00o0o0o0o0oo0Oooo0.50g, 093 mmolO 00O @OODODOOOODOOYOOODOO!
YD OO0O0OO0D0O0.098 g, 0.139 mmolO O OO OO (1)O0.053 g, 0.28 mmolO O N,N-0O O
0 Os5.0mID00000D0O0ODOOODOO0DO0O0.39 ml, 2.8 mmolO 0O OO0
51 ml, 4.6mmolO 00 006000025000 0000000000
oottty uouoooobbobobboboobooboo
0000000000000 0000000D000oD0O0oo0oDo0o0oooo0oOo
gooooooooooobbbob b oo oo ooooooogad
goooooooooobbobbbb bbb oo oo ooooooogad
000050100401000000000000000000O0.454g,
98U O OO a

TH-NMR (400MHz, DMSO-dg) & : 3.40 (3H, s), 4.17 (3H, s), 5.14 (2H, s), 7-34-7.39
(3H, m), 7.42-7.47 (2H, m), 7.50-7.59 (3H, m), 7.62-7.67 (2H, m), 8.50-8.55 (2H
, M.

ogooooao
g7o2-[4-0000-6-4-0D000O0DO0ODOODOODO)-1,3,5-00000-2-007-3-0O
O00o0O0oO0oooooo

Oo0oooooogodg
OOo0o0oooogd
OoOoo0oooogd
OoOooooogod
OooOoo0ooood
OoOoo0oooogd
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OoooooOoao
OoooooOoao
¢ . ¢ ;
N F ™ F
AN E AN £
N 3 N
T T
NN O NN OH
Y h Y
.0 0. 0
OoO0o0og0ogaod

ooooDoDoDOoOoOooOoooe00OO0OOD2-0000-4--0000D0ODO0O0O-6-000
oooooDoOoOooo)-6-@-OO000DDODODODODOOO)N-1,3,5-0000000.45¢9g, 0
L2 mmol0 000000045 ml00000000001,4-0000004.5mI0000
oooooogoo.oc3oml, 046 molD 0O DODOO700D00OOSBO0000000ODODODOO
Oo0o00oDDoDDoDO0oO000DO0oOoooooOoOo0ODo0.13ml, 0.922mmolD0DO0O0DODOODOOOO
oooo4sm0000O03OO0O0O0ODOOODODODOOODODOODODDDODOOODOOOO
00000O00.38g, DO930 00000
TH-NMR (400MHz, CDCl3) & : 4.23 (3H, s), 7.25-7.30 (1H, m), 7-36-7.40 (3H, m), 7
.43-7.47 (AH, m), 7.50-7.60 (3H, m), 7.67-7.72 (2H, m), 8.48-8.52 (2H, m), 12.43
(1H, br s)
oooooao
oso2-0000-4-[2-(6-0000D0D0DO-2-000000)-6-000000000000
ool-6-@-0000000DO0DOODODO)-1,3,5-000000

ogooooao

Ooooo0

g : g :

N F . X Ls
DD oYy —— 0

g T
NN OH NN 0] X
he e N
/0 /O

ogooooao

0000000000000 70000002-[4-0000-6-(4-00000000000
0)-1,3,5-00000-2-00]1-3-0000000000000000.24 g, 0.54 mmol
006-000-2-00000000000.099 g, 0.80mmol0 000000000000
000.21g, 0.80mmol0 0000000 O00O0G.0mOO0ON0ON0ON0OD0OO00O
000O00@-0000000)00.19 g, 0.80 mmol0 030 0000000000000
D200 0000000000200000000000000000006-000-2-0
00000000 00.099 g, 0.80 mol0 000000000 O0OO0.21 g, 0.80 mmo
I0000000000000000000@-0000000)00.19 g, 0.80 mmold O
20000000002000000000000000001000000000000
0000000000000 O00O00O00O000000000000000000000
0000000000000 O0000000000000000000000000000
0000000000000 000000000000000000000000000¢0
00000000000 00004030000000000000000000.28¢g, O
0Dos000000

TH-NMR (400MHz, CDClZ) & : 2.51 (3H, s), 4.17 (3H, s), 5.21 (2H, s), 6.96-7.01 (
1H, m), 7.02-7.07 (1H, m), 7.20-7.25 (1H, m), 7.33-7.42 (5H, m), 7.47-7.59 (3H,
m), 7.62-7.68 (2H, m), 8.52-8.57 (2H, m).
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oooDoo
oob4-[2-(6-0000000-2-000000)-6-000000C0C0ODDO0OOO]-6-C4-
ooooODbDboO0OO00000)-1,3,5-00000-2-000

oooooo
Oooooo
J F 0
o — ol
|N\ \/Jf¢jL\ i]m |&::I:;E[Jf¢jl\
NW¢N 0"y NW¢N O~y
0 OH
oooooao
00000000000 0080000002-0000-4-[2-(6-0000000-2-00
gooo)-6-00000000000O00]-6-@-0000000000O0OO0)-1,3,5-0
000000.28¢g, 0.52mmol0 00 00D0004.6mO00000000004MI D00
0000000000.77ml, 3.1 mmol0 00000000000 0046mMIDODOO0ODN
650 00 0000000003.500000000000000000000100000
0oooo0ooOo32mi0000016miID0000300000000000000000
0000000000000 0000000000000.27 g, 009%00000

TH-NMR (400MHz, DMSO-dg) & : 2.43 (3H, s), 5.31 (2H, s), 7.07-7.17 (2H, m), 7.43
-7.49 (BH, m), 7.50-7.68 (5H, m), 7.69-7.82 (3H, m), 8.32-8.38 (2H, m), 13.63 (1
H, br s).

oooooao

0i1004-[2-(6-0 000 000-2-000000)-6-000000D0O00O000O0OO0O7]-6-(4-
oooooDooOooooo)-1,3,5-00000-2-0000000000O0O0O2-980
ocooooao

Oooooo
A : J '
_ F _ F
O e
—_—
N\ = N\ =
| |
NW¢N o\/L;;l\ NW¢N o\/L;;l\
OH OH “HCl
Ooooooo

0000000000 oooe0UooUo4-[2(6-0000000-2-000000)-6-
oobooooooooooob]-e-@-00D0O0DO0ODOODODODODO)-1,3,5-00000-2-0
00o0do0.27 g, 049 mmol0 0 1, 4-00000COS53ml000D00OOOOOO4MOD OO
01,4-000000000.37ml, 1.5molO 0000 O0OD0ODOODOODOODO-00000

21l ml0 0000300 0000000000 0O0O0O0O0O0O0DO-000000000000
gobbooboooboopDo.26 g, DO91%W ODOOO

1H-NMR (400MHz, DMSO-dg) & : 2.48 (3H, s), 5.37 (2H, s), 7.23 (dH, d, J = 7.3 Hz

), 7.28 (1H, d, J = 7.3 Hz), 7.48-7.45 (3H, m), 7.56 (1H, d, J = 7.9 Hz), 7.64-7
.59 (2H, m), 7.67 (1H, d, J = 8.6 Hz), 7.82-7.72 (4H, m), 8.35 (2H, dd, J = 6.8,
2.0 Hz).

oooooao

0000 ed
02-[4-000-2-000-5-(4,4,5,5-0000001[1,3,2100000000-2-00)0
0doo0oojoobooooooooan
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gbooooao
gbooooao

OH - I OH
gpboooog
ocooooDoOOoO0O004-000-2-000000001.9¢g, 112 mmol00 0000000
ClenmlODOON-OO0O0O0OO0ODOODODO2.7¢g, 12mmol00000C0D0ODODODO40000
gooobooooooboooooboooooooboooooboocooobooooboOooo
gbobooooobooboboboboobD3.3g, ODO99%0 0000

[

H-NMR (CDCl;) & : 2.58 (3H, s), 7.38 (1H, br s), 8.50 (1H, s).

gooogood
020@-000-5-000-2-0000000)H)00000
gdooogad
gooogod
Cl Cl
; H a {IIOH

0
oooogodd
0oobooooo0DooDo4-000-5-000-2-000000002.449, 8.1 mmolODO0ODO
Opoooooo0o1zwiD0000O0CD0DO0O0OO0DO0OOODOOUODOO1.2ml, 8.9 mmol OO
Opogooooooooodz1.zml, 89mmolO 000030000000 00O0O0O0O0O0O0OO
0000000000000 oooooooosemiD0 0000000 ooooonan
000000000000 DbO0Oo0O0o0.92g, 22 mmolDODOO4.5miDO000O100000
goooooboooo200b000oDo00ooo0Do0o0ooDbOo0o0o0Dboo0ooDbOoobOo.30 g,

8.1mmol0 0 0001000000000 00O00O0O00O0O00O0O00O0ON0O0ONO0OO
0000000000000 0000000000O000O000ON0ONONooNooonoon
0000000000000 000000000000000000000000000
0000000000000 0000000000000000000000000000
0000O000D010000009050000000000000000002.0g, 0088
000000

TH-NMR (400MHz,CDCl3) & : 1.60 (1H, t, J = 5.7 Hz), 2.26 (3H, s), 4.63 (2H, d, J
= 5.6 Hz), 7.25-7.26 (1H, m), 7.84 (1H, br s).

000000

0302-(4-000-5-000-2-000000000)000000000

Do0o0o0Q

000000

cl
cl
H = 1

I
godoooogad
oo opooi1lbouogoodg (4—D O00-5-000-2-00000040 )D O
opoodo2.0gqg, 7.2 mmol0 000000 DOOC20mIDO0DO0O0O0OODOODOODOODO0O p
-goboooboboobobgo.27 mg, 1.1 mmolO 0 O03,4-0000-2H-00000.97 ml, 1
1mmol0 00001600 000000000000OD0OD0OD0O0ODODOODODUOODOUOODOOLODODOODO

oooobooooooboooboobooooooboobooooobooboosoi1boooobooo
ooobooo0oooz2.6eg, 0090 O0O00O0DOO
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TH-NMR (400MHz, CDCl3) & : 1.51-1.92 (6H, m), 2.26 (3H, s), 3.52-3.59 (1H, m), 3
.85-3.91 (1H, m), 4.38 (1H, d, J = 12.6 Hz), 4.67-4.72 (2H, m), 7.25 (1H, br s),
7.82 (1H, br s).

oooooao

040 2-[4-00 0 -2-00 0 -5-(4,4,5,5-0 0 0000 [1,3, 200 0D00OOOO-2-00)
oooooD]l]oooo0oooooo

oooooao

oooooao

e i >>(F(Egt@u@

ooooooooobooo20bbob00o2-@-00o-5-00g0-2-00000DODOO
Yoooooooooo2.3g, 6.2mmold01,4-00000023mI00O0O0O0QC0O0ODO
ocooooOD-2-00-00000000D0DDOO0O0O0O0.43¢g, 1.2molODDOOOOOO

Ooanoo.ovo g, 0,31 mmolD OO OOODOOOO3.4ml, 25 mmolO OO 4,4,5,5-0
ocoooD-1,3,2-00000poooo2.7ml, I8mmolD0CO00O8OOOOS0000
ooooooooobooooooooooobooooobooooobooooobooo
gooobooooooboooooboooooooboooooboocooobooooboOooo
gboobooooooobgobobobooooboboboboobooooobobobao
ooobOoooobooocoobobooooobooOobobooOoOonoboest 20 0800 200 0
oooboooooobOoooobol1.3g, D0600000O0AO

TH-NMR (400MHz, CDCl3) & : 1.36 (12H, s), 1.47-1.90 (6H, m), 2.34 (3H, s), 3.52-

3.59 (1H, m), 3.88-3.95 (1H, m), 4.42 (1H, d, J = 11.6 Hz), 4.67 (1H, t, J = 3.5
Hz), 4.74 (1H, d, J = 11.6 Hz), 7.18 (IH, br s), 7.63 (1H, br s).
oooooQ
000070
Otert-000-(4-000-3-000-2-000000000)I0000000000
oooooo
0D103-(tert-000-0000000000000)-6-000-2-000000000010
Dooooo
Dooooo
Gl
O~eh S 0.¢
HN Sig HN Sig
DoooooQ
00000000003 (tert-0000000000000000)-2-000-0000
00000.91g, 3.6 mol0 0000000000 O05.0m0000000000N-00
0000000000.48¢g, 3.6mmoll000002200000000000000n-0
000010 mOC0OO0000000000O00O0000000000O00O00O00O0O0O
0000000000000 0000000000000000020010000000
000000000 000.18¢g, 0017000000

1H-NMRO 400MHz, CDCl,0 & 0 0.08 (6H, s), 0.92 (9H, s), 2.11 (3H, s), 4.01 (2H, b
rs), 4.60-4.69 (2H, m), 6.77 (1H, d, J = 8.4 Hz), 7.11 (1H, d, J = 8.4 Hz).
oooooQ
OD20tert-000-(4-000-3-000-2-000000000)I000000O
oooooo
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ogooooao
I I
/! /

HN O‘Siﬁ > ] O‘Sil<

/ /
oooooao
0o0o0o0oo0ooooDooDoDlooDooDoo3-(ert-000-000000O00O0ODOODOO
)-6-000-2-00000000O00O00O0.18 g, 0.63 mmolD 00O O0DOODOOO0O2.0 mlO
Ooo0oooO0o0oO0oo0oDbDO0OO0O0o0.19g, 0o.v6 mmolD OO0 D0DOCOC tert-0 OO0 0OO0.112 ml, 0.9
4Ammol0 0000600003000 00D0OD0O0OD0O0O0DO0DODODODODODOOOODOnn
gooooobooooboooDboooDoboooDbilcobooogoboooboooboao
ooobooooooooboobobobooooobDobooboboboboooboDoboboo
goooooboboob b oo ooooooobooobobooobood
oooobooboooobooooDbOoooDooooDob40010 00000 DOOO0DDOOO
oboodQbo.099 g, ODO4000000OO

TH-NMRO 400MHz, CDCl50 & 0 0.10 (6H, s), 0.93 (9H, s), 2.47 (3H, s), 4.68 (2H, s
), 7.30 (1H, d, J = 8.4 Hz), 7.35 (1H, d, J = 8.1 Hz).

oooooon

00008
02-(6-000-2-00000000-3-0000000)-4,4,5,5-000000 [1,3,2]0
Dooo0oo0oooooo

oooooao
gio4-000-2-00000000-1-0000000
gboooaod
ugboogood
CiQ CE‘Q*
OH <O

O

/
gboooaod
ocooooobOoOoOoOosS-000-2-0000000001.09g, 7.0 molODON,N-0000
oooboOooOdz2omO000DOCO0OOO0ODODOOODODOOO34g, 600000000
oooobooooooboooilsooooooobooboooos3coooooboboooobooo
ocoooooOoO0oO0oO0oO0o.64ml, 8.4mmol0 000030000000 DO0O000O00O00O0
gooobooooooboooooboooooooboooooboocooobooooboOooo
gboobooooooobgobobobooooboboboboobooooobobobao
ugbdoodooooobouobobobooboboooboboboboobooobouobobobaa
ooooboooooobOocooobooogo2sbilcoooooboocoooobooooooooboas
g, oo dnoonog

TH-NMRO 400MHz, CDCl50 & 0 2.20 (3H, s), 3.48 (3H, s), 5.18 (2H, s), 6.89 (1H, d
d, J = 7.9, 2.0 Hz), 7.03-7.07 (2H, m).

Do0o0o0Q0
0D202-(6-000-2-00000000-3-0000000)-4,4,5,5-000000[1,3,2
]Joooooooo

Do0o0o0a0
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ooogood
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O - OB O
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O O
72 /

oooogodg

oooobooooooooooi1booooob4-000-2-00000D00-1-ODD000OO
Oo000.75¢g, 4.0mol0000C0COCODODDOODO20mMOO000O-780000nNn-000
oooooO1leMmn-ODOO0O0O0O, 2.5ml, 40mmol00S0000000C0OO300000
ob2-000000D0-4,4,5,5-000000-1,3,2-0000000 0.81 ml, 40m
mol0 00 O0O002000000000000000000D0C00130 ooooooaod
gooboooooobooocooooboooooboooooobooboooonn ooooooagd
gboobooooooobooboboboooobobobobooonn goooogan
ugbooboooooboboboboobooooboboboobooob goooogan
O ooao
ogoo

O Ooooo
O0Ooo0oooao

000000000 O0O00O00 000000120100000000000000
00000.20 g, 0015000
TH-NMR (400MHz, CDCl;) & : 1.40 (12H, s), 2.27 (3H, s), 3.55 (3H, s), 5.03 (2H,
s), 7.01 (1H, d, J = 8.2 Hz), 7.07-7.11 (1H, m).

Do0o0o0Q0

000090
ON-{4-000-3-[4-4-000000000)-6-00000-1,3,5-00000-2-00]
0

0

O

O 0Ooo0oo0ooao

oo03}2,2-0000000000000000001-510000

OoooOooao
H
Ny N

I

oooooo
o1mwo2-000-4-4-00000COCDODOD)Y-6-0000-1,3,5-000000O
oooDoo
oooDoo

CIN N C \(\@\(N .
\\r/\wi::1j3/OF{ * N\fdu > g
Jo Pl
o)

OH
gboooaog
ocoooooOO0OO0O004-2-000C0O0ODOHMIODOOOODODODORS35 g, 200 mmold O 2,4-
oooo0-e-0000-1,3,5-00000046 g, 260 molD000D0DOO@MOOOOO
ooooo)H)YZooopo@Oo2.3g, 2.0molD000D0OCOO0O0DOOG®G3 g, 590 mmold
coooDoo280omdgoooOO20mMI0000O0O0v000CO3.50000000000
ooooooooobooooooooon-ODOO0O0O0ODODOOOOODOOOODDOOO
gooobooooooboooooboooooooboooooboocooobooooboOooo
ooooooooobDooooooboO0ooobboooooDe0 g ODOOO
ugboogood
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0D204{4-000-3-[4-@4-000000000)-6-0000-1,3,5-00000-2-0070

ocooyoooao
oooooao
ooooDoo

\T/“T[::LW/ CF:[::I\/O
IN\ - HO\B H —

Nz T
OH

goboooog

gt
o)

000000000000010000002-000-4-(4-000000000)-6-00
00-1,3,5-0000000000060g002-000-5-00000000000000
00044 g, 240 mol0 O [1,1°-00(C 00000000 O0)D0O00O00]00000 (1
Y0OOOOD 000000000003.29,3.9mmol000000000009% g, 590
mol0 000000000440 mOON0D000010mMOON00006700002000
00000000000 000000000000000000000000000000
0000000000000 000000000000000000000000000
000000000000 0000000000000000000000000000
0000000O00000000000000703006040000000000000

gboogs7rgd0onOO

TH-NMR (CDCl) & O 0.93 (6HO d, J = 6.6 Hz)O 1.77 (AHO tO J = 6.1 Hz)O 1.9

0-1.97 (1H, m)O 2.57 (2HO dO J = 7.3 Hz)O 4.21 (3H, s)O 4.77 (2H, d, J= 6.1
Hz), 7.29 (2H, d, J = 8.3 Hz), 7.47 (1H, dd, J = 8.3, 2.1 Hz), 7.54 (1H, d, J =
8.3 Hz), 8.01 (1H, d, J = 2.1 Hz), 8.51 (2H, d, J = 8.3 Hz).

ugboogood

O30 tert-0 00 N-{4-000-3-[4-(4-000000000)-6-0000-1,3,5-000
00-2-00]00003N-(tert-000000000)I00000

gboooaod
ugboogood

Cl
N\féN
o)

ugoad

O o0Ooo0o0ooOoan.
OoOooo0ogao

oooooaod
300 10 O 100 10O
OomlCOODOOO
oooooood
Oooonoi1.0 mld
oboooooao
ugbooooagood
ooooooog
e 10O O0o0o0ooboOon0

Oooood~NOoOoOoOoOoOgoogoog

a
O
g
a
u
O

Ooo0Ooogooodao
Oo0OO0oooo oo

Y

>
\(\O\WNQ@\/NY%OA(

N\f9N
0

ocooooODOOOO0O0D2000000{4-0D0-3-4-@-0O0O0DOODODOO)-6-
0-1,3,5-00000-2-00]10000W000000.25g, 0.64 mmolD OO O

ooooDpDDOoOoo.25¢g, 096mmolD 0D DOO0O0O0OO24mIDO0DDODO0OO

oooo0o.32¢g, 096mmolD00C00ODOOOO0OO0OOOOOODIO0DDO0DO00OO

goobOooooobooocooooboobooooboooooobooooao
oboooooDoboboboO0oONN-ODO0ODODbOO0oOoDognon
OCoOO00OD0O0OO00000-tert-000D00.140 g, 0.64 mmolC O
026 g, 6000 0O0O0O0O0OOOOCOOODOON,N-ODDOOOO

gbooboooboobisboboooobooboboboobgnn
oboobooobooboboboooobooboboboooboonn
uboboouobuobobobouoouoboboboooobgnn
oooobooOoooobooooooboobocoooboooobooo
oboobooooooDo.2r g, OO720 00000

TH-NMR (CDCl3) & : 0.93 (6H, d, J= 6.6 Hz), 1.47 (18H, s), 1.88-1.98 (1H, m), 2.
57 (2H, d, J = 7.3 Hz), 4.19 (3H, s), 4.83 (2H, s), 7.28 (2H, d, J = 8.4 Hz), 7.
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39 (1H, dd, J = 8.4, 2.3 Hz), 7.48 (1H, d, J = 8.4 Hz), 8.00 (1H, d, J = 2.3 Hz)
, 8.50 (2H, dt, J = 8.4, 1.8 Hz).

Do0oo0Q

0404-000 -3-[4-(4-000000000)6-0000-1,3,5-00000-2-00710
000000000

oooooao
Oo0o0o0oo0oao
Cl j?;;dj Cl
N\(N 0] N\fN
o) A0

oooooao

Oo0o0oOo0o0oobooo0oo3amo0oddbDtert-000 N-{4-00D0-3-4-(4-0000O
ocoooo)-e-0000-1,3,5-00000-2-00J00003N-(tert-0 000000
ooH)>oooooooo.27 g, 046 mmolD 00 0000O04MODOD0ODDO1,4000000
oooz2.omi0oDO3IO0OO0OOOOODODDOOOODOOOODODOOOODODOO
oooboooooboooboooboDbo.legmoOoonon

oooooao 20
OosON-{4-000 -3-4-4-000CO0DODDODOO)-6-0000-1,3,5-00000-2-0017]
oooo03}2,2-00000000O0DODO

ugboogood

oooooao

Cl Cl
H
N\Tp 0
e

N

ugboogood 30
oooooODODOO0OO0O0O0O004000000D04-000-83-4-4-0DD00CDODODDODODO)-6-O
oo0o0-1,3,5-00000-2-00]1000000000000O00ODO0OOO0.035 g O HOBtO

H,00 0.019 g, 0.12 mmolO O O WSCO HCIO 0.024 g, 0.13 mmolO ON,N-O 0O O DOOO

dooo0i1.oml0000000000O0R2,2-000000000000.014 ml, 0.12 mmol
00000000000 D00.035ml, 0.25mmol0 00 0030000000000 000
0000000000000 000000O0O0O0O0O0O0DO0O0DO0D0DO0DO0OoDoDoDoDoDoooOan
0000000000000 000000O0O0O0O0O0O0O0O0O0DO0ONOoOoOoOoOoOoOoOoOan
0000000000000 00000000O0O0O0O0O0O0O0O0O0OoOoOoOooooooan
0000000000000 03020000000000000000000.030g00

000 40

TH-NMR (CDCl3) & : 0.93 (6H, d, J= 6.6 Hz), 1.24 (9H, s), 1.88-1.99 (1H, m), 2.5
7 (2H, d, J = 7.1 Hz), 4.20 (3H, s), 4.50 (2H, d, J = 6.0 Hz), 5.98 (1H, br s),
7.29 (2H, d, J = 8.3 Hz), 7.36 (1H, dd, J = 8.2, 2.3 Hz), 7.51 (1H, d, J = 8.2 H
z), 7.92 (1H, d, J = 2.3 Hz), 8.50 (2H, d, J = 8.3 Hz).

oooooQ
O060N-{4-000-3-[4-00000-6-(4-000000000)-1,3,5-00000-2-0
0]J0000}-2,2-000000000000000000 1-510

oooooo
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Cl H Cl "
JOA O
[
2 O N /N O
hd

gbooooao

NYN

AL OH
gpboooog
oCoooDoDoOOO0O0oOoOooos00o0o0DON-{4-000-3-4-¢4-00D0DO0O00O00O00O0O)-6
-jooo0-1,3,5-00000-2-00]100003}2,2-000000000000O00O0.030
g, 0.064ammolD O OODODODOO1IOMOOOOCOOODDOO4MODOOOOOODODDOGO
o096 mMiDOODOOODODDOO1000000O0OCODODDODOODODODOOODDIOCDODDOO
coooo3smoog2.3m00D0O0OO0O0O0O0OO0OOOOODODDOOOOOOO
oooboooooobOooooboooOoooboDo.026 g, DOOOKOODDODOOOODODOO
0.030 g ODMED O.60 DO OO UODOODODOOOODODODODODOOOODODO
oooboooooobooDo.026 g OO
oooooo
gobogoaiod
ON-{f4-000 -3-4-B3-0000-4-0D0DO0DO0O00OO)6-000C00-1,3,5-00000-2
-jgojoooo}ys,3,3-000000o-2,2-000000000000000O00O00O001-81
gooao
gboooaog

oooooao

oooooo
o1mwo2-000-4-B3-0000-4-000D00O00O0)-6-0000-1,3,5-00000
ooooDoo

Ooooogood
I D\(
j@ JOH o+ NN > F N C
P8 _0 NN
OH _0
ooogood

ocoooooDOO0O0O0s8-000b0-4-000000000000D0O0.43 g, 2.8 mmold O 2,4
-jooo-6e-00D00-1,3,5-0000001.0¢9, 5.6mol0000000DOC@OODO

oooooDoOo)YoOoooo@Qoo.16g, 0.14mmolD 00 CCOO8SMIDOOOOOO
cooo2woOoOoOoOoOoOoOooooOo4.0omi0000O000000O03ODODOOO00OOO
oooboooooobooooobooooooboobooooobobooooboboooobooo
gobooooooooobgoboboboooobobobobobooooobobobao
ugbooboooooboobooboboobooooboboboboobooooobobobaa
oooboooooobOooobooboooooobobboo2030012000000000000
gbobooboo.58 g, UO81ODO0DOOOO

TH-NMR (CDCl3) & : 2.37 (3H, d, J= 2.1 Hz), 4.17 (3H, s), 7.32 (1H, t, J= 7.9 Hz
). 8.12 (dH, dd, J = 10.7, 1.7 Hz), 8.19 (1H, dd, J= 7.9, 1.7 Hz).
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DoooooQ
020{4-000-3-[4-(3-0000-4-0000000)6-0000-1,3,5-00000 -2-
000000} o000

goboooo
goboooo
- i

IDYN\YC’ + HO\BO\,OH — Fjij\.(N\ o

N\(N OH N\(N

-0 0
goboooo
gooooooooooogo1looooguo2-000-4-B3-00d0-4-000oobDOO)-
6-0000-1,3,5-0000000.58¢9g, 2.3mmol002-000-5-0000000000C
OooooOoOo0o0o.51g, 2.7 mmolO 0O [1,2"-0CO0@ODOCOOODOOHYOODODO]
ooooo@anHnooooo 0ooDooo0oo0ooDoDo0DOdo0.18 g, 0.23 mmolD 0 1,4-0000
godo.omiCOOO2vMCOOODOOOOODODO45mIDDO0OOCO1I0000C0020O0000T
ooobooooooooboobobobooooobDobooboboboboooboDoboboo
goboboobooobuooobboobboobbooobtoooboUoboDbouobboo
gogoboboobooooboooboobobuoobbuoobboobboobboobobdn-
oboodbooooouob403b0b0b000b0ob00DbO0ObO0Obb0o0.44 9, UDOSB3O0O
gooo

TH-NMR (CDCl3) & : 1.76 (1H, t, J= 5.8 Hz), 2.37 (3H, d, J = 1.9 Hz), 4.21 (3H,
s), 4.78 (2H, d, J= 5.8 Hz), 7.33 (1H, t, J = 7.9 Hz), 7.47 (1H, dd, J = 8.1,
2 Hz), 7.54 (1H, d, J = 8.1 Hz), 8.02 (IH, d, J = 2.2 Hz), 8.23 (1H, dd, J =
7, 1.6 Hz), 8.29 (1H, dd, J = 7.9, 1.6 Hz).

Do0o0o00

O30 tert-000 N-{4-000-3-[4-(3-0000-4-0000000)-6-0000-1,3,5
-00000-2-00]J00003N-(tert-000000000)000000
Do0o0o00

Do0o0o0Q

ey
I

o
0~¢0

2.

10.

;(D\(N(:p\,N\S/OY

NN NN

A0 0
gooooad
0oodoooooooooo22WoO0o0Do0oDEU-000-3-4-B-000D0-4-00000003
0)-6-0000-1,3,5-00000-2-00J00003YYD00000O0O0.44 g, 1.2 mmolO O
Jo0oooooooo1a3mi0 0000000000000 oDoDoDoOooOgo.22ml, 1.6 mmolO
JddoDoodoboDoooooooooliioml, 12.3mmol0 00D DOOB00DDODOODDOOO
00000000000 O0ODODO0ODOO0OD0OO0O0-tert-000D0O0.32 g, 1.5mmolO 00000
oboodono1.2g, 3.6 molOONN-O00DODOOOODO3.O0mMIDODODOODODIO0D0O0O
g0 oob oo oo b oo b oo ooboooOood
gooooobooobooobo0obobooboDboUob0ooUoboUooDboUobboo
goboboboobooobooobo0obboobboboUobto0ooUoboUooDboUobboo
0o0o0Dooooooooe0100D00D0D0DO0O0OD0DDODO0ODDODOOO0ODOOO0.64 g, O0DO940 0
oooao

TH-NMR (CDCI3) & :

1.48 (18H, s), 2.37 (3H, d, J = 1.6 Hz), 4.19 (3H, s), 4.83 (

2H, s), 7.31 (1H, t, J = 7.9 Hz), 7.40 (1H, dd, J = 8.4, 2.3 Hz), 7.49 (1H, d, J
= 8.4 Hz), 8.00 (1H, d, J = 2.3 Hz), 8.22 (1H, dd, J = 10.7, 1.6 Hz), 8.28 (1H,
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dd, J = 7.9, 1.6 Hz).
oooooo
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0404-000 -3-4-GB-0000-4-0DO0DODOO0O)-6-0000-1,3,5-00000-2-

ooloooooooooo

oooooao
oooooao
Y W

Fjg\«”\\;@\/'“ﬁroﬁ/ F Ny NH, - HC|

NN 0 NN
oooooo
ooo000oo0o0O0oO0o0o0O0Os3q00000tert-000 N-{4-000 -3-[4-3-0000 -
4-0000000)-6-0000-1,3,5-00000-2-0070000 FN-Ctert-0 000
coooo)oooooooo.e4g, 1.1mmold01,40000000002.0mI0000
obooo4avDOooOoDl40000000006.0mI00000200000000000
OO0O0On-0D0O0O0O032mI00O00O04000000000000000O0O000D0O0O
oooooboooO0oobooooooo4s g, DO UOOODOOO

TH-NMR (DMSO-Dg) & : 2.36 (3H, d, J= 1.4 Hz), 4
.55 (1H, t, J = 8.0 Hz), 7.71 (dH, dd, J = 8.1,

.13-4.19 (2H, m), 4.17 (3H, s), 7

2.1 Hz), 7.75 (1H, d, J = 8.1 Hz

), 8.16-8.20 (2H, m), 8.27 (1H, dd, J = 7.9, 1.6 Hz), 8.38 (3H, br s).

oooooao
Os50N-{4-000 -3-4-GB-0000-4-0D0D0DO0OO
2-00J00003¥s8,3,3-000000-2,2-0000
oooooao
ugboogood

Cl

NN
0

ugboogood

o)-6-ooooo-1,3,5-00000 -
ugboodoaoboado

oooooOoOO0OO00O0O0O0040000D0O04-000-8-4-GB-00D0D0-4-0000006
0o)-6-0O0O00-1,3,5-00000-2-00]J00000DOOCOO0ODOO.070 g, 0.18 mmol
O O HOBtO H,00 0.041 g, 0.27 mmolO0 0 O 3,3,3-000000-2,2-000000000

00O0.042 g, 0.27 mmolO ON,N-OOO0ODDODOOO
COHCIOO0.051 g, 0.2 mmolD 0O DOOOOODOODO

gdi1.omlODO0OOODOOODOWS
00.037 ml, 0.027 mmolO O O OO

i.s0obooboooooobooboboboooboboboboboooobooboobobobn

0000000000000 O00O000000000
000000000000 000000000000
0000000000000 00000000000
000O00O000.080g, DO900O00O00O

TH-NMR (CDCl3) & : 1.45 (6H, s), 2.37 (3H, d, J

ugbooboooooooboaobabad
goobooooooboocooooao
gboz201000000000000

= 1.9 Hz), 4.20 (3H, s), 4.55 (2

H, d, J = 5.8 Hz), 6.23 (1H, br s), 7.30-7.37 (2H, m), 7.52 (1H, d, J = 8.4 Hz),

7.93 (1H, d, J = 2.3 Hz), 8.22 (1H, dd, J = 10
9, 1.6 Hz).
Do0oo0Q

.7, 1.6 Hz), 8.28 (1H, dd, J = 7.

oeoN-{4-000 -3-4-GB-000D0-4-0DD0D0-0000O)-6-000C0CD0-1,3,5-0000
o-2-00]1000038,3,3-000000O-2,2-0000000C00DODDODOO0OOOO0O1
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Cl
H
A KA
N\fN

-0 OH
ogoodoooogad
godopoooooDooooosooogooda N—{4—D Ood —3—[4—(3—D godQo-4-00000
oo)-e6-0o00oo-1,3,5-00000-2-001000073%3,3,3-000000-2,2-000 10
gobooooboonDoo.o7r7 g, 0.16 molD D 00D OO0 O14ml0D0 000 O0OO0OOO0O
AMOD DD oogogoogo.23miooe D20 0000 oooooonOoan
goooogioooogooooooo.orvomiD 000000000000 ooOOoOoOOnOanO
goboboobooobooobooboDbooboboOoOgoDo.070g9, ODDO92%0 0000
odoooogad
O0dooig
ON-{4-000-3-4-00000-6-@G-000DO0OO0ODOO)Y-1,3,5-00000-2-00
]D Ooodaod }—3,3,3—D Ooo0oo0o0-2,2-000000000000000000O021-980 00
O
oooogodd 20
oooogodd
Cl
H
N,ﬂ,N%F
1
NN 0 FF
OH
oooogodd
0i02-000-4-4-0000000DO00O0DO)-6-0000-1,3,5-00000 30
ogodooogad
gooogad
G Ny C
JLOH ¥ NYN |N\\(Cl
? -0 Hasgeld
OH 0
Ogoodooogad
0000000 ooDo4-0000000000D0OD0O0DO0.30 g, 1.7 mmolO O 2,4-00
oob-6e-0000-1,3,5-0000000.23g, 1.4mmol000[1,1°-00@OODO0ODO 40
|:|DDD)DDDDD]DDDDD(“)DDDDD ooooooboooooo.11 g, 0214
mmolO O 1,4-0000004.0oml0000000O0DO00OOO0D2MO0000000000O0002.0
mlOOOOoOOoi1o000001. 5000000000000 oooooOooOoao
oo oo oo oD oo oD oo ooDogao
oo oo oo oD oo oD oD oD oo oo g o
Jooo0ooooo0obooooDo0oooooooDooobuopooogooozo01l0o0o0oooao
gobboobooobo.21 g, OOS70000O0O0O
IH-NMR (CDClg) & : 1.29 (6H, d, J= 7.1 Hz), 2.99-3.02 (1H, m), 4.16 (3H, s), 7.3
4-7.38 (2H, m), 8.39-8.43 (2H, m).
gooogod 50
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020{4-000 -3-[4-(4-0000000000)-6-0000-1,3,5-00000-2-00]
0000300000
000000
000000
cl Cl

ANy O+ |4o\ét[::]\v43H - INQ;:[::J\VAJH

Flegfls OH bt

A A
oooooo
000000000000 010000002-000-4-(4-0000000000)-6-0
000-1,3,5-0000000.21g002-000-5-00000000000000000
0.15 g, 0.80 nmol0 0 O [1,1°-00(0000000000)I00003100000 D
00000 00000000000 O0.066g, 0.080 mmol0 0 1,4-0 00000 2.4 miD
0000000000 2MO00000000001.2m00000100000020000
0000000000000 000000000000000000000000000
0000000000000 D000000000000000000000000000
0000000000000 000000000000000000000000000
0000000000000 0000000005030000000000000000
000.15¢g, 0051000000

TH-NMR (CDCl3) & : 1.30 (6H, d, J= 7.1 Hz), 1.77 (IH, t, J = 6.1 Hz), 2.95-3.07
(1H, m), 4.20 (3H, s), 4.77 (2H, d, J = 6.1 Hz), 7.35-7.39 (2H, m), 7.46 (1H, dd
,J =8.2, 2.2 Hz), 7.54 (1H, d, J = 8.2 Hz), 8.01 (1H, dd, J = 2.2, 0.4 Hz), 8.
50-8.54 (2H, m).

Do0o0o00

O30 tert-000 N-{4-000-3-[4-(4-0000000O000O)-6-0000-1,3,5-00
000-2-00]00003N-(tert-000000000)I00000

Do0o0o00

oooooao
cl cl >0<(0
N&H N._O
| - |I\L il Y
NN NN 0
A 0
ooogood

ocoooooOOO0oO0oOoOooo20000D0DD0E@-000-8-4-@-00DDOOOOOO)N-6
-j0oo0-1,3,5-00000-2-00]100003®000000.159g, 0.41 mmolO O OO
Oooo0ODDODO0OO0O0O00o0.16g, 0.62mmol0 000000 CCOC1.5m0000000O0
ocoooDoDO0oo.20g, 0O62mmolD 000000 O0O0O1I00C000D0D0O0000O0O0O00
goooboooooobOoooooboooooobooOooooobooOooboooson o b0
giogooooboboboboon
ooooDONN-OOOOOOOQOOOOD25mM000O00OO0OOOCODODDDOOOOOO
O-tert-0 00 00.089 g, 0.41 mmolD 00 00O0O0O0O0O00O0OO.016 g, 6000000
oooooDDOOOO0OOONN-ODOOODOOOOOOoO.7OMIODOODDOOOODOODONL
S50000ob0obo0obooobooooobobobooboooooboobobobooooboobao
ugbdoodooooobouobobobooboboooboboboboobooobouobobobaa
ooooboooooobooooobooooooobobooooboboooobobboooobooo
gboobooooooobgoboboboooshilgoooboboobooooobobobao
0.20 g, O O8OOOO0OO
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TH-NMR (CDCl3) & : 1.30 (6H, d, J= 7.0 Hz), 1.47 (18H, s), 2.94-3.05 (1H, m), 4.
19 (3H, s), 4.83 (2H, s), 7.34-7.41 (3H, m), 7.48 (1H, d, J = 8.4 Hz), 8.00 (1H,
d, J = 2.3 Hz), 8.49-8.53 (2H, m).

oooooo

0404-000 -3-[4-(4-0000000000)-6-0000-1,3,5-00000-2-00]
0000000000

Dooooo

oooooo

INQEI::l\/erOﬁ/’ IN\ NH, -HCI

N%N 0 NYN

L0 A
oooooao
0000000 ooDooDOoDoD3WoO0oo0n0tert-000 N-{4-000 -3-[4-(4-0000O
oooooo)-6-0000-1,3,5-00000-2-00]J000073F-N-Ctert-00000D0O
000)I0OO0O00O000.20g, 0.35mmol0 00 000004aMIO00001,400000
ooooz.omlOODODO0ODO10000O0O0O0O0O0ODDODDODDODOODDODDODDODDODODDODDODOOOO?2
godoobooboooobooooboboooDboo.4gonbodg
ooDoo0oo
Os50N-{4-000-3-[4-4-0000DO0O0DOOODO)Y-6-000D0O-1,3,5-00000-2-0
0joooo}-s,3,3-000p00o-2,2-00 00000000003
Ooooo0oQ
Ooooo0oQ

Cl Cl H

. N\\)@VNHZ- HCI . N\\;Q\/N\,)(,(F

N\fN N\fN 0 F

-0 0
oooooad
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TH-NMR (CDCl3) & : 1.30 (6H, d, J= 6.8 Hz), 1.44 (6H, s), 2.95-3.05 (1H, m), 4.1
8 (3H, s), 4.53 (2H, d, J = 5.7 Hz), 6.34 (1H, br s), 7.30-7.39 (3H, m), 7.50 (1
H, d, J = 8.4 Hz), 7.91 (1H, d, J = 2.2 Hz), 8.49-8.53 (2H, m).
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O00D00OO0O00D000.050g, 0,099 mmolO OO OO ODOOOS0MIODOODODODONOA4M
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ON-{4-000-3-4-00000-6-@G-000DO0OO0ODOO)Y-1,3,5-00000-2-00
0000 3-3,3,3-000000-2,2-0 0000000000000 0OD0OO0O0NO21-1090 0O
aod
oooogodd 20
oooogodd
()\,N\ N F
' F
NYN 0 F
oooogodd
0i02-000-4-4-0000000DO00O0DO)-6-0000-1,3,5-00000 30
ogodooogad
gooogad
ClN_Cl )\/0
)\,0 N e )
O\,OH + NN sy
B 0 NN
. y ¥
OH _0
godoooogad
0ooooooooDo4-000000D0O0OD0DODOODO0OO0.5 g, 2.58 mmolO O 2,4-0 40
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00000)D0O000()I0.15g, 0.129 mmolJ D00 OO OCODOO0OO0.819 g, 7.73
mmolD D00 O0O0O05.0mI000000003.5m0000080000200000
0000000000000 O0O0O0O0O0O0O00O0O00O0O00O0O00O0O00O0O00O0on
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0000000000000 O0O0O0O0O0O0O00O0O0O0D0O0OO0OO0OOO0OOOOoOoooon

00000000001001000000000000000000O0.606 g, OO 800

0ooo

TH-NMR (CDCl3) & : 1.05 (6H, d, J= 6.7 Hz), 2.07-2.17 (dH, m), 3.81 (2H, d, J

6.5 Hz), 4.14 (3H, s), 6.95-7.00 (2H, m), 8.42-8.46 (2H, m). 50
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020{4-000 -3-4-4-000C0CODODDOOO)-6-0000-1,3,5-00000-2-001]
ooooy»yphoooao

gbooood
gboooog
Ao Cl Ao cl
O\(NYC' . HO\BJQ\,OH —_— O\rN\Y\Q\/OH

NN oH NN

0 0
gpboooog
ocooooooO0oO0ooOooowWwoooDo2-000-4-4-0O00D0ODDOOOO)-6-0O
oo00-1,3,5-0000000.60g, 2.0 mol0 02-000-5-000000000000O0
ooo0o0DO0.57 g, 3.1mmolO O [1,1"-0 0 O0O0O00O0OCOCODOHDYIOOO0O0]10O00
ocoanoooo0 oooooooo0oDO0O0o0.083 g, 0.10mmolIDDDOOOOOOOO
0O01.3 g, 6.1 mmolJONN-OO0OC0O0OCDODOOOOO6.OmMIDOOCODOSGBOO0O OO 1.50
oooboooooobooooobooooooboobooooobobooooboboooobooo
goboooooooobgobobobooooboboboboobooooobobobao
ugbooboooooboobooboboobooooboboboboobooooobobobaa
ooooboooooobOoooooboooooooboooooboos3s20b0o0co0o0oo0obDOOO
gbobgooooo.32g, D03 OOODOO

TH-NMR (CDCl3) & : 1.05 (6H, d, J= 6.7 Hz), 1.77 (I1H, t, J = 5.9 Hz), 2.08-2.18
(1H, m), 3.82 (2H, d, J= 6.5 Hz), 4.19 (3H, s), 4.77 (2H, d, J= 5.9 Hz), 6.98-7.
01 (2H, m), 7.46 (1H, dd, J = 8.2, 2.2 Hz), 7.53 (1H, d, J = 8.2 Hz), 8.00 (1H,
d, J= 2.2 Hz), 8.55 (2H, m).
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A0 Y
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-00o0-1,3,5-00000-2-00]100003®h000000.24 g, 0.61 mmolO O OO

ocooooooOo2o0m0O0QCO0OO0CO0ODDODOOODOOOODODO.12 ml, 0.79 mmolO O
ocooooDoDOoO0oO0oO0oO0oOoooo.052ml, 0,67 mmolD 00O O0O.50000000000
ocooooODbODOO0OO0OO0O0O0OooOoOoOOODODDOONN-OOOODODOODODODDDO1.5mIO00
Ooo0oDoOO0o0oooDbDOoOO0oO0oo0nDo.59g¢g, 1.8mmolD0D00C0O0ODODOOOO-tert-0
og0o0o.16 g, 0.73 mmolJ 000 0O1.5000000000000C0COODDOOOOOO
ooooooooobooooobooooooboobooboooobooboooobooooobooo
gooobooooooboooooboooooooboooooboocooobooooboOooo
ooooooooobooooooooooobooboooooboboOoobobe10DbDDODOO
ooobOoO0oooboOobogo.34g, 0O922000000

TH-NMR (CDCl3) & : 1.05 (6H, d, J= 6.7 Hz), 1.47 (18H, s), 2.08-2.18 (1H, m), 3.
82 (2H, d, J = 6.5 Hz), 4.18 (3H, s), 4.82 (2H, s), 6.96-7.00 (2H, m), 7.39 (1H,
dd, J= 8.3, 2.3 Hz), 7.48 (1H, d, J= 8.3 Hz), 7.99 (1H, d, J = 2.3 Hz), 8.52-8.
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56 (2H, m).
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0O0D04MO00D001,40000000003.0mM000002.500000000000
O0On-0000020mO000000000000000O00O0000D00O00000O0
0O0D00000000000.24g, 009000000

TH-NMR (DMSO-Dg) & : 1.01 (6H, d, J= 6.8 Hz), 2.01-2.11 (1H, m), 3.88 (2H, d, J
= 6.4 Hz), 4.14 (3H, s), 4.12-4.17 (2H, m), 7.12-7.15 (2H, m), 7.72 (2H, br s),
8.13 (1H, br s), 8.40-8.51 (5H, m).
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3 g, 0.2 mmolOONN-O 00 O0O0DOOCOCOODO.70mMIDOOOOODODOOOWSCOHCH
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TH-NMR (CDCl3) & : 1.06 (6H, d, J= 6.8 Hz), 1.44 (6H, br s), 2.08-2.18 (1H, m),
3.82 (2H, d, J = 6.6 Hz), 4.19 (3H, s), 4.55 (QH, d, J = 5.7 Hz), 6.21 (1H, br s
), 6.97-7.01 (2H, m), 7.34 (1H, dd, J= 8.3, 2.3 Hz), 7.51 (1H, d, J= 8.3 Hz), 7.
91 (1H, d, J = 2.3 Hz), 8.53-8.55 (2H, m).
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TH-NMR (CDCl3) & : 1.06 (3H, t, J= 7.4 Hz), 1.83-1.87 (2H, m), 4.02 (2H, t, J =
6.6 Hz), 4.14 (3H, s), 6.96-6.99 (2H, m), 8.43-8.45 (2H, m).

oooooo
0D20{4-000-3-[4-0000-6-(4-000000000)-1,3,5-00000-2-0070
0000000

gooooo
oooooao

N\¢N (I)H N\FN
goboooo

0000000000000 10000002-000-4-0000-6-(4-00000000
0)-1,3,5-0000000.75¢g, 2.7mmol0 02-000-5-0000000000000
00000.60 g, 3.2mmol0 00 [1,1°-00(QO0O000O000O00)00000]1000
OO0 @QDIOODODOD 0000000000 00.22g, 0.27 mmolD01,4-000000 15
miOOOO2M000O000O000O005.4mi000001000000300000000
0000000000000 0000000000000000000000000000
0000000000000 0000000000O000O000ON0ONONooNooonoon
0000000000000 000000000000000000000000000
000000000000000000000001001000000000000000
00000.95g, 0091000000

TH-NMR (CDCl3) & : 1.07 (3H, t, J= 7.4 Hz), 1.77 (IH, t, J = 5.8 Hz), 1.84-1.87
(2H, m), 4.02 (2H, t, J= 6.6 Hz), 4.19 (3H, s), 4.77 (2H, d, J= 5.8 Hz), 7.00 (2
H, d, J = 8.7 Hz), 7.45 (1H, dd, J = 8.3, 1.9 Hz), 7.53 (1H, d, J = 8.3 Hz), 8.0
0 (1H, d, J = 1.9 Hz), 8.55 (2H, d, J = 8.7 Hz).
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ocooDooO0oO0oo0oO0ogo.23ml, 3.0mmol0 00000000000 DDODOO0OOO
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oooDoOO0o0o0o0oOdd2.4g9, 7.4mmol00000000CC0O0ODODO -tert-0000O0O0
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ooobOoooooboooooooboooooboooooboobooo10booOooobooboOon
oooobooooo1.3g, 009000000

gbooooog
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gbooooogan

OoOooooad

Oooo0oooa

A~ Cl >0/\'/,0 /\/0\©\( C\:J:j\/
' N\Y\Q\/NYOY Ny NH, - HC|
NyN 0 NyN

Ooo0oooa

000000000000 03000000tert-000 N-{4-000 -3-[4-000 0 -6-(
4-000000000)-1,3,5-00000-2-00]100003N-(Ctert-00000000
0)IODODOODOO1.3¢g, 2.2mmol0 000000040 00001,400000000
05.0mO000003000000000000001,4-0000002.0m000n-00
0D005.0mO00000400000000000000000000000O0000O000
0D00000D0O00D00.68g, 007300000000

TH-NMR (DMSO-Dg) & : 1.00 (3H, t, J= 7.4 Hz), 1.73-1.83 (2H, m), 4.06 (2H, t, J
6.5 Hz), 4.12-4.18 (2H, m), 4.14 (3H, s), 7.12-7.16 (2H, m), 7.69-7.74 (2H, m)
, 8.13 (1H, br s), 8.44 (3H, br s), 8.45-8.50 (2H, m).

Do0o0o0Q0
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00.056 g, 0.36 mmol0 D0 00000000 D0O0.09 ml, 0.71 mmolD 00004000
0000000000000 O000000000000000000000000000
0000000000000 O0000O000000000000000000000000
000000000000 0000000000000000000000000000
00000000010030000000000000000000.09 g, 0078000
0oo

TH-NMR (DMSO-Dg) & : 1.00 (3H, t, J= 7.3 Hz), 1.39 (6H, s), 1.73-1.83 (2H, m), 4
.05 (2H, t, J = 6.5 Hz), 4.11 (3H, s), 4.39 (2H, d, J = 5.9 Hz), 7.10-7.14 (2H,
m), 7.44 (1H, dd, J = 8.1, 2.3 Hz), 7.61 (1H, d, J = 8.1 Hz), 7.86 (1H, d, J = 2
.3 Hz), 8.42-8.47 (2H, m), 8.66 (1H, t, J = 5.9 Hz).
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O0FN-(tert-0 00 000000)000000O

c2000000{4-000-3-4-00D00-6-(4-00000COC
oo0o0-2-00100003YY00000O0.78 g, 2.0 mmolO O

7. 8mlJ000CCOCOODDODOOOOOOOO.36 ml, 2.6 mmol
ocooooDo.19ml, 24mmolD0O0O0OD0OOB000000O000O
Oo0o0DOoOO0o0oooDoODOOONN-OOO0OO0DDOOOO0O0D?20 mid

oooopDD2.09, 6:0mmolC 00000000 0OO0OQO -tert-
mmolD 0 0002000000000 000000C0O0ODDODOOO

gooboooooooooooboooooboooooobooooao
gboboooooooboboobooooooobobobobooo
goooboooooooboooooobobooooboboobooo1boooo

gooo.80g, OO OO0O0OO

1.42 (18H, s), 3.41 (3H, s), 4.12 (3H, s), 4.77 (2H, s), 5.
32 (2H, s), 7.18-7.23 (2H, m), 7.45 (1H, dd, J = 8.2, 2.3 Hz), 7.65 (IH, d, J =
8.2 Hz), 7.91 (1H, d, J= 2.3 Hz), 8.43-8.47 (2H, m).

Do0o0o0a0
040 4-[4-(5-000000-2-0000000)-6-0000-1,3,5-00000-2-00]
Dooooooao
Do0o0o0ao
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gooooad

MeO-_0 Cl >0;0 HO Cl
N\fN 0 N\fN

oooooad

Oooo0ODoODoOOO0O0O0oO0O0oOosooo0o0o0tert-000 N-{4-000 -3-[4-0000-6-C
4-0 00000000000 )-1,3,5-00000-2-00]10000}N-Ctert-0 000 0O
OO000O)H)YOOO0ODOO0O0.40¢9, 068 mmolD 00 0D0OOOO4NMODOOOL1,40000
gcooooDz2omibdfdooOoO00ODOO0O0OO0OO0O0O0OO0ONn-cO0DDO3.0MOOO0
40 000000DO0CO0OO0O0O0OO0OO0O0ODODOOOODOOOOODOOOODDOOO
gooooo.2e g0 0OO0OnOn

ooooDoo

0s503,3,3-000000-2,2-0000000000 4-(4-{2-000 -5-[(3,3,3-000O0
ooo-2,2-0000000000O0OOO)OO0J0O0003}6-0000-1,3,5-0000
Oo-2-00)H)0000

000000

000000

L PO
LN NH, - HCI F O Ny No <
NN NN

000000

000000000000 040000004-[4-(-000000-2-0000000)-6-
0000-1,3,5-00000-2-00]1000000000000000.10 gd O HOBtD H,0
00 0.061 g, 0.40 mmol O O WSCO HCIO 0.076 g, 0.40 mmolD ON,N-0 00000000
001.5m00000000003,3,3-000000-2,2-00000000000O0.066
,0.40mmol0 0 0000000000011 ml, 0.79 molD DO 0020000000
0000000000000 O00O00O00O000000000000000000000
0000000000000 O0000000000000000000000000000
0000000000000 000000000000000000000000000¢0
0000010010 000000000000000000.090 gdOO00O

TH-NMR (DMSO-Dg) & : 1.39 (6H, s), 1.59 (6H, s), 4.15 (3H, s), 4.40 (2H, d, J =
6.0 Hz), 7.39-7.47 (3H, m), 7.62 (1H, d, J = 8.4 Hz), 7.88 (1H, d, J = 2.1 Hz),
8.55-8.60 (2H, m), 8.66 (1H, t, J = 6.0 Hz).

Dooooo
O060N-{4-000-3-[4-(4-000000000)-6-0000-1,3,5-00000-2-00]7]
000033,3,3-000000-2,2-000000000000

oooooo

oooooo

FQQ(O Cl HOO\( T)@VH
H
FE o \©\(N§)©\/N\“)<KF MNs N E
' Fo— NN 0 F'
Nep 0 F 2
0 -
ooogodg
go0ooooooooooosoooooos,3,3-0ooooo-2,2-000000000

0 4-(4-{2-000-5-[(3,3,3-000000-2,2-0000000000000)000]
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00003-6-0000-1,3,5-00000-2-00)000000.070 g, 0.15 mmold O O
000O000.70mMI000C0O0CO0COOSMIOOO0OO0OO0OOOOOOOOOOOO.0
32mO000010000000000000000002N000000pH=200000
0000000000000 O000000000000000000000000000
0000000000000 O0000O000000000000000000000000
0000000000000 000000000000000000000000000
00004010 000000000000000000.036g, 0051000000
TH-NMR (DMSO-Dg) & : 1.38 (6H, s), 4.10 (3H, s), 4.39 (2H, d, J = 6.2 Hz), 6.91-
6.95 (2H, m), 7.42 (1H, dd, J = 8.3, 2.3 Hz), 7.60 (1H, d, J = 8.3 Hz), 7.84 (IH
, d, J = 2.3 Hz), 8.34-8.39 (2H, m), 8.65 (1H, t, J = 6.2 Hz), 10.38 (1H, br s).
DoooooQ
O070N-(4-000-3-{4-0000-6-[4-(1-0000000CO00CO00CO00O)D0000O0]-1,
3,5-00000-2-003}0000)-3,3,3-000000-2,2-000000000000
oooooo

Ooodooogad
HO cl ' é\,o Cl H
O\(N\\)@\/N%E _ N N%E
N\f’N O F Nxf?N O F
0 -0
gooogood

000000000000 06000000N-{4-000 -3-[4-4-000000000)-6
-0000-1,3,5-00000-2-00]100003-3,3,3-000000-2,2-000000
000O00O000.036 g, 0.075 mmol0 01-000-0000000000000O0.0087 m
1, 0,090 mmol0 000 DO0C0D0OO0C0OD0O0OD0O0.024 g, 0.090 mmolD DO O OC0O0O
00000.50 miDODOODODOOD1l.oMJOOD0OOO0OODDOOOOOOOOOOOOOoO.
051 ml, 0.098 nmmol0 0 00010 000000000000000001000000 1.
OMDDODDO0DD0DO0D0D0O00D00O000000D00.028ml, 0.053 mmol0 00000000
0000000010 000000000000000000000000000000
000000000 00D019010000000000000000000.029 g, 0070
oooooo

TH-NMR (DMSO-Dg) & : 0.42 (2H, dd, J= 5.6, 4.0 Hz), 0.56 (2H, dd, J= 5.4, 4.2 Hz
), 1.20 (3H, s), 1.39 (6H, s), 3.88 (2H, s), 4.11 (3H, s), 4.39 (2H, d, J = 5.9
Hz), 7.09-7.14 (2H, m), 7.43 (1H, dd, J = 8.2, 2.1 Hz), 7.60 (1H, d, J = 8.2 Hz)
, 7.85 (1H, d, J = 2.1 Hz), 8.41-8.46 (2H, m), 8.66 (I1H, t, J = 5.9 Hz).
DoooooQ
O08ON-(4-000-3-{4-00000-6-[4-(1-000000C0CO00O0C0OCO)IDOO]-
1,3,5-00000-2-0030000)-3,3,3-000000-2,2-00000000000
0000000 1-1280

gogoooao
goboooo
N cl N cl
; eV
F
O\m”\\;@\/NﬁF — R N\'&E

Nl NN 0 F

0 O
goboooo

ocoooooOoOoOoOoOooo7woOoOO0ODON-(@-000-3-4-00DD0O-6-4-(2-000O
ocooooooOoooo)oooobo]-1.3,5-00000-2-003Y000D00)-3,3,3-000
oo00-2,2-00000000D00O0O0O0O0O0.028 g, 0.0562 mmolDODOOOOODO.28 ml
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Jddogogooogo4amMOoogooooooooo.o77y miD OO Ooe0d OO0 10 0O
00000000 ooooooogoo2N000o01emiD 000000000 ooonOan
goboooo0obooobo0ooDb0o0ob0b0oU0obb0oU0ob0oUoU0DbOgo.019 g, OO 69%0
Oodoao
gooogad
0000 150
] N—{4—D Ooad —3—[4—(3—D O00-4-0000000 )—G—D Oooond-1,3,5-00 000 -2-
aod ]D gdno }—3,3,3—D ogoooo-2,2-0000000000000000001-129
goooad
Ooodooogad
Ooodoooad

Cl

H

N NWXKF

Gl T >
N 0 FF

OH

gooogod

oig2-000 4-3-000~4-0D0000D0DO)Y-6-00D00-1,3,5-00000
gboooaod

oOooooad
Gl M O D\(N "

D\/OH + N b Cl o

G178 P N
OH _0

oooooad
oooooooooDo3-0b0-4-000D00ODO0OO0OOODOOO0.47 g, 2.8 mmolO O 2,4-
ooobo-6-0000-1,3,5-0000001.0¢g, 5-6mol00000OD0O0ODO@OODOO
00o0o0oooOo)y oDooo@Oo.32g, 0.286mmolO 00O O0O0OS5.0mlO0OOCODOOZ2M
0000000000042 mi0000O00O010000002000000000000000
go0ooo0oooooooooooooooooooboooooooooooooooOon
gooooooooooooooboooooobooobooboDooboDoooooooOog
OgfddooooooooooooooooooooobooobooobobOboooooon
gogor03 o460 boobbouoboo.el g, O8O ODODDOOO

TH-NMR (CDCl3) & : 2.47 (3H, s), 4.17 (3H, s), 7.37 (1H, d, J = 8.0 Hz), 8.28 (1
H, dd, J = 8.0, 1.8 Hz), 8.47 (1H, d, J = 1.8 Hz).

DO0o0o0a0
0D204{4-000-3-[4-(3-000-4-0000000)-6-0000-1,3,5-00000-2-0
0DJjoo0O0}MOooOoO

oooooo
oooooo
Cl
Cl NGl 4 Hoo @VOH S C{j@\(N\
NY Ny
0 0
oooooo

ocoooooOOoO0oO0oOoOooo1moooDoD2-000-4-B-000-4-0000000)-6-
ooo0-1,3,5-0000000.619g, 2.3mmol002-000-5-00000000000
Oooo0ob0o0OO0o0.51g, 2.7 mmolD 00O [1,1"-00@ODOOCOOODOO)0ODOO]O
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OO0O0@NDOO0OO0O0D 000000000000.19 g, 0.23 mmol0 01,4-00000
6.0mMI00002M000000000004.5m0000010000001.500000
0000000000000 O00O0O00O0O000O000O00000000000000
0000000000000 O000O00O0O00O0O00O0DO00O0ONOoONOoooooooon
0000000000000 O00O0O00O0O00O0O00O0O000O000O000O00n-00
0000000080 2006040000000000000000000.61g, 0071
00000

TH-NMR (CDCl3) & : 1.81 (1H, t, J= 5.9 Hz), 2.47 (3H, s), 4.21 (3H, s), 4.78 (2H
,d, J=5.9Hz), 7.37 (4H, d, J= 7.9 Hz), 7.47 (IH, dd, J = 8.1, 2.2 Hz), 7.54
(1H, d, J = 8.1 Hz), 8.01 (dH, d, J = 2.2 Hz), 8.38 (1H, dd, J = 7.9, 1.8 Hz), 8
.57 (1H, d, J = 1.8 Hz).

Do0o0o00
0304-000-3-[4-(3-000-4-0000000)-6-0000-1,3,5-00000 -2-0
0DJoo0o0O000O0O0O0

OOo0ooooo

oooooao
Dooooao
%:I:]\/ ol Zi%o ol

Cp@YN\ R CDQ\(N\\J@\/NYOY — D\(N\Y\@\,NH - Hol

e NN 0 AT ‘

0 s P
oDooooao
000000000000 020000004{4-000-3-[4-(3-000-4-0000000
)-6-0000-1,3,5-00000-2-00]00003}000000.61 g, 1.6 mmold O O
D000000006.0mMO0D00D000000000000000.29 ml, 2.1 muold
D000000000000000.15ml, 1.9mol00000100000000000
000000000000 00000000ONN-O00000000006.0mid00
0000000000000 01.69, 4.8mol0000000000000-tert-00
000.42¢g, 1.9 mol0 0000200 0000000000000000000000
000000000000 0000000000000000000000000000
000000000000 0000000000000000000000000000
000000000000 0000000000000000950500800200000
000000000000 00000001,40000000002.0mM0000000
040 00001,40000000008.0mMI000002.50000000000000
n-00000000000000000000000000000000O0.67 g, 0099
oDooooao

TH-NMR (DMSO-Dg) & : 2.46 (3H, s), 4.12-4.21 (5H, m), 7.62 (1H, d, J = 8.0 Hz),
7.73-7.75 (2H, m), 8.17 (1H, br s), 8.38 (IH, dd, J = 8.0, 1.6 Hz), 8.47 (1H, d,
J=1.6 Hz) , 8.48 (3H, br s).

oooooo
040N-{4-000-3-[4-(3-000-4-0000000)6-0000-1,3,5-00000-2-
00]00003-3,3,3-000000-2,2-000000000000

0Dooooaon

ogooooao
cl cl '
Cl\/©\l,N\\.J©\,NH2 - Hel : cl NNTV)@\/N%F
N\fN :?
/O 7
oooooao

ocooooooOoOoOoOooosoooooD4-000-83-B-GB-0O00-4-0DO0O00O0O0O00)
-6-0000-1,3,5-00000-2-00]100000000000O0.070 g, 0.17 mmolOd O
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HOBtO H,00 0.039 g, 0.26 mmold O O WSCO HCIO 0.049 g, 0.26 mmold O N,N-0 O O O
Do0oO0o0.70m000O00000003,3,3-000000-2,2-00000000
0.037 g, 0.24 nmol0 0000000000 O0O0.071 ml, 0.51 mmolD O OO O 10
0000000000000 000000000000000000000000
0000000000000 O00O00000000000000000000000
0000000000000 0000000000000000000000000
DOooO00oO0eN1008020000000000000000000.072g, 008
2000000
TH-NMR (CDCl3) & : 1.45 (6H, s), 2.47 (3H, s), 4.21 (3H, s),
6 Hz), 6.24 (1H, br s), 7.34-7.39 (2H, m), 7.52 (1H, d, J= 8.
J =2.3Hz), 8.38 (IH, dd, J = 8.2, 1.8 Hz), 8.56 (IH, d, J
Dooooo
O50N-{4-000-3-[4-(3-000-4-0000000)6-00000-1,3,5-00000 -
2-00]00003-3,3,3-000000-2,2-0000000000000000001-12
90

O 0Ooo0oooo

Ooo0oo0ooano
Ooo0oo0ogogDo

.56 (2H, d, J = 5.
Hz), 7.92 (1H, d,
1.8 Hz).

N B

oooooao

oooooao
cl " ol '

BOVOL N Y. RS OEBS U Y:
Nphl b F N 0 F
0 OH

oooooao

ooooooooobooo4oDO000O0ON-{4-000-3-4-GB-0D0D0-4-00DDODOO
0o)-6e-0oooo-1,3,5-00000-2-00100003%-8,3,3-000000-2,2-0000
ooooDoDDO0OO00o0.072g, 0.4 mmolD 00 O0O0O0O0O0O.70MIODDDODOOOOOODOA4
MOOOOOOoOoDOoOOoOooo.28smi0DOO0OO06ODODO1I0O0O0DOODOODDODOOO
ocoooDo2000o56mIDO000DDOO0OO0OO0DOOOOOOODODDOOOOOOO
oooboooooobOooooboooboooonoo.os7 g, ODDO82%0 0000

oooooao

ogbooiled
ON-{4-000-3-4-00000-6-@B-000000-4-000000CODODDODOOO)-1,
3,5-00000-2-0010D0003-8,3,3-000000-2,2-0000000000O0O0
gboobobi1-13o0 000

000000
000000
gF

F

Cl
H
. NY\@\,N\“)(;;
N YN 0
OH

gboooaog
ig4-000000-2-000-1-0000000000DC0CO
oooooao

gboooaog
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gbooooao

ooooooooob2-000 -4-
mmol0 00 O0O0O0O0COODODOOO.

ocooooDoOoO015mi0O000O
oooo.s0oooooooonn

OOoo0oooao

=

(110) JP 6461637 B2 2019.1.30

oooob-1-oooobooboooobobooooo1.5g9, 6.2
749,600 00000000000D0000N,N-OOC

ooooDoDOoO0oO0oOoOoooooDo.e4 ml, 6.2 mmold
gobeocoobo20booobboOOoOoOobooOooOooOoan

000000000000 000000000000000000000000000
0000000000000 00000000000000000000N00Noonoan
000000000000 000000000000000000000000000
990010098020 00 0000000000000 001.3g, 0069000000
H-NMR (CDCIZ) & : 5.08 (2H, s), 6.93 (1H, dd, J = 8.8, 2.4 Hz), 7.30 (1H, d, J

= 2.4 Hz), 7.33-7.41 (5H, m), 7.57 (1H, d, J = 8.8 Hz).

ugoood

obooo
obooo

F'

Br o’\@

oooooao

Jooo0ooo0oooooooi100
0ooo0ooooi1.3 g, 3.9 mmolO
ooooo-4,4,5,5-00 0000
1*-00(@oooooo0ooog)d
O0000o0.32 g, 0.39 mmolO O O
22000000 o0oooDooooaon

M- OO OO

204-000000C-2-0000C000-1-000000COO00ODOOOC

00004-000000-2-000-1-0000000
01,4-00000013m00000000002-00
-[1,3,2]0000000000.99 g, 5.9 mmold O [1,
000000000 @DODOODD 0000000
MDD DO0D0DO0D0O000D05.9m00000100000
0000000000000 O00000000000

gooobooooooboooooboooooooboooooboocooobooooboOooo
gboobooooooobgobobobooooboboboboobooooboobobobao
ooobOn-OD0O0O0DbOOOO0OO0OOOoOU1I0DbOO7O3O0O0OO0OO0OOODODOOOODDOOO

0l.1g, ODO9O 00000

TH-NMR (CDCl3) & : 2.04 (3H, s), 4.88 (1H, br s), 5.08 (2H, s), 5.18 (1H, br s),
6.82 (1H, d, J = 2.6 Hz), 6.89 (1H, dd, J = 8.8, 2.6 Hz), 7.31-7.42 (GH, m), 7.

54 (1H, d, J= 8.8 Hz).
0ooooo

o33-0000o0b-4-00000000DO0O0O0OO

ugboogood
gbooooao

cF
F

O/©
goboooo

ooobooooooobooogo200

ooooooooooo1.2 g, 3.

OH

ooob4-0000D00-2-0000C000-1-000
9mmol0 0000 DOOOODDODO12mIOO0O00O000OO

gboilogooooobgobobo23 g0l ooobobosgoboobobaO
gboobooooooobooboboobooooboboboboobooooobobobao
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0o0oo0DooOooooobooo.76 g, D090 O OO0OO

TH-NMR (CDCl3) & : 1.23 (6H, d, J= 6.7 Hz), 3.24-3.35 (1H, m), 5.04 (1H, br s),
6.66 (1H, dd, J = 8.6, 2.6 Hz), 6.87 (1H, d, J = 2.6 Hz), 7.46 (1H, d, J = 8.6 H
z).
gooooao

040 0000000000000O03-000000-4-0000000000000
ogooooao

ogooooao

cF

F'

coO OO0 ooQgood

Oo0ooO0ooood

O
g,

FF
- F Os.20
OH ()"5;\WF:F:
FF

ooooobooooobossgoooboos-obooDboo0o0-4-00000DOO0OO0O0ODOO
00.77 g, 3.8mmolJ0O0CCCODODS8.OmMIOOOOOOOOODODODOOOOO

S8 ml, 4.1mmol00000000C0D0DODOOO0O0O0O0OOODOO.67 ml, 4.0 mmolO

gbigoboooooobobobobooobooboboboboooboobobonb
gboooobobobooouobuoboboobooooboobobooboooognn
oooobOooooboooooobooboooobooOooboooooobOoooooao
gbooooboobobobooboooes200oooooboobobooooobogo.
ooe20 00000

TH-NMR (CDCl3) & : 1.28 (6H, d, J= 6.7 Hz), 3.34-3.46 (1H, m), 7.19 (1H, dd, J =
8.8, 2.4 Hz), 7.34 (1H, d, J = 2.4 Hz), 7.70 (1H, d, J= 8.8 Hz).

oooooo
0502-(3-000000-4-0000000000000)-4,4,5,5-000000-[1,3,2
]Joo0o0o0o0ooo

ogoodoooogad
gooogad
F
Fal 3
F 0,0 _ .
: B~
0"5 -
Fr 0
Ogoodooogad

oooboooooobooooo4000o0obobOOo0oobobOOo0oobobooOo3-0000n
0-4-00000000000000O0.78 g, 2.3 mmolOODMSOO 8.0 mID O 00000

Ooon
mmo 10

O
g
a
O
g
a

O
a
a
O
g

00(@OO000O0)000000.71g, 2.8 mmolJ 0000000 D0O0.68g, 7.0
00[1,1"-00@000000000)00000]00000@DOO00O00 O
0000O00000.095g, 0.12mmol0 000080000200 00000000
0000000000000 O000O00O0O000ON0O0ON0ONONoONooooonao
0000000000000 O00O0O00O0O00O0O00O0O00O0O00O0ONoooooad
000000000000 0O000O000O0000000000000000000
00000980200 00000000000000000.48¢g, 006600000

TH-NMR (CDCl3) & : 1.29 (6H, d, J= 7.0 Hz), 1.36 (12H, s), 3.29-3.40 (1H, m), 7.
57 (1H, d, J = 7.9 Hz), 7.68 (1H, d, J = 7.9 Hz), 7.88 (1H, br s).
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oooDoo
oeb2-000-4-3-00000D04-DD0O0O0O0O0O0O0OODODOO)Y-6-0O00O00O-1,3,5-
goooao

oooooad
oooooad
F M

E Cl N C! F o

B_O + N\?N '

S

0

oooooad
0dooooooDooDoooosooDo0oooz-@-00o0o0o0o0-4-0000000000
ood)-4,4,5,5-0 00000 -[1,3,2]00000000O00O0O0.48 g, 1.5 mmolOd O 2,4-0
oobodo-e-000D0-1,3,5-0000000.69 g, 3.8 mmolO 00O [1,1"-0D00 (@ OD0ODO
ooooo)Yooooouoooo@pnpooooo ooopooDOooDoobooo0oo0.13 g, 0.1
Smmoll 0 1,4-0000005.0m000D0002MO 00000000003 amlO OO0
g0l o000 oooooooooboboooooOoan
goddooooooooooooooooooooobooboob oo boooooOoon
oo ooboooboob oo b oo oo boboobooood
0000000000000 ooooryo3n o4 booooand
gobboobooogo.36g, DO710 0 000D
gooooad

oc7no{4-000 -3-4-8-00D0C0O0O0D-4-000O0O0O0ODODODODDO)Y-6-000O00-1,3
,Oo-000O0O0-2-00100003YYwDOOO

ooOoooao
oooood
F F

F F

F cl F Gl
N Ol HO\BKJ\/OH : N OH
N : N
/O /0

oooooao

00000000000 006000O0002-000-4-(3-000000-4-000000
0000000)-6-0000-1,3,5-0000000.36¢g, 1.1 mmol0d 02-000 -5-00
0000000000000000.25¢g, 1.3mmol0 00 [1,1"-00@ 0000000
00)D0O00O0]00000@NDOO0O0OD 0000000000 O0O0.089 g, 0.11 mmo
I001,4-0000003.6mO00002M00000000002.2m00000 1000
0001.5000000000000000000000000000000000000
0000000000000 0000O000000000000000000000000
0000000000000 000000000000000000000000000
D000000On-0000000000080200101000000000000000
0000.30g, 0062000000
TH-NMR (CDCl3) & : 1.36 (6H, d, J= 6.8 Hz), 1.79 (I1H, t, J = 6.0 Hz), 3.37-3.48
(1H, m), 4.24 (3H, s), 4.79 (2H, d, J = 6.0 Hz), 7.49 (1H, dd, J = 8.4, 2.2 Hz),
7.57 (1H, d, J = 8.4 Hz), 7.75 (1H, d, J= 8.4 Hz), 8.07 (1H, d, J = 2.2 Hz), 8.
47 (1H, d, J = 8.4 Hz), 8.73 (IH, br s).
Do0o0o0a0
0804-000-3-[4-(3-000000-4-0000000000000)-6-0000-1,3,
5-00000-2-00]0000000000
DO0o0o0a0
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g, 0.68mmol0 O 00O0OODDOOOOO3.OmMIDOOODDOOOODODODOOOODODODOO
2 ml, 0,89 mmol0 00 0COC0OO0ODODOOOOOOOO0.063 ml, 0.82 mmold 0 O0ODOO.
stbbubobobobooobouobuobobobooobouobuobOobdON,N-OD0O0D0d

ocooooDo3.omOO0O0O0OO0OCOODODODDOODODOOOO0.67 g, 2.0mmolD 00000
Ooo0o0O0O00-tert-00000.18 g, 0.82mmol0 00O DO0O15000000000000
ugbooboooooboobooboboobooooboboboboobooooobobobaa
oooobooooooboooooboooooobooboooooboboooobobooooobooo
gbooboooooogoobgoboboboooobobobobobooooobuobobao
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1H-NMR (DMSO-Dg) & : 1.33 (6H, d, J= 6.7 Hz), 3.28-3.40 (1H, m), 4.13-4.22 (5H,
m), 7.73 (1H, dd, J = 8.2, 2.2 Hz), 7.77 (AH, d, J = 8.3 Hz), 7.92 (1H, d, J =8
.3 Hz), 8.20 (AH, d, J = 2.2 Hz), 8.35 (3H, br s), 8.48 (1H, d, J = 8.8 Hz), 8.7
0 (1H, s).
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0ooo.077 g, DOv70 00000

TH-NMR (CbCl3) 6 : 1.35 (6H, d, J= 6.0 Hz), 1.44 (6H, br s), 3.37-3.49 (1H, m),
4.23 (3H, s), 4.56 (2H, d, J = 5.8 Hz), 6.25 (1H, br s), 7.37 (1H, dd, J = 8.4,
2.3 Hz), 7.54 (1H, d, J = 8.4 Hz), 7.74 (1H, d, J = 8.4 Hz), 7.96 (1H, d, J = 2.
3 Hz), 8.46 (1H, d, J = 8.4 Hz), 8.72 (1H, br s).
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goooooooogoo22s010o020100000000 0000 0Do0ooDoo0oogoao
0o.44gu0Oonon
gooogod
o20{4-000-3-[4-B-00000D00-4-000D00COO0O)-6-0000-1,3,5-00
oood-2-00Qjoooo3yooood
gooogood
Ooodoooad
F F ol
N Cl @V NJ@»OH

' ¢ Hog O . .

N\fN | NYN

A0 OH 0
gooogod
0oo0oDoo0ooooDooDooDlooDooDoo2-000-4-@-0000000-4-00000
oood)-e-0000-1,3,5-0 0000000000044 g002-000-5-0000003
00Do00O0o0oo0DooDOooDo0.31g, 1.6mmol000[1,1°-0D0@ODODODOODODO)DO
ooojooooobo@poooobD ODoDooDooDo0ob0O0oDbOoo.11 g, 0.13 mmolO O 1,4-
gogogooogs4ami0002M00 0o oo o oooo22.7ml0O0 0000000000 10
goooooooodoooooodoooooo oo oo b oD oo oDoooooao
oo oo oo oD oo oD oo oDoDogao
oo oD oo oD oo oD oo oD oo ooDogao
On-00 00000000003 0000000000 b0ooobuooDo.32gogao
O

TH-NMR (CDCl3) & : 0.83-0.88 (2H, m), 1.01-1.07 (2H, m), 1.79 (1H, t, J = 6.0 Hz
). 2.10-2.19 (1H, m), 4.20 (3H, s), 4.77 (2H, d, J = 6.0 Hz), 7.13 (dH, t, J = 9
.2 Hz), 7.47 (1H, d, J = 8.1 Hz), 7.54 (1H, d, J = 8.1 Hz), 8.01 (1H, br s), 8.2
0 (1H, d, J = 7.6 Hz), 8.38-8.41 (1H, m).

000000

O30 tert-000 N-{4-000-3-[4-(3-0000000-4-00000000)-6-000
0-1,3,5-00000-2-00]00003}N-(tert-000000000)000000
000000

gooogad
F cl yé
F cl 0~p0
Ne OH
- - . A0y
i NN 0
0 he
0
godoooogad

ocoooobOOO0oO0oOoOoOoo2000000{4-000 -8-4-GB-0DO00DDDOO-4-000
ooooo)-e-0000-1,3,5-00000-2-001J]00003YYW0D0OD0DO0O0O0.32¢g, 0.82
mmolD 000 O0O0QOOCOCODOO33mD0O0O0O0OOOODDODOOODOOOO.15 ml,

l1.1immolCOO0OD0ODOOOOOOOOOOODOO.O76ml, 0.98 mmolCD O ODODOO.50000
ooboooooobOooooooooooobooooobooONN-ODOOOO0ODbDODOO
o33mO0O0O0O0DOO0OO0O0OOO0OO0OO0ODDoO.80g, 2.5mmolD00D0O0O0OO0ODDODOO
OO0-tert-00000.21 g, 0,98 molO 000010 000000CCOODDOOOOOO
ooooooooobooooobooooooboobooboooobooboooobooooobooo
gobooboooooogoobgoboboboooooboboboboboooobDobobao
gboooooooboobooboboboooobooboboboobooooboobobTdad
ooobOooooobooOoboooboobbooo.409, DO83DOOOOO
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TH-NMR (CDCl3) & : 0.84-0.88 (2H, m), 1.01-1.07 (2H, m), 1.47 (18H, s), 2.09-2.1
8 (1H, m), 4.18 (3H, s), 4.83 (2H, s), 7.11 (dH, dd, J = 9.7, 8.6 Hz), 7.40 (1H,
dd, J = 8.3, 2.2 Hz), 7.49 (1H, d, J = 8.3 Hz), 8.00 (1H, d, J= 2.2 Hz), 8.19 (
1H, dd, J = 7.5, 2.2 Hz), 8.36-8.41 (1H, m).

oooooo

0404-000 -3-[4-(3-0000000-4-00000000)-6-0000-1,3,5-000
00-2-00]0000000000

Dooooo

Dooooo

F Cl 040 F C\])i)y
. N\\p\/NYOY - Ny NH, - HC|

N\f?N 0 N\f;N
gpboooo

00000000000003000000tert-000 N-{4-000 -3-[4-(3-0000
000-4-00000000)6-0000-1,3,5-00000-2-007]100003N-(tert-
000000000)0O000O0000.40g, 0.68mmol0 000000 O04MIO0001,
A0000000003.3m000001000000000000000000035 ml
000000000000 O0O0O0O0O0O0O0O0O0O0O0O0O0O00D0O0O0O0O00O0O000O0O0.26
g, 0089000000
TH-NMR (DMSO-Dg) & : 0.78-0.83 (2H, m), 1.05-1.10 (2H, m), 2.10-2.19 (1H, m), 4.
16 (3H, s), 4.16 (2H, s), 7.39 (1H, dd, J = 9.9, 8.7 Hz), 7.71 (1H, dd, J = 8.4,
2.1 Hz), 7.75 (1H, d, J = 8.4 Hz), 8.13 (1H, dd, J = 7.7, 2.1 Hz), 8.16 (1H, d,
J = 2.1 Hz), 8.35-8.37 (4H, m).
000000
O050N-{4-000-3-[4-(3-0000000-4-00000000)-6-0000-1,3,5-0
000D0-2-00]000033,3,3-000000-2,2-0000000000000

oooooad

ogooooad

F cl F Cl H

#@\(N\\;@\/NHZ - el : . N\\)@VN%E
N N 0 F
0 -0

gooooad

0000000000 00040000004-000-3-[4-(3-0000000-4-000
000O00)-6-0000-1,3,5-00000-2-00]00000000000O0.070 g, O.
17 mmol O HOBtO H,00 0.033 g, 0.22 mmold O 0 WSCO HCIO 0.041 g, 0.22 mmolO O N,
N-ODOD0OD0D0OO0O0O00O020mO00000000003,3,3-000000-2,2-000
000O00O0000.034 g, 0.22mmol0 000000000 00O0.069 ml, 0.48 mmold
0000300000000 00000000N0ON0ON0ON0ON0O00Ooooooa
0000000000000 O00O00000000000000000000000000
0000000000000 O0000000000000000000000000000
000000000000 00000005030000000000000000000O.
082 g, 0094000000
TH-NMR (CDCl3) & : 0.82-0.87 (2H, m), 1.01-1.05 (2H, m), 1.43 (6H, s), 2.10-2.16
(1H, m), 4.18 (3H, s), 4.54 (2H, d, J = 5.6 Hz), 6.21 (1H, br s), 7.11 (1H, t,
J =9.2 Hz), 7.34 (I1H, d, J = 8.3 Hz), 7.51 (1H, d, J = 8.3 Hz), 7.90 (1H, s), 8
.18 (1H, d, J = 7.7 Hz), 8.36-8.40 (1H, m).
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0Do0oe8d20095050 0000000000000 00000.50g, 0048000000
TH-NMR (CDCl3) & : 2.47 (3H, s), 4.17 (3H, s), 7.47 (1H, d, J = 8.4 Hz), 8.26 (4
H, dd, J = 8.4, 2.1 Hz), 8.36 (1H, d, J = 2.1 Hz).

oooooo
050{4-000-3-[4-4-000-3-0000000)-6-0000-1,3,5-00000 -2-0
0D]Jo00O03}O0000

000000
DO000O00
Cl Cl Cl
D\(NYC l ) @\/ D\(N\\J@VOH
+ HO< OH _ {
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A0 OH A0
000000
000000000000040000002-000 -4-(4-000-3-0000000)-6-
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0D000000.30g, 1.6 mold 00 [1,1°-00 (0000000000000 07]0
Oo000@DIODO0O00 000000000000.11 g, 0.13 mmold 0 1,4-0 0 0 0 O
05.0mM00002M000000000002.6mi0000010000001.50000 0O
0D000000O00000000000000000000000000000000 0
000000000000 000000000000000000000000000 0
0000000000000 000000000000000000000000n-00
0000000008120 060400000000000000000000.40 g, O 0O 80
000000

TH-NMR (CDCl3) & : 1.79 (IH, t, J= 5.3 Hz), 2.48 (3H, s), 4.21 (3H, s), 4.78 (2H
, d, J=5.3Hz), 7.45-7.50 (2H, m), 7.54 (1H, d, J = 8.1 Hz), 8.01 (IH, d, J =
2.1 Hz), 8.37 (1H, dd, J = 8.4, 2.1 Hz), 8.46 (1H, d, J = 2.1 Hz).

Do0o0o0Q0
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0000.37 g, 1.7mmol00000300000000000000000000000
00000000000000000000000000000000000000000
000000000000 00000000000000000000000000000
000000000000 0000D000000000000095050080020000
000000000000000000001,40000000002.0ml000000
0040 00001,40000000004.0m0000020000000000000
n-000000000000000000000000000000000.43 g, 0099
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DoooooQ

TH-NMR (DMSO-Dg) & : 2.47 (3H, s), 4.13-4.19 (5H, m), 7.67 (1H, d, J = 8.3 Hz),
7.71-7.76 (2H, m), 8.16 (1H, d, J = 1.6 Hz), 8.35 (1H, dd, J = 8.3, 1.6 Hz), 8.4
1-8.50 (4H, m).

oooooo

070 R)-N-{4-0 00 -3-[4-(4-000-3-0000000)-6-0000-1,3,5-0000
0-2-00]100003-3,3,3-000000-2-0000-2-00000000000
Dooooo

OoO0o0oo0oo0od

cl cl Gl Gl H . OMe

D\/N\\J@\/NH . Hel D\(N\\JQ\/NY(KF
| ’ > NN 0 FF
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oooooao

0000000 ooDooD0obe0b0UdDbUObD4-000-3-4-4-0DO00-8-0DO0ODOOODO)
-6-0000-1,3,5-00000-2-00000000000O00O0O0O0.070 g, 0.17 mmolO O
HOBtO H,00 0.039 g, 0.26 mmolO O O WSCO HCIO 0.049 g, 0.26 mmolO O N,N-O 0 OO
ooDoooooo.7yomiDDODODODODDODOO33WDODOOOO®-3,3,3-00000
0-2-0000-2-00000000000.038¢g, 0.22mmol00000CO0OOODODOOODO.
o7iml, O.52mmol0 0000180 00000000000 0OOODOOODODOODOOOO
0000000000000 000000000000000000000000000
gooooobooboob bbbt ooooooobDoobboboboobooo
gooobooboooboooDb0o0ooDbooboboUobooo3m200b0o0ooDoboOoo
O00000O0000.058¢g, O00O65000000

TH-NMR (CDCl3) & : 1.66 (3H, s), 2.48 (3H, s), 3.45 (3H, s), 4.20 (3H, s), 4.48
(1H, dd, J = 15.1, 5.8 Hz), 4.63 (1H, dd, J = 15.1, 6.5 Hz), 7.16 (1H, br s), 7.
37 (1H, dd, J= 8.3, 2.3 Hz), 7.48 (1H, d, J= 8.3 Hz), 7.53 (1H, d, J = 8.3 Hz),
7.92 (1H, d, J = 2.3 Hz), 8.36 (1H, dd, J = 8.3, 2.0 Hz), 8.46 (1H, d, J = 2.0 H
z).
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000)-6-0000-1,3,5-00000-2-00]100003-3,3,3-000000-2-000
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0000000000010 0000000068 M0N0 00000000000 O0O0
0000000000000 00000000000000000O0.051¢g, 00O 88%00
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ojoooo3y-s,3,3-jdgopoo-2-0000-2-00000CO0ODDODODO0OO0OO0OOODO1
-1370 000

oooooao

oooooo

,/“\,/() Cl H - Ong
Ny N AE
| 0 FF
N\T’N
OH

oooooao

010 (R)-N-{4-0 00 -3-[4-0000-6-(4-000000000)-1,3,5-00000 -2-
00]J00O003-3,3,3-000000-2-0000-2-00000000000
Do0o0o0a0

gooogod
A~ Cl A~ ?Lj::l\/H - ,0Ve
O\(Nﬁ\/NH - el : g LNE;
| ? NN 0 FN
N\fN ¥
0 A0
OoOoogoogaod

000000000000 001300040000004-000 -3-[4-000 0 -6-(4-0
000D00O000)-1,3,5-00000-2-00]100000000000O0.80 g, 0.19 mmo
10 O HOBtO H,00 0.044 g, 0.28 mmold O O WSCO HCID 0.055 g, 0.28 mmold O N,N-0O O
000O00O00001.0mO0OO00O00O000000000190003000000 (R)-3,3
,3-000000-2-0000-2-00000000000.046 g, 0.27 mmold 00000
000O0000.080ml, 0.57 mol0 0000180 00000000000000000O
0000000000000 000000000000000000000000000
0000000000000 000000000000000000000000000¢0
0000000000000 O00000000000000000008020030200
00000000000000000.084¢g, 008000000

TH-NMR (CDCl3) & : 1.07 (3H, t, J= 7.4 Hz), 1.66 (3H, br s), 1.81-1.90 (2H, m),
3.45 (3H, br s), 4.02 (2H, t, J = 6.5 Hz), 4.19 (3H, s), 4.50 (1H, dd, J = 15.0,
5.8 Hz), 4.59 (1H, dd, J = 15.0, 6.3 Hz), 6.97-7.02 (2H, m), 7.14 (IH, br s), 7
.35 (1H, dd, J= 8.3, 2.3 Hz), 7.51 (1H, d, J= 8.3 Hz), 7.92 (1H, d, J = 2.3 Hz),
8.52-8.56 (2H, m).
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OO000OO0OO0oO0o0DbDDoOO00o0.084 g, Ol6mmolD 00 OOOOOO.8OMIOODDOOOO
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Jddogogogoggg2d800 006000000000 oooooooooOoao
goooooboooobooooDboboooDbooboboOoo.072 g, ODO89%0 0O 0OO0O
gooogod
0000210
ON-{4-00 0 -3-[4-(3,4-00000000)-6-00000-1,3,5-00000-2-00]
obood0o3}-38,3,3-000000-2,2-0000000000O0O0O0ODOODOODNO2Z1-150000
]
gdooogad
Ooodoo0ooad
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H
Ne N‘n><|<F
|
N 0 F&
OH
gooogod

o1wo2-000 -4-B,4-0J0000C00ODO)Y-6-0000-1,3,5-00000O
ugboogood

gooogood
Cl N Cl D\(
s Cl
:]::j\B/OH . N\(N uN*(
i N\(N
OH 0 ]
7
oooogodd

00000000003,4-00000000000000.42g, 2.8 mmol0d02,4-000
0-6-0000-1,3,5-0000001.0g, 5.6 mol0 0000000 OO0O00000
00)00O000()I0.32g, 0.286mmol0 0000008 4mI0O0O00002M0 00
0D000O0004.2mO00000100000020000000000000000000
0000000000000 O00O0OO00O0O00O0O00OO0ON0ONONOoONONoOoooooon
0000000000000 O00O0O00O0O00O0O00O0O00O0O00O0O0OoOooooon
0000000000000 O00O0O00O0O00O0O000O000O000000000020
10 000000000000000000.64¢g, 92000000
TH-NMR (CDCl3) & : 2.35 (6H, s), 4.16 (3H, s), 7.26 (3H, d, J
H, dd, J = 7.8, 2.1 Hz), 8.25 (1H, d, J = 2.1 Hz).
Do0o0o0a0
0D204{4-000-3-[4-(3,4-00000000)-6-0000-1,3,5-00000-2-0070
D00} OooOoO

u
O O
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g
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gooogod
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ocoooooOOoO0oO0oOoO0ooo1wmoooDDo2-000-4-G,4-0000D00D00O00O0O0)-6-00
0O0-1,3,5-0000000.649g, 2.6 mol0 02-000-5-0000000000000
ooo0ooDo0.57g, 3-1mmol0 00O [1,1"-00(@UOO0O0DOCOOODO)Y)Y OOOD]IOOO
ocoanooooo ooooooobooobooO0oo.21 g, 0,26 molD D 1,4-00 000010
mliDOOO2M000O0O0O0ODODOOOOSAamlOO0CODO10000001000000O00O0
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0Oo0o00D0DDoODO00000000o0o0o0o0DDDODO0D00D0D0O0o0Do0Do0DoDoDoODDOoDOoOOoDOoDOOg
oo0oo0oDoDoODO0oO000oO0oo0ooooOoo0DDoDDODO0D00DO0O0o0oooDoDoDoDoODDoODOoOooOg
oooo0oDoDDODO0OO0O00oO0O0ooOooOO0O0DODDODO0DO00DU0DO0O0DOoDOoDOoODOoDD0DDODDNn-00000
00o0o0ooos030 0000000000 oDoDoO0ooooo0.54g, OO0 00000
TH-NMR (CDCl3) & : 1.87 (1H, t, J= 5.0 Hz), 2.35 (3H, s), 2.36 (3H, s), 4.20 (3H
, S), 4.76 (2H, d, J = 5.0 Hz), 7.27 (2H, d, J = 8.2 Hz), 7.45 (1H, dd, J = 8.4,
1.6 Hz), 7.53 (1H, d, J = 8.4 Hz), 7.99 (1H, d, J = 1.6 Hz), 8.33 (1H, d, J =8
.2 Hz), 8.35 (1H, br s).
oooooao
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ooooooooo
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0000-1,3,5-00000-2-00]00003000000.54¢g, 1.5 mmol0 0000
D0000005.5mO0000000000000000000-28ml, 2.0 mmold 00
00000000000000.14ml, 1.8 mol0000005000000000000
000000000000 D000D0O0ONN-000000000005.5m0000
D000000000001.59, 4.6mmel0000000000000-tert-00000

40 g, 1.8mmol0 0000 0D0ODOOCO1I0D000OO
ooooooogd Jooooogoooooad
oooooood oooooooooooaog
oooooood oooooooooooag
ooooooogd 00o0o0oo0o0oQgoooamg
I00000O0.50 ooooooooooodg
oooooood 000.56 g, 0094000 O
TH-NMR (DMSO-Dg) & : 2.34 (3H, s), 2.35 (3H, s), 4.12-4.19 (5H, m), 7.38 (1H, d,
= 7.9 Hz), 7.69-7.75 (2H, m), 8.12 (1H, d, J = 1.9 Hz), 8.26 (1H, dd, J = 7.9
, 1.6 Hz), 8.29 (1H, br s), 8.44 (3H, br s).
oooooao
O40N-{4-000 -3-[4-GB,4-000000DDO)-6-0000-1,3,5-00000-2-007]
ooood-3,3,3-00o0uuo-2,2-0000O0O0OoooOoOOO

ooooboOocoooooooao
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01,40 000000006.5m
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ocooooDOOO0OO0O0oOoOoosooobOoOD4-000-3-4-G.4-000D0ODDOOO)-6-0
ooo0-1,3,5-00000-2-00]100000000000O0.070 g, 0.18 mmold O HOBt
0O H,00 0.035 g, 0.23 mmolO O O WSCO HCIO 0.044 g, 0.23 mmolO ON,N-O000 00O
cooooDz2omo0dgogooQoo0ODs,3,3-000000-2,2-0000000000
00.036 g, 0.23mmol0 0 O0O0COCOCODODDOOO.075 ml, 0.54 mmolDDOOOO40 00
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gbooooooobooboobobobooooboobobobooboooooboobobao
ooooooooobooooooooooobooooobooooobooooobooo
gooobooooooboooooboooooooboooooboocooobooooboOooo
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ugbooaod

TH-NMR (CDCl3) & : 1.44 (6H, s), 2.36 (3H, s), 2.37 (3H, s), 4.20 (3H, s), 4.55
(2H, d, J = 5.7 Hz), 6.22 (1H, br s), 7.27 (3H, d, J = 7.8 Hz), 7.35 (1H, dd, J

= 8.2, 2.2 Hz), 7.52 (1H, d, J = 8.2 Hz), 7.91 (1H, d, J = 2.2 Hz), 8.32 (1H, dd

J=7.8, 1.7 Hz), 8.35 (1H, br s).
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gbooooao

ocooooDbOOO0OO0O04-OUODOOODOOODMY IODODOODODDODODO2.59, 13 mmold
02,4-0000-6-0000-1,3,5-0000004.7¢g, 26mmol0D000000O00O@O
ooooDoDDoDOoOoO)H)oooo@Obl1.5¢9, 1.3mmol0 0000002 mMIDO0O00O0OO
2woooooooooobD2omi000gglooc0ob0220000000oooooooOoO
oooboooooobooooobooooooboobooooobobooooboboooobooo
gobooooooooobgoboboboooobobobobobooooobobobao
ugbooboooooboobooboboobooooboboboboobooooobobobaa
goooeotologosooz0 00000 OODOOOOOOOOOOs3.0g, 79000000

TH-NMR (CDCl3) & : 0.36-0.41 (2H, m), 0.65-0.71 (2H, m), 1.25-1.36 (1H, m), 3.90
(2H, d, J = 7.0 Hz), 4.14 (3H, s), 6.96-7.00 (2H, m), 8.42-8.47 (2H, m).
0ooooo
020{4-000-3-[4-@-000000000000000)-6-0000-1,3,5-0000
0D-2-00]0000300000

ogooooad
goboooo
Gl \[:j\r W;E:j\/OH
¥ N‘“N’ + HO\B:Q\/OH — = : N\N
Y i Y
A0 OH 0
gooooo

oooobooooooooooi1booogoobo20004-@-0O00DOODOODDDOOO
oo)-e-00OOO-1,3,5-0000003.09, 10mold0d2-000-5-000000
ocooooobooO0oO02.3g, 22mmolC00[[1,1"-00@COOO0QOOCOODOODYDOO
jooooo@npoooob0 oobbbO0b0000000.84 g, 1.0mmolO 0 1,4-00
gosomiCOO0O0O2vo0ogooooOoOoOoooD2rmiDODOO0O000000300000
ugbobooooobooboboboooboboboboobooobobooboboonnn
goobOooooobooocooobooooobooooobOooooboooooboon
gboboooooooboboboooooobogobobobobooboooDobobOon-00
a

O

OoOoo0oooo
O OoOo0ooooao

00000008020 01010000000000000000002.9¢g, 00710
0000

TH-NMR (CDCl3) & : 0.37-0.41 (2H, m), 0.65-0.71 (2H, m), 1.27-1.36 (1H, m), 1.76
(1H, t, J = 6.0 Hz), 3.90 (2H, d, J = 6.7 Hz), 4.19 (3H, s), 4.77 (2H, d, J = 6

.0 Hz), 6.98-7.02 (2H, m), 7.46 (1H, dd, J= 8.1, 1.9 Hz), 7.53 (dH, d, J= 8.1 Hz

), 8.00 (1H, d, J = 1.9 Hz), 8.53-8.57 (2H, m).

oooooo
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0D-2-00]10000000000

ooOoooao
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N OH
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ocoooooOoO0oO0ooOooo20000D0D0@-000-8-4-@G-00DDODODOOOOOO
oooo)-e-0O00O0-1,83,5-00000-2-00J00003YY00DDODO2.9 9, 7.3 mmo
IDo0o000o0oooogoo229miD00DOO0O0O0DODODOO0OO0OoDOO0OO1.3ml, 9.5 mm
ol 0 0O0OO0OOCCOODODDODOOOOO.68ml, 8.7 mmolD OO0 OOOB00000D0ODOO
ocoooooOOoOoO0oOoOoooooooDDDOOOO0OONN-DOOCODOOODDOOOO?29 mi
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000000000O00000007.19, 22 mmold OO
0001.9g, 8.7mmol0 00 0000000200000
00000000000000000000000000
000000000000 00000000000000
0000000000 0000000000000000
o0 0000000000000000000000 1,40
000O004MO000001,400000000037 mlO O
00000O000000000000000000000
oo970 00000
TH-NMR (DMSO-Dg) & : 0.34-0.39 (2H, m), 0.57-0.63 (2H, m), 1.21-1.32 (1H, m), 3.
95 (2H, d, J = 7.0 Hz), 4.11-4.18 (5H, m), 7.11-7.15 (2H, m), 7.70-7.74 (2H, m),
8.13 (1H, br s), 8.42-8.53 (5H, m).
0Dooooaon
O040N-{4-000-3-[4-(4-000000000000000)-6-0000-1,3,5-000
00-2-00]000033,3,3-000000-2-000-2-00000000000000
ooo

ugbooobodo-tert-0d
ooooocooooao
goooocooooao
gbobooobood
0 00ooes0500 7003
oooooe.3ml0OO
3gnoooobobooon

ooooobooos.1 g,

OO0 oooogoogdg
OOooooogogdg
OooooooQgdg
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opooooo
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000000000000 030000004-000-3-[4-(4-000000000000
000)-6-0000-1,3,5-00000-2-00]00000000000O0.080 g, 0.18 m
mold O HOBt H,00 0.037 g, 0.24 mmolD O O WSCO HCID 0.046 g, 0.24 mmold O N,N-0
0D0000000002.0mMO00000000002,2-00@O00000000)000
000D00.050 g, 0.24mmol0 0000000000 0O0.077 ml, 0.55 mmol0 00001
BS00000000000000HOBtD Hy00 0.037 g, 0.24 mmold 0O WSCO HCIO 0.046 g
, 0.24mmol002,2-00(QO00000000)IO000000O0.050 g, 0.24 mmold O
00000000000.077ml, 0.55mol0 00000200 000000000000
HOBtO H,00 0.037 g, 0.24 mmold O WSCO HCIO 0.046 g, 0.24 mmol0 0 2,2-0 0 (0 O O
000000)IO00O0O0000.050 g, 0.24mmol0 0000000000 O0O0.077 ml, O
S5 mmol0 J00001.50000000000000000000000000000
0000000000000 000000000000000000000000000
0000000000000 0000O000000000000000000000000
000000000000 00000000000000301000000000000
0000000.045g, 0041000000
TH-NMR (CDCl3) & : 0.36-0.41 (2H, m), 0.65-0.71 (2H, m), 1.26-1.35 (2H, m), 1.70
(3H, s), 3.90 (2H, d, J= 6.7 Hz), 4.19 (3H, s), 4.61 (2H, d, J= 5.8 Hz), 6.49 (
1H, br s), 6.98-7.02 (2H, m), 7.32 (dH, dd, J = 8.5, 2.1 Hz), 7.53 (1H, d, J = 8
.5 Hz), 7.92 (1H, d, J = 2.1 Hz), 8.52-8.56 (2H, m).
Do0o0o0Q
O050N-{4-000-3-[4-(4-000000000000000)-6-00000-1,3,5-00
000-2-00]00003-3,3,3-000000-2-000-2-0000000000000
0000000000 1-1690
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TH-NMR (CDCl3) & : 0.28-0.36 (1H, m), 0.38-0.45 (1H, m), 0.53-0.63 (2H, m), 1.12
-1.21 (1H, m), 1.41 (3H, d, J= 6.0 Hz), 1.44 (6H, s), 3.95-4.05 (1H, m), 4.18 (3
H, s), 4.54 (2H, d, J = 5.6 Hz), 6.20 (1H, br s), 6.95-7.00 (2H, m), 7.34 (1H, d
d, J = 8.3, 1.9 Hz), 7.51 (1H, d, J = 8.3 Hz), 7.91 (1H, d, J = 1.9 Hz), 8.50-8.
55 (2H, m).
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-1.21 (dH, m), 1.41 (3H, d, J= 6.0 Hz), 1.44 (6H, s), 3.95-4.05 (1H, m), 4.18 (3
H, s), 4.54 (2H, d, J = 5.6 Hz), 6.20 (1H, br s), 6.95-7.00 (2H, m), 7.34 (1H, d

d, J = 8.3, 1.9 Hz), 7.51 (1H, d, J = 8.3 Hz), 7.91 (1H, d, J = 1.9 Hz), 8.50-8. 10
55 (2H, m).
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OoO0ogogaod
EHHIEE e NMR MS(M+H) | MS(M-H) | %R
FF
F 1H-NMR (DMSO-D6) &: 2.50 (3H, s), 7.38
(1H, td, J = 8.3, 2.5 Hz), 7.46 (1H, dd, J = 8.4,
11 e 5.3 Hz), 7.56-7.65 (1H, brm), 7.95 2H,d, J =| 350 348
¥ \>_© 8.4 Hz), 8.5 (2H, d, J = 8.4 Hz), 13.33 (1H,
HO>:N ; brs). 20
FF
F 1H-NMR (DMSO-D6) &: 2.35 (3H, 5), 2.50
(3H,s), 7.30 (1H, d, J = 7.7 Hz), 7.34 (1H, d,
12 HC J=7.7Hz), 7.51 (1H, brs), 7.94 (2H, d, J = 346 344
N
¥ \>_Q 8.1 Hz), 8.55 (2H, d, J = 8.1 Hz), 13.17 (1H,
HOFN o, brs).
FF
.
1H-NMR (DMSO-D6) &: 2.50 (3H, s), 7.45
(1H,d, J = 8.4 Hz), 7.59 (1H, dd, J = 8.4, 2.3
13 N il Hz). 7.81 (1H, brs), 7.94 2H, d J= 8.1 Hz), | 60 364
%:; 854 (2H, d, J = 8.1 Hz), 13.33 (1H, 5).
HO Cl
FF
.
AQ 1H-NMR (DMSO-D6) &: 2.38 (3H, s), 7.46 30
(1H,d, J = 8.1 Hz), 7.55 (1H, d, J = 8.1 Hz)
1-4 /QCI 7.64 (1H, brs), 7.94 (2H, d, J = 8.4 Hz), 854 | 00 364
po (2H, d, J = 8.4 Hz), 13.49 (1H, br s).
HO CH,
F F
)
1H-NMR (DMSO-D6) &: 7.69 (1H, dd, J =
o 8.8,2.2 Hz), 7.83 (1H, d, J = 8.8 Hz), 7.91
-5 N/xaz} (1H,d,J=22Hz) 7.95 0H, d, J= 82 Hz), | *36 434
Y= o 0 853 (2H, d, J = 8.2 Hz), 13.67 (1H, br 5).
HO
%
FF
F 1H-NMR (DMSO-D6) 5: 3.83 (3H, s), 7.21
(1H, dd, J = 8.8, 3.1 Hz), 7.41 (1H, d, J = 3.1
16 g Hz), 7.57 (1H, d, J = 88 Hz), 7.94 (2H, d,J = | 382 380
N y_Q 8.4 Hz), 8.54 (2H, d, J = 8.4 Hz), 13.52 (1H, 40
HOFN - brs).
FF F
1H-NMR (DMSO-D6) &: 7.01 (1H, dd, J =
86,2.9 Hz), 717 (1H, s), 7.44 (1H, d, J = 8.6
T N = Hz),7.94 (2H, d, J = 8.4 Hz), 853 2H d,J= | >0 368
%:; 8.4 Hz), 10.17 (1H, s), 13.46 (1H, br s).
HO OH
FF
.
;ég% 1H-NMR (DMSO-D6) 5: 7.81 (1H, d, J = 8.4
ol Hz), 7.94 (2H, d, J = 8.4 Hz), 8.12 (1H, dd, J
- N =8520H), 836 (1H d J=10Hz) 854 | °%° g
e - (2H, d, J = 8.4 Hz), 13.53 (2H, br s).
4
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Y©}:
ﬁ

1-9

1H-NMR (DMSO-D8) 3: 2.63 (3H, 5), 7.66
(1H,d, J = 8.2 Hz), 7.88 (1H, dd, J = 8.3, 1.7
Hz), 7.95 (2H, d, J = 8.4 Hz), 8.11 (1H, br s),
8.54 (2H, d, J = 8.4 Hz), 13.41 (1H, br s).

400

398

1H-NMR (DMSO-D8) 3: 2.61 (3H, 5), 7.54
(1H,d, J = 7.9Hz), 7.94 (2H, d, J = 8.4 Hz),
8.04 (1H, dd, J = 7.9, 1.8 Hz), 8.30 (1H, br s),
8.55 (2H, d, J = 8.4 Hz), 13.23 (2H, br s).

376

374

o5

9 el
¥ v

1H-NMR (DMSO-D8) : 2.59 (3H, 5), 7.46
(1H, br's), 7.50 (1H, d, J = 8.2 Hz), 7.94 (2H,
d,J=84Hz),800(1H, dd, J = 7.9, 1.8 Hz),
8.01 (1H, br s), 8.24 (1H, br's), 8.56 (2H, d, J
=8.4Hz), 13.28 (1H, s).

875

373

o,
&

1H-NMR (DMSO-D8) 3 4.58 (2H, d, J = 5.5
Hz), 5.45 (1H, 1, J = 5.6 Hz), 7.56 (1H, dd, J =
8.2,2.0 Hz), 7.62 (1H,d, J = 8.2 Hz), 7.74
(1H, brs), 7.94 (2H, d, J = 8.4 Hz), 8.54 (2H,
d,J=84Hz), 13.53 (1H, brs).

382

380

o,
Yi}

1H-NMR (DMSO-D6) 8: 2.65 (3H, s), 7.84
(1H,d,J=84Hz),7.95(2H,d, J = 84 Hz),
8.16 (1H,dd, J= 84,22 Hz), 838 (1H,d,J =
22Hz),854 (2H,d, J =84 Hz), 13.65 (1H,
s).

394

392

-
N
N

1H-NMR (DMSO-D6) 5: 1.22 (3H, t, J= 7.7
Hz), 2.50 (3H, s), 2.66 (2H, q, J = 7.6 Hz),
732 (1H,d, J = 7.9 Hz), 7.37 (1H, dd, J = 7.8,
1.7 Hz), 755 (1H, brs), 7.94 (2H,d, J = 8.4
Hz), 8.55 (2H, d, J = 8.4 Hz), 13.19 (1H, br s).

360

358

4
-
w
p*

\\

H,C CH,

-NMR (DMSO-D8) &: 1.39 (9H, s), 4.20
,d,J=6.0Hz), 747-7.53 (2H, m), 7.62
,d,J=84Hz),7.66 (1H, brs), 7.93 (2H,
=8.4Hz), 853 (2H,d,J = 84 Hz), 13.54
)

481

479

_,
e
(=21
:
!
.
.
OYZ
-~
ﬁo

1H-NMR (DMSO-D6) : 1.89 (3H, s), 4.32
(2H,d, J=6.0Hz), 7.49 (1H,dd, J = 8.3,2.3
Hz), 762 (1H,d, J=8.2Hz), 7.67 (1H,d, J =
22Hz), 794 (2H,d,J=84Hz), 846 (1H,t,J
=6.0Hz), 853 (2H, d, J = 8.4 Hz), 13.55 (1H,
brs).

423

421
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1H-NMR (DMSO-D6) 5: 4.13 (2H, br s), 7.72-
7.77 (2H, m), 7.93-7.97 (3H, m), 8.39 (3H, br
s), 8.54 (2H, d, J = 8.4 Hz), 13.67 (1H, s).

381

379

1H-NMR (DMSO-D6) &: 1.36 (3H, d, J = 6.4
Hz), 4.78-4.84 (1H, m), 5.42 (1H, d, J = 4.2

Hz), 7.57-7.62 (2H, m), 7.77 (1H, br s), 7.94
(2H,d, J =82 Hz), 854 (2H, d, J = 8.2 Hz),
13.52 (1H, br s).

396

394

1H-NMR (DMSO-D6) &: 3.34 (3H, s), 4.50
(2H, 8), 7.57 (1H, dd, J = 8.3, 2.1 Hz), 7.65
(1H,d, J = 8.2 Hz), 7.76 (1H, d, J = 2.0 Hz),
7.94 (2H,d, J= 84 Hz), 854 (2H, d,J = 8.4
Hz), 13.54 (1H, br s).

396

394

1-20

1H-NMR (DMSO0-D6) 8: 2.93 (3H, s), 4.25
(2H,d,J=6.4Hz), 760 (1H,dd, J =84, 20
Hz), 766 (1H,d, J =8.4 Hz), 7.70 (1H,t, J =
6.4Hz),7.78 (1H,d, J = 2.0 Hz), 7.94 (2H, d,
J=84Hz),854 (2H,d, J =84 Hz), 13.58
(1H, brs).

459

457

:
fC@ .
1-21 N
CH,
N

1H-NMR (DMSO-D6) &: 2.07 (1.0H, s), 2.08
(2.0H, s), 2.82 (1.0H, s), 2.96 (2.0H, 5), 4.56
(1.3H,s), 464 (0.7H, s), 7.47 (1.0H,d, J=8.2
Hz), 7.61-7.68 (2.0H, m), 7.94 (2.0H, d, J =
8.4 Hz), 8.53 (2.0H, d, J = 8.4 Hz), 13.56
(1.04, s).

437

435

g
%@ .
1-22 =N
H

1H-NMR (DMSO-D6) 8: 3.56 (3H, s), 4.26
(2H,d,J=6.2Hz), 7.50 (1H, dd, J = 8.5, 2.1
Hz), 763 (1H,d, J =8.4 Hz), 768 (1H,d, J =
2.0Hz),7.80 (1H,t,J =62 Hz), 7.94 (2H,d, J
=84 Hz),853(2H, d, J =84 Hz), 13.54 (1H,
s).

439

437

E
1-23 ; N

1H-NMR (DMSO-D6) 3: 3.71 (2H, s), 7.53
(1H, dd, J= 8.3, 1.9 Hz), 7.62 (1H, d, J = 8.2
Hz), 7.71 (1H,d, J = 1.8 Hz), 7.94 (2H,d, J =
8.4 Hz), 8.54 (2H, d, J = 8.4 Hz), 12.53 (1H,
brs), 13.54 (1H, br s).

410

408

1-24 N

1H-NMR (DMSO-D6) : 1.13 (9H, s), 4.32
(2H,d, J=6.0Hz), 745 (1H, dd, J = 8.3, 2.1
Hz), 761 (1H,d, J =8.2Hz), 765 (1H,d, J =
2.0Hz), 794 (2H,d, J =84 Hz),8.18 (1H,t,J
=6.1Hz), 853 (2H, d, J = 8.4 Hz), 13.55 (1H,
br s).

465

463
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Cl

1-25

=

Yﬂ

-
S

JA

o

1H-NMR (DMSO-D6) &: 2.09 (3H, s), 5.16
(2H, s), 7.63 (1H, dd, J = 8.3, 2.1 Hz), 7.68

(1H,d, J= 82 Hz), 7.81 (1H,d, J = 2.0 Hz),
7.94 (2H,d,J=8.4Hz), 854 (2H,d,J = 8.4
Hz), 13.57 (1H, br s).

424

422

_n
5

_n
=
W\
2 2
/\fivj/o
zz"vo

I
o
=

1-26

1H-NMR (DMSO-D6) 3: 2.59 (3H, d, J = 4.6
Hz), 3.50 (2H, s), 7.50 (1H, dd, J = 8.3, 2.1
Hz), 7.60 (1H,d, J = 8.4 Hz), 767 (1H,d, J =
2.0 Hz), 7.94 (2H, d, J = 8.4 Hz), 8.01-8.06
(1H, brm), 8.54 (2H, d, J = 8.4 Hz), 13.54
(1H, s).

423

421

1-27

.,.‘
L
u
= -
NS o
o
Q

-
S

Z

S

o
o
&

1H-NVR (DMSO-D6) &: 1.02 (3H, t, J = 7.6
Hz), 2.16 (2H, q, J = 7.6 Hz), 4.32 (2H, d, J =
6.0 Hz), 7.49 (1H, dd, J = 8.4, 2.2 Hz), 7.62
(1H, d, J = 8.4 Hz), 7.67 (1H, d, J = 22 Hz),
7.94 (2H,d, J = 8.4 Hz), 8.39 (1H, 1, J = 6.0
Hz), 853 (2H, d, J = 8.4 Hz), 13.55 (1H, br ).

437

435

.,.‘
A

ﬂ
Seg
259

T

1-28

E
S.
zT
o
T

X

o.
o
ot

1H-NMR (DMSO-D6) 3: 1.04 (6H, d, J = 7.1
Hz), 2.38-2.48 (1H, m), 4.32 (2H,d, J =62
Hz), 747 (1H, dd, J = 8.4, 2.2 Hz), 7.62 (1H,
d,J=84Hz), 766 (1H,d,J =22 Hz), 7.94
(2H, d, J= 8.4 Hz), 8.37 (1H, 1, J = 6.2 Hz),
8.53 (2H, d, J = 8.4 Hz), 13.55 (1H, br s).

451

449

.,.‘
4

o
2

-
S
0y_ZT

1-29

=
i

T

1H-NMR (DMSO-D6) d: 1.11-1.40 (5H, m),
1.57-1.76 (5H, m), 2.13-2.20 (1H, m), 4.31
(2H,d, J=6.2Hz), 7.46 (1H,dd, J = 8.3, 2.1
Hz), 761 (1H,d, J=8.2Hz), 765 (1H,d, J =
2.0Hz), 793 (2H,d,J =84 Hz),8.34 (1H,t,J
=6.1Hz), 853 (2H, d, J = 8.4 Hz), 13.55 (1H,
brs).

491

489

.H
o

v
(é/o

T

1-30

-

=
)

1H-NMR (DMSO-D6) 5: 1.44-1.82 (8H, m),
2.58-2.66 (1H, m), 4.32 (2H, d, J = 62 Hz),
7.47 (1H,dd, J = 8.3,2.1 Hz), 7.62 (1H,d, J =
8.2Hz), 7.66 (1H, d, J = 2.0 Hz), 7.93 (2H, d,
J=84Hz),8.39 (1H, 1, J = 6.2 Hz), 8.53 (2H,
d, J =84 Hz), 13.55 (1H, br s).

417

475

.H
e

e
(é/o

T

1-31

=
S

1H-NMR (DMSO-D6) 3: 1.20 (3H, t, J = 7.3
Hz), 3.02 (2H,q, J = 7.4 Hz), 423 (2H,d, J =
6.5 Hz), 7.60 (1H, dd, J = 8.4, 2.1 Hz), 7.66
(1H,d, J= 84 Hz), 7.72 (1H, 1, J = 6.4 Hz),
7.77 (1H,d,J=2.1Hz), 7.94 (2H,d, J = 8.4
Hz), 8.54 (2H, d, J = 8.4 Hz), 13.57 (1H, br s).

473

471

.,.‘
A

o

Cl

1-32 NS
=N H
HO N

,J = 6.4 Hz), 7.60-7.66 (3H, m), 7.76
s),7.94 (2H, d, J = 8.4 Hz), 8.53 (2H,

-NVR (DMSO-D6) &: 1.31 (9H, s), 4.32
r
= 8.4 Hz), 13.58 (1H, br s).

501

499
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1H-NVR (DMSO-D6) 3: 1.24 (6H, d, J = 6.8
Hz), 3.14-3.20 (1H, m), 4.25 (2H, d, J = 6.4
Hz), 7.60 (1H, dd, J = 8.5, 1.9 Hz), 7.66 (1H,
d,J=84Hz), 7.70 (1H,t, J = 6.5 Hz), 7.7
(1H,d, J = 1.8 Hz), 7.94 (2H, d, J = 8.2 Hz),
8.53 (2H, d, J = 8.2 Hz), 13.58 (1H, br s).

487

485

:
2% o
134 v N\\Q
H
CH

1H-NVR (DMSO-D6) d: 2.81 (6H, s), 4.28
(2H,d, J=58Hz),6.98 (1H, t, J = 5.9 Hz),
7.50 (1H,dd, J = 8.3,20Hz), 7.59 (1H, d, J =
8.4 Hz),7.68 (1H,d, J=1.9Hz), 7.94 (2H, d,
J=84Hz),853(2H,d, J=8.4Hz), 13.54
(1H, brs).

452

450

.
& y
1-35 y N\%Q

1H-NVR (DMSO-D6) 5: 2.56 (3H, d, J = 4.6
Hz), 4.26 (2H, d, J = 62 Hz), 5.90 (1H, q, J =
4.6 Hz), 6.52 (1H, t, J = 6.2 Hz), 7.49 (1H, dd,
J=83,21Hz), 7,60 (1H, d, J = 8.4 Hz), 7.66
(1H,d, J = 2.0 Hz), 7.94 (2H, d, J = 8.4 Hz),
8.53 (2H, d, J = 8.4 Hz), 13.55 (1H, br s).

438

436

:
?% :
1-36 N
i

1H-NMR (DMSO-D6) 3:0.85 (3H, t, J = 7.4
Hz), 1.54 (2H, sextet, J = 7.4 Hz), 2.13 (2H, t,
J=T74Hz),4.33 (2H,d,J = 6.2 Hz), 7.48
(1H, dd, J =8.2, 2.0 Hz), 7.62 (1H,d, J = 8.2
Hz), 7.66 (1H,d, J= 2.0 Hz), 7.94 (2H, d, J =
8.2Hz), 8.41 (1H,t, J= 6.1 Hz), 8.53 (2H, d,
J=82Hz), 13,55 (1H, br s).

451

449

;
%@ .
1-37 / NQ

1H-NMR (DMSO-D6) 5: 0.87 (6H, d, J = 6.4
Hz), 1.96-2.06 (3H, m), 4.33 (2H, d, J = 6.0
Hz), 7.48 (1H, dd, J = 8.2, 2.0 Hz), 7.61 (1H,
d,J=82Hz),7.66 (1H,d, J = 20 Hz), 7.93
(2H,d, J =84 Hz),8.42 (1H, 1, J = 6.1 Hz),
8.53 (2H, d, J = 8.4 Hz), 13.55 (1H, br s).

465

463

-
ﬁC@ .
1-38 )y NQ

1H-NMR (DMSO-D6) &: 1.16 (3H, t, J = 7.1
Hz), 401 (2H,q,J= 7.1 Hz), 425 (2H, d, J =
6.2 Hz), 7.50 (1H, dd, J = 8.4, 2.0 Hz), 7.63
(1H,d, J = 8.4 Hz), 7.68 (1H, d, J = 2.0 Hz),
7.76 (1H,t,J=6.3 Hz), 7.94 (2H,d, J = 84
Hz), 8.53 (2H, d, J = 8.4 Hz), 13.55 (1H, br s).

453

451

¥
fC@ .
139 ’ Nﬂ

1H-NMR (DMSO-D6) 6: 1.17 (6H,d, J=6.2
Hz), 424 (2H, d, J = 6.2 Hz), 4.73-4.80 (1H,
m), 7.49 (1H, dd, J = 8.4, 2.0 Hz), 7.63 (1H, d,
J=84Hz),7.66-7.71 (2H,m),7.93 (2H,d,J
=84 Hz), 853 (2H, d, J =8.4 Hz), 13.55 (1H,
brs).

467

465

1-40

1H-NMR (DMSO-D6) 5: 2.85 (3H, s), 3.05
(3H, s), 3.80 (2H, s), 7.47 (1H, dd, J = 8.4, 2.2
Hz), 7.59 (1H, d, J = 8.4 Hz), 7.65 (1H, d, J =
22Hz),7.94 (2H,d, J = 8.4 Hz), 8.54 (2H, d,
J=84Hz), 1354 (1H, brs).

437

435
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1-41

1H-NMR (DMSO-D6) &: 1.25 (9H, s), 3.47
(2H, s), 7.49 (1H, dd, J = 8.5, 2.1 Hz), 759
(1H, d,J =84 Hz), 7.66 (1H, d, J = 2.0 Hz),
777 (1H,s), 7.94 (2H, d, J = 8.4 Hz), 8.54
(2H, d, J = 8.4 Hz), 13.54 (1H, s).

465

463

142

1H-NMR (DMSO-D6) &: 1.51-1.71 (4H, m),
1.83-1.92 (4H, m), 3.47-3.54 (1H, m), 4.26
(2H, d,J =6.4Hz), 759 (1H, d, J = 8.3 Hz),
766 (1H,d,J=83 Hz), 7.72 (1H,t, J= 6.3
Hz), 7.77 (1H, s), 7.94 (2H, d, J = 8.3 Hz),
853 (2H, d, J = 8.3 Hz), 13.58 (1H, br s).

513

511

1-43

1H-NMR (DMSO-D6) 3: 1.13 (9H, s), 4.31
(2H, d,J =6.0Hz), 744 (1H, dd, J = 8.2, 2.0
Hz), 7.56-7.58 (3H, m), 7.64-7.69 (2H, m),
818 (1H,t,J =6.0 Hz), 8.34 (2H, d, J = 7.1
Hz), 13.34 (1H, br s).

397

395

144

1H-NMR (DMSO-D6) 3 0.91 (3H, t, J = 7.4
Hz), 1.13 (9H, s), 1.62-1.65 (2H, m), 2.65
(2H,1,J=7.5Hz), 431 (2H, d, J = 6.0 Hz),
7.38(2H,d, J= 82 Hz), 7.43 (1H,dd, J = 8.4,
2.0 Hz), 7.59 (1H, d, J = 8.4 Hz), 7.64 (1H, br
s), 847 (1H, 1, J = 6.1 Hz), 826 (2H, d, J =
8.2 Hz), 1325 (1H, br s).

439

437

F
1-45 % i
4

1H-NMR (DMSO-D6) &: 2.51 (3H, s), 4.55
(2H,d,J =55Hz), 5.29 (1H, t, J = 5.6 Hz),
736 (1H,d, J= 7.9 Hz), 7.46 (1H,dd, J = 7.8,
1.7 Hz), 7.65 (1H, brs), 7.94 (2H, d, J = 8.4
Hz), 8.55 (2H, d, J = 8.4 Hz), 13.22 (1H, br s).

362

360

1-46 ;

1H-NMR (DMSO-D6) 5: 1.13 (9H, s), 1.24
(6H, d, J = 6.8 Hz), 2.96-3.03 (1H, m), 4.31
(2H, d, J = 6.0 Hz), 7.41-7.46 (3H, m), 7.58
(1H, d, J = 8.4 Hz), 7.64 (1H, br s), 8.17 (1H,
t,J = 6.0 Hz), 8.27 (2H, d, J = 8.2 Hz), 13.26
(

439

437

1-47 ;

/z

]

1H-NMR (DMSO-D6) 5: 1.88 (3H, s), 2.50
(3H, s),4.29 (2H, d, J = 6.0 Hz), 7.35 (1H, d,
J=79Hz), 739 (1H, dd, J = 7.9, 1.8 Hz),
759 (1H, br's), 7.94 (2H, d, J = 8.2 Hz), 8.37
(1H,t,J=6.0 Hz), 8.54 (2H, d, J = 8.2 Hz),
13.26 (1H, br s).

403

401

1-48 i

HO

1H-NMR (DMSO-D6) &: 1.13 (9H, s), 2.50
(3H, s),4.30 (2H, d, J = 6.0 Hz), 7.34-7.35
(2H, brm), 7.57 (1H, brs), 793 (2H, d, J =
8.4 Hz), 8.09 (1H, 1, J=6.1 Hz), 8.54 (2H, d, J
=8.4Hz), 13.24 (1H, br s).

445

443
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1-49

HC,
HC : cl
N
i
NN
=
Ho

H
N

)

JChs

CH,

cl 3

1H-NMR (DMSO-D8) &: 1.13 (9H, s), 1.25
(6H, d, J = 7.0 Hz), 2.96-3.03 (1H, m), 4.32
(2H,d, J= 5.8 Hz), 7.44 (1H,dd, J = 8.1, 1.2
Hz), 7.48 (1H, 1, J = 7.7 Hz), 7.56 (1H, d, J =
7.7 Hz), 7.59 (1H, d, J = 8.1 Hz), 7.65 (1H, br
s), 8.16-8.20 (3H, m), 13.30 (1H, br s).

439

437

1-50

1H-NMR (DMSO-D6) 5: 0.91 (3H,t,J=7.3
Hz), 1.13 (9H, s), 1.61-1.65 (2H, m), 2.65
(2H,t,J =7.5 Hz), 4.31 (2H, d, J = 6.2 Hz),
7.43-7.50 (3H, m), 7.59 (1H, d, J = 8.2 Hz),
7.64 (1H, br s), 8.16-8.18 (3H, m), 13.30 (1H,
s).

439

437

1-51

1H-NMR (DMSO-D8) &: 0.88 (6H, d, J = 6.6
Hz), 1.13 (9H, ), 1.88-1.92 (1H, m), 2.55
(2H,d, J = 7.1 Hz), 4.31 (2H, d, J = 6.2 Hz),
7.35(2H, d, J = 8.2 Hz), 7.43 (1H, dd, J = 8.4,
2.0 Hz), 7.58 (1H, d, J = 8.2 Hz), 7.64 (1H, br
s),8.17 (1H, t, J = 6.1 Hz), 8.26 (2H, d, J =
8.4 Hz), 13.25 (1H, brs).

439

437

1-52

1H-NMR (DMSO0-D6) &: 1.06 (3H, s), 1.14-
1.49 (8H, m), 1.91-1.98 (2H, m), 4.32 (2H, d,
J=5.8Hz),7.43 (1H, d,J = 8.1 Hz), 7.52-
7.59 (3H, m), 7.62-7.67 (2H, m), 8.16 (1H, t, J
=59Hz), 832 (2H, d, J= 8.1 Hz), 13.31 (1H,
brs).

437

435

1-53

1H-NMR (DMSO-D8) &: 1.26 (BH, s), 3.15
(3H,s), 4.32 (2H, d, J = 6.3 Hz), 7.45 (1H, d,
J=7.2Hz), 7.53-7.59 (3H, m), 7.63-7.68 (2H,
m), 8.32 (2H, d, J = 7.9 Hz), 8.46 (1H, 1, J =
6.3 Hz), 13.31 (1H, brs).

413

411

1-54

1H-NMR (DMSO-D8) : 1.12 (9H, ), 4.31
(2H, d, J = 6.0 Hz), 7.45 (1H, d, J = 8.4 Hz),
7.60 (1H, d, J = 8.4 Hz), 7.63 (1H, s), 7.81
(1H,1, J = 7.9 Hz), 8.03 (1H, d, J = 7.4 Hz),
8.16 (1H, t, J = 5.9 Hz), 8.57-8.63 (2H, m),
13.51 (1H, br s).

465

463

1-55

1H-NMR (DMSO-D8) &: 1.13 (9H, s), 1.22
(3H,t,J = 7.6 Hz), 2.70 (2H, q, J = 7.6 Hz),
431 (2H, d, J = 6.0 Hz), 7.42-7.53 (3H, m),
7.59 (1H, d, J = 8.2 Hz), 7.64 (1H, s), 8.15-
8.19 (3H, m), 13.31 (1H, brs).

425

423

1-56

1H-NMR (DMSO0-D6) &: 1.28 (6H, s), 3.17
(3H,s),4.33 (2H, d,J =6.2 Hz), 7.48 (1H, dd,
J=84,21Hz),761(1H,d,J=83Hz), 7.67
(1H,s),7.94 (2H,d,J =83 Hz), 8.48 (1H, t,J
=6.3 Hz), 8.52 (2H, d, J = 8.3 Hz), 13.55 (1H,
brs).

481

479
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1-57

1H-NMR (DMSO-D8) : 1.13 (9H, s), 1.34
(9H, s), 4.31 (2H, d, J = 6.0 Hz), 7.43 (1H, dd,
J=82,20Hz), 7.49 (1H, 1, J = 7.8 Hz), 7.59
(1H,d, J = 8.2 Hz), 7.66 (1H, s), 7.72 (1H, d,
J=82Hz), 8.15-8.18 (2H, m), 8.38 (1H, 5),
13.33 (1H, br s).

453

451

1-58

1H-NMR (DMSO-D6) 8: 0.72 (3H, t, J = 7.4
Hz), 1.08 (BH, s), 149 (2H, q, J = 7.4 Hz),
432 (2H,d,J = 6.0 Hz), 7.47 (1H, dd, J = 8.2,
2.0 Hz), 761 (1H, d, J = 8.2 Hz), 7.65 (1H, s),
7.82(1H,t,J = 7.8 Hz), 8.04 (1H, d, J = 7.9
Hz), 8.15 (1H, t, J = 6.1 Hz), 8.59-8.63 (2H,
m), 13.54 (1H, s).

479

417

1-59

1H-NMR (DMSO-D8) &: 1.37 (6H, s), 4.36
(2H,d, J = 5.6 Hz), 7.45 (1H, d, J = 8.4 Hz),
762 (1H, d, J = 8.4 Hz), 7.64 (1H, s), 7.81
(1H, 1,4 = 7.7 Hz), 8.03 (1H, d, J = 7.9 Hz),
8.58-8.66 (3H, m), 13.53 (1H, br s).

519

517

160 | % N i
o N cH
M4 H,C CH,

1H-NMR (DMSO-D8) &: 1.13 (9H, s), 4.31
(2H,d, J = 6.0 Hz), 7.45 (1H, d, J = 8.4 Hz),
755(2H, d, J = 8.7 Hz), 7.61 (1H,d, J = 8.4
Hz), 7.64 (1H, s), 8.18 (1H, t, J = 6.0 Hz),
8.46 (2H, d, J = 8.7 Hz), 13.45 (1H, br s).

481

479

Cl
F o] NH
1-61 ?ﬁc N: o:%
H.

1H-NMR (DMSO-D6) &: 1.13 (9H, s), 4.31
(2H,d,J = 6.0 Hz), 7.45 (1H, dd, J = 8.4, 2.2
Hz), 7.60 (1H, d, J = 8.4 Hz), 7.63-7.73 (3H,
m), 8.18 (1H, t, J = 6.0 Hz), 821 (1H, s), 8.37
(1H, dt, J = 7.4, 1.5 Hz), 13.50 (1H, br s).

481

479

HC—\
’
Cl,
i/ )\
1-62 ., .
N

1H-NMR (DMSO-D6) d: 1.12 (9H, s), 1.34
(3H,t,J=7.0Hz),4.09 (2H, q, J = 7.0 Hz),
430 (2H,d,J=6.0Hz),7.20 (1H,dd, J=8.1,
2.3 Hz), 7.41-7.46 (2H, m), 7.57 (1H, d, J =
8.4 Hz), 7.63 (1H, s), 7.84 (1H, s), 7.91 (1H,
d, J=7.7Hz), 8.16 (1H, t, J = 6.0 Hz), 13.30
(1H, br s).

441

439

N
63 :gﬁ
H,C LN CH,
N—{  HC CH,
oH

1H-NMR (DMSO-D6) &: 1.13 (9H, s), 2.41
(3H,s),4.31(2H,d, J =6.0 Hz), 7.37 (2H, d,
J=81Hz),7.43(1H,d, J =8.1 Hz), 7.59
(1H,d, J=8.1Hz), 7.64 (1H, s), 8.17 (1H, t,J
=6.0Hz), 8.24 (2H, d, J = 8.1 Hz), 13.24 (1H,
brs).

411

409

Cl
H,C, NH
O T
N CH,
N

N
— HC cH,
OH

1H-NMR (DMSO-D8) &: 1.14 (9H, s), 2.40
(3H, s), 4.32 (2H, d, J = 6.0 Hz), 7.41-7.51

(3H,m), 7.60 (1H, d, J = 8.4 Hz), 7.64 (1H, s),

8.11-8.20 (3H, m), 13.30 (1H, br s).

41

409
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1-65

Sy
40

1H-NMR (DMSO-D6) &: 1.60-1.71 (BH, m),
1.79-1.83 (6H, m), 1.94-1.98 (3H, m), 4.30

(2H, d, J = 6.0 Hz), 7.42 (1H, d, J = 86 Hz),
7.53-7.59 (3H, m), 7.63-7.68 (2H, m), 8.10

(1H, 1, J = 6.1 Hz), 8.34 (2H, d, J = 7.5 Hz),
13.34 (1H, brs).

475

473

1-66

1H-NMR (DMSO-D6) &: 1.72-1.94 (2H, m),
1.99-2.08 (2H, m), 2.10-2.20 (2H, m), 3.03-
3.1 (1H, m), 4.31 (2H, d, J = 6.0 Hz), 7.45
(1H, dd, J = 8.4, 2.0 Hz), 7.54-7.69 (5H, m),
828 (1H,t, J=6.0 Hz), 8.34 (2H, d, J=7.3
Hz), 13.34 (1H, br s).

395

393

1-67

1H-NMR (DMSO-D6) &: 1.46-1.81 (8H, m),
2.58-2.66 (1H, m), 4.32 (2H, d, J = 6.0 Hz),
7.45 (1H, dd, J = 8.4, 2.2 Hz), 7.56 (2H, t, J =
7.6 Hz), 7.60 (1H, d, J = 8.2 Hz), 7.64-7.69
(2H, m), 8.34 (2H, d, J = 7.5 Hz), 8.40 (1H, t,
J=6.1Hz), 13.34 (1H, brs).

409

407

1-68

1H-NMR (DMSO-D6) &: 1.50-1.68 (4H, m),
1.82-1.91 (2H, m), 2.29-2.36 (2H, m), 4.37
(H, d, J = 5.8 Hz), 7.41 (1H, d, J = 8.8 Hz),
754 (2H,t, J=7.7 Hz), 7.59 (1H, d, J = 8.4
Hz), 7.62-7.67 (2H, m), 8.32 (2H, d, J = 7.7
Hz), 8.69 (1H, t, J = 5.9 Hz), 13.33 (1H, br s).

477

475

1-69

1H-NMR (DMSO-D6) &: 1.38 (6H, s), 4.37
(2H,d, J=6.0 Hz), 7.44 (1H, dd, J = 8.3, 2.1
Hz), 7.56 (2H, t, J = 7.6 Hz), 7.61 (1H, d, J =
8.4 Hz), 7.64-7.69 (2H, m), 8.34 (2H,d, J =
7.5 Hz), 8.64 (1H, t, J = 6.0 Hz), 13.35 (1H, br
s).

451

449

1H-NMR (DMSO-D6) &: 1.77-1.94 (2H, m),
2.30-2.39 (2H, m), 2.45-2.57 (2H, m), 4.39
(2H, d, J = 5.8 Hz), 7.44 (1H, d, J = 7.4 Hz),
754 (2H, 1, J=7.7 Hz), 7.60 (1H, d, J = 8.4
Hz), 7.63-7.68 (2H, m), 8.33 (2H, d, J = 7.7
Hz), 8.78 (1H, t, J = 5.9 Hz), 13.32 (1H, br s).

463

461

1H-NMR (DMSO-D6) &: 1.08-1.42 (5H, m),
1.57-1.77 (5H, m), 2.13-2.21 (1H, m), 4.31
(2H, d, J = 6.0 Hz), 7.4 (1H, dd, J = 8.2, 2.2
Hz), 7.54-7.60 (3H, m), 7.65-7.69 (2H, m),
8.33-8.35 (3H, m), 13.34 (1H, br s).

423

421

1H-NMR (DMSO-D6) &: 1.35 (3H, s), 1.63-
1.76 (3H, m), 1.84-1.93 (1H, m), 2.30-2.37
(2H, m), 4.32 (2H, d, J = 6.2 Hz), 7.45 (1H,
dd, J = 8.4, 2.0 Hz), 7.56 (2H, t, J = 7.6 Hz),
7.60 (1H, d, J = 8.4 Hz), 7.64-7.68 (2H, m),
818 (1H,t, J=6.1 Hz), 8.34 (2H,d, J =75
Hz), 13.35 (1H, br s).

409
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Q .

’ N

N W

173 - )
HO N

1H-NMR (DMSO-D6) &: 1.19 (3H, s), 1.35-
1.43 (2H, m), 1.51-1.62 (4H, m), 1.98-2.05
(2H, m), 4.32 (2H, d, J = 6.0 Hz), 7.44 (1H,
dd, J = 8.3, 2.1 Hz), 7.54-7.60 (3H, m), 7.64-
7.69 (2H, m), 8.20 (1H, t, J = 6.1 Hz), 8.34
(2H, d, J = 7.3 Hz), 13.34 (1H, brs).

423

421

Q..
174 W N@
=N H
N CH,

1H-NMR (DMSO-D6) 5: 1.12 (9H, s), 4.30
(2H,d, J = 6.0 Hz), 7.37 (1H, d, J = 8.8 Hz),
7.39 (1H, d, J = 8.8 Hz), 7.42 (1H, dd, J = 8.5,
2.0 Hz), 7.58 (1H, d, J = 8.4 Hz), 7.62 (1H, s),
8.16 (1H, t, J= 5.9 Hz), 8.38 (1H, d, J = 8.8
Hz), 8.40 (1H, d, J = 8.8 Hz), 13.33 (1H, br s).

415

413

1H-NMR (DMSO-D6) &: 1.13 (9H, s), 3.32
(3H, s), 4.31 (2H, d, J = 6.0 Hz), 4.50 (2H, s),
743 (1H,d,J= 86 Hz), 753 (1H, , J= 7.7
Hz), 7.59 (2H, d, J = 8.1 Hz), 7.63 (1H, s),
8.18 (1H,t, J= 6.0 Hz), 8.26 (1H, d, J= 7.7
Hz), 8.30 (1H, s), 13.34 (1H, brs).

441

439

i
Cl
N> \
176 Ny .
N CH.

1H-NMR (DMSO-D6) 6: 1.14 (9H, s), 4.32
(2H,d, J=6.0 Hz), 7.45 (1H, dd, J= 84, 2.1
Hz), 7.52 (1H, td, J = 8.4, 2.7 Hz), 7.59-7.63
(2H, m), 7.65 (1H, d, J = 2.1 Hz), 8.05 (1H, dt,
J=9.8,2.0Hz), 8.16-8.20 (2H, m), 13.43
(1H, br s).

415

413

177 =

1H-NMR (DMSO-D6) 5: 1.38 (6H, s), 4.37
(2H,d, J = 5.8 Hz), 7.41 (1H, d, J = 8.4 Hz),
7.58 (1H, d, J = 8.4 Hz), 7.61-7.65 (2H, m),
7.69 (1H, t,J = 7.8 Hz), 8.21 (1H, 5), 8.36
(1H,d, J = 7.7 Hz), 8.63 (1H, t, J = 5.8 Hz),
13.52 (1H, br s).

535

533

1H-NMR (DMSO-D6) &: 1.48-1.71 (4H, m),
1.81-1.94 (2H, m), 2.30-2.39 (2H, m), 4.39
(2H,d, J=59Hz), 7.45 (1H,dd, J=8.3,1.4
Hz), 7.59-7.75 (4H, m), 8.22 (1H, br s), 8.35-
8.39 (1H, m), 8.72 (1H, t, J = 5.9 Hz), 13.51
(1H, br s).

561

559

1H-NMR (DMSO-D6) 5: 1.50-1.69 (4H, m),
1.83-1.93 (2H, m), 2.29-2.39 (2H, m), 4.39
(2H,d, J = 6.0 Hz), 7.44 (1H, dd, J = 8.3, 1.9
Hz), 7.60-7.66 (2H, m), 7.82 (1H,t, J= 7.7
Hz), 8.03 (1H, d, J = 7.7 Hz), 8.59-8.65 (2H,
m), 8.71 (1H, t, J = 6.0 Hz), 13.54 (1H, br s).

545

543

1-80 Y=

1H-NMR (DMSO-D6) 5: 1.34 (9H, s), 1.49-
1.69 (4H, m), 1.83-1.92 (2H, m), 2.29-2.38
(2H, m), 4.38 (2H, d, J = 6.0 Hz), 7.42 (1H, d,
J=83Hz), 7.49 (1H, 1, J = 7.8 Hz), 7.61 (1H,
d, J=8.3Hz), 7.65 (1H, s), 7.71 (1H, d, J =
7.8 Hz), 8.15 (1H, d, J = 7.8 Hz), 8.38 (1H, s),
8.71 (1H, t, J = 6.0 Hz), 13.35 (1H, brs).

533
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1H-NMR (DMSO-D6) 5: 1.37 (6H, s), 2.32
(3H,d, J = 1.2 Hz), 4.36 (2H, d, J = 5.9 Hz),
7.50-7.43 (2H, m), 7.60 (1H, d, J = 8.4 Hz),
7.64 (1H, brs), 7.99 (1H, d, J = 10.9 Hz), 8.08
(1H,dd, J=7.8,1.5 Hz), 8.63 (1H, 1, J =5.9
Hz), 13.36 (1H, s).

483

481

1H-NMR (DMSO0-D6) 5: 1.13 (9H, s), 1.31
(6H,d, J = 6.0 Hz), 4.31 (2H, d, J = 6.0 Hz),
4.72-4.82 (1H, m), 7.06 (2H, d, J = 8.9 Hz),
7.42 (1H,d,J= 84 Hz), 7.58 (1H, d, J = 8.4
Hz), 7.63 (1H, s), 8.17 (1H, t, J = 6.0 Hz),
8.29 (2H, d, J = 8.9 Hz), 13.12 (1H, br s).

455

453

1H-NMR (DMSO0-D6) &: 1.17 (6H,d,J=6.3
Hz), 1.34 (9H, s), 4.23 (2H,d, J = 6.0 Hz),
4.72-4.80 (1H, m), 7.43-7.52 (2H, m), 7.60
(1H,d, J = 8.4 Hz), 7.65-7.73 (3H, m), 8.15
(1H,d, J=7.7 Hz), 8.38 (1H, s), 13.33 (1H, br
s).

455

453

1H-NMR (DMSO-D6) 5: 1.27 (6H, s), 1.34
(9H, s), 3.16 (3H, s), 4.33 (2H, d, J = 6.3 Hz),
7.42-7.46 (1H, m), 7.49 (1H, d, J = 7.9 Hz),
7.57 (1H, d, J = 8.1 Hz), 7.66-7.71 (2H, m),
8.14 (1H,d, J = 7.9 Hz), 8.38 (1H, s), 8.47
(1H,t,J = 6.3 Hz), 13.32 (1H, br s).

469

467

1H-NMR (DMSO0-D6) 5: 1.36 (3H, t, J = 7.0
Hz), 1.51-1.69 (4H, m), 1.84-1.91 (2H, m),
2.30-2.38 (2H, m), 4.10 (2H, q, J = 7.0 Hz),
4.38 (2H,d,J = 6.0 Hz), 7.20 (1H, dd, J = 8.3,
2.4 Hz), 7.39-7.43 (1H, m), 7.46 (1H,d, J =
7.9Hz), 7.59 (1H, d, J = 8.3 Hz), 7.63 (1H, 5),
7.85 (1H, d, J = 2.4 Hz), 7.89-7.96 (1H, m),
8.71 (1H, t, J = 6.0 Hz), 13.33 (1H, br s).

521

519

1H-NMR (DMSO-D6) 8: 1.02 (9H, s), 1.37
(6H, s), 3.73 (2H, 5), 4.35 (2H, d, J = 5.8 Hz),
7.08 (2H,d, J = 9.1 Hz), 7.40 (1H, dd, J = 8.3,
2.2Hz), 7.58 (1H, d, J = 8.3 Hz), 7.62 (1H, d,
J=19Hz), 829 (2H, d, J = 9.1 Hz), 8.62
(1H,1,J = 5.8 Hz), 13.13 (1H, 5).

537

535

1H-NMR (DMSO0-D6) &: 1.54 (3H, s), 3.36
(3H,s),4.32-444 (2H, m), 746 (1H, d, J =
8.2Hz), 7.53-7.71 (5H, m), 8.34 (2H,d, J =
7.5Hz),9.04 (1H, t,J = 6.3 Hz), 13.35 (1H, br
s).

467

465

1H-NMR (DMSO-D6) 5: 1.00 (6H, d, J = 6.8
Hz), 1.38 (6H, s), 1.99-2.10 (1H, m), 3.83
(2H,d, J = 6.4 Hz), 4.37 (2H, d, J = 6.0 Hz),
7.23 (1H, dd, J = 8.2, 2.6 Hz), 7.41-7.49 (2H,
m), 7.61 (1H, d, J = 8.2 Hz), 7.66 (1H, s),
7.84-7.88 (1H,m), 7.93 (1H, d, J = 7.9 Hz),
8.64 (1H, t, J = 6.0 Hz), 13.33 (1H, br s).

523

521
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1-89

1H-NMVR (DMSO-D6) d: 1.54 (3H, s), 3.36
(3H, s),4.32-4.44 (2H, m), 7.46 (1H,d, J =
8.2 Hz), 7.53-7.71 (5H, m), 8.34 (2H,d, J =
7.5Hz),9.04 (1H,t, J = 6.3 Hz), 13.35 (1H, br
s).

467

465

1H-NMR (DMSO-D6) 5: 1.38 (6H, s), 2.31
(3H,s),4.37 (2H,d, J = 5.8 Hz), 7.31 (1H, t, J
=9.1Hz), 7.43 (1H, dd, J = 8.4, 2.0 Hz), 7.60
(1H,d, J = 8.4 Hz), 7.63 (1H, s), 8.21 (1H, s),
8.28 (1H,d,J =74 Hz), 864 (1H,t,J=5.8
Hz), 13.32 (1H, br s).

483

481

CH,

1-91 -

1H-NMR (DMSO-D6) 5: 1.30 (6H, d, J = 6.0
Hz), 1.38 (BH, s), 4.37 (2H, d, J = 5.8 Hz),
4.66-4.72 (1H, m), 7.20 (1H, dd, J = 8.4, 2.1
Hz), 7.42-7.47 (2H, m), 7.60 (1H,d, J = 8.4
Hz), 7.66 (1H, s), 7.84-7.86 (1H, m), 7.90
(1H,d, J = 7.7 Hz), 8.64 (1H, 1, J = 5.8 Hz),
13.32 (1H, br s).

509

507

1H-NVR (DMSO-D6) d: 1.34 (9H, s), 1.38
(6H,s),4.37 (2H,d, J=6.0Hz), 7.42 (1H, d,
J=84Hz), 748 (1H,t,J=7.9Hz), 7.59 (1H,
d,J=84Hz), 766 (1H,s), 7.70 (1H,d, J =
7.7Hz),815(1H,d, J=7.7 Hz), 8.37-8.39
(1H, m), 8.63 (1H, t, J = 6.0 Hz), 13.33 (1H, br|
s).

507

505

1H-NMR (DMSO-DB6) 5: 1.38 (6H, s), 2.35
(6H, s), 4.37 (2H, d, J = 5.8 Hz), 7.30 (1H, s),
7.44 (1H,d, J =84 Hz), 7.60 (1H, d, J= 8.4
Hz), 7.63 (1H, s), 7.96 (2H, s), 864 (1H, 1, J =
5.8 Hz), 13.27 (1H, br s).

479

477

1H-NMR (DMSO-DB6) 5: 1.33 (9H, s), 4.55
(2H, d, J = 5.8 Hz), 7.45-7.50 (3H, m), 7.52-
7.56 (2H, m), 7.61 (1H, d, J = 8.4 Hz), 7.71
(1H,d, J = 8.4 Hz), 7.78 (1H, ), 7.89-7.91
(2H, m), 8.14 (1H, d, J = 7.7 Hz), 8.37 (1H, s),
9.15 (1H, , J = 5.8 Hz), 13.33 (1H, br s).

473

471

1H-NMR (DMSO-D6) 5: 0.88 (6H, d, J = 6.6
Hz), 1.38 (6H, s), 1.82-1.94 (1H, m), 2.55
(2H,d, J=7.1Hz), 4.37 (2H, d, J = 6.0 Hz),
7.42-7.50 (3H, m), 7.59-7.67 (2H, m), 8.12-
8.20 (2H, m), 8.64 (1H, t, J = 6.0 Hz), 13.31
(1H, br s).

507

505

1-96

1H-NMR (DMSO-D6) 5: 1.19 (3H, t, J = 7.1
Hz), 1.54 (3H, 5), 3.46-3.54 (1H, m), 3.57-
3.66 (1H, m), 4.40 (2H, d, J = 6.2 Hz), 7.46
(1H,d, J = 8.4 Hz), 7.54-7.70 (5H, m), 8.34
(2H,d, J= 7.5 Hz), 8.86 (1H, t, J = 62 Hz),
13.35 (1H, br s).

481

479
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1H-NMR (DMSO-D6) 8: 1.19 (3H, t, J = 7.1
Hz), 1.54 (3H, s), 3.46-3.54 (1H, m), 3.57-
3.66 (1H, m), 4.40 (2H, d, J = 6.2 Hz), 7.46
(1H, d, J = 8.4 Hz), 7.54-7.70 (5H, m), 8.34
(2H, d, J = 7.5 Hz), 8.86 (1H, 1, J = 6.2 Hz),
13.35 (1H, brs).

481

479

1H-NMR (DMSO-D6) &: 1.24 (6H, d, J = 7.0
Hz), 1.38 (6H, s, 4.36 (2H, d, J = 5.8 Hz),
7.35-7.40 (3H, m), 7.54 (1H, d, J = 8.4 Hz),
761 (1H, d, J = 2.1 Hz), 8.25 (2H, d, J = 8.4
Hz), 8.62 (1H, t, J = 5.8 Hz), 13.26 (1H, br s).

493

491

1H-NMR (DMSO-D6) &: 1.38 (BH, s), 4.37
(2H, d, J = 5.8 Hz), 4.86 (2H, q, J = 8.8 Hz),
7.36 (1H, dd, J = 8.0, 2.4 Hz), 7.43 (1H, dd, J
=8.0,2.4 Hz), 7.53 (1H, , J = 8.0 Hz), 7.60
(1H, d, J = 8.0 Hz), 7.65 (1H, ), 7.93-7.95
(1H, m), 8.03 (1H, d, J = 7.7 Hz), 8.64 (1H, 1,
J=5.8Hz), 13.35 (1H, brs).

549

547

1-100 NH?_QH .
HO N F

1H-NMR (DMSO-D6) &: 1.36 (6H, s), 1.79-
1.87 (1H, m), 1.93-2.05 (1H, m), 2.07-2.18
(2H, m), 2.29-2.36 (2H, m), 3.55-3.64 (1H,
m), 4.35 (2H, d, J = 6.0 Hz), 7.37-7.48 (3H,
m), 7.56 (1H, d, J = 8.1 Hz), 7.61 (1H, s),
813 (1H, d, J = 7.0 Hz), 8.18 (1H, s), 8.61
(1H, 1, J = 6.0 Hz), 13.31 (1H, br s).

505

503

1-101 N NQ
=N o]
HO' 4 cH,

1H-NMR (DMSO-D6) &: 0.88 (6H, d, J = 6.5
Hz), 1.25 (9H, s), 1.84-1.95 (1H, m), 2.55
(2H, d, J = 7.2 Hz), 3.45 (2H, s), 7.35 (2H, d,
J=8.1Hz), 7.46 (1H, d, J = 8.4 Hz), 7.57
(1H, d, J = 8.4 Hz), 7.65 (1H, 5), 7.76 (1H, ),
8.26 (2H, d, J = 8.1 Hz), 13.24 (1H, brs).

453

451

1-102 =

1H-NMR (DMSO-D6) &: 0.91 (3H, t, J= 7.6
Hz), 1.38 (6H, s), 1.58-1.69 (2H, m), 2.64
(2H,t, J = 7.6 Hz), 4.37 (2H, d, J = 6.0 Hz),
7.40-7.46 (3H, m), 7.58 (1H, d, J = 8.1 Hz),
7.63 (1H, d, J = 1.9 Hz), 8.14-8.18 (2H, m),
8.63 (1H, 1, J = 6.0 Hz), 13.32 (1H, brs).

493

491

= v
’
Cl,
N
1-103 g \%Q
H CH.
N Q

1H-NMR (DMSO-D6) &: 1.54 (3H, s), 3.36
(3H, s), 4.32-4.46 (2H, m), 7.48 (1H, d, J =
7.7 Hz), 7.60-7.75 (4H, m), 8.22 (1H, s), 8.37
(1H, d, J = 7.3 Hz), 9.04 (1H, 1, J = 6.3 Hz),
13.52 (1H, brs).

551

549

1-104

HC
: cl
N
N
I o Ch
HO N
“CH,
O)%VF

£F

1H-NMR (DMSO-D6) &: 0.91 (3H, t, J = 7.4
Hz), 1.54 (3H, s), 1.58-1.69 (2H, m), 2.65
(2H,t, J = 7.6 Hz), 3.36 (3H, ), 4.32-4.45
(2H, m), 7.43-7.52 (3H, m), 7.61 (1H, d, J =
8.4 Hz), 7.67 (1H, s), 8.13-8.19 (2H, m), 9.04
(1H, 1, J = 6.2 Hz), 13.31 (1H, brs).

509
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F
: Cl,
N
7
1-105 ”jﬁQ o

1H-NMR (DMSO-D6) 8: 1.54 (3H, s), 2.34
(3H,d,J = 1.1 Hz), 3.36 (3H, 5), 4.33-4.45
(2H, m), 7.44-7.52 (2H, m), 7.61 (1H, d, J =
8.2 Hz), 7.67 (1H, s), 8.00 (1H, d, J = 11.0
Hz), 8.09 (1H, dd, J = 7.9, 1.5 Hz), 9.04 (1H,
t,J = 6.2 Hz), 13.38 (1H, br s).

499

497

HSCQ

N

7N

1-108 : @H CH,
N o

1H-NMR (DMSO-D6) d: 1.54 (3H, s), 2.32
(3H,d,J=1.3Hz),3.36 (3H, s),4.32-4.44
(2H, m), 7.32(1H,t,J = 9.0 Hz), 7.46 (1H, d,
J=83Hz),7.61(1H,d, J=83Hz), 765
(1H, s), 8.19-8.25 (1H, m), 8.28 (1H, d, J =
7.3Hz),9.03 (1H, t, J = 6.3 Hz), 13.33 (1H, br
s).

499

497

1-107 -

1H-NMR (DMSO-D6) 8: 1.25 (6H, d, J = 6.9
Hz), 1.38 (6H, 5), 2.94-3.06 (1H, m), 4.37
(2H,d, J = 5.9 Hz), 7.41-7.68 (5H, m), 8.13-
8.19 (1H, m), 8.22 (1H, brs), 8.64 (1H, t, J =
5.9 Hz), 13.33 (1H, br s).

493

491

=N,
1-108 o Q oy
HO N

1H-NMR (DMSO-D8) 5: 1.25 (6H, d, J = 7.3
Hz), 1.54 (3H, s), 2.94-3.07 (1H, m), 3.36
(3H, s), 4.31-4.46 (2H, m), 7.42-7.71 (5H, m),
8.16 (1H, d, J = 7.7 Hz), 8.22 (1H, br s), 9.04
(1H, 1, J = 6.0 Hz), 13.32 (1H, br s).

509

507

1-109

1H-NMR (DMSO-D6) 5: 0.98 (6H, d, J = 6.5
Hz), 1.37 (6H, 5), 2.07-2.00 (1H, m), 3.85
(2H,d,J =65 Hz), 4.35 (2H, d, J = 6.0 Hz),
7.07 (2H,d, J = 9.1Hz), 7.41 (1H, dd, J = 8.1,
2.4 Hz), 7.58 (1H, d, J = 8.1 Hz), 7.62 (1H, s),
829 (2H,d, J = 9.1 Hz), 8.63 (1H,t, J= 5.9
Hz), 13.13 (1H, br s).

523

521

1-110 =N

1H-NMR (DMSO-D8) &: 1.
Hz), 1.38 (6H, s), 2.70 (2H,
437 (2H,d, J = 6.0 Hz), 7.
761(1H,d, J=8.4Hz), 76
(1H,d, J = 7.7 Hz), 8.19 (1H
=6.0 Hz), 13.32 (1H, br s).

22(3H,t,J=76
q,J =76 Hz),
42-7.54 (3H, m),
5 (1H, s), 8.16
,s), 865 (1H,t,J

479

477

1-111 =N

1H-NMR (DMSO-D6) 8: 1.38 (6H, s), 2.40
(3H, s), 4.37 (2H, d, J = 6.0 Hz), 7.41-7.50
(3H,m), 7.61 (1H, d, J = 8.4 Hz), 7.65 (1H, s),
8.11-8.18 (2H, m), 8.65 (1H, t, J = 6.0 Hz),
13.32 (1H, br s).

465

463

1-112 N

1H-NMR (DMSO-D6) 5: 1.38 (6H, 5), 2.42
(3H, s), 4.37 (2H, d, J = 6.0 Hz), 7.44 (1H, dd,
J=84,21Hz), 7.61(2H,dd, J= 84,21
Hz), 7.64 (1H,d, J = 2.1 Hz), 8.17 (1H, dd, J
=8.4,2.1Hz), 830 (1H, d, J=2.1 Hz), 8.65
(1H, 1, J = 6.0 Hz), 13.39 (1H, br s).

499

497
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F 0
% Q
Cl
1-113 Wb
=N H
HO N,

OH,C CH

1H-NMR (DMSO-D6) &: 1.38 (6H, 5), 4.36
(2H,d, J = 6.0 Hz), 489 (2H, q, J =
720 (2H, d,J=91 Hz). 7.39 (1H, dd. J = 8.3,
20Hz), 7.56 (1H, d, J = 8.3 Hz), 7.62 1H.d,
J=20Hz),8.33(2H,d, J = 9.1 Hz), 8.64
(1H, 1, J = 6.0 Hz), 13.24 (1H, br s).

549

547

1-114 QN o
NN
FN@H
HO N CH

1H-NMR (DMSO-D6) 5: 0.94 (6H, d, J = 6.6
Hz), 1.37 (6H, s), 1.63 (2H, q, J = 6.6 Hz),
1.79 (1H, m), 4.04 (2H, t, J = 6.6 Hz), 4.33
(2H,d, J = 6.0 Hz), 6.95 (2H, d, J = 8.9 Hz),
723 (1H, d, J=8.3 Hz), 7.42 (1H, d, J = 8.3
Hz), 7.50 (1H, d, J=2.0 Hz), 8.22 2H, d, J =
8.9 Hz), 8.59 (1H, t, J = 6.0 Hz).

537

535

1-115 N

1H-NMR (DMSO-D6) &: 1.38 (6H, 5), 2.55
(3H, s),4.36 (2H, d, J = 6.0 Hz), 7.39 (2H, d,
=87 Hz), 740 (1H,d,J = 8.3 Hz), 7.58

H,d,J=83Hz), 7.63 (1H, s), 8.26 (2H, d,
=8.7Hz), 864 (1H, 1, J = 6.0 Hz), 13.26
H

497

495

1-116

1H-NVR (DMSO-DB6) 5: 1.37 (6H, s), 1.94-
1.80 (4H, m), 2.11-2.04 (2H, m), 2.77-2.69
(1H,m), 4.05 (2H, d, J = 6.7 Hz), 4.35 (2H, d,
J=58Hz), 7.07 (2H, d, J = 9.1 Hz), 7.40
(1H,dd, J = 84,21 Hz), 7.57 (1H,d, J = 8.4
Hz), 7.62 (1H, s), 8.28 (2H, d, J = 9.1 Hz),
862 (1H, t, J = 5.8 Hz), 13.13 (1H, 5).

535

533

1-117 N

1H-NMR (DMSO-D6) 5: 1.27 (6H, d, J = 7.1
Hz), 1.38 (6H, s), 3.19-3.28 (1H, m), 4.37
(2H,d, J = 6.0 Hz), 7.33 (1H, t, J = 9.5 Hz),
744 (1H, d, J = 8.4 Hz), 7.59-7.68 (2H, m),
8.21-8.26 (1H, m), 8.33 (1H, dd, J = 7.5, 2.2
Hz), 8.64 (1H, t,J = 6.0 Hz), 13.36 (1H, brs).

511

509

1-118

1H-NMR (DMSO-D6) 5: 0.92 (3H, , J = 7.3
Hz), 1.38 (6H, s), 1.56-1.67 (2H, m), 2.67
(2H, 1, J = 7.7 Hz), 4.37 (2H, d, J = 6.0 Hz),
7.33(1H,t, J=9.3 Hz), 7.44 (1H, d, J = 8.4
Hz), 7.59-7.66 (2H, m), 8.21-8.30 (2H, m),
8.65 (1H, t, J = 6.0 Hz), 13.34 (1H, br s).

511

509

1-119 e
J=N W F
HO N F

1H-NMR (DMSO-D#6) 5: 1.38 (6H, s), 2.01
(3H, 1, J = 19.0 Hz), 4.37 (2H, d, J = 5.8 Hz),
744 (1H,dd, J=84,2.1Hz), 761 (2H,d, J =
8.1 Hz), 7.65 (2H, d, J = 2.1 Hz), 7.74 (2H, d,
J=84Hz),843(2H,d, J = 8.1 Hz), 8.64
(1H, 1, J = 5.8 Hz), 13.46 (1H, br s).

515

513

1-120 )

1H-NMVR (DMSO-D6) d: 1.01 (6H,d, J =6.7
Hz), 1.37 (6H, s), 2.04-2.10 (1H, m), 3.95
(2H,d,J=6.7Hz),4.33 (2H,d, J = 6.0 Hz),
725(1H,dd,J=83,22Hz), 729 (1H,d,J =
83 Hz), 744 (1H,d,J=8.3Hz), 7.51 (1H, d,
J =22Hz), 849-853 (2H, m), 8.56-8.62 (1H,
m).

591

589
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H,C
:\< al
W
1-121 =N W CH,
N o

1H-NMR (DMSO-D6) 5: 1.23 (3H, t, J = 7.7
Hz), 1.54 (3H, s), 2.70 (2H, q, J = 7.7 Hz),
3.36 (3H, s), 4.32-4.45 (2H, m), 7.44-7.54
(3H,m), 7.61 (1H, d, J = 8.4 Hz), 7.67 (1H, s),
8.13-8.19 (2H, m), 9.03 (1H, t, J = 6.3 Hz),
13.31 (1H, brs).

495

493

1-122 A
FN/ H
1o N cH

1H-NMR (DMSO-D6) 5: 0.99 (3H, t, J = 7.4
Hz), 1.38 (6H, s), 1.76 (2H, m), 4.04 (2H, t, J
= 6.6 Hz), 4.36 (2H, d, J = 5.8 Hz), 7.07 (2H,
d, J = 8.8 Hz), 7.40 (1H, d, J = 6.0 Hz), 7.57
(1H,d, J = 6.0 Hz), 7.62 (1H, s), 8.29 (2H, d,
J=8.8Hz), 863 (1H, s), 13.14 (1H, s).

509

507

1-123 N )

1H-NMR (DMSO-D6) 5: 1.00 (6H, d, J = 6.9
Hz), 1.54 (3H, s), 1.98-2.12 (1H, m), 3.36
(3H,'s), 3.86 (2H, d, J = 6.2 Hz), 4.30-4.45
(2H, m), 7.09 2H, d, J = 8.5 Hz), 7.44 (1H, d,
J=85Hz), 7.59 (1H, d, J = 8.5 Hz), 7.66
(1H, brs), 8.30 (2H, d, J = 8.9 Hz), 9.03 (1H,
t, J= 6.2 Hz), 13.14 (1H, brs).

539

537

1-124

1H-NMR (DMSO-D6) 8: 1.21 (3H,t, J=7.6
Hz), 1.38 (6H, s),2.71 (2H, q, J = 7.6 Hz),
4.37 (2H,d, J=6.0 Hz), 7.33 (1H,t, J=9.3
Hz), 7.44 (1H, dd, J = 8.5, 2.1 Hz), 7.59-7.66
(2H, m), 8.21-8.26 (1H, m), 8.30 (1H, dd, J =
7.7,2.2 Hz), 865 (1H,t, J = 6.0 Hz), 13.35
(1H, br s).

497

495

1-125

1H-NMR (DMSO-D8) 3: 1.75-2.00 (2H, m),
2.28-2.43 (5H, m), 2.45-2.61 (2H, m), 4.40
(2H,d, J=5.7 Hz), 7.33 (1H, t, J = 9.1 Hz),
7.46 (1H, dd, J = 8.4, 1.8 Hz), 763 (1H, d, J =
8.4 Hz), 7.66 (1H, br s), 8.19-8.32 (2H, m),
8.81 (1H, t, J = 5.7 Hz), 13.33 (1H, brs).

495

493

1-126 N @
N H o CH
HO N,

1H-NMR (DMSO-D6) d: 1.54 (3H, s), 3.36
(3H, s), 4.32-4.46 (2H, m), 7.48 (1H, dd, J =
8.4,1.6Hz), 763 (1H,d, J=8.4 Hz), 7.68
(1H, brs), 7.94 (2H, d, J = 8.4 Hz), 8.53 (2H,
d, J=84Hz),9.04 (1H, t, J = 6.0 Hz), 13.56
(1H, br s).

535

533

HBC
Cl,
14127 W %Q
N

1H-NMR (DMSO-D6) 5: 1.20-1.39 (4H, m),
2.32 (3H,s), 4.35 (2H, d, J= 5.9 Hz), 7.33
(1H,1, J=9.1Hz), 7.45 (1H, dd, J= 8.4, 1.8
Hz), 7.61 (1H, d, J = 8.4 Hz), 7.64 (1H, s),
8.18-8.31 (2H, m), 8.48 (1H, 1, J = 5.9 Hz),
13.32 (1H, brs).

481

479

WS
1128 - )
HO N, CH

1H-NMR (DMSO-D6) 5: 0.41 (2H, dd, J =
5.8, 4.0 Hz), 0.55 (2H, dd, J = 5.2, 4.0 Hz),
1.19 (3H, s), 1.38 (6H, s), 3.87 (2H, s), 4.36
(2H,d, J=5.8 Hz), 7.07 (2H, d, = 8.9 Hz),
741 (1H,d, J= 7.3 Hz), 7.58 (1H,d, J = 7.3
Hz), 7.63 (1H, s), 8.29 (2H, d, J = 8.9 Hz),

8.64 (1H, t, J = 5.8 Hz), 13.14 (1H, s).

535

533
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1-129 N9

1H-NMR (DMSO-D6) 5: 1.39 (6H, s), 2.43
(3H,s), 4.37 (2H, d, J = 6.0 Hz), 7.44 (1H, d,
8.4 Hz), 7.55 (1H, d, J = 8.4 Hz), 7.61
,d,J =84 Hz), 7.64 (1H, s), 8.20 (1H, dd,
8.4,15Hz), 831 (1H,d, J = 1.5 Hz), 8.64
,t,J = 6.0 Hz), 13.39 (1H, br s).

1H
H

J
(
J
(

499

497

1-130 y ”\>Q
HO>:N H 5 F

1H-NMR (DMSO0-D6) &: 1.30 (6H,d,J=6.7
Hz), 1.38 (6H, s), 4.37 (2H,d, J = 5.8 Hz),
743 (1H,dd, J=84,20Hz), 760 (1H,d,J =
8.4 Hz),7.65(1H,d,J=20Hz), 7.83 (1H, d,
J=84Hz),829 (1H, d,J = 8.4 Hz), 8.52
(1H, s), 863 (1H, t, J = 5.8 Hz), 13.55 (1H, br
s).

561

559

1131 N

1H-NMR (DMSO0-D6) 5: 0.94 (3H, t, J = 7.3
Hz), 1.38 (6H, 5), 1.45 (2H, m), 1.69-1.76
(2H, m), 3.17 (2H, d, J = 5.1 Hz), 4.08 (2H,
m), 4.37 (2H, d, J = 5.8 Hz), 7.10 (2H, d, J =
9.1Hz), 7.44 (1H, s), 7.60 (m, s), 8.31 (2H, d,
J=9.1Hz), 864 (1H, s), 13.14 (1H, 5).

523

521

Q..
1132 W MQ
. .
HO N, CH.

1H-NMR (DMSO-D6) 5: 1.35 (3H, t, J = 7.1
Hz), 1.37 (6H, s), 4.13 (2H, q, J = 7.1 Hz),
4.35(2H,d,J= 6.0 Hz), 7.07 (2H, d, J=8.8
Hz), 7.42 (aH, brs), 7.60 (2H, brs), 8.29 (2H,
d, J=8.8Hz), 862 (1H,t, J = 6.0 Hz), 13.13
(1H, s).

495

493

1-133 N;/ N
=N H
Ho N oH

1H-NMR (DMSO-D6) 5: 0.34 (2H, m), 0.57
(2H, m), 1.23 (1H, m), 1.37 (6H, s), 3.92 (2H,
d, J=6.7 Hz), 435 (2H, d, J = 6.0 Hz), 7.07
(2H, s), 742 (1H, s), 7.59 (2H, s), 8.28 (2H, d,

=9.1 Hz), 8.62 (1H, t, J = 6.0 Hz), 13.13
1H, s).

521

519

Qe
1134 W
)N H
HO N, CH.

1H-NMR (DMSO-D6) 5: 1.38 (6H, s), 4.36
(2H,d, J = 5.8 Hz), 6.90 (2H, d, J = 8.8 Hz),
7.42 (1H,d, J= 8.6 Hz), 759 (1H, d, J = 8.6
Hz), 7.64 (1H, s), 8.23 (2H, d, J = 8.8 Hz),
8.64 (1H, t, J = 5.8 Hz), 10.46 (1H, s).

467

465

Y N
1-135 =

1H-NMR (DMSO-D6) 5: 0.74-0.87 (2H, m),
1.01-1.09 (2H, m), 1.38 (6H, s), 2.07-2.15
(1H, m), 4.37 (2H, d, J = 6.0 Hz), 7.33 (1H, t,
J=93Hz), 7.44 (1H, d, J = 8.2 Hz), 7.61
(1H,d, J = 8.2 Hz), 7.65 (1H, s), 7.96 (1H, dd,
J=74,19Hz),8.15-8.21 (1H, m), 8.64 (1H,
t,J=6.0 Hz), 13.33 (1H, brs).

509

507

1136 Ny

1H-NMR (DMSO0-D6) 8: 1.54 (3H, s),2.42
(3H, s), 3.36 (3H, s), 4.32-4.45 (2H, m), 7.46
(1H,dd, J=84,2.0 Hz), 7.58-7.68 (3H, m),
8.16 (1H,dd, J =84, 20Hz), 830 (1H,d,J =
2.0Hz),9.04 (1H, t,J = 6.2 Hz), 13.39 (1H, br
s).

515

513
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—CH,
et

HZCIO
Cl
7 N,
1-137 N%J@H
HO N,
o
o)

FIF
F

1H-NMR (DMSO-D6) 3: 0.99 (3H,t,J =74
Hz), 1.54 (3H, s), 1.71-1.81 (2H, m),

3.36 (3H, s), 4.04 (2H, t, J = 6.6 Hz), 4.32-
4.43 (2H, m), 7.07 (2H, d, J = 9.0 Hz), 7.42
(1H, dd, J=8.3,1.9 Hz), 7.58 (1H, d, J = 8.3
Hz), 7.65 (1H, d, J = 1.9 Hz), 8.29 (2H, d, J =
9.0 Hz), 9.03 (1H, t, J = 6.6 Hz), 13.15 (1H, br
s).

525

523

1138 NL"\@
HO>7N N oo

1H-NMR (DMSO-D6) 3: 1.54 (3H, s), 2.01
(3H,t,J=19.0 Hz), 3.36 (3H, s, J = 8.8 Hz),
4.38 (2H, dd, J = 6.3, 2.8 Hz), 7.44 (1H, dd, J
= 8.4,2.1 Hz), 7.60 (1H, d, J = 8.4 Hz), 7.66
(1H,d,J=2.1Hz), 7.73 (2H, d, J = 8.4 Hz),
8.42 (2H, d, J = 8.4 Hz), 9.03 (1H, 1, J = 6.3
Hz), 13.47 (1H, s).

531

529

Q.
1-139 v
)N H
HO N CH.

1H-NMR (DMSO-D8) 3: 1.38 (6H, s), 3.86
(3H, s), 4.37 (2H, d, J = 6.0 Hz), 7.10 (2H, d,
J=88Hz),7.42 (1H, d, J = 86 Hz), 7.59
(1H,d, J = 8.6 Hz), 7.64 (1H, s), 8.32 (2H, d,
J=88Hz), 863 (1H, t, J = 6.0 Hz), 13.15
(1H, s).

481

479

3,
1-140 N N\/
=N H

1H-NMR (DMSO-D8) 3: 1.31 (6H, d, J = 6.0
Hz), 1.38 (6H, s), 4.37 (2H, d, J = 5.8 Hz),
4.77 (1H, m), 7.06 (2H, d, J = 8.8 Hz), 7.41
(1H,d, J = 8.4 Hz), 7.59 (1H, d, J = 8.4 Hz),
7.64 (1H, s), 8.29 (2H, d, J = 8.8 Hz), 8.63
(1H,t,J = 5.8 Hz), 13.13 (1H, s).

509

507

(o]
1-141 ; N@
N CH,

1H-NMR (DMSO-D8) 3: 1.38 (6H, s), 1.66
(2H, m), 1.85 (2H, m), 2.07 (2H, m), 4.36 (2H,
d, J=5.8Hz), 4.81 (1Hm), 6.98 (2H, d, J =
8.8 Hz), 7.40 (1H, d, J = 7.9 Hz), 7.57 (1H, d,
J=T79Hz), 7.62 (1H,s), 8.28 (2H,d, J=8.8
Hz), 8.63 (1H, , J = 5.8 Hz), 13.14 (1H, s).

521

519

i
2,
1-142 TN
%N/ H
N o

1H-NMR (DMSO-D6) 3: 1.38 (6H, s), 2.83
(2H,td, J = 11.3,5.5 Hz), 4.33 (2H, t, J= 5.8
Hz), 4.37 (2H, d, J = 6.0 Hz), 7.12 (2H, d, J =
8.8 Hz), 7.43 (1H, s), 7.58 (1H, s), 7.64 (1H,
s), 832 (2H, d, J = 8.8 Hz), 8.64 (1H, d, J =
6.0 Hz), 13.18 (1H, s).

563

561

1-143 NS

1H-NMR (DMSO-D8) 3: 1.38 (3H, s), 1.39
(BH, s), 4.18 (2H, s), 4.32 (2H, d, J = 5.8 Hz),
4.37 (2H, d, J = 5.8 Hz), 451 (2H, d, J= 5.8
Hz), 7.15 (2H, d, J = 8.8 Hz), 7.43 (1H, d, J =
7.7 Hz), 7.60 (1H, d, J = 7.7 Hz), 7.64 (1H, ),
8.33 (2H, d, J = 8.8 Hz), 8.64 (1H,t, J= 5.8
Hz), 13.17 (1H, s).

551

549

Qe
7\
1-144 NFN%QH
HO N CH.

1H-NMR (DMSO-D8) 3: 1.38 (6H, s), 3.32
(3H,s), 3.69 (2H, t, J = 4.4 Hz), 4.21 (2H, 1, J
= 4.4Hz), 437 (2H, d, J = 5.8 Hz), 7.11 (2H,
d, J=8.8Hz), 7.42 (1H, d, J = 8.1 Hz), 7.60
(1H,d, J = 8.1 Hz), 7.64 (1H, s), 8.31 (2H, d,
J=88Hz), 863 (1H, d,J = 58 Hz), 13.15
(1H, s).

525

523
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gbooooan

we 1H-NMR (DMSO-D6) : 0.91 (3H, t, J = 7.6
i Q Hz), 1.38 (6H, 5), 1.80 (2H, q, J = 7.6 Hz),
7

o 4.21 (2H, s), 4.35 (2H, d, J = 6.0 Hz), 4.37
N o -
) b (2H, d, J = 5.8 Hz), 4.46 (2H, d, J = 6.0 Hz),
1145 = @ 7.15 (2H, d, J = 8.8 Hz), 7.42 (1H, d, J = 8.4 863 269
& |Hz), 7.59 (1H, d, J = 8.4 Hz), 7.64 (1H, 5),
d r |832(2H, d,J =88 Hz), 864 (1H 1, J=5.8
Hz), 13.17 (1H, s).

H,C 1H-NMR (DMSO-D6) 5: 1.38 (6H, s), 1.84
a (3H,t,J=22Hz), 4.37 (2H,d, J = 5.8 Hz),
Py N3 4.87 (2H,d,J =22 Hz), 7.12 (2H,d, J = 8.8
Y= i Hz), 7.43 (1H, d, J = 8.4 Hz), 7.60 (1H, d, J =
Ho NSt 8.4 Hz), 7.65(1H, s), 832 (2H, d, J = 8.8 Hz),

J or  |8.64 (1H, t,J = 5.8 Hz), 1317 (1H, 5).

519 517

FF
F 1H-NMR (DMSO-D8) 3: 1.38 (BH, s), 2.53
He o (3H, s), 4.37 (2H, d, J = 6.0 Hz), 7.42 (1H, dd,
- J=81,21Hz), 7.59 (1H, d, J = 8.1 Hz), 7.63
L] NFN\FQH (1H,d, J= 2.1 Hz), 7.84 (1H, d, J = 8.1 Hz), had 53
N%/EEBHE 8.30 (1H, d, J = 8.1 Hz), 8.34 (1H, s), 8.64
d (1H,t,J = 6.0 Hz), 13.53 (1H, brs).

N (1H,dd, J=83,2.0 Hz), 762 (1H,d, J= 83

v i Hz), 7.66 (1H,d, J=2.0 Hz), 7.86 (1H,d, J =

o N%f;i“ 8.3 Hz), 8.31 (1H, d, J = 8.3 Hz), 8.35 (1H, s),
.

1-148

; 1H-NMR (DMSO-D8) 3: 1.54 (3H, s), 2.54
Ho " (3H, s), 3.36 (3H, s), 4.33-4.44 (2H, m), 7.47
7 549 547
>:

9.04 (1H, 1, J = 6.4 Hz), 13.53 (1H, br s).

F 1H-NMR (DMSO-D6) 5: 1.22-1.36 (4H, m),
He 2.53 (3H, s), 4.34 (2H, d, J = 6.0 Hz), 7.40
1-149 W
s

Cl
y (1H dd, J=84,2.1 H7), 757 (1H d J=84 | o5
y . Hz), 7.61 (1H, d, J = 2.1 Hz), 7.82 (1H, d, J =
f 8.4 Hz), 8.30 (1H, d, J = 8.4Hz), 8.34 (1H, s),
oﬁiF 8.47 (1H, 1, J = 6.0 Hz), 13.53 (1H, br s).

o 1H-NMR (DMSO-D6) 3: 1.38 (6H, s), 2.31
. e (3H, s), 2.32 (3H, s), 4.37 (2H, d, J = 6.0 Hz),
WY Q 7.33 (1H, d, J = 8.2 Hz), 7.43 (1H, d, J = 8.2
190 =N i Hz), 7.58-7.67 (2H, m), 8.07 (1H, d, J= 8.2 479 Azt
WH Hz), 8.12 (1H, s), 8.65 (1H, t, J = 6.0 Hz),
O )gF 13.23 (1H, brs).

HO
e, 1H-NMR (DMSO-D8) 3: 1.21 (3H, 1, J = 7.5
o Hz), 1.54 (3H, s), 2.71 2H, q, J = 7.5 Hz),
N/
>,

N 3.36 (3H, s), 4.32-4.45 (2H, m), 7.33 (1H, t, J

P =9.3Hz), 7.46 (1H, dd, J = 8.4,2.0 Hz), 7.61 | 513 511

Ho 8o (1H,d, J = 8.4 Hz), 7.66 (1H, s), 8.20-8.26

WH: (1H, m), 8.29 (1H, dd, J = 7.6, 2.3 Hz), 9.04
J¥ (1H,t,J = 63 Hz), 13.35 (1H, brs).

=
e 1H-NMR (DMSO-D6) 5: 1.19-1.27 (5H, m),
o 1.32-1.37 (2H, m), 2.71 (2H, q, J = 7.5 Hz),
N/
>:

N 435(2H,d,J=6.0Hz),7.33 (1H,t, J=9.2
il Hz), 7.45 (1H, dd, J = 8.4, 2.0 Hz), 7.61 (1H, 495 493

N}—i d, J= 8.4 Hz), 7.65 (1H, s), 8.21-8.26 (1H,
=

1-151

1-152

m), 8.30 (1H, dd, J = 7.5, 2.0 Hz), 8.48 (1H, t,
FF J=6.0 Hz), 13.34 (1H, br s).

gboooaod
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(153)
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1-153

1H-NMR (DMSO-DB6) 5: 1.39 (6H, s), 4.37
(2H,d, J = 6.0 Hz), 7.45 (1H, dd, J = 8.3, 2.1
Hz), 7.59-7.66 (3H, m), 8.32-8.38 (1H, m),
8.45 (1H, dd, J = 7.4, 2.1 Hz), 8.65 (1H, t, J =
6.0 Hz), 13.48 (OH, br s).

503

501

1-154

1H-NVR (DMSO-D6) 5: 0.99 (3H, 1, J = 7.4
Hz), 1.22-1.27 (2H, m), 1.31-1.37 (2H, m),
1.71-1.81 (2H, m), 4.04 (2H, t, J = 6.5 Hz),
434 (2H,d,J = 6.0 Hz), 7.09 (2H, d, J = 9.0
Hz), 7.43 (1H, dd, J = 8.4, 2.0 Hz), 7.59 (1H,
d,J=84Hz), 7.64 (1H, s), 831 (2H,d, J =
9.0 Hz), 8.47 (1H, t, J = 6.0 Hz), 13.14 (1H, br
s)

507

505

1-155

1H-NVR (DMSO-D6) 5: 0.90 (3H, t, J = 7.3
Hz), 1.27 (3H, d, J = 6.0 Hz), 1.37 (6H,s),
1.43 (2H, m), 1.52-1.60 (1H, m), 1.67 (1H,
m), 4.37 (2H, d, J = 5.8 Hz), 4.62 (1H, m),
7.07 (2H,d, J = 9.1 Hz), 7.42 (1H, d, J = 8.1
Hz),7.59 (1H, d, J = 8.1 Hz), 7.64 (1H, s),
829 (2H,d, J = 9.1 Hz), 8.63 (1H,t,J=5.8
Hz), 13.13 (1H, s).

537

535

1-156

1H-NVR (DMSO-D6) 5: 0.90 (3H, t, J = 7.3
Hz), 1.27 (3H, d, J = 6.0 Hz), 1.36 (6H, s),
1.43 (2H, m), 1.51-1.60 (1H, m), 1.65 (1H,
m), 4.37 (2H, d, J = 5.8 Hz), 4.62 (1H, m),
7.06 (2H,d, J = 8.8 Hz), 7.41 (1H, d, J = 8.1
Hz), 7.59 (1H, d, J = 8.1 Hz), 7.64 (1H, s),
8.29 (2H,d, J = 8.8 Hz), 863 (1H,t,J=5.8
Hz), 13.13 (1H, s).

537

535

1-157

1H-NMR (DMSO-DB) 5: 0.77-0.83 (2H, m),
1.02-1.08 (2H, m), 1.22-1.27 (2H, m),
1.31-1.36 (2H, m), 2.07-2.15 (1H, m), 4.34
(2H,d, J = 5.8 Hz), 7.33 (1H, t, J = 9.3 Hz),
7.44 (1H,d,J =84 Hz), 7.60 (1H, d, J= 8.4
Hz), 7.65 (1H, s), 7.96 (1H, d, J = 7.9 Hz),
8.15-8.20 (1H, m), 8.47 (1H, 1, J = 5.8 Hz),
13.31 (1H, br s).

507

505

1-158

G

1H-NVR (DMSO-D6) 5: 0.99 (3H, t, J = 7.5
Hz), 1.21 (BH, s), 1.76 (2H,m), 3.03 (2H, s),
4.04 (2H, 1, J = 6.5 Hz), 4.40 (2H, s), 7.09
(2H,d, J= 8.9 Hz), 747 (1H, d, J = 8.3 Hz),
7.65(1H, d, J = 8.3 Hz), 7.67 (1H, s), 8.31
(2H,d, J = 8.9 Hz), 13.14 (1H, s).

453

451

1-159

1H-NMR (DMSO-DB) 5: 0.72-0.77 (2H, m),
0.97-1.04 (2H, m), 1.38 (6H, s), 1.99-2.07
(1H, m), 4.37 (2H, d, J = 6.0 Hz), 7.34-7.45
(3H, m), 7.59 (1H, d, J = 8.4 Hz), 7.65 (1H, s),
8.03 (1H, s), 8.10 (1H, d, J = 7.7 Hz), 8.64
(1H,t,J = 6.0 Hz), 13.32 (1H, br s).

491

489

1-160

1H-NMR (DMSO-D6) 5: 0.72-0.78 (2H, m),
0.98-1.04 (2H, m), 1.21-1.27 (2H, m), 1.31-
1.36 (2H, m), 2.00-2.07 (1H, m), 4.34 (2H, d,
J=5.8Hz), 7.35-7.46 (3H, m), 7.60 (1H, d, J
=8.1Hz), 766 (1H, s), 8.03 (1H, s), 8.10 (1H,
d,J=74Hz),847 (1H,t,J =58 Hz), 13.30
(1H, br s).

489

487

gboooaod
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gbooooan

1H-NMR (DMSO-D6) &: 1.32-1.38 (9H, m),
Q - 255 (3H,s), 410 (2H,q,J=7.2 Hz),4.35
He' N (2H,d, J = 5.8 Hz), 6.86-6.92 (2H, m), 7.39
1161 N%,?_QH (1H,d, J=8.6 Hz), 7.56 (1H, d, J = 8.6 Hz), 209 =07
HO N CH, 7.62(1H,s), 7.81 (1H, br s), 8.61 (1H, t, J=
/>—§CH;
5.8 Hz), 13.08 (1H, br s).
o ) o z), (1H, brs)

1H-NMR (DMSO-DB6) 3: 0.35 (2H, q, J = 5.1

0,
<f Q Hz), 0.57-0.60 (2H, m), 1.22-1.30 (1H, m),
74

. 154 (3H, s), 3.36 (3H, s), 3.93 (2H, d, J=7.0
N Hz), 4.37 (2H, dd, J = 5.9, 2.9 Hz), 7.07 (2H,
& A}
1-162 ”HﬁQ o |49=88H2) 742(1H d J=84Hz) 758 | % P
. |(1H,d,u=84Hz), 7.65 (1H, ), 8.29 (2H, d,

N
o&f J=8.8Hz),9.02(1H, t, J =5.9 Hz), 13.14
(1H, br s).

<f ° 1H-NMR (DMSO-D86) 5: 0.33-0.37 (2H, m),
0.57-0.61 (2H, m), 1.22-1.35 (5H, m), 3.92
" (2H,d, J=7.0 Hz), 4.33 (2H, d, J = 5.8 Hz),
1-163 ' \>—Q 7.05(2H,d, J=88Hz), 7.39 (1H,dd, J=83,| 519 517
Y 19 Hz), 7.55 (1H, d, J = 8.3 Hz), 7.61 (1H, d,

%i; J=19Hz),8.28 (2H, d, J = 8.8 Hz), 8.46
% |[(1H,t, J=58 Hz), 13.15 (1H, br s).

=
= io 1H-NMR (DMSO-D6) &: 1.05 (2H, m), 1.10
Q (2H, m), 1.38 (6H, s), 4.20 (2H, s), 4.34 (2H,
ol d,J=56Hz),7.02(2H, d, J= 79 Hz), 7.32
E N ; . d,
1-164 3 %Q (1H, d, J= 7.5 Hz), 7.49 (1H,d, J = 7.5 Hz), 289 o287
1o, 7.56 (1H, s), 8.26 (2H, d, J = 7.9 Hz), 8.61

CH, _
f} (1H,t, J= 56 Hz), 13.18 (1H, ).
F 1H-NMR (DMSO-D6) 5: 0.77-0.82 (2H, m),
D—Q . 1.01-1.07 (2H, m), 1.54 (3H, s), 2.07-2.15
- (1H, m), 3.35 (3H, 5), 4.31-4.44 (2H, m), 7.32
1-165 N>:N>_Q , (1H,t, J= 9.3 Hz), 7.44 (1H, d, J = 8.4 Hz), 525 523
Ho B 7.60 (1H, d, J = 8.4 Hz), 7.67 (1H, 5), 7.95
OW*; (1H,d, J = 7.2 Hz), 8.14-8.19 (1H, m), 9.02
i (1H,, J= 6.3 Hz), 13.31 (1H, br s).
4 1H-NMR (DMSO-D6) 5: 0.33-0.38 (2H, m),
° 0.56-0.62 (2H, m), 1.19-1.31 (7H, m), 2.59
Q . (@H, g, J = 12.1 Hz), 3.93 (2H, d, J = 7.1 Hz),
1-166 - 433 (2H,d,J=6.0Hz), 7.07 2H,d, J=9.0 | 535 533
NFN@H P Hz), 7.42 (1H, d, J = 8.4 Hz), 7.58 (1H, d, J =
o N)—KF 8.4 Hz), 7.63 (1H, s), 8.29 (2H, d, J = 9.0 Hz),
d o 8.35 (1H, t, J= 6.0 Hz), 13.14 (1H, br s).

P, 1H-NMR (DMSO-DB6) &: 0.11-0.16 (2H, m),
0.41-0.48 (2H, m), 0.79-0.90 (1H, m), 1.38

Q . (BH, s), 1.65 (2H, q, J = 6.5 Hz), 4.14 (2H, 1, J

- =6.5Hz), 4.37 (2H, d, J = 6.0 Hz), 7.00 (2H,
1-167 N;N%Q d,J=9.0Hz), 7.41 (1H, dd, J = 8.4, 2.0 Hz), 5% 583

HE H cn,  [759(1H,d,J=84Hz), 7.64 (1H,d,J=20

//L%H Hz), 8.30 (2H, d, J=9.0 Hz), 864 (1H,t, J =

JFF |60 Hz), 13.15 (1H, brs).

<& 1H-NMR (DMSO-D6) &: 0.32-0.38 (2H, m),
0 0.56-0.62 (2H, m), 1.01 (3H, s), 1.12 (3H, s),
Q 1.19-1.30 (1H, m), 1.78-1.85 (2H, m), 1.90-
a 1.97 (2H, m), 2.95-3.05 (1H, m), 3.93 (2H, d,
1-168 N J=7.0Hz),4.30 (2H,d, J=6.0 Hz), 7.08 4 491

= i (2H,d, J =86 Hz), 7.43 (1H,d, J = 8.4 Hz),

Ho ”>_Q<°Hz 758 (1H,d, J = 8.4 Hz), 7.62 (1H, s), 8.25-

d oH, [8.32 (3H, m), 13.13 (1H, br s).

gboooaod
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1-169

1H-NMR (DMSO-D6) 5: 0.32-0.38 (2H, m),
0.55-0.62 (2H, m), 1.20-1.29 (1H, m), 1.74
(3H, 5), 3.93 (2H, d, J = 6.7 Hz), 4.43 (2H, d,
J=6.0Hz), 7.07 (2H, d, J = 8.4 Hz), 7.41
(1H, d, J = 8.4 Hz), 7.60 (1H, d, J = 8.4 Hz),
7.65(1H, s), 8.29 (2H, d, J = 84 Hz), 9.10
(1H, 1, J = 6.0 Hz), 13.14 (1H, br s).

575

573

1-170

1H-NMR (DMSO-D6) 5: 0.33-0.38 (2H, m),
0.56-0.62 (2H, m), 1.20-1.31 (1H, m), 1.57-
1.90 (6H, m), 1.97-2.09 (2H, m), 2.29-2.39
(1H, m), 3.93 (2H, d, J = 7.1 Hz), 4.31-4.33
(2H, br m), 7.08 (2H, d, J = 8.8 Hz), 7.44 (1H,
d,J=8.4Hz), 758 (1H, d, J = 8.4 Hz), 7.64
(1H, s), 829 (2H, d, J = 8.8 Hz), 8.50 (1H, t, J
=6.0Hz), 13.14 (1H, brs).

529

527

1-171

1H-NMR (DMSO-D6) 5 0.33-0.38 (2H, m),
0.56-0.62 (2H, m), 0.79 (6H, t, J = 7.5 Hz),
1.20-1.54 (5H, m), 1.98-2.07 (1H, m), 3.94
(2H,d, J=7.1Hz), 434 (2H,d, J = 6.0 Hz),
7.08 (2H, d, J = 9.0 Hz), 7.46 (1H, d, J = 8.2
Hz), 7.60 (1H, d, J = 8.2 Hz), 7.66 (1H, s),
829 (2H, d, J = 9.0 Hz), 8.46 (1H,, J = 5.7
Hz), 13.14 (1H, br s).

481

479

1-172

1H-NMR (DMSO-D6) 5: 0.99-1.33 (5H, m),
1.38 (6H, s), 1.62-1.86 (6H, m), 3.89 (2H, d, J
=6.2Hz),4.36 (2H, d, J = 6.0 Hz), 7.06 (2H,
d,J=9.0Hz), 7.40 (1H, dd, J = 8.4, 2.0 Hz),
757 (1H,d, J = 8.4 Hz), 7.62 (1H, d, J = 2.0
Hz), 8.29 (2H, d, J = 9.0 Hz), 8.64 (1H, t, J =
6.0 Hz), 13.15 (1H, br s).

563

561

1-173

1H-NMR (DMSO-D6) 5: 0.33-0.37 (2H, m),
0.56-0.62 (2H, m), 1.11 (6H, s), 1.17 (6H, s),
1.20-1.29 (2H, m), 3.93 (2H, d, J = 7.1 Hz),
429 (2H,d, J=6.0Hz), 7.07 (2H,d, J = 8.8
Hz), 7.43 (1H, dd, J = 8.4, 2.0 Hz), 7.57 (1H,
d,J=8.4Hz), 7.62 (1H, d, J = 2.0 Hz), 8.29
(2H, d, J = 8.8 Hz), 837 (1H, t, J = 6.0 Hz),
13.14 (1H, br s).

507

505

1-174

1H-NMR (DMSO-D6) &: 2.51 (3H, s), 7.49-
7.46 (3H, m), 7.63-7.60 (2H, m), 7.66 (1H, d,
J=T9Hz), 7.77 (2H, d, J = 8.6 Hz), 7.96
(1H, d, J = 7.9 Hz), 8.22 (1H, s), 8.53 (2H, d,
J=86Hz), 1346 (1H, s).

389

387

1175 W N\%Q
HO>:N H CH

1H-NMR (DMSO-D6) 5: 0.36 (2H, td, J = 5.2,
3.9 Hz), 0.56-0.60 (2H, m), 1.23-1.30 (1H, m),
1.38 (BH, s), 2.21 (3H, s), 3.91 (2H, d, J= 6.7
Hz), 4.34 (2H, d, J = 5.8 Hz), 6.97 (1H,d, J =
8.6 Hz), 7.29 (1H, dd, J = 8.3, 1.9 Hz), 7.47
(1H, d, J = 8.4 Hz), 7.53 (1H, d, J = 1.9 Hz),
8.08-8.14 (2H, m), 8.61 (1H, t, J = 5.8 Hz).

535

533
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1176 N/; *@
HO - N ocn

1H-NMR (DMSO-D6) &: 0.30 (2H, td, J = 5.3,
4.0 Hz), 0.56 (2H, ddd, J=9.2, 5.3, 3.1 Hz),
1.22-1.27 (1H, m), 1.38 (6H, s), 2.29 (6H, s),
3.69 (2H,d, J=7.0Hz), 4.36 (2H,d, J=5.8
Hz), 7.41 (1H, dd, J = 8.4, 1.9 Hz), 7.58 (1H,
d, J=8.4Hz), 7.61(1H,d, J= 1.9 Hz), 8.02
(2H, s), 8.64 (1H, t, J =5.8 Hz), 13.18 (1H, br
s).

549

547

1177 .
Y H CH,
HO N

1H-NMR (DMSO-D6) 5: 0.88 (6H, d, J = 6.4
Hz), 1.54 (3H, s), 1.83-1.98 (1H, m), 2.55
(2H, d, J=7.3 Hz), 3.36 (3H, 5), 4.31-4.45
(2H, m), 7.35 (2H, d, J = 8.3 Hz), 7.45 (1H,
dd, J=8.1,2.0 Hz), 7.60 (1H, d, J = 8.1 Hz),
7.67 (1H, br's), 8.26 (2H, d, J = 8.3 Hz), 9.03
(1H, 1, J= 6.2 Hz), 13.26 (1H, br s).

523

521

1-178

1H-NMR (DMSO-D6) 5: 0.99 (6H, d, J =6.4
Hz), 1.20-1.39 (4H, m), 1.96-2.13 (1H, m),
384 (2H,d, J=6.4Hz), 433 (2H,d, J=6.0
Hz), 7.05 (2H, d, J = 9.1 Hz), 7.37 (1H, dd, J
=83,2.0Hz), 7.54 (1H, d, J = 8.3 Hz), 7.60
(1H,d, J= 2.0 Hz), 8.28 (2H, d, J = 9.1 Hz),
8.46 (1H, 1, J = 5.8 Hz), 13.15 (1H, br s).

521

519

1-179 N

1H-NMR (DMSO-D6) 5: 0.94 (3H, s), 0.95
(3H, s), 1.27-1.36 (2H, m), 1.38 (6H, s), 1.41-
1.49 (2H, m), 1.56-1.66 (2H, m), 1.80-1.89
(2H, m), 4.36 (2H, d, J = 5.7 Hz), 4.45-4.53
(1H, m), 7.07 (2H, d, J = 9.0 Hz), 7.40 (1H,
dd, J=82,2.0 Hz), 7.58 (1H, d, J = 8.2 Hz),
7.63 (1H,d, J=2.0 Hz), 8.28 (2H,d, J = 9.0
Hz), 8.63 (1H, t, J =6.1 Hz), 13.13 (1H, br s).

577

575

HZC‘\_Q
1-180 W Q
N CH.

1H-NMR (DMSO-D6) &: 0.91 (3H, t, J=7.3
Hz), 1.27-1.37 (2H, m), 1.38 (6H, 5), 1.55-
1.64 (2H, m), 2.67 (2H,t,J = 7.7 Hz), 4.37
(2H,d, J= 6.0 Hz), 7.38 (2H, d, J = 8.2 Hz),
7.42 (1H,d, J=84Hz), 7.59 (1H,d, J = 8.4
Hz), 7.64 (1H, s), 8.25 (2H, d, J = 8.2 Hz),
8.64 (1H, 1, J = 6.0 Hz), 13.27 (1H, br s).

507

505

1-181

1H-NMR (DMSO-D6) 5: 0.90 (3H, t, J = 7.7
Hz), 1.26-1.37 (2H, m), 1.54 (3H, 5), 1.55-
1.64 (2H, m), 2.67 (2H,t,J = 7.7 Hz), 3.36
(3H, s), 4.32-4.44 (2H, m), 7.38 (2H, d, J =
7.5Hz), 7.44 (1H,d, J = 8.4 Hz), 7.59 (1H, d,
J=8.4Hz),7.66 (1H,s),8.25(2H,d, J=7.5
Hz), 9.03 (1H, t, J = 6.2 Hz), 13.27 (1H, br s).

523

521

1-182 =

1H-NMR (DMSO-D6) &: 0.99 (6H, t, J = 6.0
Hz), 1.37 (6H, s), 2.00-2.10 (1H, m), 4.11
(2H, d, J=6.5Hz), 4.34 (2H, d, J = 6.0 Hz),
6.88 (1H, d, J=8.7 Hz), 7.30 (1H, dd, J= 8.1,
2.1Hz), 7.48 (1H,d, J = 8.1 Hz), 7.57 (1H, d,
J=21Hz),847 (1H,dd, J = 8.7, 2.4 Hz),
8.60 (1H,t,J=6.0 Hz), 9.02 (1H,d, J=24
Hz).

524

522

1-183 =

1H-NMR (DMSO-D6) 5: 1.24 (6H, s), 2.32
(3H,d, J= 1.3 Hz), 2.59 (2H, q, J = 12.1 Hz),
434 (2H,d,J=62Hz), 7.32 (1H, 1, J= 9.2
Hz), 7.44 (1H, dd, J = 8.4, 2.0 Hz), 7.59 (1H,
d, J=8.4Hz), 7.63 (1H, d, J = 2.0 Hz), 8.19-
8.25 (1H, m), 8.28 (1H, d, J = 7.7 Hz), 8.35
(1H, 1, J = 5.8 Hz), 13.33 (1H, br s).

497

495
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1-184

1H-NMR (DMSO-D6) &: 0.29-0.39 (2H, m),
0.47-0.55 (2H, m), 1.08-1.17 (1H, m), 1.32
(3H, d, J=6.3 Hz), 1.38 (6H, s), 4.10-4.18
(1H, m), 4.36 (2H, d, J = 6.0 Hz), 7.05 (2H, d,
J=88Hz),7.41 (1H, d, J= 8.0 Hz), 7.58
(1H, d, J = 8.0 Hz), 7.63 (1H, s), 8.27 (2H, d,
J=88Hz),863 (1H,t,J=6.0 Hz), 13.13
(1H, brs).

535

533

1-185

1H-NMR (DMSO-D6) &: 0.29-0.39 (2H, m),
0.47-0.55 (2H, m), 1.08-1.17 (1H, m), 1.32
(3H, d, J=6.3 Hz), 1.38 (6H, s), 4.10-4.18
(1H, m), 4.36 (2H, d, J = 6.0 Hz), 7.05 (2H, d,
J=88Hz),7.41 (1H,d, J= 8.0 Hz), 7.58
(1H, d, J = 8.0 Hz), 7.63 (1H, s), 8.27 (2H, d,
J=88Hz),863 (1H,t, J=6.0 Hz), 13.13
(1H, br s).

535

533

10

HSCQ
Cl.
1186 0 "\@
H
N,

1H-NMR (DMSO-D6) &: 1.37 (6H, s), 2.28
(3H, d, J= 1.2 Hz), 4.33 (2H, d, J = 6.0 Hz),
745 (1H,t, J = 9.1 Hz), 7.22 (1H, dd, J = 8.4,
2.3 Hz), 7.41 (1H, d, J = 8.4 Hz), 7.49 (1H, d,
J=2.3 Hz), 8.10-8.16 (1H, m), 8.19 (1H, dd, J
=8.1,1.6 Hz), 8.59 (1H, t, J = 6.0 Hz).

505

503

1-187 ii
N
=N

HO

1H-NMR (DMSO-D6) &: 1.02 (9H, s), 3.75
(2H, s), 4.57 (2H, d, J = 5.7 Hz), 5.42 (1H,t,J
=5.7 Hz), 7.10 (2H, d, J = 8.8 Hz), 7.53 (1H,
d,J=84Hz),7.59 (1H,d, J= 8.4 Hz), 7.71
(1H, s), 8.31 (2H, d, J = 8.8 Hz), 13.13 (1H, br
s).

400

398

N,
HO N

1H-NMR (DMSO-D6) &: 1.45 (3H, d, J = 6.8
Hz), 1.49 (3H, s), .32 (3H, s), 3.33 (3H, ),
5.02-5.10 (1H, m), 7.32 (1H, t, J = 9.3 Hz),
7.60 (2H, s), 7.76 (1H, s), 8.18-8.24 (1H, m),
8.27 (1H,d, J = 6.8 Hz), 8.81 (1H, d, J = 8.4
Hz), 13.32 (1H, s).

513

511

20

1-189 N

1H-NMR (DMSO-D6) 5: 1.46 (3H, d, J = 6.8
Hz), 1.54 (3H, s), 2.31 (3H, s), 3.37 (3H, s),
502-5.11 (1H, m), 7.32 (1H, t, J = 9.2 Hz),
754 (1H, d, J = 8.4 Hz), 7.61 (1H, d, J = 8.4
Hz), 7.72 (1H, s), 8.19-8.25 (1H, m), 8.28
(1H,d, J = 7.3 Hz), 8.83 (1H, d, J = 8.2 Hz),
13.33 (1H, br s).

513

511

1-190

1H-NMR (DMSO-D8) &: 0.33-0.37 (2H, m),
0.56-0.62 (2H, m), 1.21-1.30 (1H, m), 2.85
(3H, br's), 2.90 (3H, br s), 3.94 (2H, d, J= 7.1
Hz), 5.13 (2H, s), 7.09 (2H, d, J = 8.6 Hz),
7.56-7.67 (2H, br m), 7.78 (1H, br s), 8.30
(2H, d, J = 8.6 Hz), 13.15 (1H, brs).

455

453

30

cl
1-191 ”
NS
=N H
HO N CH

1H-NMR (DMSO-D8) &: 1.30-1.40 (9H, m),
1.44-1.55 (3H, m), 1.64-1.74 (2H, m), 1.80-
1.88 (2H, m), 2.63-2.70 (1H, m), 4.33 (2H, d,
J=6.0Hz), 7.25 (1H, dd, J = 8.6, 2.1 Hz),
7.40-7.46 (3H, m), 7.52 (1H, d, J = 2.1 Hz),
8.25 (2H, d, J = 8.1 Hz), 8.59 (1H, t, J = 6.0
Hz).

557

555

gboooaod
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1-192

-

1H-NMR (DMSO-D6) 5: 0.35 (2H, dt, J = 7.9,
2.8 Hz), 0.57-0.61 (2H, m),

1.21-1.30 (1H, m), 3.94 (2H, d, J = 7.0 Hz),
7.09 (2H,d, J = 8.8 Hz),

777 (1H,d, J = 84 Hz), 8.09 (1H, dd, J = 8.4,
1.6 Hz), 8.30 (2H, d, J = 9.0 Hz),

8.33 (1H, s), 13.31 (1H, s).

398

396

1-193

1H-NMR (DMSO-D6) 5: 0.35 (2H, td, J = 5.2,
4.1 Hz), 0.56-0.62 (2H, m), 1.21-1.29 (1H, m),
3.94(2H,d, J=7.0 Hz),7.08 (2H,d, =838
Hz), 7.58 (1H, s), 7.74 (1H, d, J = 8.4 Hz),
8.06 (1H,d, J = 84 Hz), 8.17 (1H, s), 8.27
(1H,d, J = 2.1 Hz), 8.31 (2H, d, J = 8.8 Hz),
13.14 (1H, s).

397

395

1-194

1H-NMR (DMSO-D6) 5: 0.35 (2H, g, J = 4.8
Hz), 0.57-0.61 (2H, m), 1.22-1.29 (1H, m),
281 (3H,d, J=44 Hz),3.94 (2H,d,J=7.0
Hz), 7.09 (2H, d, J = 8.8 Hz), 7.75 (1H, d, J =
8.4 Hz), 8.02 (1H, d, J = 8.1 Hz), 8.24 (1H, s),
8.31(2H, d, J = 8.8 Hz), 8.63-8.67 (1H, m),
13.19 (1H, s).

411

409

1-195

1H-NMR (DMSO-D6) 8: 0.33-0.37 (2H, m),
0.57-0.61 (2H, m), 1.20-1.30 (1H, m), 2.95
(3H,s),3.00 (3H, s),3.94 (2H,d, J = 7.0 Hz),
7.09 (2H,d,J=88Hz),7.63 (1H,d,J =91
Hz),7.70 (1H, d,J=8.1Hz), 7.83 (1H,d, J =
19 Hz), 830 (2H, d, J =9.1 Hz), 13.16 (1H,
s).

425

423

1-196

1H-NMR (DMSO-D8) 5: 1.02 (9H, s), 1
(BH, s), 3.05 (3H, s), 3.75 (2H, ), 4.65 (
s),7.10 (2H, d, J = 8.8 Hz), 7.41 (1H, d,
8.6 Hz), 7.61-7.66 (2H, m), 8.31 (2H, d
8.8 Hz), 13.15 (1H, br s).

551

549

1-197

1H-NMR (DMSO-D6) 5: 1.02 (9H, s), 3.34
(3H, s),3.75 (2H, s), 449 (2H, 5), 7.10 (2H, d,
J=8.8Hz), 753 (1H, dd, J = 8.2, 2.0 Hz),
762(1H,d, J= 82 Hz), 7.72 (1H,d, J = 2.0
Hz), 8.31 (2H, d, J = 8.8 Hz), 13.14 (1H, br s).

414

412

1-198

1H-NMR (DMSO-D8) 5: 1.02 (9H, s), 2.79
(2H,1,J = 6.6 Hz), 3.65 (2H, td, J = 6.6, 5.1
Hz), 3.75 (2H, s), 4.69 (1H, t, J = 5.1 Hz),
710 (2H,d, J = 8.8 Hz), 7.47 (1H, s), 7.54
(1H,d, J = 8.1 Hz), 7.63 (1H, s), 8.31 (2H, d,
J=8.8Hz), 13.10 (1H, br s).

414

412

1-199

1H-NMR (DMSO-D8) 5: 1.02 (9H, s), 2.89
(2H,1,J =6.5Hz), 3.25(3H, s), 3.58 (2H, t, J
=6.5Hz), 3.75 (2H, s), 7.10 (2H, d, J = 8.8
Hz), 747 (1H,d, J = 8.1 Hz), 7.55 (1H, d, J =
8.1 Hz), 7.65 (1H, d, J = 1.9 Hz), 8.31 (2H, d,
J=88Hz), 13.10 (1H, s).

428

426

gbooooao

10

20

30
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1-200

HC_CH,

HZCA&
0

1H-NMR (DMSO-D6) &: 1.02 (9H, s), 1.45
(3H,d, J=7.1Hz),1.49 (3H, s), 3.33 (3H, s),
3.75 (2H, s), 5.02-5.11 (1H, m), 7.09 (2H, d, J
=8.8 Hz), 7.58 (2H, s), 7.76 (1H, s), 8.29 (2H,
d,J=8.8Hz), 882 (1H,d, J=82Hz), 13.14
(1H, brs).

567

565

1-201

1H-NMR (DMSO-D6) &: 1.02 (9H, s), 1.47
(3H,d, J=7.1Hz), 1.54 (3H, s), 3.37 (3H, s),
3.75 (2H, s), 5.02-5.11 (1H, m), 7.09 (2H, d, J
=8.2Hz), 751 (1H,d, J = 84 Hz), 7.59 (1H,
d,J=84Hz),7.72 (1H,s),8.31 (2H,d, J =
8.2 Hz),8.83 (1H, d, J =8.2 Hz), 13.15 (1H,
brs).

567

565

10

1-202

1H-NMR (DMSO-D6) &: 1.48 (BH, s), 4.29
(2H, d, J = 6.0 Hz), 7.08 (1H, t, J = 7.6 Hz),
721 (2H,t, J=7.6 Hz), 7.30 (2H, d, J = 8.4
Hz), 7.33-7.41 (2H, m), 7.52-7.60 (3H, m),
7.68 (1H,t, J = 7.2 Hz), 8.03 (1H, 1, J = 6.0
Hz), 8.34 (2H, d, J = 8.1 Hz), 13.33 (1H, br s).

459

457

1-203

1H-NMR (DMSO-D6) 8: 1.00 (9H, t, J = 165
Hz), 1.29 (6H, s), 2.80 (2H, t, J = 7.0 Hz),
3.30 (4H, s), 3.34 (3H, q, J = 6.7 Hz), 3.73
(2H,'5), 7.07 (2H, d, J = 8.8 Hz), 7.37 (1H, dd,
J=8.4,2.0Hz), 7.51 (1H, d, J = 8.4 Hz), 7.57
(1H, d, J = 2.1 Hz), 8.00 (1H, t, J = 5.6 Hz),
8.29 (2H, d, J = 8.8 Hz), 13.10 (1H, brs).

551

549

1-204

1H-NMR (DMSO-D6) 8: 0.89 (6H, d, J = 6.7
Hz), 1.02 (9H, s), 1.81-1.91 (1H, m), 3.25
(2H, d, J = 6.5 Hz), 3.75 (2H, s), 4.53 (2H, 5),
7.10 (2H, d, J = 8.8 Hz), 7.54 (1H, d, J = 8.4
Hz), 7.62 (1H, d, J = 8.1 Hz), 7.73 (1H, s),

2 18.31 (2H, d, J = 8.8 Hz), 13.12 (1H, s).

456

454

20

1-205

1H-NMR (DMSO-D6) 8: 0.91 (3H, , J = 7.3
Hz), 1.02 (9H, s), 1.28-1.37 (2H, m), 1.55-
1.62 (2H, m), 265 (2H, 1, J = 7.7 Hz), 3.75
(2H,'5), 7.10 (2H, d, J = 9.1 Hz), 7.43 (1H, d,
J=8.1Hz), 753 (1H, d, J = 8.1 Hz), 7.61
(1H, d, J = 2.1 Hz), 8.31 (2H, d, J = 9.1 Hz),
13.09 (1H, s).

426

424

1-206

1H-NMR (DMSO-D6) 8: 0.88 (6H, d, J = 6.6
Hz), 1.51 (6H, s), 1.84-1.95 (1H, m), 2.55
(2H, d, J = 7.3 Hz), 3.05 (3H, s), 4.65 (2H, 5),
7.35(2H, d, J=8.4 Hz), 7.41 (1H, d, J = 8.2
Hz), 7.62-7.66 (2H, m), 8.26 (2H, d, J = 8.4
Hz), 13.26 (1H, brs).

521

519

30

1-207

1H-NMR (DMSO-D6) &: 1.01 (9H, s), 3.75
(2H,s),4.67 (2H,d, J =5.5Hz), 5.55 (1H, t,J
=55Hz),7.10 (2H, d, J = 8.8 Hz), 7.73 (1H,
d,J=7.9Hz),7.78 (1H,s),7.90 (1H, d, J =
7.9Hz),8.29 (2H, d, J = 8.8 Hz), 13.21 (1H,
brs).

434

432

gbooooao



gbooooan
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H,C,_CH

3
HECA&
0

]
1-208 N; g%z
hawl
HO N CH,

1H-NMR (DMSO-D6) &: 1.01 (9H, s), 1.39
(6H, s), 3.74 (2H, 5), 4.44 (2H, d, J = 6.0 Hz),
7.08 (2H, d, J = 8.6 Hz), 7.57 (1H, d, J = 8.1
Hz), 7.68 (1H, s), 7.88 (1H, d, J = 8.1 Hz),
8.28 (2H, d, J = 8.6 Hz), 8.69 (1H, 1, J = 6.0
Hz), 13.23 (1H, brs).

571

569

H,C CH,

1-209

1H-NMR (CDCI3) 8: 1.07 (9H, s), 1.12 (3H, t,
J=5.8Hz), 1.48 (9H, br s), 3.27 (2H, br s),
3.70 (2H, s), 4.48 (2H, s), 7.02 (2H, d, J = 8.6
Hz), 7.41 (1H, br s), 7.50 (1H, d, J = 8.1 Hz),
7.89 (1H, s), 8.50 (2H, d, J = 8.4 Hz).

527

525

1-210

1H-NMR (DMSO-D6) &: 1.02 (9H, s), 1.23
(3H,t,J= 7.2 Hz), 2.99 (2H, dt, J = 19.7, 7.2
Hz), 3.76 (2H, s), 4.23 (2H, , J = 6.0 Hz),
7.13 (2H,d, J = 9.1 Hz), 7.74 (2H, 5), 7.97
(1H, s), 8.33 (2H, d, J = 9.1 Hz), 9.05 (2H, s).

427

425

1-211

1H-NMR (DMSO-D6) &: 1.00-1.32 (5H, m),
1.51 (6H, s), 1.61-1.85 (BH, m), 3.05 (3H, s),
3.89 (2H, d, J = 6.2 Hz), 4.65 (2H, s), 7.08
(2H, d, J = 9.0 Hz), 7.40 (1H, d, J = 8.2 Hz),
7.61-7.65 (2H, m), 8.30 (2H, d, J = 9.0 Hz),
13.14 (1H, br s).

577

575

HE
CH
Cl
1-212 Y ”\/LQ

1H-NMR (DMSO-D6) &: 1.02 (9H, s), 3.24
(2H, q,J = 9.5 Hz), 3.75 (2H, 5), 3.86 (2H, s),
7.10 (2H, d, J = 8.6 Hz), 7.54-7.63 (2H, m),
7.74 (1H, s), 8.32 (2H, d, J = 8.6 Hz), 13.11
(1H, s).

481

479

Cl,
1213 »
R
=N CH,
HO N CH,

1H-NMR (DMSO-D8) &: 1.30-1.41 (3H, m),
1.44-1.56 (9H, m), 1.65-1.73 (2H, m), 1.81-
1.88 (2H, m), 2.66-2.73 (1H, m), 3.05 (3H, s),
4.65 (2H, s), 7.42 (1H, d, J = 8.6 Hz), 7.54
(2H, d, J = 8.4 Hz), 7.62-7.66 (2H, m), 8.30
(2H, d, J = 8.4 Hz), 13.36 (1H, br s).

571

569

1-214

1H-NMR (DMSO-D8) &: 1.02 (9H, s), 1.09
(BH, s), 2.72 (2H, ), 3.75 (2H, s), 4.40 (1H,
s),7.10 2H, d, J = 8.8 Hz), 7.44 (1H, d, J =
8.8 Hz), 7.53 (1H, d, J = 8.1 Hz), 7.61 (1H, ),
8.31 (2H, d, J = 8.8 Hz), 13.10 (1H, br s).

442

440

1-215

1H-NMR (DMSO-D8) &: 1.02 (9H, s), 1.10
(6H, s), 2.81 (2H, s), 3.17 (3H, s), 3.75 (2H,
s),7.10 (2H, d, J = 8.8 Hz), 7.41 (1H, dd, J =
8.5,1.7 Hz), 7.53 (1H, d, J = 8.5 Hz), 7.58
(1H, d, J = 1.7 Hz), 8.31 (2H, d, J = 8.8 Hz),
1310 (1H, s).

456

454

gboooaod
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1-216

HC o
Haé{
CHy
cl
N

1H-NMR (DMSO-D6) d: 1.00 (9H, s), 1.06
(3H,d,J=6.3Hz),268 (2H,d, J=6.0 Hz),
3.73(2H, s), 3.82-3.88 (1H, m), 4.60 (1H, d, J
=49Hz),7.09(2H,d, J=9.1 Hz), 742 (1H,
d, J=9.3Hz),751(1H,d, J=8.1 Hz), 7.59
(1H,s), 8.30 (2H, d, J = 9.1 Hz), 13.08 (1H,
s).

428

426

1-217

H,C_CH,

e
{0}

1H-NMR (DMSO-D6) 5: 1.02 (9H, s), 1.20
(9H, s), 2.36 (2H, t, J = 7.6 Hz), 2.86 (2H, t, J
=76Hz),3.75(2H,s), 7.10 (2H, d, J = 8.8
Hz), 7.40-7.46 (2H, m), 7.53 (1H,d, J= 82
Hz), 7.61 (1H, s), 8.31 (2H, d, J = 8.8 Hz),
13.41 (1H, br s).

497

495

1-218

1H-NMR (DMSO-D6) 6: 1.02 (9H, s), 2.66
(2H,t,J=76Hz), 2.81(3H,s), 2.87 (2H, t,J
=7.6Hz),2.95(3H,s),3.75(2H, s), 7.10 (2H,
d, J=8.8Hz), 7.46-7.56 (2H, m), 7.66 (1H, d,
J=20Hz),831(2H,d,J=9.0 Hz), 13.11
(1H, br s).

469

467

1-219

cl
N
N CcH,
=N —~
HO o o,

1H-NMR (DMSO-D6) 5: 0.89 (6H, d, J =65
Hz), 1.30-1.40 (3H, m), 1.46-1.55 (3H, m),
1.65-1.73 (2H, m), 1.80-1.90 (3H, m), 2.67-
2.72 (1H, m), 325 (2H, d, J =6.5Hz), 453
(2H,s), 7.54 (2H, d, J =84 Hz), 7.57 (1H, d,
J=16Hz), 764 (1H,d,J=81Hz), 7.73
(1H, s), 8.31 (2H, d, J = 8.4 Hz), 13.33 (1H, br
s).

476

474

1-220

Q cl
N,
'
)= cH,
HO N CHy
CH,
o F

F

1H-NMR (DMSO-D6) 3: 1.51 (BH, s), 3.06
(3H, s), 4.65 (2H, s), 7.42 (1H, d, J = 8.4 Hz),
7.56 (2H, t, J = 7.7 Hz), 7.62-7.69 (3H, m),
8.34 (2H, d, J = 7.7 Hz), 13.34 (1H, br s).

465

463

1-221

.
Q cl
N
N
S W

HO N cH,

J—EcH,

d o,

1H-NMR (DMSO-D6) 5: 1.24 (9H, s), 3.02
(3H, s), 462 (2H, s), 7.40 (1H, dd, J = 8.4, 1.8
Hz), 7.56 (2H, t, J = 7.6 Hz), 7.61-7.69 (3H,
m), 8.34 (2H, d, J = 7.6 Hz), 13.34 (1H, br s).

465

463

1-222

Q.
W
=N CH,
HO N cH,
=

o CcH,

1H-NMR (DMSO-D6) &: 1.01 (1.8H,d, J =
6.7 Hz), 1.04 (4.2H, d, J = 6.7 Hz), 2.84
(0.9H, s), 2.84-2.88 (0.3H, m), 2.90-2.97
(0.7H, m), 3.01 (2.1H, s), 457 (1.4H, s), 4.71
(0.6H, s), 7.42 (1H, dd, J = 8.3, 1.9 Hz), 7.57
(2H,,J = 7.6 Hz), 7.60-7.69 (3H, m), 8.34
(2H,d, J = 7.6 Hz), 13.34 (1H, br s).

397

395

1-223

HC 0

N\
CH

HO
3

E
c
N
NN 59 B
= -C
C

1H-NMR (DMSO-D6) d: 1.02 (9H, s), 1.37
(9H, s), 2.79 (3H, s), 3.75 (2H, s), 4.50 (2H,
s), 7.11(2H,d, J =89 Hz), 7.55 (1H, dd, J =
8.1,1.6 Hz), 768 (1H,d, J = 8.1 Hz), 7.72
(1H,s), 8.31 (2H, d, J = 8.9 Hz), 13.17 (1H, br
s).

533

531

gboooaod
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1-224

Q..
N
i o
HO N
] CH.

3

1H-NMR (DMSO-D8) 8: 0.97-1.05 (3H, m),
2.34-2.43 (2H, m), 2.85 (0.9H, ), 2.96 (2.1H,
s), 4.57 (1.4H, s), 4.65 (0.6H, s), 7.44 (1H, d,
J=8.4 Hz), 7.54-7.69 (5H, m), 8.34 (2H, d, J
= 8.4 Hz), 13.35 (1H, br s).

383

381

Q.
N
Ny
1-225 FN@ -
HO N,
GhCH

3

1H-NMR (DMSO-D8) 8: 0.84-0.93 (3H, m),
1.50-1.60 (2H, m), 2.31-2.38 (2H, m), 2.84
(0.9H, s), 2.96 (2.1H, s), 457 (1.4H, s), 4.66
(0.6H, s), 7.41-7.46 (1H, m), 7.54-7.69 (5H,
m), 8.34 (2H, d, J = 7.6 Hz), 13.34 (1H, brs).

397

395

1-226

Q cl
N
N
S o,
HO N
ohcn

H,C

5

1H-NMR (DMSO-D6) 8: 0.87-0.93 (6H, m),
1.99-2.10 (1H, m), 2.22-2.28 (2H, m), 2.84
(0.9H, s), 2.97 (2.1H, s), 458 (1.4H, s), 4.66
(0.6H, s), 7.40-7.46 (1H, m), 7.56 (2H, , J =
7.6 Hz), 7.60-7.70 (3H, m), 8.34 (2H, d, J =
7.6 Hz), 13.34 (1H, br s).

409

HEN°

CHy

1-227

cl F
N F—F
®
N H.C, CH,
Y= N—( CH,
HO 0

1H-NMR (DMSO-D6) &: 1.02 (9H, s), 1.43
(6H, s),2.88 (2H,t, J = 7.5 Hz), 3.03 (3H, s),
3.55 (2H,t, J=7.5Hz),3.74 (2H, s), 7.09
(2H,d, J=9.0Hz), 7.45 (1H, dd, J= 8.0, 2.0
Hz), 7.55 (1H,d, J=8.0 Hz), 7.64 (1H,d, J =
2.0Hz),8.30(2H, d, J=9.0 Hz), 13.11 (1H,
brs).

565

563

1-228

Qq
N
N
)= o,
HO N :
o

1H-NMR (DMSO-D6) &: 1.46-1.86 (8H, m),
2.83 (0.9H, s), 2.96-3.10 (1H, m), 3.01 (2.1H,
s), 4.57 (1.4H, s), 4.72 (0.6H, s), 7.42 (1H, d,
J=8.3Hz),7.56 (2H,t,J = 7.6 Hz), 7.60-7.69
(3H, m), 8.34 (2H, d, J= 7.6 Hz), 13.33 (1H,
brs).

423

421

1-229

Q cl
N
N
= o,
Ho N :
o

1H-NMR (DMSO-D6) 8: 1.10-1.43 (5H, m),
1.58-1.77 (5H, m), 2.56-2.68 (1H, m), 2.81
(0.9H, s), 3.01 (2.1H, s), 456 (1.4H, s), 4.70
(0.6H, s), 7.38-7.43 (1H, m), 7.56 (2H, t, J =
7.6 Hz), 7.59-7.69 (3H, m), 8.34 (2H, d, J =
7.6 Hz), 13.34 (1H, br s).

437

435

Q .
N
1-230 F = o,
HO N :

o

1H-NMR (DMSO-D8) &: 2.87-2.97 (3H, m),
454 (0.8H, s), 4.75 (1.2H, 5), 7.39-7.51
(5.4H, m), 7.54-7.61 (2.6H, m), 7.62-7.70
(2.4H, m), 7.74-7.83 (0.6H, m), 8.35 (2H, d, J
= 7.6 Hz), 13.35 (1H, br s).

431

429

1-231

Q Cl,
N
N
=N coH,
HO N CH,
Y/ C|

H
o CH,

1H-NMR (DMSO-D6) 8: 0.79 (3H, 1, J = 7.4
Hz), 1.19 (6H, s), 1.64 (2H, q, J = 7.4 Hz),
3.02 (3H, s),4.61 (2H,s), 7.43 (1H,d, J=83
Hz), 7.56 (2H, 1, J = 7.6 Hz), 7.61-7.69 (3H,
m), 8.34 (2H, d, J = 7.6 Hz), 13.33 (1H, brs).

425

423

gboooaod

10

20

30



gbooooan

(163)

JP 6461637 B2 2019.1.30

1-232

1H-NMR (DMSO-D6) 5: 0.88 (6H, d, J = 6.7
Hz), 1.35 (9H, s), 1.84-1.95 (1H, m), 2.55
(2H,d, J = 7.4 Hz), 2.90 (3H, s), 3.77 (2H, s),
7.35(2H, d, J = 8.1 Hz), 7.41 (1H, d, J= 8.3
Hz), 7.57 (1H, d, J = 8.3 Hz), 7.62 (1H, s),
8.26 (2H, d, J = 8.1 Hz), 13.24 (1H, brs).

467

465

1-233

Q Cl,
N
N
=N oH,
HO N CH,
~C
o] CH.

1H-NMR (DMSO-D6) 5: 0.75-0.84 (6H, m),
1.33-1.46 (2H, m), 1.47-1.60 (2H, m), 2.62-
2.71 (1H, m), 2.88 (0.9H, s), 3.03 (2.1H, s),
461 (1.4H, s), 4.72 (0.6H, s), 7.41-7.47 (1H,
m), 7.56 (2H, 1, J = 7.6 Hz), 7.61-7.69 (3H,
m), 8.33 (2H, d, J = 7.6 Hz), 13.35 (1H, br s).

425

423

1-234

5
Q cl
N
NN
=
Ho N CH,
J—cn

s
o 0-CH,

1H-NMR (DMSO-D6) 5: 1.37 (6H, s), 2.78
(0.6H, brs), 3.14 (3H, s), 3.23 (2.4H, br s),
4.59 (1.6H, s), 5.09 (0.4H, brs), 7.45 (1H, d, J
=7.9Hz),7.56 (2H,t,J=7.9 Hz), 7.61-7.69
(3H, m), 8.33 (2H, d, J = 7.9 Hz), 13.33 (1H,
brs).

427

425

H,C o

H,C

1-235

Cl
N Fof
7Ny F
S’ 51 %3 Vo
HO )N CH,
H,C

1H-NMR (DMSO-D8) 5: 1.02 (9H, s), 1.12
(3H, 1, J = 6.8 Hz), 1.50 (BH, 5), 3.42 (2H, br
s),3.75 (2H, s), 4.66 (2H, s), 7.09 (2H, d, J =
8.8 Hz), 7.40 (1H, d, J = 8.3 Hz), 7.61 (1H, d,
J=83Hz),7.62 (1H, s), 8.30 (2H,d, J = 8.8
Hz), 13.14 (1H, s).

565

563

1H-NMR (DMSO-D8) 8: 1.21 (6H, s), 3.04
(2H, s), 4.41 (2H, s), 7.48 (1H, d, J = 8.6 Hz),
757 (2H,t, J = 7.6 Hz), 7.64-7.71 (3H, m),
8.35 (2H, d, J = 7.6 Hz), 13.34 (1H, brs).

395

393

1-237 =N cH,

1H-NMR (DMSO-D6) 5: 1.48 (6H, s), 2.45
(3H, brs), 4.55 (2H, brs), 7.18 (1H, t, J= 7.2
Hz), 7.22-7.26 (2H, m), 7.28-7.34 (2H, m),
7.41 (1H, brs), 7.53-7.68 (5H, m), 8.35 (2H,
d, J = 8.1 Hz), 13.34 (1H, brs).

473

471

3.

W

1-238 PN cH
HO N

1H-NMR (DMSO-D6) 5: 1.56-1.67 (4H, m),
2.08-2.17 (2H, m), 2.37-2.46 (2H, m), 3.02
(3H, s),4.65 (2H, 5), 7.39 (1H, d, J = 8.3 Hz),
7.55 (2H, t, J = 8.0 Hz), 7.60-7.68 (3H, m),
8.34 (2H, d, J = 8.0 Hz), 13.34 (1H, brs).

491

489

1-239

1H-NMR (DMSO-D6) 5: 1.23 (6H, s), 3.02
(3H, s),3.20 (3H, 5), 3.43 (2H, ), 4.63 (2H,
s), 7.42 (1H, d, J = 8.3 Hz), 7.54-7.70 (5H,
m), 8.34 (2H, d, J = 7.6 Hz), 13.36 (1H, br s).

441

439
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Q cl
N
N
1-240 S
HO N

1H-NMR (DMSO-D6) 3: 1.07 (6H, s), 1.83
(2H,t,J=6.9Hz), 3.21 (2H, t, J = 6.9 Hz),
444 (2H,s), 742 (1H, d, J = 8.3 Hz), 7.57
(2H,t,J = 7.6 Hz), 7.62-7.69 (3H, m), 8.34
(2H, d, J = 7.6 Hz), 13.34 (1H, br s).

409

407

Q .
N
1-241 pa
HO N >
CH3

O CH,

1H-NVR (DMSO-D6) 5: 1.15 (6H, s), 1.64-
1.69 (2H, m), 1.74-1.81 (2H, m), 3.26 (2H, t, J
=6.0 Hz), 453 (2H, s), 7.42 (1H, d, J = 8.1
Hz), 7.56 (2H, 1, J = 7.4 Hz), 7.60-7.69 (3H,
m), 8.35 (2H, d, J = 7.4 Hz), 13.33 (1H, br s).

423

421

1-242

'3

Q cl
N
N
= oo
Ho N O
--CH,
o F

1H-NMR (DMSO-D6) d: 1.61 (3H, s), 2.82
(0.6H, br s), 3.23 (2.4H, s), 3.37 (3H, s), 4.64
(1.6H, s), 4.87-5.12 (0.4H, m), 7.46 (1H,d, J
=8.3Hz),7.56 (2H, t,J =7.6 Hz), 7.63-7.71
(3H, m), 8.34 (2H, d, J = 7.6 Hz), 13.34 (1H,
br s).

481

479

FF
Q cl
N
N
=N CH, cH
HO N O
o

3
CH,
F

FF

1-243

1H-NMR (DMSO-D6) 8: 1.61 (3H, s), 2.82
(0.6H, br s), 3.23 (2.4H, s), 3.37 (3H, s), 4 64
(1.6H, s), 4.87-5.12 (0.4H, m), 7.46 (1H,d, J
=8.3Hz),7.56 (2H,t,J=7.6 Hz), 7.63-7.71
(3H, m), 8.34 (2H, d, J = 7.6 Hz), 13.34 (1H,
br s).

481

479

Q cl
N N\/
1-244 =N GH
HO N

1H-NMR (DMSO-D6) 5: 1.18-1.31 (3H, m),
1.46-1.59 (3H, m), 1.63-1.72 (2H, m), 2.51-
2.58 (2H, m), 3.15 (3H, s), 4.71 (2H, s), 7.43
(1H, dd, J= 8.1, 1.8 Hz), 7.56 (2H, 1, J = 7.5
Hz), 7.63-7.69 (3H, m), 8.34 (2H,d, =75
Hz), 13.36 (1H, br s).

505

503

1-245 =N cH,

1H-NMR (DMSO-D6) 3:0.81 (3H, t, J = 7.4
Hz), 1.15-1.25 (8H, m), 1.54-1.60 (2H, m),
3.02(3H,s), 461 (2H, s), 742 (1H,d, J = 8.6
Hz), 7.56 (2H, 1, J = 7.4 Hz), 7.60-7.69 (3H,
m), 8.34 (2H, d, J = 7.4 Hz), 13.34 (1H, br s).

439

437

1-246

1H-NMR (DMSO-D6) 5: 2.88 (0.9H, s), 3.04-
3.22(6.1H, m), 3.63-3.77 (1H, m), 4.62 (1.4H,
s), 4.80 (0.6H, s), 7.42-7.48 (1H, m), 7.52-
7.58 (2H, m), 7.60-7.69 (3H, m), 8.34 (2H, d,
J=7.9Hz), 13.35 (1H, br s).

471

469

a
1-247 b= .
Ho 0 }/@

OH

1H-NMR (DMSO-D6) 5: 1.14-1.36 (5H, m),
1.38-1.50 (3H, m), 1.89-1.97 (2H, m), 3.37
(2H, s), 4.36 (2H, d, J = 6.0 Hz), 4.75 (1H, br
s), 749 (1H, d, J = 8.3 Hz), 7.53-7.59 (3H,
m), 7.64-7.70 (2H, m), 8.09 (1H, t, J = 6.0
Hz), 8.34 (2H, d, J = 7.4 Hz), 13.32 (1H, br s).

453

451
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Q..
N
1-248 %N

HO N?@

1H-NMR (DMSO0-D6) 3: 1.26-1.37 (3H, m),
1.42-1.50 (1H, m), 1.59-1.71 (6H, m), 3.02
(2H, s), 4.40 (2H, s), 7.47 (1H, dd, J = 8.1, 2.1
Hz), 7.56 (2H, t, J = 7.9 Hz), 7.63-7.69 (3H,
m), 8.34 (2H, d, J = 7.9 Hz), 13.33 (1H, br s).

435

433

1-249 HO N CH

1H-NVR (DMSO-D6) 3: 1.21 (6H, s), 2.94
(2H, s), 3.11 (3H, 5), 4.63 (2H, 5), 7.06-7.10
(2H, m), 7.11-7.16 (1H, m), 7.16-7.22 (2H,
m), 7.39 (1H, dd, J = 7.9, 1.8 Hz), 7.55 (2H, t,
J=7.4Hz),7.59-7.67 (3H, m), 8.34 (2H, d, J
=74 Hz), 13.35 (1H, br s).

453

451

Q o

N

7N

E N,

1-250 b 7N@H o

1H-NVR (DMSO-D6) :0.71 (6H, t, J = 7.4
Hz), 151 (4H, q, J = 7.4 Hz), 3.47 (2H, d, J =
4.0 Hz), 434 (2H, d, J = 5.7 Hz), 4.62 (1H, br
s), 7.48 (1H,d, J = 7.7 Hz), 7.53-7.61 (3H,
m), 7.64-7.71 (2H, m), 8.11 (1H, , J=5.7
Hz), 8.34 (2H, d, J = 7.3 Hz), 13.34 (1H, br s).

441

439

1-251 N

1H-NVR (DMSO-D6) 3: 0.87 (6H, t, J = 7.4
Hz), 1.52-1.63 (4H, m), 3.01 (2H, s), 4.40
(2H,s), 749 (1H,d, J= 8.3 Hz), 7.57 (2H, t, J
=7.9Hz), 7.64-7.72 (3H, m), 8.34 (2H, d, J =
7.9 Hz), 13.35 (1H, br s).

423

421

1-252 YN CH
N

1H-NMR (DMSO-D6) 3: 1.02 (0.6H, br s),
1.17 (24H, t,J = 6.9 Hz), 1.62 (3H, s), 2.81
(0.6H, s), 3.25 (2.4H, 5), 3.54-3.67 (2H, m),
463 (16H, s),4.90-5.17 (0.4H, m), 7.45 (1H,
dd, J=8.2, 1.8 Hz), 7.56 (2H, t, J = 7.6 Hz),
7.63-7.69 (3H, m), 8.34 (2H, d, J = 7.6 Hz),
13.34 (1H, br s).

495

493

1-253 %N CH
N

1H-NVR (DMSO-D6) &: 1.02 (0.6H, br s),
1.17 (24H, t,J = 6.9 Hz), 1.62 (3H, s), 2.81
(0.6H, 5), 3.25 (2.4H, 5), 3.54-3.67 (2H, m),
463 (16H, s),4.90-5.17 (0.4H, m), 7.45 (1H,
dd, J=8.2, 1.8 Hz), 7.56 (2H, t, J = 7.6 Hz),
7.63-7.69 (3H, m), 8.34 (2H, d, J = 7.6 Hz),
13.34 (1H, br s).

495

493

Q..

Y N

N k>

1-254 FN "
HO N

1H-NMR (DMSO0-D6) &: 1.51-1.55 (6H, m),
1.86-1.95 (2H, m), 3.46 (2H, s), 4.35 (2H, d, J
=6.0 Hz), 4.99 (1H, br s), 7.47 (1H, dd, J =
8.4,2.0 Hz), 7.54-7.60 (3H, m), 7.64-7.69
(2H, m), 8.12 (1H, t, J = 6.0 Hz), 8.34 (2H, d,
J=7.7Hz), 13.34 (1H, br s).

439

437

1-255

1H-NMR (DMSO-D6) 3: 1.53-1.68 (4H, m),
1.77-1.89 (4H, m), 3.17 (2H, s), 4.42 (2H,
747 (1H, dd, J = 8.3, 2.1 Hz), 7.56 (2H, t,
7.6 Hz), 7.64-7.69 (3H, m), 8.35 (2H, d, J
76 Hz).

);

s
J

421

419
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1-256

Q cl
N
N CH,
=N H
HO N
4
o OH

1H-NMR (DMSO-D6) 5: 0.69 (3H, d, J = 6.2
Hz), 0.85-0.98 (2H, m), 1.06-1.28 (3H, m),
1.42-1.50 (2H, m), 2.05-2.12 (2H, m), 3.28
(2H, s), 4.36 (2H, d, J = 6.0 Hz), 4.73 (1H, br
s), 7.49 (1H, d, J = 8.1 Hz), 7.53-7.59 (3H,
m), 7.63-7.69 (2H, m), 8.10 (1H, t, J = 6.0
Hz), 8.34 (2H, d, J = 7.9 Hz), 13.34 (1H, br s).

467

465

1-257

Q cl
N
NN
=
HO chm
o

1H-NMR (DMSO-D6) 5: 0.89 (3H, d, J = 5.5
Hz), 1.33-1.46 (3H, m), 1.51-1.62 (4H, m),
1.87-1.94 (2H, m), 2.94 (2H, s), 4.39 (2H, s),
747 (1H,dd, J =83, 2.3 Hz), 7.56 (2H, t, J =
7.9Hz), 7.63-7.69 (3H, m), 8.34 (2H, d, J =
7.9 Hz), 13.33 (1H, brs).

449

447

1-258

Q cl
N
NN
-
HO N cH,
o Gty

1H-NMR (DMSO-D6) 5: 1.34 (6H, s), 4.99
(2H, s), 6.97 (1H, d, J = 7.6 Hz), 7.05 (1H, 1, J
=76 Hz), 7.20 (1H, t,J = 7.6 Hz), 7.39 (1H,
d,J=76Hz), 748 (1H, dd, J = 8.3, 1.8 Hz),
755 (2H, t, J = 7.6 Hz), 7.59-7.68 (2H, m),
7.75(1H,d, J= 1.8 Hz), 8.29 (2H,d, J= 76
Hz), 13.32 (1H, br s).

457

455

1-259

Q a

N

4

N HC

J=N H
HO N CH,

7
o oH

1H-NMR (DMSO-D6) 5: 0.77 (6H,t, J=7.3
Hz), 1.03-1.19 (4H, m), 1.36-1.50 (4H, m),
3.46 (2H,s),4.33 (2H,d, J=6.0 Hz), 4.62
(1H, brs), 7.47 (1H, d, J = 8.4 Hz), 7.53-7.60
(3H, m), 7.61-7.69 (2H, m), 8.12 (1H,t, J =
6.0 Hz), 8.34 (2H, d, J= 7.6 Hz), 13.35 (1H,
brs).

469

467

1-260

Q cl
N
N CH,
N
HO N
o CH,

1H-NMR (DMSO-D6) 5: 0.84 (6H,t, J=7.2
Hz), 1.14-1.29 (2H, m), 1.30-1.58 (6H, m),
3.02(2H,s),4.39 (2H,s), 7.48 (1H,dd, J =
83,2.1Hz),7.57 (2H,t,J=7.9 Hz), 7.64-
7.70 (3H, m), 8.34 (2H,d, J= 79 Hz), 13.36
(1H, br s).

451

449

1-261

Q..
‘e
=N s
HO N
/)
o CH.

3

1H-NMR (DMSO-D6) 5: 0.96-1.06 (3.9H, m),
1.10 (2.1H, t, J = 7.2 Hz), 2.31 (0.6H, g, J =
7.2Hz),2.42 (1.4H, q, J = 7.2 Hz), 3.29-3.35
(2H, m), 4.56 (1.4H, s), 4.63 (0.6H, 5), 7.45
(1H,d, J = 8.3 Hz), 7.54-7.69 (5H, m), 8.34
(2H, d,J = 7.9 Hz), 13.33 (1H, br s).

397

395

1-262

Q cl
N
N
=N H
HO N
d  ch,

1H-NMR (DMSO-D6) &: 1.28 (3H, s), .75
(2H,d,J=15.7 Hz), 3.36 (2H, d, J = 15.7
Hz), 4.37 (2H, d, J = 6.0 Hz), 7.06-7.11 (2H,
m), 7.14-7.18 (2H, m), 7.44 (1H, dd, J = 8.3,
2.1Hz), 7.52-7.62 (4H, m), 7.66 (1H, t, J =
74Hz), 834 (2H,d, J=T4Hz), 841 (1H t.J
=6.0 Hz), 13.32 (1H, br s).

471

469

1-263

Q..
W
bl /—CH,
HO N CH,
WHS
o F

FF

1H-NMR (DMSO-D6) 3: 1.13 (3H, 1, J = 6.9
Hz), 1.50 (BH, s), 3.42 (2H, br s), 4.66 (2H,
s), 7.41 (1H, dd, J = 8.3, 1.8 Hz), 7.56 (2H, 1,
J=T7.9Hz), 7.61-7.69 (3H, m), 8.34 (2H, d, J
=7.9Hz), 1333 (1H, brs).

479

477

gbooooao
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1-264

Q..
N
NS
= o
Ho N
o CH,

1H-NMR (DMSO-D6) &: 1.31 (3H, s), 2.91
(2H, d, J = 16.0 Hz), 3.04 (3H, br s), 3.51 (2H,
d,J=16.0 Hz), 4.66 (2H, br s), 7.11-7.15
(2H, m), 7.17-7.21 (2H, m), 7.45 (1H, dd, J =
8.3,2.1Hz),7.54 (2H,t, J=7.9 Hz), 7.61-
767 (3H, m), 8.33 (2H, d, J=7.9 Hz), 13.33
(1H, br s).

485

483

1-265

ch
N
WY
=
HO N
§ N._0

0._CH,
\CKHCH

5
5

1H-NMR (DMSO-D8) 5: 1.34-1.42 (2H, m),
1.40 (9H, ), 1.53-1.63 (2H, m), 1.96 (2H, t, J
= 6.8 Hz), 2.86-3.00 (2H, m), 3.25 (2H, t, J =
6.8 Hz), 3.78-3.87 (2H, m), 4.46 (2H, s), 7.42
(1H, dd, J = 8.3, 2.1 Hz), 7.54-7.59 (2H, m),
7.60-7.69 (3H, m), 8.34 (2H, d, J = 7.7 Hz),
13.34 (1H, br ).

550

548

1-266

Q cl
N
NN
=N CH,
HO N CH,
CH,
o

1H-NMR (DMS0-D6) 5: 0.83 (9H, s), 0.90-
0.99 (1H, m), 1.41-1.67 (6H, m), 1.96-2.03
(2H, m), 2.92 (2H, s), 4.38 (2H, 5), 7.47 (1H,
dd, J = 8.3, 1.8 Hz), 7.56 (2H, t, J = 7.6 Hz),
7.63-7.69 (3H, m), 8.34 (2H, d, J= 7.6 Hz),
13.34 (1H, br s).

491

489

1-267

Q cl
N
NN
=
CH,
o

1H-NMR (DMSO0-D6) 5: 1.48-1.65 (4H, m),
1.67-1.77 (2H, m), 1.82-1.91 (2H, m), 3.03
(2H, s),3.21 (3H, s), 3.23-3.29 (1H, m), 4.40
(2H,'s), 7.48 (1H,dd, J = 8.1, 1.8 Hz), 7.56
(2H,t,J = 7.6 Hz), 7.63-7.70 (3H, m), 8.34
(2H, d, J = 7.6 Hz), 13.34 (1H, br s).

465

463

oooooao

10
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OoooooOoao
=EHES it NMR MS(M+H) | MS(M-H) | 2R
FF
o
1H-NMR (DMSO-D6) &: 2.24 (BH, 5, 7.21
] (e (2H,d, J=7.6 Hz), 7.37 (1H, t, J = 7.6 Hz),
21 - 791(2H,d, J=84Hz) 853 (2H, d =84 | 40 A4
NFN Hz), 13.35 (1H, brs).
HO  HC
Q HC 1H-NMR (CDCI3) &: 2.34 (6H, s), 717 (2H,
] N d,J=77Hz), 7.33 (1H, 1, J = 7.7 Hz), 7.49
22 N, )—@ (@M. J=77Hz) 7.60 (1H. 1, J = 7.7 Hz), 218 216
N 8.52 (2H, dd, J = 7.7, 1.2 Hz), 11.87 (1H, s).
HO  H,C
F
FotF
1H-NMR (CDCI3) & 2.32 (6H, s), 2.72 (3H,
) e $), 747 (2H,d, J=7.7 Hz), 7.34 (1H, 1, J =
23 He =N 7.7 Hz), 7.53-7.56 (2H, m), 812-8.16 (1H, m),| >0 358
SN 11.29 (1H, s).
HO  HC
FF
X
1H-NMR (DMSO-D6) 5: 3.84 (3H, s), 7.25
ol (2H,d, J=8.3 Hz), 7.59 (1H, t, J = 8.3 Hz),
4 N N@ 792(2H,d,J=83Hz), 851 (2H,d,J=83 | S 380
o " Hz), 13.59 (1H, brs).
CH,
O,
d 1H-NMR (DMSO-D6) &: 2.22 (6H, s), 5.22
35 e (2H.5),7.13-7.21 2H, m), 7.327.37 2H. m),| 40, 555
N 7.38.7.43 (2H, m), 7.46-7.48 (2H, m), 8.28-
N 8.32 (2H, m), 12.98 (1H, br s).
HO  H,C
HO
1H-NMR (DMSO-D6) &: 2.20 (6H, s), 6.86
- (2H, dt, J=9.4, 24 Hz), 717 (2H,d, J=7.7
26 N Hz), 7.32 (1H,t, J=T7.6 Hz), 819 (2H, dt, J = | 294 292
N 9.5,2.3 Hz), 10.32 (1H, brs), 12.87 (1H, br
HO  HC 8)
HiC CHs
H;C
’ 1H-NMR (DMSO-D6) &: 1.32 (9H, s), 2.22
(6H,5),7.20 (2H, d, J = 7.7 Hz), 7.35 (1H, t, J
2% P =77Hz), 756 2H. d, J=85Hz), 828 (2H, | °* 332
N g d, J=85 Hz), 13.08 (1H, brs).
HO  HC
CH,
R 1H-NMR (DMSO-D8) 5: 1.23 (6H, d, J = 7.3
Hz), 2.2 (BH, 5), 2.90-3.05 (1H, m), 7.20
2.8 55 (2H,d,J=7.7Hz),7.35 (1H, t, J = 7.7 Hz), 320 318
N, )—@ 7.41(2H,d, J=83 Hz), 8.27 (2H, d, J=8.3
y - Hz), 13.00 (1H, br s).
fBf
1H-NMR (DMSO-D6) 5: 2.24 (6H, s), 7.19
(2H,d,J=7.7Hz), 7.34 (1H, 1, = 7.7 Hz),
2 H,C
29 AN 773(1H,d, J=81Hz) 7.85 (1H d,J=107 | 4 o
N g Hz), 8.24 (1H,t, J = 7.9 Hz), 13.42 (1H, brs).
HO  H,C
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o
1H-NMR (DMSO-D6) &: 7.50 (1H, t, J = 8.8
Hz), 7.57 (1H, d, J = 8.4 Hz), 7.67-7.73 (1H,
. Cl
20 N m), 7.94 (2H, d, J = 8.1 Hz), 8.51 (2H, d, J = 470 468
NFN\/ 8.1 Hz), 13.90 (1H, brs).
HO F
O 1H-NMR (DMSO-D6) 5: 2.24 (6H, s), 7.20
= H,C (2H,d,J=7.7 Hz), 7.35 (1H, t, J = 7.7 Hz),
2-11 O " 7.45-7.47 (3H, m), 7.59-7.63 (2H, m), 7.71 378 376
s (2H, dd, J = 6.9, 2.0 Hz), 8.37 (2H, dd, J =
=4 3
oo 6.9, 2.0 Hz), 13.20 (1H, brs).
O O H;C/\Q 1H-NMR (DMSO-DB) &: 2.22 (6H, s), 2.89-
N 3.00 (4H, m), 7.16-7.29 (7H, m), 7.33 (1H, d,
212 U4 & [9=77Hz), 7.38(2H,d J=841Hz) 824 45 e
N *|(2H, d,J = 8.4 Hz), 13.09 (1H, br s).
OH
H.C .
HC 1H-NMR (DMSO-D6) 5: 2.23 (6H, s), 2.39
’ N (3H,'s), 7.20 (2H, d, J = 7.6 Hz), 7.35 (1H, t, J
&8 N, /@ =76 Hz), 740-748 (2H, m), 8.11-8.18 2H. | 2% 290
N m), 13.14 (1H, brs).
HO  HC
HC
o He 1H-NMR (DMSO-D6) : 2.23 (6H, s), 3.83
N (3H, ), 7.18-7.24 (3H, m), 7.36 (1H, 1, J= 7.8
214 N, ﬁ@ Hz), 7.45 (1H, 1, J = 7.8 Hz), 7.83-7.86 (1H, 308 306
W m), 7.94 (1H, d, J = 7.8 Hz), 13.17 (1H, br s).
F 1H-NMR (DMSO-D6) &: 2.23 (6H, s), 7.21
H,C (2H,d,J =76 Hz), 7.36 (1H,t, J= 7.6 Hz),
2-15 NG N 7.47-7.53 (1H, m), 7.57-7.63 (1H, m), 8.00- 296 294
=N 8.05 (1H, m), 8.19 (1H, dt, J = 7.9, 1.3 Hz),
HO H,C 13.27 (1H, br s).
EF
F 1H-NMR (DMSO-D6) &: 6.97 (1H, dd, J =
8.1,0.7 Hz), 7.05 (1H, dd, J = 8.1, 0.7 Hz),
2-16 e 7.39 (1H, t, J = 8.1 Hz), 7.90 2H, d, J = 8.4 368 366
N @ Hz), 850 (2H, d, J = 8.4 Hz), 10.74 (1H, brs),
)=N 13.38 (1H, br s).
HO HO
F_F
3 1H-NMR (DMSO-D6) &: 1.20 (3H, t, J = 7.0
o Hz), 412 2H, q,J = 7.0 Hz), 7.21 (2H, d, J =
247 N 83 Hz), 7.55 (1H, t, J = 8.3 Hz), 7.91 (2H,d, J| 396 394
Ny =8.3Hz),8.50 (2H, d, J = 8.3 Hz), 13.53 (1H,
HO 0¥CH3 brs).
1H-NMR (DMSO-D6) : 1.31-1.40 (3H, m),
S e 1.45-1.54 (3H, m), 1.65-1.72 (2H, m), 1.81-
. 3 1.88 (2H, m), 2.22 (6H, s), 2.67-2.71 (1H, m),
245 ‘ N\\p 720 (2H,d, J=7.7 Hz), 7.35 (1H, 1, J= 7.7 < 82
NN CH, Hz), 7.51 2H, dd, J = 6.7, 1.9 Hz), 8.29 (2H,
oH dd, J=6.7, 1.9 Hz), 13.16 (1H, brs).
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EF
i
& 1H-NMR (DMSO-D8) 8: 2.29 (3H, s), 7.38-
7.41 (1H, m), 7.47-7.52 (2H, m), 7.92 (2H, d,
¢ Cl,
219 N J=8.1Hz), 8.52 (2H, d, J= 8.1 Hz), 13.61 366 364
NFN/ (1H, br s).
HO H;C
FF
o
1H-NMR (DMSO-D6) 5: 0.80 (3H, t, J = 7.3
a Hz), 1.55-1.63 (2H, m), 4.02 (2H, t, J= 6.3
2-20 A Hz), 7.22 (2H, t, J= 8.3 Hz), 7.55 (1H, 1, J = 410 408
Y= 8.3 Hz), 7.90 (2H, d, J = 8.3 Hz), 8.50 (2H, d,
HOL S J=83Hz), 13.54 (1H, br s).
CH,
FF
:
1H-NMR (DMSO-D6) 3: 1.18 (6H, d, J = 6.0
- Hz), 4.65-4.71 (1H, m), 7.20 (1H, d, J= 8.4
2-21 J N>_© Hz), 7.25(1H, d, J=8.4 Hz), 754 (1H,t, J= | 410 408
YN 8.4 Hz), 7.91 (2H, d, J = 8.4 Hz), 8.50 (2H, d,
B J=84Hz), 1349 (1H, br s).
e
FF
1
1H-NMR (DMSO-D8) 5: 3.59-3.62 (2H, br
- m), 4.09 (2H, t, J = 5.0 Hz), 4.81 (1H, br s),
222 by 724 (2H,t, J=8.3 Hz), 7.56 (1H, t, J= 83 412 410
Y Hz), 7.92 (2H, d, J= 8.4 Hz), 852 (2H, d, J =
S N 8.4 Hz), 13.49 (1H, s).
OH
FF
F 1H-NMR (DMSO-D6) &: 1.71-1.77 (2H, m),
339 (2H,t, J=6.2 Hz), 4.14 (2H, t, J= 62
Cl,
Hz), 4.45 (1H, br s), 7.23 (1H, d, J = 8.3 Hz),
_ N
223 N 724(1H, d, J = 8.3 Hz), 7.56 (1H, t, J = 8.3 420 42
e i Hz), 7.92 (2H, d, J= 8.4 Hz), 852 (2H, d, J =
s 8.4 Hz), 13.56 (1H, br s).
=
Q 1H-NMR (DMSO-D8) 5: 2.23 (6H, s), 7.20
H,C (2H,d, J = 7.7 Hz), 7.35 (1H, t, J = 7.7 Hz),
e Na 760 (2H, d, =86 Hz), 834 (2H,d, J=86 | 2 e
YN Hz), 13.21 (1H, br s).
HO  H,C
Cl
1H-NMR (DMSO-D6) 5: 2.23 (6H, s), 7.20
H,C (2H, d, J = 7.6 Hz), 7.35 (1H, t, J = 7.6 Hz),
225 N 760 (2H,d, J=86Hz), 8.34 (2H,d, J=86 | 12 310
N Hz), 13.21 (1H, br s).
HO  HC
H,C,
1H-NMR (DMSO-D8) 5: 2.22 (6H, 5), 2.40
HaC (3H,'s), 7.20 (2H, d, J = 7.5 Hz), 7.32-7.37
22 N (3H, m), 823 (2H, d, J= 82 Hz), 13.08 (1H, | 22 200
)=N brs).
HO H,C
H.C-0
1H-NMR (DMSO-D6) 5: 2.22 (6H, s), 3.85
H,C (3H, s), 7.07 (2H, d, J = 9.0 Hz), 7.19 (2H, d,
227 N J=T76Hz), 734 (1H, 1, J= 7.6 Hz), 8.31 (2H,| 00 S0
S=N d,J=9.0Hz), 12.98 (1H, s).
HO H,C
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1HNMR (DMSO-D6) 8: 2.24 (6H, s), 7.21
(2H,d,J=7.7 Hz), 7.37 (1H, t, J = 7.7 Hz),
7.80 (1H, t, J= 7.9 Hz), 8.03 (1H,d, J= 7.9
Hz), 8.57 (1H, s), 8.62 (1H, d, J = 7.9 Hz),
13.33 (1H, brs).

346

344

2-29

5
o

z;

T
)
i
[¢]

1H-NMR (DMSO-D6) 3: 2.22 (6H, s), 5.19
(2H,'s), 7.20 (2H, d, J = 7.5 Hz), 7.27-7.42
(5H, m), 7.43-7.49 (3H, m), 7.92-7.96 (2H,
m), 13.17 (1H, brs).

384

382

2-30

3
e
&

=

a]
[¢]
ra
T
%5
(]

1H-NMR (DMSO-D6) 3: 2.22 (6H, s), 6.99-
7.03 (1H, m), 7.20 (2H, d, J = 7.7 Hz), 7.30-
7.37 (2H, m), 7.76-7.80 (2H, m), 9.69 (1H, s),
13.12 (1H, brs).

294

292

2-31

g
z
o

z

-
&l

T
o
o]

4

1H-NMR (DMSO-D6) 3: 0.76 (3H,t, J=7.4
Hz), 1.22-1.31 (2H, m), 1.53-1.60 (2H, m),
4.07 (2H,t,J=6.2Hz), 7.23 (2H, dd, J = 8.4,
22Hz), 7.56 (1H,t,J =84 Hz), 7.92 (2H, d, J
=8.4Hz),851(2H,d, J= 84 Hz), 13.56 (1H,
brs).

424

422

2-32

WZ\Y@X
o]

-
l

z. .z

T
(e}
5

1H-NMR (DMSO-D6) 3: 5.24 (2H, s), 7.35-
7.24 (TH, m), 7.57 (1H, , J = 8.3 Hz), 7.93
(2H, d,J =82 Hz), 852 (2H, d, J = 8.2 Hz),
13.66 (1H, br s).

458

456

-
-

2-33

WZ\YQX
o]

T
[}
z..z
s
o o
T T

1H-NMR (DMSO-D6) 3: 0.80 (6H, d, J = 6.7
Hz), 1.82-1.92 (1H, m), 3.83 2H, d, J = 6.0
Hz), 7.20 (2H, dd, J = 8.3, 3.5 Hz), 7.54 (1H,
t,J= 8.3 Hz), 7.90 (2H, d, J = 8.4 Hz), 8.50
(2H, d, J = 8.4 Hz), 13.56 (1H, brs).

424

422

_n
o

2-34

=
S
2 5
i
o
T
o
&

1H-NMR (DMSO-D6) 3: 3.12 (3H, s), 3.53
(2H,t, J = 4.5 Hz), 4.18 (2H, t, J = 4.5 Hz),
7.24 (2H, dd, J = 8.3, 38 Hz), 7.55 (1H, t, J =
8.3 Hz), 7.90 (2H, d, J = 8.4 Hz), 8.50 (2H, d,
J=8.4Hz), 1354 (1H, brs).

426

424

2-35

L

1H-NMR (DMSO-D6) 5: 3.83 (3H, s), 5.22
(2H,'s), 7.16 (2H, d, J = 8.8 Hz), 7.22 (2H, d,
J=8.8Hz), 7.37-7.32 (1H, m), 7.43-7.38 (2H,
m), 7.50-7.45 (2H, m), 7.61-7.53 (1H, m),
8.28 (2H, d, J = 8.8 Hz), 13.17 (1H, s).

420

418

2-36

1H-NMR (DMSO-D6) 3: 4.90 (2H, q, J = 8.7
Hz), 7.38 (2H, dd, J = 8.4, 2.4 Hz), 7.64 (1H,
t,J= 8.4 Hz), 7.93 (2H, d, J = 8.2 Hz), 8.51
(2H, d, J = 8.2 Hz), 13.68 (1H, brs).

450

448
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° 1H-NMR (DMSO-D6) 3: 0.99-1.10 (2H, m),
Q 1.13-1.30 (3H, m), 1.61-1.83 (6H, m), 2.20
H,C (6H, s), 3.86 (2H, d, J = 6.3 Hz), 7.04 (2H, d,
237 i N\@ J=9.1Hz), 747 (2H,d, J = 7.7 Hz), 7.32 330 4a8
=N (1H,t,J= 7.7 Hz), 8.26 (2H, d, J = 9.1 Hz),
Ho  Re 12.95 (1H, br s).
H,C
e 1H-NMR (DMSO-D6) 3: 1.28 (6H, d, J = 6.0
3 Hz), 2.20 (BH, s), 4.70-4.76 (1H, m), 7.02
238 e (2H,d,J=8.8 Hz), 7.18 (2H, d, J = 7.6 Hz), 336 334
N>/7 \>@ 7.32 (1H,t,J = 7.6 Hz), 8.26 (2H, d, J= 8.8
=N
wol Pr Hz), 12.94 (1H, br s).
H,C
e 1H-NMR (DMSO-D6) 3: 0.88 (6H, d, J = 6.4
: Hz), 1.84-1.94 (1H, m), 2.23 (6H, s), 2.54
2-39 LT (2H,d,J=6.9 Hz), 720 2H, d, J = 7.7 Hz), 334 332
N\H‘,@ 7.30-7.38 (3H, m), 8.26 (2H, d, J = 8.5 Hz),
T 13.09 (1H, brs).
0
H,C 1H-NMR (DMSO-D6) &: 1.35 (3H, t, J = 6.9
HC Hz), 2.22 (BH, s), 4.13 (2H, q, J = 6.9 Hz),
2-40 N 7.05(2H, d, J= 8.8 Hz), 720 (2H,d,J = 75 322 320
NFN Hz), 7.34 (1H, t, J= 7.5 Hz), 8.29 (2H, d, J =
WO HC 8.8 Hz), 12.97 (1H, brs).
fo
H,C 1H-NMR (DMSO-D6) 3: 0.99 (3H, 1, J = 7.4
= Hz), 1.71-1.80 (2H, m), 2.22 (6H, s), 4.03
2-41 N (2H,t,J = 6.6 Hz), 7.06 (2H, d, J = 9.0 Hz), 336 334
NH; 7.20 2H,d, J=7.5 Hz), 7.34 (1H, 1, J= 755
WO HC Hz), 8.29 (2H, d, J = 9.0 Hz), 12.98 (1H, brs).
Q
o 1H-NMR (DMSO-D6) 3: 0.99 (6H, d, J = 6.8
CHy . Hz), 2.01-2.08 (1H, m), 2.22 (6H, 5), 3.85
242 N (2H, d, J= 6.6 Hz), 7.06 (2H, d, J = 8.8 Hz), 350 348
NFN 7.20 2H,d, J= 7.5 Hz), 7.35 (1H, 1, J= 75
W HC Hz), 8.29 (2H, d, J = 8.8 Hz), 12.97 (1H, brs).
1H-NMR (DMSO-D6) 3: 1.58 (3H, d, J = 6.4
- HSCQ Hz), 2.19 (BH, s), 5.66 (1H, q, J = 6.4 Hz),
< > S 7.04 (2H,d,J= 9.0 Hz), 7.17 (2H,d,J = 7.7
g N= CH.
4 o Y4 N T |He), 7237.28(1H, m), 7.30-7.37 (3H, m), 398 398
N4OH 7.41-7.43 (2H, m), 8.20 (2H, d, J = 9.0 Hz),
12.96 (1H, br s).
1H-NMR (DMSO-D6) 3: 1.58 (3H, d, J = 6.4
on HSCQ Hz), 2.19 (BH, s), 5.66 (1H, q, J = 6.4 Hz),
8 7.04 (2H, d,J= 9.0 Hz), 7.18 (2H,d,J = 7.7
8 < >—( N=( CH,
244 o . N |Hz), 7.247.28 (1H, m), 7.30-7.37 (3H, m), 398 396
N 7.41-7.43 (2H, m), 8.20 (2H, d, J = 9.0 Hz),
12.96 (1H, br s).
C'p 1H-NMR (DMSO-D8) 8: 5.32 (2H, s), 7.34-
g F N={ © 7.27 (4H, m), 7.57 (1H, 1, J = 8.2 Hz), 7.71
4 F%—@—Q N ™ |(IHtd, J=7.7,1.7 Hz), 7.93 (2H, d, J = 8.2 489 451
F “HOH N Hz), 8.55-8.51 (3H, m), 13.74 (1H, s).
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246

1H-NMR (DMSO-D6) 3: 1.23-1.32 (1H, m),
1.35-1.57 (5H, m), 1.68-1.75 (2H, m), 1.92-
1.98 (2H, m), 2.22 (6H, s), 4.47-4.51 (1H, m),
7.06 (2H, d,J=8.8Hz), 7.19 (2H,d, J =76
Hz), 7.34 (1H, 1, J = 7.6 Hz), 8.27 (2H, d, J =
8.8 Hz), 12.96 (1H, brs).

376

374

2-47

1H-NMR (DMSO-D6) 5:0.94 (6H, d, J=4.2
Hz), 1.26-1.35 (2H, m), 1.41-1.48 (2H, m),
1.56-1.65 (2H, m), 1.81-1.87 (2H, m), 2.22
(6H, s), 4.46-4.50 (1H, m), 7.06 (2H, d, J =
88Hz),7.19 (2H,d, J=7.5Hz), 7.34 (1H,t, J
=75Hz),8.27 (2H, d, J = 8.8 Hz), 12.96 (1H,
brs).

404

402

2-48

1H-NMR (DMSO-DB) 8: 2.23 (6H, s), 5.31
(2H,'s), 7.19-7.23 (2H, m), 7.32-7.43 (4H, m),
7.48-7.53 (2H, m), 7.63 (1H, d, J = 8.4 Hz),
7.97 (1H, dd, J = 8.4, 1.7 Hz), 8.10 (1H, d, J =
1.7 Hz), 13.22 (1H, brs).

418

416

2-49

1H-NMR (DMSO-D6) 3: 0.99 (3H, 1, J = 7.5
Hz), 2.55 (2H, q, J = 7.5 Hz), 5.22 (2H, s),
7.07 (1H,t, J= 6.8 Hz), 7.16 (1H, d, J = 6.8
Hz), 7.22 (1H, 1, J = 6.8 Hz), 7.27 (1H, d, J =
8.2Hz), 7.31 (1H, d, J = 6.8 Hz), 7.42 (1H, d,
J=8.2Hz), 7.60 (1H, , J = 8.2 Hz), 7.91 (2H,
d, J= 86 Hz), 848 (2H, d, J = 8.6 Hz), 1363
(1H, s).

486

484

2-50

1H-NMR (DMSO-D6) 3: 1.30-1.38 (2H, m),
1.50-1.65 (4H, m), 1.74-1.82 (2H, m), 2.22
(6H, 5),2.29-2.36 (1H, m), 3.95 (2H, d, J =
7.1Hz), 7.06 (2H, d, J = 8.8 Hz), 7.20 (2H, d,
J=7.THz), 7.34 (1H, t,J = 7.7 Hz), 8.28 (2H,
d, J= 8.8 Hz), 12.97 (1H, br s).

376

374

1H-NMR (DMSO-D6) 5: 1.81-1.94 (4H, m),
2.05-2.12 (2H, m), 2.22 (BH, s), 2.70-2.78
(1H, m), 4.05 (2H, d, J = 6.6 Hz), 7.06 (2H, d,
J=8.8Hz),7.20 2H, d, J = 7.5 Hz), 7.34
(1H,1, J = 7.5 Hz), 8.29 (2H, d, J = 8.8 Hz),
12.97 (1H, br s).

362

360

2-52

1H-NMR (DMSO-D6) 5: 1.38 (3H, t, J = 6.9
Hz), 2.22 (6H, s), 4.19 (2H, q, J = 6.9 Hz),
719(2H,d,J=7.6Hz), 7.34 (1H,t, =76
Hz), 7.58 (1H, d, J = 8.3 Hz), 7.92 (1H, dd, J
=83,1.7Hz),7.96 (1H, d, J = 1.7 Hz), 13.19
(1H, brs).

356

354

2-53

1H-NMR (DMSO-D6) 3: 2.18 (3H, s), 5.18
(2H,'s), 7.04 (1H, 1, J = 7.4 Hz), 7.16-7.09
(2H,m), 7.21 (1H, d, J = 7.9 Hz), 7.28 (1H, d,
J=T.4Hz),7.34 (1H, d, J = 8.4 Hz), 7.57-
7.49 (1H, m), 7.88 (2H, d, J = 8.4 Hz), 8.47
(2H,d, J= 8.4 Hz), 13.63 (1H, s).

472

470

N
254 & LN
N
H.C OH

1H-NMR (DMSO-D6) 3: 1.20 (3H,t,J=7.5
Hz),2.23 (6H, s), 2.80 (2H, q, J= 7.5 Hz),
721(2H,d,J=76Hz), 7.36 (1H,t, J=76
Hz),7.58 (1H, d, J = 8.4 Hz), 8.17 (1H, dd, J
=84,2.0Hz),829 (1H, d, J=2.0 Hz), 13.20
(1H, brs).

340

338
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2-55

W

F N=( ©
H—< >—<\ N
F N CH,
OH

1H-NMR (DMSO-D6) &:2.11 (3H, s), 5.17
(2H,s),7.04 (1H, d, J = 7.7 Hz), 7.17-7.06
(3H,m), 7.25 (1H, d, J = 8.3 Hz), 7.29 (1H, d,
J=8.3Hz), 7.57 (1H, t, J = 8.3 Hz), 7.91 (2H,
d, J=8.1Hz), 852 (2H, d, J=8.1 Hz), 1364
(1H, br s).

472

470

2-56

e

F N=( ©
F%—@—Q N
oL D
OH
CH,

1H-NMR (DMSO-D8) &: 2.2 (3H, s), 5.16
(2H,'s), 7.06 (2H, d, J = 7.9 Hz), 7.20 (2H, d,
J=79Hz), 7.23 (1H, d, J= 7.9 Hz), 7.28
(1H,d, J = 7.9 Hz), 7.55 (1H, t, J = 8.4 Hz),
7.92 (2H, d, J=8.4 Hz), 8.49 (2H, d, J = 84
Hz), 13.62 (1H, brs).

472

470

2-57

H,C
@ N=( CH,
N
OH

1H-NMR (DMSO-D6) &: 1.34-1.23 (2H, m),
1.62-1.38 (6H, m), 1.72-1.63 (2H, m), 1.86-
1.77 (2H, m), 2.00-1.88 (1H, m), 2.22 (6H, s),
3.86 (2H,d, J=6.8 Hz), 7.06 (2H,d, J= 8.8
Hz),7.20 (2H,d,J=7.6 Hz), 7.34 (1H,t, J =
7.6 Hz), 8.28 (2H, d, J = 8.8 Hz), 12.97 (1H,
brs).

404

402

2-58

1H-NMR (DMSO-D8) &: 1.01 (9H, s), 2.22
(BH,'s), 3.74 (2H, s), 7.07 (2H, d, J = 8.8 Hz),
720 (2H, d, J=7.7Hz), 7.35 (1H,t, J= 7.7

Hz), 8.29 (2H, d, J = 8.8 Hz), 12.97 (1H, brs).

364

362

2-59

1H-NMR (DMSO-DB) &: 2.24 (BH, s), 5.46
(2H,s), 7.02 (1H, d, J = 8.8 Hz), 7.20 (2H, d,
J=7.7Hz), 7.31-7.41 (4H, m), 7.46-7.49 (2H,
m), 8.53 (1H, dd, J = 8.8, 2.0 Hz), 9.10 (1H, d,
J=2.0Hz), 13.13 (1H, br s).

385

383

2-60

1H-NMR (DMSO-D8) &: 5.30 (2H, s), 7.28
(1H, d, J = 7.9 Hz), 7.30-7.35 (2H, m), 7.59

(1H,t, J=8.4 Hz), 7.73 (1H, dt, J= 7.9, 15

Hz), 7.93 (2H, d, J = 8.4 Hz), 8.48 (1H, dd, J
=4.9,1.5 Hz), 8.51 (2H, d, J = 8.4 Hz), 8.56
(1H, d, J = 1.5 Hz), 13.67 (1H, br s).

459

457

261

1H-NMR (DMSO-D8) 8: 5.33 (2H, s), 7.23-
7.32 (4H, m), 7.57 (1H, t, J = 8.4 Hz), 7.94
(2H, d, J = 8.4 Hz), 8.48 (2H, d, J = 5.3 Hz),
8.54 (2H, d, J = 8.4 Hz), 13.72 (1H, br s).

459

457

262

1H-NMR (DMSO-D8) &: 1.00 (9H, s), 3.73
(2H,'s), 5.30 (2H, s), 7.08 (2H, t, J = 4.5 Hz),
7.30-7.20 (3H, m), 7.33 (1H, d, J = 7.7 Hz),
752 (1H, t, J = 8.1 Hz), 7.69 (1H, td, J = 7.7,
1.7 Hz), 828 (2H, d, J = 8.8 Hz), 8.53-8.49
(1H, m), 13.27 (1H, br s).

477

475

263

1H-NMR (DMSO-D8) &: 1.01 (9H, 5), 1.46
(3H,d, J=6.2 Hz), 3.74 (2H, s), 5.60 (1H, g,
J=6.2Hz), 7.04-7.11 (3H, m), 7.17 (1H, d, J
=7.7Hz), 7.27 (1H, dd, J = 7.0, 5.1 Hz), 7.37-
7.44 (2H, m), 7.72 (1H, t, J = 7.0 Hz), 8.30
(2H,d, J = 8.8 Hz), 8.51 (1H, d, J = 4.2 Hz),
13.32 (1H, br s).

491

489
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264 OQ%N 4N P

1H-NMR (DMSO-DB6) &: 1.01 (9H, s), 1.47
(3H,d, J=6.3 Hz), 3.74 (2H, s), 5.60 (1H, q,
J=63Hz), 7.13-7.02 (3H, m), 7.18 (1H, d, J
=7.7Hz),7.27 (1H, dd, J= 7.1, 5.2 Hz), 7.48-
7.36 (2H, m), 7.72 (1H, t, J = 7.1 Hz), 8.31
(2H,d, J= 8.8 Hz), 8.51 (1H, d, J = 4.2 Hz),
13.32 (1H, br s).

491

489

H,C CH, cl
CH, CH,
265 N=L O 2

1H-NMR (DMSO-DB6) 5: 1.01 (9H, s), 1.40
(3H,d, J=6.2 Hz), 3.74 (2H, s), 562 (1H, q,

J=62Hz), 7.05-7.15 (4H, m), 7.21-7.41 (6H,
m), 8.31 (2H, d, J = 8.8 Hz), 13.21 (1H, br s).

490

488

1H-NMR (DMSO-DB6) 5: 0.99 (6H, d, J = 6.6
Hz), 2.04 (1H, td, J = 13.3, 6.6 Hz), 3.86 (2H,
d, J=6.6 Hz), 5.31 (2H, ), 7.08 (2H,d, J =
8.8 Hz), 7.31-7.21 (3H, m), 7.34 (1H, d, J =
7.7 Hz), 7.57-7.48 (1H, m), 7.70 (1H, td, J =
7.7,1.6 Hz), 8.30 (2H, d, J = 8.8 Hz), 8.53
(1H,d, J= 4.9 Hz), 13.29 (1H, br s).

463

461

w | L0

1H-NMR (DMSO-D6) &: 1.00 (6H, d, J=6.6
Hz), 1.48 (3H, d, J = 6.6 Hz), 2.09-2.02 (1H,
m), 3.87 (2H,d, J=6.6 Hz), 5.61 (1H,q,J =
6.2 Hz), 7.14-7.04 (3H, m), 7.19 (1H, d, J =
7.9Hz), 7.31-7.25 (1H, m), 7.48-7.37 (2H, m),
7.73 (1H,td, J=7.9,1.6 Hz), 8.32 (2H,d, J =
9.0 Hz), 8.53 (1H, d, J = 4.9 Hz), 13.33 (1H,
brs).

477

475

1H-NMR (DMSO-DB6) &: 1.02 (9H, s), 3.74
(2H, s), 5.40 (2H, s), 7.08 (2H, d, J = 8.8 Hz),
7.24 (2H,d,J=7.7Hz), 7.44 (1H, 1, J= 4.9
Hz), 7.51 (1H, br s), 8.27 (2H, d, J = 8.8 Hz),
8.78 (2H, d, J = 4.9 Hz), 13.19 (1H, br s).

478

476

H,C
H,C
269 2 -
N4

1H-NMR (DMSO-D6) 5: 0.88 (3H, t, J = 7.2
Hz), 1.31-1.42 (4H, m), 1.69-1.76 (2H, m),
2.21 (BH, s), 4.05 (2H, t, J= 6.5 Hz), 7.04
(2H,d, J=88Hz), 7.18 (2H,d, J= 7.4 Hz),
7.33 (1H,t, J=7.4 Hz), 827 (2H,d, J=88
Hz), 12.96 (1H, br s).

364

362

1H-NMR (DMSO-D6) &: 0.92 (3H, t, J=7.3
Hz), 1.38-1.48 (2H, m), 1.67-1.74 (2H, m),
2.21 (BH, s), 4.06 (2H, t, J= 6.5 Hz), 7.05
(2H,d, J=8.8Hz), 7.18 (2H, d, J = 7.7 Hz),
7.33 (1H,t, J=7.7 Hz), 827 (2H,d, J=88
Hz), 12.96 (1H, br ).

350

348

CH,
Hp? HSCQ
271 N=( CH,

1H-NMR (DMSO-DB6) 5: 0.92 (6H, d, J = 6.6
Hz), 1.63 (2H, q, J = 6.6 Hz), 1.72-1.82 (1H,
m), 2.21 (BH, s), 4.08 (2H, t, J = 6.6 Hz), 7.05
(2H,d, J=8.8Hz), 7.18 (2H, d, J= 7.4 Hz),
7.33 (1H,t, J=7.4 Hz), 827 (2H,d, J=88
Hz), 12.96 (1H, br s).

364

362

1H-NMR (DMSO-D6) 5: 0.98 (6H, d, J=6.5
Hz), 2.00-2.07 (1H, m), 2.19 (3H, s), 3.84
(2H, d, J=6.5Hz), 5.31 (2H, s), 7.05 (2H, d,
J=8.8Hz),7.20-7.26 (2H, m), 7.40 (1H, d, J
=8.1Hz), 7.50-7.57 (2H, m), 8.23 (2H, d, J =
8.8 Hz), 8.33 (1H, d, J = 3.7 Hz), 13.25 (1H,
brs).

477

475
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2-73

HLC, HC
H,C
N=( CH,

1H-NMR (DMSO-D6) 8: 0.90 (6H, t, J = 7.4
Hz), 1.60-1.69 (4H, m), 2.22 (6H, s), 4.36-
4.42 (1H, m), 7.06 (2H, d, J = 8.8 Hz), 7.20
(2H,d, J=7.5Hz), 7.35 (1H, t, J = 7.5 Hz),
8.28 (2H, d, J = 8.8 Hz), 12.97 (1H, br s).

364

362

274

1H-NMR (DMSO-D8) 5: 0.31-0.35 (2H, m),
0.55-0.59 (2H, m), 1.20-1.27 (1H, m), 2.21
(6H, s), 3.91 (2H, d, J = 7.0 Hz), 7.04 (2H, d,
J=88Hz),7.18 (2H, d, J = 7.4 Hz), 7.33
(1H,t,J = 7.4 Hz), 8.27 (2H, d, J = 8.8 Hz),
12.95 (1H, br s).

348

346

2-75

1H-NMR (DMSO-D8) 5: 1.94-1.80 (4H, m),
2.11-2.03 (2H, m), 2.76-2.69 (1H, m), 4.05
(2H,d, J = 6.7 Hz), 5.29 (2H, ), 7.07 (2H, d,
J=8.8Hz),7.29-7.23 (3H, m), 7.32 (1H, d, J
= 7.9 Hz), 7.56-7.48 (1H, m), 7.71-7.66 (1H,
m), 8.28 (2H, d, J = 8.8 Hz), 8.52-8.50 (1H,
m), 13.28 (1H, brs).

475

473

2-76

1H-NMR (DMSO-D6) 5: 1.40-1.31 (3H, m),
1.54-1.45 (3H, m), 1.73-1.65 (2H, m), 1.88-
1.80 (2H, m), 2.73-2.66 (1H, m), 5.31 (2H, s),
7.31-7.25 (3H, m), 7.33 (1H, d, J = 7.7 Hz),
7.57-7.51 (3H, m), 7.70 (1H, td, J = 7.7, 1.7
Hz), 8.30 (2H, d, J = 8.4 Hz), 8.52 (1H, d, J =
4.6 Hz), 13.53 (1H, brs).

497

495

2-77

1H-NMR (DMSO-D8) 5: 1.30-0.99 (5H, m),
1.83-1.60 (6H, m), 3.87 (2H, d, J = 6.3 Hz),
529 (2H, s), 7.06 (2H, d, J = 8.8 Hz), 7.29-
7.23 (3H, m), 7.32 (1H, d, J = 7.7 Hz), 7.55-
7.49 (1H, m), 7.68 (1H, t, J = 7.7 Hz), 8.27
(2H,d, J = 8.8 Hz), 8.51 (1H, d, J = 4.9 Hz),
13.27 (1H, br s).

503

501

2-78

H,C u@
HSCQ N=
o

1H-NMR (DMSO-D6) 8: 0.90 (3H, t, J= 7.3
Hz), 1.27 (3H, d, J = 6.0 Hz), 1.47-1.31 (2H,
m), 1.60-1.51 (1H, m), 1.72-1.63 (1H, m),
4.65-4.59 (1H, m), 5.31 (2H, s), 7.06 (2H, d, J
= 9.0 Hz), 7.31-7.24 (3H, m), 7.34 (1H, d, J =
7.7 Hz), 7.53 (1H, 1, J = 7.7 Hz), 7.70 (1H, td,
J=77,15 Hz), 8.28 (2H, d, J = 9.0 Hz), 8.53
(1H,d, J = 4.2 Hz), 13.28 (1H, br s).

a77

475

2-79

H,C CIiQ
HSCQ N=( ©

1H-NMR (DMSO-D6) 8: 0.90 (3H, t, J= 7.3
Hz), 1.27 (3H, d, J = 6.0 Hz), 1.47-1.33 (2H,
m), 1.61-1.51 (1H, m), 1.72-1.62 (1H, m),
4.65-4.59 (1H, m), 5.31 (2H, s), 7.06 (2H, d, J
= 9.0 Hz), 7.31-7.24 (3H, m), 7.34 (1H, d, J =
7.9Hz), 7.53 (1H, t, J = 7.9 Hz), 7.72-7.68
(1H, m), 8.28 (2H, d, J = 9.0 Hz), 8.53 (1H, d,
J=4.0Hz), 13.28 (1H, brs).

477

475

2-80

1H-NMR (DMSO-D6) &: 5.31 (2H, s), 7.30-
7.25 (3H, m), 7.33 (1H, d, J = 7.7 Hz), 7.47-
7.43 (3H, m), 7.54 (1H, 1, J = 8.5 Hz), 7.62-
7.57 (2H, m), 7.73-7.67 (3H, m), 8.36 (2H, d,
J=8.4Hz),852(1H, d, J = 4.0 Hz), 13.56
(1H, br s).

491

489
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1H-NMR (DMSO-D6) 3: 1.76-1.54 (6H, m),
2.04-1.95 (2H, m), 2.95-2.88 (1H, m), 5.31
(2H, s), 7.34-7.25 (4H, m), 7.58-7.51 (3H, m),
7.70 (1H, td, J = 7.7, 1.8 Hz), 8.29 (2H, d, J =
8.4 Hz), 8.54-8.52 (1H, m), 1353 (1H, brs).

483

481

1H-NMR (DMSO-D6) : 0.81-0.76 (2H, m),
0.96-0.90 (2H, m), 1.64-1.55 (1H, m), 5.31
(2H, s), 7.33-7.25 (4H, m), 7.58-7.50 (3H, m),
7.70 (1H,td, J=7.7, 1.7 Hz),8.28 (2H,d, J =
8.4 Hz), 8.53 (1H, d, J = 4.0 Hz), 13.52 (1H,
brs).

455

453

2-83

1H-NMR (DMSO-D6) 3: 1.31-1.40 (3H, m),
1.45-1.54 (3H, m), 1.65-1.72 (2H, m), 1.81-
1.87 (2H, m), 2.67-2.72 (1H, m), 5.44 (2H, s),
7.25-7.30 (2H, m), 7.51-7.56 (4H, m), 8.14
(1H, d, J = 8.2 Hz), 8.29 (2H, d, J = 8.6 Hz),
8.94 (1H, s), 13.52 (1H, br s).

565

563

1H-NMR (DMSO-D6) 3: 0.94 (6H, d, J = 4.2
Hz), 1.35-1.25 (2H, m), 1.49-1.40 (2H, m),
1.66-1.55 (2H, m), 1.89-1.79 (2H, m), 4.53-
4.44 (1H, m), 5.30 (2H, s), 7.07 (2H, d, J =
8.8 Hz), 7.31-7.21 (3H, m), 7.34 (1H, d, J =
7.7 Hz), 7.56-7.48 (1H, m), 7.70 (1H, t, J =
7.1 Hz), 8.27 (2H, d, J = 8.8 Hz), 853 (1H, d,
J=46Hz), 1328 (1H, s).

517

515

N={
Q:O\ N

NN Y

OH

o}

1H-NMR (DMSO-D6) 3: 5.38 (2H, s), 7.28
(1H, d,J =81 Hz), 7.31 (1H, d, J = 8.1 Hz),
7.47-7.40 (5H, m), 7.55 (1H, d, J = 8.4 Hz),
7.61-7.57 (2H, m), 7.72 (2H, d, J = 8.8 Hz),
7.88-7.84 (1H, m), 8.36 (2H, d, J = 8.8 Hz),
858 (1H, d, J = 4.4 Hz).

491

489

1H-NMR (DMSO-D6) 3: 1.51 (3H, d, J = 6.4
Hz), 565 (1H, q, J = 6.4 Hz), 7.1 (1H, d, J =
8.6 Hz), 7.22 (1H, d, J = 7.7 Hz), 7.32 (1H,
dd, J = 6.9, 5.4 Hz), 7.50-7.41 (5H, m), 7.63-
7.59 (2H, m), 7.81-7.73 (3H, m), 8.40 (2H, d,
J=86Hz), 855 (1H, d, J = 4.2 Hz).

505

503

287 | O—= 2 b
OH -

1H-NMR (DMSO-D6) 3: 2.53 (3H, 5), 5.40
(2H,'s), 7.30 (1H, d, J = 8.2 Hz), 7.33 (1H, d,
J =82 Hz), 7.42-7.35 (2H, m), 7.49-7.44 (3H,
m), 7.64-7.56 (3H, m), 7.73 (2H,d, J = 8.8
Hz), 7.91-7.88 (1H, m), 8.37 (2H, d, J = 8.8
Hz).

505

503

1H-NMR (CDCI3) &: 5.50 (0.90H, s), 5.60
(1.10H, s), 7.43-7.30 (5.45H, m), 7.69-7.54
(5.00H, m), 7.90-7.78 (2.00H, m), 8.05
(0.45H, d, J = 7.9 Hz), 8.71-8.60 (2.55H, m),
8.88 (0.55H, d, J = 4.2 Hz), 11.44 (0.45H, s),
14.69 (0.55H, br s).

482

480

1H-NMR (DMSO-D6) 3: 0.38-0.32 (2H, m),
0.62-0.56 (2H, m), 1.30-1.20 (1H, m), 3.93
(2H, d, J = 6.8 Hz), 5.32 (2H, s), 7.08 (2H, d,
J=75Hz), 7.36-7.24 (4H, m), 7.54 (1H, 1, J
=8.4Hz), 7.71 (1H, 1, J = 7.6 Hz), 8.29 (2H,
d, J=7.5Hz), 853 (1H, d, J = 4.6 Hz).

461

459
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1H-NVR (DMSO-D6) &: 0.32-0.35 (2H, m),

cl 0.55-0.59 (2H, m), 1.20-1.25 (1H, m), 2.79
? . 5 o |(BH.$).291(3H,5), 3.91 (2H d,J=7.0Ha),
2-90 5 ©_<\ N )N © |498(2H5).7.05 (2H,d J=88Hz), 7.16 455 453
N-{ O CH, |(1H d, J=84Hz),7.23(1H d,J=84Hz),
OH 751 (1H,t, J = 8.4 Hz), 8.26 (2H, d, J= 8.8
Hz), 13.15 (1H, brs).

1H-NMR (DMSO-D6) &: 1.76-1.53 (6H, m),
cl 2.05-1.93 (2H, m), 2.95-2.88 (1H, m), 5.36
<% (2H, s), 7.28 (1H, dd, J = 7.9, 0.7 Hz), 7.30

2-91 Q%@—QN N0 |(H.d J=79Hz), 7.43-7.36 (2H,m), 7.5- 483 481

on =/ |7.50 (3H,m), 7.81 (1H,td, J = 7.7, 1.8 Hz),
Hel 8.29 (2H, d, J = 8.6 Hz), 857 (1H, dq, J = 5.0,
0.8 Hz).
o 1H-NMR (DMSO-D6) &: 1.41-1.30 (3H, m),
p 1.56-1.45 (3H, m), 1.74-1.64 (2H, m), 1.89-
- =, o 1.80 (2H, m), 2.74-2.65 (1H, m), 5.37 (2H, s),
292 Q - @ /‘\H/ N Y |7.28(1H,dd, J=80,06Hz), 7.31 (1H,d, J=| 497 495
OH = |80 Hz), 7.46-7.40 (2H, m), 7.59-7.52 (3H, m),
Hel 7.85(1H,td, J= 7.8, 1.6 Hz), 8.29 (2H,d, J =

8.6 Hz), 8.59-8.58 (1H, m).

3 1H-NMR (DMSO-D) &: 0.33-0.37 (2H, m),
2> 0.54-0.59 (2H, m), 1.23-1.30 (1H, m), 4.21
) o T (@H, d, J=7.3Hz), 5.23 2H, s), 6.97 (1H, d,
293 o@—ﬁ ! J= 88 Hz), 723735 (7TH, m), 755 (H. £, 4 | 481 459
= = 8.0 Hz), 8.48 (1H, dd, J = 8.8, 2.2 Hz), 9.05
(1H, d, J = 2.2 Hz), 13.41 (1H, brs).

. 1H-NMR (DMSO-D6) 5: 1.31 (9H, s), 5.38
p (2H, s), 7.28 (1H, d, J= 8.2 Hz), 7.31 (1H, d,
HC = ©° J=82Hz), 7.47-7.41 (2H, m), 7.52 (2H, d, J
X = N i 2 ! e
e | Mg & "y b =88Hz) 756 (1H,t J=84tz), 786 (1H, | 27! 463
OH td, J=7.7, 1.5 Hz), 8.29 (2H, d, J = 8.8 Hz),
Hel 8.59 (1H, dd, J = 5.0, 0.8 Hz).

1H-NMR (DMSO-D6) &: 5.38 (2H, s), 7.39-

.
F?@ 7.34 (2H, m), 7.46-7.43 (3H, m), 7.54 (1H, d,
il By J=T7.9Hz), 7.61-7.57 (2H, m), 7.66 (1H, d, J

295 =43 W VN |=86Hz), 772(2H d J=84Hz) 782776 | O 223
on =/ |(2H, m), 8.34 2H, d, J = 8.4 Hz), 8.56 (1H, d|
Hel J=49 Hz).
o 1H-NMR (DMSO-D6) 3: 5.25 (2H, s), 7.36-
Q 7.24(8H, m), 7.46 (1H, ddd, J = 7.8, 4.9, 1.0
N=( D Hz), 7.57 (1H,t, J = 83 Hz), 7.72 (1H, dt, J =
! N ; Lt ; , o,
230 i ) b 7.8,1.0 Hz), 7.79 (2H, d, J = 86 Hz), 7.90 43 483
vy (1H,1d, J=7.8, 1.8 Hz), 840 (2H, d, J = 86
Hz), 8.65 (1H, dg, J = 4.9, 0.9 Hz).
“ 1H-NMR (DMSO-D6) 3: 5.40 (2H, 5), 7.30
p (1H, dd, J= 82, 0.7 Hz), 7.33 (1H. d, J = 82
a e Hz), 7.51-7.43 (3H, m), 7.58 (1H, t, J = 82
2.97 \ N N |H2).775(1H dt J=78,1.0Hz), 780 (2H, | 492 490

el wa Of T |dd, J=67,1.9 Hz), 7.95-7.87 (2H, m), 8.40
(2H, dd, J=6.7, 1.9 Hz), 861 (1H,d, J = 5.0
Hz), 8.66 (1H, dg, J = 5.0,0.9 Hz).

F 1H-NMR (DMSO-D) 5. 248 (3H, s), 5.37
; (@H, s), 723 (1H, d, J = 7.3 Hz), 7.28 (1H, d,
B N=( © J= 7.3 Hz), 7.48.7.45 (3H, m), 7.56 (1H, d, J
et O—=0 WA N |=79Hz), 764759 (2H, m), 767 (1H,d, J= | >0 537
oH 8.6 Hz), 7.82-7.72 (4H, m), 8.35 (2H, dd, J =
g 6.8,2.0 H).

gboooaod



gbooooan

(179)

JP 6461637 B2 2019.1.30

= \HN .
299 =" Y

1H-NMR (DMSO-D6) 8: 2.41 (3H, s), 5.30
(2H, s), 7.09 (1H, d, J = 7.7 Hz), 7.14 (1H, d,
J=77Hz), 7.51-7.45 (3H, m), 7.54 (1H, d, J
= 7.7 Hz), 7.60 (1H, t, J = 7.7 Hz), 7.66-7.64
(3H, m), 7.78 (1H, d, J = 8.2 Hz), 7.81 (1H,
dd, J = 8.2,0.8 Hz), 8.61 (1H, dd, J= 8.2, 0.8
Hz), 9.40-9.39 (1H, m), 13.78 (1H, br s).

540

538

2-100

1H-NMR (DMSO-D6) &: 2.50 (3H, 5), 5.41
(2H, s), 7.29-7.24 (1H, m), 7.35 (2H, dd, J =
4.9, 1.1 Hz), 7.43-7.39 (2H, m), 7.56 (2H, dd,
J=77,42Hz), 7.67 (1H, d, J = 86 Hz), 7.73
(2H, d, J = 86 Hz), 7.86-7.78 (2H, m), 8.36
(2H, d, J = 86 Hz), 8.59-8.57 (1H, m).

539

537

4

2-101

1H-NMR (DMSO-D6) &: 2.34 (3H, s), 5.41
(2H,8), 7.27 (1H,d, J = 7.7 Hz), 7.34 (1H, t, J
=77 Hz), 7.43-7.39 (4H, m), 7.56 (1H, d, J =
7.7 Hz), 768 (1H,d, J = 8.4 Hz), 7.72 (2H,
dd, J=6.7,1.9 Hz), 7.87-7.78 (2H, m), 8.35
(2H, dd, J=6.7,1.9Hz), 859 (1H,d, J=4.4
Hz).

539

537

2102 |ned =1 :;N °N, \

1H-NMR (DMSO-D6) &: 2.35 (3H, s), 5.40
(2H,8), 7.27 (2H, d, J = 7.9 Hz), 7.42-7.37
(2H, m), 7.49 (2H, d, J = 7.9 Hz), 7.56 (1H, d,
J=T79Hz), 767 (1H,d, J = 8.6 Hz), 7.71
(2H, d, J = 86 Hz), 7.85-7.77 (2H, m), 8.34
(2H, d, J = 86 Hz), 858 (1H,dq, J = 4.9,0.9
Hz).

539

537

2-103

1H-NMR (DMSO-D6) d: 5.39 (2H, s), 7.39-
7.35 (2H, m), 7.56 (1H, d, J = 7.9 Hz), 7.69-
7.64 (2H, m), 7.72 (2H, dd, J = 6.7, 1.9 Hz),
7.83-7.75 (3H, m), 7.89-7.85 (2H, m), 8.39
(2H, dd, J=6.7, 1.9 Hz), 857 (1H,d, J= 4.9
Hz).

593

591

2-104

1H-NMR (DMSO-D6) &: 5.40 (2H, s), 7.40-
7.36 (2H, m), 7.56 (1H, d, J = 7.9 Hz), 7.67
(1H,d, J = 86 Hz), 7.72 (1H, d, J = 7.9 Hz),
7.84-7.76 (5H, m), 7.92 (1H, d, J = 7.7 Hz),
7.99 (1H, brs), 8.37 (2H, dd, J = 6.8, 2.0 Hz),
8.57 (1H, dg, J = 4.9, 0.9 Hz).

593

591

2-105

1H-NMR (DMSO-D6) d: 5.40 (2H, s), 7.41-
7.36 (2H, m), 7.56 (1H, d, J = 7.9 Hz), 7.68
(1H, d, J = 8.6 Hz), 7.84-7.77 (8H, m), 8.37
(2H, dd, J=6.7, 1.9 Hz), 857 (1H,d, J= 4.9
Hz).

593

591

2-106

1H-NMR (DMSO-D8) &: 5.40 (2H, s), 7.41-
7.36 (2H, m), 7.51-7.45 (3H, m), 7.57 (1H, d,
J=77Hz), 7.64-7.60 (2H, m), 7.68 (1H, d, J
= 8.4 Hz), 7.84-7.79 (3H, m), 8.10 (1H, dd, J
=105, 1.4 Hz), 8.19 (1H, dd, J = 8.2, 1.5 Hz),
8.57 (1H, dg, J = 4.9, 0.9 Hz).

543

541

2-107

1H-NMR (DMSO-D6) 8: 2.54 (3H, s), 5.45
(2H,'s), 7.30 (1H, td, J = 7.6, 1.1 Hz), 7.44-
7.35 (3H, m), 7.56-7.50 (1H, m), 7.58 (1H, d,
J=T79Hz), 7.71-7.67 (2H, m), 7.75 (2H, dd, J
=67,1.9Hz), 7.81 (1H, , J = 7.9 Hz), 7.92
(1H, brs), 8.36 (2H, dd, J = 6.7, 1.9 Hz).

557

555
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2-108

1H-NMR (DMSO-D6) 5: 2.52 (3H, s), 5.43
(2H,s), 7.33 (1H,d, J = 7.7 Hz), 7.38 (1H, d,
J=77Hz), 743 (1H,td, J=77, 1.4 Hz),
7.48 (1H,td, J = 7.7, 1.9 Hz), 7.57 (1H,d, J =
8.0 Hz), 7.63 (1H, dd, J = 8.0, 1.2 Hz), 7.68
(1H,d, J = 8.3 Hz), 7.76-7.72 (3H, m), 7.81
(1H, , J = 8.3 Hz), 7.90-7.84 (1H, m), 8.37
(2H, dd, J= 6.7, 1.9 Hz).

573

571

2-109

1H-NMR (DMSO-D6) &: 2.51 (3H, s), 3.88
(3H, s), 5.41 (2H, s), 7.00 (1H, td, J = 7.5, 0.9
Hz), 7.12 (1H,d, J= 79 Hz), 729 (1H, d, J =
7.9Hz), 7.34 (1H, d, J = 7.5 Hz), 7.43 (1H,
ddd, J=88,7.1,1.3 Hz), 7.52 (1H, dd, J =
7.5,1.7 Hz), 7.57 (1H, d, J = 79 Hz), 7.69-
7.66 (3H, m), 7.85-7.78 (2H, m), 8.34 (2H, dd,
J=638,2.0Hz).

569

567

2-110

1H-NMR (DMSO-D6) 5: 2.24 (3H, s), 2.49
(3H, s), 5.41 (2H,'s), 7.22 (1H, br s), 7.31

(1H, br ), 7.46-7.43 (3H, m), 7.60-7.57 (3H,

m), 7.72-7.68 (3H, m), 7.82 (1H, 1, J= 8.3
Hz), 8.33 (2H, dd, J = 6.7, 1.8 Hz).

553

551

2-111

1H-NMR (DMSO-D6) 5: 5.42 (2H,d, J= 1.6
Hz), 7.42-7.48 (4H, m), 7.54 (1H, 1, J= 4.2
Hz), 7.59-7.63 (2H, m), 7.64-7.73 (3H, m),
7.81(2H,d, J=42Hz), 829 (2H, d, J= 8.6
Hz), 8.35-8.37 (1H, m).

543

541

2-112

1H-NMR (DMSO-D6) &: 5.37 (2H, s), 7.37
(1H,d, J = 8.3 Hz), 7.44-7.48 (3H, m), 7.55
(1H,d, J = 7.6 Hz), 7.58-7.66 (3H, m), 7.73
(2H,d, J=86Hz), 7.79 (1H, t, J = 8.1 Hz),
7.88 (1H, dd, J = 86, 2.3 Hz), 8.34 (2H,d, J =
8.6 Hz), 8.59 (1H, d, J = 2.3 Hz).

559

557

2-113

1H-NMR (DMSO-D6) &: 2.27 (3H, s), 5.43
(2H, s), 7.35 (1H, s), 7.39 (1H, d, J = 5.8 Hz),
7.44-7.48 (3H, m), 7.57-7.63 (3H, m), 7.69-
7.75 (3H, m), 7.83 (1H, t, J = 8.1 Hz), 8.35
(2H,d, J=8.3Hz), 8.51 (1H, d, J = 5.3 Hz).

539

537

2-114

1H-NMR (DMSO-D6) 5: 7.36 (1H,d, J= 7.9
Hz), 7.44-7.48 (3H, m), 7.56 (1H,d, J=7.9
Hz), 7.59-7.63 (2H, m), 7.66-7.75 (4H, m),
7.79 (1H, 1, J = 8.1 Hz), 8.34 (2H,d, J = 8.6
Hz), 8.4 (1H, s).

539

537

2-115

1H-NMR (DMSO-D6) 5: 5.36 (2H, s), 7.41
(1H, dd, J = 8.8, 4.4 Hz), 7.44-7.48 (3H, m),
7.55 (1H, d, J = 7.9 Hz), 7.58-7.63 (2H, m),
7.65-7.75 (4H, m), 7.79 (1H, t, J = 8.1 Hz),
8.34 (2H, d, J =86 Hz), 8.53 (1H, d, J= 3.0
Hz).

543

541

2116 | (=

1H-NMR (DMSO-D6) &: 2.53 (3H, s), 5.4
(2H, s), 7.54-7.30 (6H, m), 7.58 (1H, d, J =
7.7Hz), 7.69 (1H, d, J = 8.0 Hz), 7.74 (2H,
dd, J=6.8, 1.8 Hz), 7.81 (1H, 1, J=8.0 Hz),
7.90 (1H, br s), 8.35 (2H, dd, J = 6.8, 1.8 Hz).

557

555
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2-117

1H-NMR (DMSO-DB) : 251 (3H, s), 5.42
(2H, s), 7.33-7.29 (3H, m), 7.37 (1H, d, J =
7.9 Hz), 7.57 (1H, d, J = 79 Hz), 7.69-7.65
(3H, m), 7.72 (2H, dd, J = 6.8, 1.8 Hz), 7.89-
7.78 (2H, m), 8.34 (2H, dd, J = 6.8, 1.8 Hz).

557

555

2-118

1H-NMR (CDCI3) &: 3.87 (3H, s), 5.27 (2H,
s),6.61 (1H, d, J = 8.2 Hz), 6.86 (1H, d, J =
7.3 Hz), 7.31 (1H, d, J = 8.6 Hz), 7.35-7.39
(3H, m), 7.43-7.51 (2H, m), 7.53-7.60 (3H,
m), 7.64 (2H, d, J = 8.4 Hz), 8.50 (2H, d, J =
8.4 Hz).

555

553

2-119

1H-NMR (DMSO-D6) &: 5.10 (2H, s), 6.16-
6.32 (2H, m), 7.32-7.38 (1H, m), 7.44-7.48
(3H, m), 7.54-7.63 (4H, m), 7.70-7.75 (2H,
m), 7.77-7.84 (1H, m), 8.34 (2H,d, J = 86
Hz).

541

539

2-120

1H-NMR (DMSO-D6) 3: 3.89 (3H, s), 5.48
(2H, s), 7.20-7.26 (2H, m), 7.44-7.49 (3H, m),
7.58-7.64 (3H, m), 7.69-7.75 (3H, m), 7.84
(1H, 1, J= 8.2 Hz), 8.33 (2H, d, J = 8.6 Hz),
856 (1H, d, J = 6.0 Hz).

555

553

2-121

1H-NMR (DMSO-D6) &: 547 (2H, s), 7.44-
7.48 (3H, m), 7.55-7.63 (4H, m), 7.68 (1H, d,
J=86Hz), 7.73 (2H, d, J = 86 Hz), 7.78-
7.84 (2H, m), 8.03 (1H, , J = 8.1 Hz), 8.35
(2H, d, J = 8.6 Hz), 13.58 (1H, br s).

593

591

2-122

1H-NMR (DMSO-D6) &: 5.47 (2H, s), 7.44-
7.51 (4H, m), 7.56-7.63 (3H, m), 7.67-7.74
(4H, m), 7.82 (1H, 1, J = 8.1 Hz), 8.34 (2H, d,
J=86 Hz), 8.83 (1H,d, J = 5.1 Hz).

593

2-123

1H-NMR (DMSO-D6) &: 2.50 (3H, s), 5.40
(@H,'s), 7.29 (1H, d, J = 7.7 Hz), 7.33 (1H, d,
J= 7.7 Hz), 7.59-7.46 (4H, m), 7.68 (1H, d, J
= 8.4 Hz), 7.71-7.69 (1H, m), 7.75 (2H, dd, J
=67, 1.9 Hz), 7.84-7.78 (2H, m), 8.36 (2H,
dd, J=6.7, 1.9 Hz).

573

571

2-124

1H-NMR (DMSO-DB) &: 2.49 (3H, s), 5.39
(H,'s), 7.26 (1H, d, J = 7.5 Hz), 7.31 (1H, d,
J=75Hz), 7.53 (2H, dt, J = 8.7, 2.2 Hz),
7.56 (1H,d, J = 7.9 Hz), 7.63 (2H, dt, J = 8.7,
22 Hz), 7.67 (1H, d, J = 8.4 Hz), 7.74 (2H,
dd, J= 6.7, 1.9 Hz), 7.83-7.76 (2H, m), 8.35
(2H, dd, J = 6.7, 1.9 Hz).

573

571

2-125

1H-NMR (DMSO-D6) 3: 250 (3H, s), 3.80
(3H, s), 5.40 (2H, 5), 7.03 (1H, dg, J = 8.6, 1.2
Hz), 7.19-7.14 (2H, m), 7.29 (1H, d, J = 7.3
Hz), 7.39-7.32 (2H, m), 7.57 (1H, d, J = 7.9
Hz), 7.67 (1H, d, J = 8.6 Hz), 7.73 (2H, dd, J
=67, 1.9 Hz), 7.85-7.77 (2H, m), 8.34 (2H,
dd, J=6.7, 1.9 Hz).

569

567
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2-126

1H-NMR (DMSO-D6) 5: 2.49 (3H, s), 3.81
(3H,'s), 5.40 (2H, s), 7.01 (2H, dt, J= 9.5, 2.4
Hz), 7.28 (1H, d, J = 6.8 Hz), 7.32 (1H, d, J =

7.5Hz), 7.57-7.53 (3H, m), 7.70-7.66 (3H, m),

7.80 (2H,t,J= 7.9 Hz), 8.33 (2H, dd, J = 6.8,
2.0 Hz).

569

567

H30 :

2-127

1H-NMR (DMSO-D6) 5: 2.35 (3H, s), 2.51
(3H,'s), 542 (2H, s), 7.27 (2H, d, J = 7.7 Hz),
7.32(1H,d,J= 7.7 Hz), 7.36 (1H,d, J = 7.7
Hz), 7.49 (2H, d, J = 8.2 Hz), 7.57 (1H, d, J =

7.7 Hz), 7.72-7.66 (3H, m), 7.88-7.77 (2H, m),

8.33(2H, dd, J = 6.7, 1.9 Hz).

553

551

2-128

(3H, tJ=75

1H-NMR (DMSO-D6) 6:
(2 =76 Hz),

11
Hz), 2.52 (3H, s), 2.65 (2H, q, J
5.43(2H,s), 7.30 (2H, d, J = 8.4 Hz), 7.34
(1H,d, J = 7.7 Hz), 7.39 (1H, d, J = 7.7 Hz),
7.52(2H,d,J=84Hz), 7.57 (1H,d, J=7.7
Hz), 7.72-7.67 (3H, m), 7.81 (1H, t, J= 8.3
Hz), 7.87 (1H, br s), 8.33 (2H, dd, J= 6.7, 1.9
Hz).

567

565

2-129

1H-NMR (DMSO-D6) 5: 2.51 (3H, s), 5.42
(2H,s), 7.32 (1H, d, J = 7.1 Hz), 7.37 (1H, d,

J=7.7Hz), 7.63-7.48 (4H, m), 7.72-7.67 (3H,

m), 7.89-7.77 (3H, m), 8.37 (2H, dd, J = 6.8,
2.0 Hz).

623

621

2-130

1H-NMR (DMSO-D6) 5: 2.55 (3H, s), 5.47
(2H,'s), 7.40 (1H, d, J = 7.1 Hz), 7.48-7.43
(3H, m), 7.58 (1H, d, J = 7.7 Hz), 7.69 (1H, d,
J=85Hz), 7.77-7.72 (4H, m), 7.82 (1H, t, J
=85 Hz), 7.95 (1H, brs), 8.35 (2H, dd, J =
6.7, 1.9 Hz).

623

621
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RGBS

NMR

MS(M+H)

MS(M-H) | EER

E
3-1 %
N

1H-NMR (DMSO-D6) 5: 2.19 (6H, s), 2.30
(3H,s), 7.01 (2H, s), 7.90 (2H, d, J = 8.4 Hz),
851 (2H, d, J = 8.4 Hz), 13.26 (1H, br s).

360

358

.
32 ;

1H-NMR (DMSO-D6) 5: 3.72 (3H, s), 4.59
(2H,d, J =55 Hz), 541 (1H, 1, J = 5.5 Hz),
745(1H,d, J= 84 Hz), 7.67 (1H,d, J = 8.4
Hz),7.92 (2H, d, J = 8.4 Hz), 8.53 (2H, d, J =
8.4 Hz), 13.70 (1H, brs).

412

410

&
3-3 />)7N

1H-NMR (DMSO-D6) 5: 2.31 (3H, s), 3.71
(3H,s), 7.36 (1H, d, J = 8.4 Hz), 7.49 (1H, d,
J=84Hz), 793 (2H,d, J= 8.3 Hz), 853
(2H,d, J = 8.3 Hz), 13.67 (1H, brs).

396

394

:
NQ .
34 N

1H-NMR (DMSO-D6) 5: 1.09 (3H, t, J = 7.0
Hz), 2.30 (3H, s), 3.94 (2H, q, J = 7.0 Hz),
734 (1H,d, J=82Hz), 7.48 (1H,d, J = 8.2
Hz),7.93 (2H, d, J = 8.2 Hz), 8.53 (2H, d, J =
8.2 Hz), 13.66 (1H, br s).

410

408

3-5

1H-NMR (DMSO-D6) 5: 1.91 (3H, s), 3.74
(3H,s),4.32 (2H, d, J = 5.8 Hz), 7.43 (1H, d,
J=84Hz), 749 (1H,d, J = 8.4 Hz), 7.92
(2H,d, J =84 Hz), 842 (1H, 1, J = 5.8 Hz),
853 (2H, d, J = 8.4 Hz), 13.73 (1H, br s).

453

451

1H-NMR (DMSO-D6) 5: 2.17 (3H, s), 4.55
(2H,d, J=5.1 Hz), 535 (1H, 1, J = 5.2 Hz),
748 (1H,d, J= 84 Hz), 7.60 (1H, d, J = 8.4
Hz),7.91 (2H, d, J = 8.6 Hz), 8.51 (2H, d, J =
8.6 Hz), 13.61 (1H, brs).

396

394

1H-NMR (DMSO-D6) 5: 1.90 (3H, s), 2.21
(3H,s),4.28 (2H, d, J = 5.7 Hz), 7.41 (1H, d,
J=84Hz), 747 (1H,d, J = 8.4 Hz), 7.91
(2H,d, J =82 Hz), 8.37 (1H, 1, J = 5.8 Hz),
851 (2H, d, J = 8.2 Hz), 13.62 (1H, br s).

437

435

3-8

1H-NMR (DMSO-D6) 5: 1.16 (9H, s), 2.21
(3H,s),4.27 (2H, d, J = 5.7 Hz), 7.34 (1H, d,
J=84Hz), 746 (1H,d, J = 8.4 Hz), 7.91
(2H,d, J =82 Hz), 8.09 (1H, 1, J = 5.6 Hz),
851 (2H, d, J = 8.2 Hz), 13.64 (1H, br s).

479

477
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FF

Cl,
3-9 N i
=
0, Cl
\_\

1H-NMR (DMSO-D6) 5: 2.32 (3H, s), 3.47
(2H,1,J =49 Hz),3.88 (2H, 1, J = 4.8 Hz),
470 (1H, brs), 7.34 (1H, d, J = 8.1 Hz), 7.47
(1H,d, J = 8.1 Hz), 7.92 (2H, d, J = 8.4 Hz),
8.51 (2H, d, J = 8.4 Hz), 13.56 (1H, br s).

426

424

1H-NMR (DMSO-D6) 8: 1.33 (9H, s), 2.22
(3H, s),4.30 (2H, d, J = 6.0 Hz), 7.52-7.54
(2H, m), 7.60 (1H, d, J = 8.4 Hz), 7.91 (2H, d,
J=84Hz),851(2H,d,J=8.4Hz), 13.65
(1H, br s).

515

513

1H-NMR (DMSO-D6) 5: 3.79-3.87 (3H, m),
7.28 (1H, dd, J = 9.3,3.7 Hz), 7.67 (1H, , J =
9.2 Hz), 7.93 (2H,d, J = 8.6 Hz), 8.51 (2H, d,
J=86Hz), 13.68 (1H, br s).

400

398

RS

1H-NMR (DMSO-D6) 5: 3.82 (3H, s), 5.22
(2H,'s), 717 (2H, d, J = 9.0 Hz), 7.24-7.27
(1H, brm), 7.35 (1H, t, J = 7.2 Hz), 7.41 (2H,
t,J=7.3Hz), 747 (2H, d, J = 7.1 Hz), 7.63-
7.66 (1H, br m), 8.28 (2H, d, J = 9.0 Hz),
13.26 (1H, br s).

438

436

3-13 E N y
F < >_<
F N~ N

1H-NMR (DMSO-D6) 5: 2.36 (3H, s), 5.01
(2H, s), 7.11-7.15 (1H, m), 722 (1H, d, J =
7.7 Hz), 7.39 (1H,d, J = 8.4 Hz), 7.52 (1H, d,
J=84Hz),760(1H,td,J=7.7, 1.7 Hz),
7.86 (2H, d,J = 8.4 Hz), 8.31 (1H,d, J = 4.0

Hz), 8.41 (2H, d, J = 8.4 Hz), 13.61 (1H, br s).

473

471

314 A
J=N H
HO H,C N, CH.

1H-NMR (DMSO-D6) 5:0.88 (6H, d, J = 6.6
Hz), 1.41 (6H, s), 1.83-1.95 (1H, m), 2.19
(3H, s), 2.54 (2H, d, J = 7.3 Hz), 4.33 (2H, d,
J=55Hz),7.28-7.38 (3H, m), 7.46 (1H, d, J
= 8.4 Hz),8.24 (2H, d, J = 8.2 Hz), 8.52-8.60
(1H, m), 13.35 (1H, br s).

521

519

315 VAR
=N
HO HC

1H-NMR (DMS0O-D6) 5:0.88 (6H,d, J=6.6
Hz), 1.18 (3H, t,J = 7.1 Hz), 1.83-1.94 (1H,
m), 2.19 (3H, s), 254 (2H,d, J = 7.1 Hz),
402(2H,q,J=7.1Hz),421(2H,d,J=57
Hz), 7.33 (2H,d, J=8.4 Hz),7.39 (1H,d, J =
8.2 Hz), 7.46 (1H,d, J = 8.2 Hz), 7.69-7.75
(1H, m), 8.24 (2H, d, J = 8.4 Hz), 13.33 (1H,
brs).

455

453

3-16 Y

1H-NMR (DMSO-D6) 5:0.91 (3H, 1, J = 7.3
Hz), 1.37 (6H, s), 1.60-1.67 (2H, m), 2.33
(3H,'s),2.62 (2H, 1, J = 7.6 Hz), 4.31 (2H,d, J
= 5.7 Hz), 7.30-7.38 (3H, m), 7.52 (1H, s),
8.10-8.15 (2H, m), 8.48 (1H, t, J = 5.7 Hz).

507

505
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7

7 N
3417 N o
=N
HG NH CHs

1H-NMR (DMSO-D8) 3: 0.35 (2H, dt, J = 8.0,
2.9Hz), 0.59 (2H, ddd, J = 9.1, 5.0, 2.9 Hz),
1.20-1.29 (1H, m), 1.38 (6H, s), 2.35 (3H, s),
3.93(2H, d,J=7.0 Hz), 432 (2H, d, J= 5.6
Hz), 7.05 (2H, d, J = 8.8 Hz), 7.44 (1H, s),
7.56 (1H, s), 8.29 (2H, d, J = 8.8 Hz), 8.49
(1H, 1, J = 5.6 Hz), 13.08 (1H, brs).

535

533

3-18

1H-NMR (DMSO-D6) 5: 0.99 (6H, d, J = 6.6
Hz), 1.41 (6H, s), 1.98-2.10 (1H, m), 2.18
(3H,'s), 3.85 (2H, d, J = 6.6 Hz), 4.32 (2H, d,
J=57Hz),7.06(2H, d, J = 8.4 Hz), 7.30
(1H,d, J = 8.2 Hz), 7.44 (1H, d, J = 8.2 Hz),
8.27 (2H, d, J = 8.4 Hz), 8.52-8.59 (1H, m),
13.23 (1H, br s).

537

535

3-19 7N

1H-NMR (DMSO-D6) 3: 0.35 (2H, td, J = 5.2,
4.1 Hz), 0.57-0.62 (2H, m), 1.24-1.27 (1H, m),
2.61(3H, s), 3.94 (2H, d, J = 7.2 Hz), 7.09
(2H,d, J = 8.8 Hz), 7.64 (1H, s), 8.27 (1H, s),
8.30 (2H, d, J = 8.8 Hz), 13.20 (2H, br s).

412

410

3-20 J

1H-NMR (DMSO-D6) 8: 0.35 (2H, td, J= 5.1,
4.1Hz), 0.58-0.60 (2H, m), 1.22-1.30 (1H, m),
2.45(3H,s), 3.94 (2H,d, J = 7.2 Hz), 7.09
(2H, d, J=9.1Hz), 7.56 (2H, s), 7.81 (1H, s),
7.85(1H, s), 8.32 (2H, d, J = 8.8 Hz), 13.06
(1H, br s).

411

409

321 N

1H-NMR (DMSO-D6) 3: 0.35 (2H, td, J = 5.2,
4.0 Hz), 0.57-0.62 (2H, m), 1.22-1.27 (1H, m),
2.42(3H, s), 2.77 (3H, d, J = 4.7 Hz), 3.94
(2H,d, J= 7.0 Hz), 7.09 (2H, d, J = 9.1 Hz),
7.56 (1H, s), 7.77 (1H, s), 8.31 (2H, d, J = 9.1
Hz), 8.32 (1H, s), 13.09 (1H, brs).

425

423

N
322 e -
>:N /CH3
HO N

1H-NMR (DMSO-D6) 3: 0.35 (2H, td, J = 5.6,
4.4Hz), 0.57-0.61 (2H, m), 1.21-1.29 (1H, m),
2.28(3H, s), 2.81 (3H, s), 3.02 (3H, 5), 3.93
(2H,d, J= 7.2 Hz), 7.08 (2H, d, J = 9.1 Hz),
7.59 (1H, s), 7.62 (1H, s), 8.30 (2H, d, J = 9.1
Hz), 13.10 (1H, br s).

439

437

3-23 N3

1H-NMR (DMSO-D6) &: 0.35 (2H, td, J = 5.3,
4.0 Hz), 0.57-0.61 (2H, m), 0.90 (3H, t, J =
7.3 Hz), 1.20-1.30 (2H, m), 1.30-1.40 (2H, m),
1.46-1.53 (2H, m), 2.41 (3H, s), 3.24 (2H, q, J
= 6.9 Hz), 3.94 (2H, d, J = 7.2 Hz), 7.09 (2H,
d,J=9.1Hz), 7.56 (1H, s), 7.74 (1H, s), 8.31
(2H,d, J = 9.1 Hz), 8.37 (1H, t, J = 5.5 Hz),
13.09 (1H, br s).

467

465
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0000000 0mPGES-10 0000 00O0OXO OODODDOOOO0ODOOOXU, Det al.
MF63 [2-(6-chloro-1H-phenanthro[9,10-d]imidazol-2-yl)-isophthalonitrile], a sele
ctive microsomal prostaglandin E synthase-1 inhibitor, relieves pyresis and pain
in preclinical models of inflammation. J Pharmacol Exp Ther. Sep 2008, Vol.326,
No.3, pages 754-763.0 0 0 000 00D0DO0OO0O00ODODODOMPGES-10 00000 OOPG
E20 0O O HTRFO homogeneous time resolved fluorescenced D 0 OO0 OO0 ODOODOODOO
OO00D0O0OmPGES-10 000 O0OOOODODOO

obooo

OO00OmPGES-10 0 000D O0DOOOODDOOOOOO
PCRO Polymerase Chain ReactionD D 0000000 ODOODOODOMPGES-10 0 00O O

O00000000D0D0O0OEcORIDO O OODDOOOODODODMPGES-10 O O DNAO O O
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OBOO O ODNA-9030 0O DO OMPGES-10 00O DODOODNADODODODOODODDOOOODODO
0000000 mPGES-10 O O OO O O Bigbye Terminator v3.1 Cycle Sequencing KitO
Applied BiosystemsO [0 0 43374550 0 0 O O Dye TerminatorD 0 00 OO0 O0O0ODODO
0O 0O 0O 0O 0O NCBI Reference Databased 0 0 0 0O 0O O O O O mPGES-10 Accession number N
M 0048780 D 0 D OODDODDODODODODODOOOOOOD

OOO0OmPGES-10 0 0 OO OODNAD OO DODOOOOOOFreeStyle MAX Reagentd Invitro
genD 0 016447-1000 0 0D 00D O0O0D0DDOODOO0ODDOOOODODOOOAOFreeStyle CHO-
S Cellld InvitrogenD 0 OR800-070 0 0 OO DOODODDOOOOS8 mmol/L L-OODODOO
000000 GIBCO FreeStyle CHO Expression Mediumd Invitrogend O O 12651-0220 O
480 0000 00ODO0OS8% co,03700 0

0 CHO-SO O O Homogenate Bufferd 100 mmol/L OO0 0 0O 0O O O O pH7.40 O 250 mmol/L S
ucrosell 100 mmol/L EDTAO O O O O O O EDTA freell Rochel O O 18735800 O O O O O
0 O Ultrasonic disruptor UD-2010 0 00O DO 0O O OO O outputd 30 duty cyclell 50
0300 000000000000 o0Do0D0oo0oooDo1,000x g0 040000000000
Oo0o0oD0ODDDODO0OO0O0Os5,000xgolo0 040000000000 OODDDODOOOODOOO1
05,000x gD 600 040 000000 OODOODOODO Resuspension Bufferd 100 mmol/L O
O00pH 7.40 0250 mmol/L O O O O O O 100 mmol/L EDTAO 10% O OO O OO
ooooDoDoOOoooooooon

0000000 O00O0ODOODOAOBradfordd O Protein Assay Kitl Bio-RadO O
ooo0ooDoOOoOO0O0o0oO0oO0oooooOoDDoODOoOoUooDOoooo-8o0OODODOOO0O
OmPGES-10 0 0 00O 0O O O O O ThermoFisher ScientificO O 0O PA1-102640 O
Western BlotU 0 0 000 O00O0ODDOOOOMPGES-10 00O 0OD0ODO

ooo

OmPGES-10 00D OO OOO

960 vO 0 00O DO0OCorningd 0033630 000.2mol/L OO0 OO OOOOPH 7.4000
KBOOOOOODDODOODODOOODODODOOODODMSOO O OOODOODODODDO13407-45

O Ooooao

Ooooooogoogoao
OOoooood

OO5u /wellDD0D00OD0OOOODOOODODOOODMSOODODO2%OV/ VOO DODOODODOOO
O O GSHO 12.5 mmol/L KPBO O 0O SIGMAO 0O 0 G6529-25G0 0 O O O OO OO O 5u g/mLO
O00000D0000O0OOmMPGES-1000000CHO-SOOUOOOODODOOOOO20u L/we
INnoooo0o000000000000O0O0O00D0DO0D00D00O0O0Ooo0oOoOO0O0D0O0aOPGE2
goddodooodoooooooooobooobooobDooboob oo boooooOoon
0000000 0OGSHO 12.5 mmol/L KPBO O OO 20u L/WellO O OO OO ODOODO 1000
Oo0O0O0o0O0OPGH2OODOOOOOOODOL00p g/mLO O O O O PGH2O O 10 g/mLO O O O
O0D-PBS(-)D0D0O0DODOOOODOOCMB2010 O OO O OO OO Cayman Chemicall
doi1vo00 025 L/wellO D ODODODODOO40000000000001MNMIOD0O000A0O
O2mg/mL 10 mmol/LO0 000 0OO0OOO0OO0O0OO0OOOOOO204-015620 O 50u L/welld O O
gododoodoooooboobooooooooooodd

0000000000 PGE20 O O O Prostaglandin E2 assayll CISbio Bioassaysll O [0 62

P2APECC 00 0D0DDOOOOOOOOOCOOODODOOOOOOODDOPGE20 Cayman Che
micall O 0O 140100 O 0O O O O RUBYstard BMG LabtechD D O OO0 0337 nmO OO OO DO
gbe20 nmbe6S nmU D 0D 00000 OO0OD0OPGE20DOOPGE20 000 O0D0OO0DOODOO
ooobooooobopeE200O0D0DOCO0OO0ODOOOOO

ooob0OO0OOmPGES-10 0 0O0O0DOO0WHOODDODOOOOODOCOOOODOOO

gooo

mPGES-10 O O 0 O 0O O %0 O O PGE2, - PGE2,0 /0 PGE2, - PGE2g0 x 100
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|C50DD10{I0910(D/E) x (50 - G) /7 (F - G) + 10gl1l0(ED}
pOsowO OOoOobOz20000O0s0w00O0ooocOoooboooOooonan
EOS0wO 0000200000500 00000000000000D00°0
FOOOOOODODDO OOmPGES-10 00 0O 0O OO %0
cOOO0O00DODOOEDODOMPGES-10 000 OO O %O
ooobOoooobooOocoooboobooo

oooooan
oooooan
N _[ ermPcES-1 _| ermPGEs-1 _| ermPcES-1
RIEAES g mmamie (o) |FENED |gmmamr e () |FEPES | pemmariae (o m) 10
11 0.813 1-18 0.114 1-35 0.022
12 0.138 1-19 0.411 1-36 0.0007
13 0.164 1-20 0.0016 1-37 0.0008
14 0.025 121 0.988 1-38 0.0015
15 0.672 1-22 0.0027 1-39 0.0019
20
1-6 0.163 1-23 0.134 1-40 2.231
17 0.652 1-24 0.0006 1-41 0.0023
1-8 270 1-25 0.108 1-42 0.0010
1-9 0.601 1-26 0.018 1-43 0.0020
5% BBE
1-10 1-27 1-44
(.30 M) 0.0010 0.0006
1-11 42% IBE 128 0.0006 1-45 0.138 *
) (at 30 pM) ) ' ) '
112 0.015 1-29 0.0011 1-46 0.0007
113 0.397 1-30 0.0006 1-47 0.043
1-14 1.413 131 0.0010 1-48 0.0009
1-15 0.0074 1-32 0.0007 1-49 0.0009
40
1-16 0.010 1-33 0.0008 1-50 0.0009
147 0.735 1-34 0.0059 1-51 0.0010
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DO00D0O00
i L P il oy ) it e
152 0.0006 1-69 0.0003 186 0.0058
153 0.0045 170 0.0007 187 0.0008
154 0.0009 171 0.0025 188 0.0012
155 0.0011 172 0.0013 189 0.0009
156 0.0006 173 0.0006 190 0.0004
157 0.0005 1.74 0.0006 191 0.0004
158 0.0005 1.75 0.0067 192 0.0005
159 0.0006 1-76 00017 193 0.0007
1-60 0.0004 177 0.0009 194 0.0046
161 0.0007 1-78 0.0022 195 0.0021
162 0.0010 1.79 0.0012 196 0.081
163 0.0005 180 0.0031 197 0.0091
164 0.0019 1-81 0.0006 198 0.0009
165 0.0086 1-82 0.0008 199 0.0007
1-66 0.0041 1-83 0.011 1-100 0.0009
1-67 0.0010 1-84 0.0006 1-101 0.0058
1-68 0.0003 1-85 0.0005 1-102 0.0009
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goboooo

il LTI et ) i Y
1-103 0.0013 1-120 0.048 1-137 0.0005
1-104 0.0015 1-121 0.0012 1-138 0.0005
1-105 0.0007 1-122 0.0013 1-139 0.0006
1-106 0.0007 1-123 0.0023 1-140 0.0005
1-107 0.0012 1-124 0.0009 1-141 0.0011
1-108 0.0006 1-125 0.0008 1-142 0.0005
1-109 0.0025 1-126 0.0008 1-143 0.0010
1-110 0.0009 1-127 0.0008 1-144 0.0008
1-111 0.0012 1-128 0.0013 1-145 0.0005
1-112 0.0009 1-129 0.0006 1-146 0.0004
1-113 0.0009 1-130 0.009 1-147 0.0008
1-114 0.0059 1-131 0.0009 1-148 0.0017
1-115 0.0006 1-132 0.0003 1-149 0.0008
1-116 0.0020 1-133 0.0005 1-150 0.0004
1-117 0.0016 1-134 0.004 1-151 0.0004
1-118 0.0019 1-135 0.0005 1-152 0.0004
1-119 0.0010 1-136 0.0005 1-153 0.0005
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Dooooao
%mm%%ﬁgg;gijm)%mmg%ﬁgggggzm)%mmg%ﬁggggijw
1154 0.0005 14171 0.0005 1-188 0.0016
1-155 0.0035 1172 0.017 1-189 11
1-156 0.0041 1173 0.0054 1-190 0.047
1457 0.0007 1174 0.0031 1101 0.015
1158 0.012 14175 0.0013 1-192 zggﬁﬁ
1150 0.0007 1-176 0.0018 1-193 8.7
1160 0.0014 1177 0.0013 1-104 105
1161 0.0013 1-178 0.0014 1-195 6.0
1-162 0.0012 1179 0.016 1-196 0.042
1-163 0.0010 1-180 0.0041 1-197 0.289
1164 0.0037 14181 0.0024 1-198 0.014
1165 0.0009 1-182 0.0016 1-199 0.031
1166 0.0011 1-183 0.0013 1200 0.010
1167 0.0019 1-184 0.0019 1201 0.306
1168 0.0021 1-185 0.0017 1202 0.0082
1169 0.0020 1-186 0.0014 1203 0.020
1170 0.0015 1-187 0.0053 1204 0.034
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OoooooOoao
& RmPGES-1 & ~MPGES-1 £ MPGES-1
REOES ez (| FEES (rmmamie M) [FEAES | gmeize (om
1-205 0.367 1222 0.165 1-238 0.428
1-206 0.014 1223 0.007 1-240 0.428
1-207 0.0043 1224 58 1-241 0.278
1-208 0.016 1-225 42 1-242 0.082
1-209 0.059 1-226 2.2 1-243 0.120
1-210 0.288 1227 0.050 1-244 0.021
1211 0.063 1-228 0672 1-245 0.108
1212 0.032 1-229 0532 1-246 0.307
1213 0.088 1-230 0.750 1-247 0.011
1214 0.024 1-231 0.045 1-248 0.016
1215 0.452 1-232 0.521 1-249 0.226
1216 0.039 1233 0.848 1-250 0.012
1-217 0126 1234 1.0 1-251 0.018
1218 0.070 1235 0.070 1-252 0.511
1219 0.041 1-236 0.263 1-253 0.791
1-220 0.016 1237 1.3 1-254 0.030
1-221 0.079 1-238 0.0074 1-255 0.045
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oooooo
eemmg| EPmPOEST [ [ ermPeEst [ | ermPGES-1
REOES ez (o | FEPES e memi (o |FEIES lpmmemm om
28% FAE
1-256 26 223
0.098 i i) 0.155
1-257 0.017 2-7 35 2-24 24
1-258 19 2-8 19 2-25 0.249
1-259 0.176 2-9 6.4 2-26 27
1-260 0.147 2-10 0.073 2-27 77
44% fFEZE
1-261 2-11 2-28
(4t 30 1) 0.0060 37
1-262 0.007 212 0.141 229 0.503
43% EE
1263 213 230
0.702 231 oy
1-264 0.163 214 143 2-31 0.031
1-265 0.056 2-15 16.4 2-32 0.014
1-266 0.011 2-16 0.412 233 0.102
1-267 0.150 217 0.039 234 0.163
2-1 0.283 218 0.0080 235 0.017
29 213 2-19 0.211 236 0.053
23 147 220 0.052 237 0.041
24 0.066 221 0.341 2-38 1.0
25 0.101 222 0219 239 0.450

gbooooao



(193) JP 6461637 B2 2019.1.30

Do0o00o0
ERmPGES-1 EFmPGES-1 ERmPGES-1
REOES | gt o [FEES prmma o |FEPES larmaa

2-40 1.3 2-57 0.025 2-74 0.424

241 0.429 258 0.145 275 0.0037
2-42 0.239 2-59 0.095 2-76 0.0058

2-43 0.570 2-60 0.121 2-77 0.0037

244 0.563 261 0.092 278 0.0068

245 0.012 262 0.0093 279 0.0037
2-46 0.494 2-63 0.259 2-80 0.0016

2-47 0.295 2-64 0.012 2-81 0.0027

2-48 0.019 2-65 0.151 2-82 0.0017
249 0.014 266 0.016 283 0.051

250 0.061 267 0.027 284 0.017

251 0.090 268 0.672 285 0.0016

252 0.100 269 0.084 286 0.0022
253 0.011 270 0.158 287 0.0018
254 0.170 271 0.172 288 0.0020
255 0.010 272 0.283 289 0.018

256 0.018 273 0.402 290 2.1
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ooDoooO
. - ERmMPGES-1 o N EFrmPGES-1 - ERmMPGES-1
FIES | pmmmite (o) | BT | gm0 M) | T | w0 M)
2.91 0.0016 2-108 0.0064 2-125 0.0043
2-92 0.0044 2-109 0.0028 2-126 0.0046
2-93 0.038 2-110 0.0074 2-127 0.0062
2-94 0.0041 2111 0.0044 2128 0.013 10
2-95 0.0050 2-112 0.0059 2-129 0.032
2-96 0.021 2-113 0.0051 2-130 0.035
2.97 0.0089 2114 0.0049 3-1 0.484
2-98 0.0037 2-115 0.0030 3-2 0.148
2-99 0.0017 2-116 0.0055 33 0.141 20
2-100 0.0056 2-117 0.0047 3-4 0.202
2-101 0.0065 2-118 0.0071 3-5 0.341
2-102 0.0059 2-119 0.0018 3-6 0.056
2-103 0.010 2-120 0.0041 3-7 0.019
2-104 0.018 2-121 0.014 3-8 0.0010 30
2-105 0.018 2-122 0.015 3-9 0.776
2-106 0.0050 2-123 0.012 3-10 0.016
2-107 0.0038 2-124 0.012 3-11 0.093
ooDoooo
ooDoooo
- ERmPGES-1 - ebmPGES-1 - - ErmMPGES-1
FEOES |mzmmmn o0 | TEPES |pamean o |FEPES |pmmeanum 40
3-12 0.028 316 0.0021 3-20 1.1
313 0.034 317 0.0008 321 0611
344 0.002 318 0.0012 322 6.9
315 0.0051 3-19 24.6 323 0.041
000000
OD020mMPGES-10 00D DOO0OODO0ODODOOO0ODOD 50
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O00oo
EWE= Hq17—N B2y —n 237 —

SXIMO1 |[#RBE 10 me/ke| [BMESEHEY XHEEMY

SX1M02 Bt R E SHHE G B E 30 ne/ke

SXIMO03 Bt e g EaicE k] PeERYE 30 me/kg

SX1MO4 xtREE WRPES0 mg/ke| B REHE

SX1MO5 xR E HERE30 ng/ke | BBMERIERE
oooooao
O000o0oo0o0oo0oooooooo0 oo oo o010 o0ooooooooonoan
Oo0oooooooooooooonoonononan
go0oooooooz-e98obooooOoo.swiooOOoooOOoooOOoooOOoooooonOan
goooooooooooooooooooooooboooooooboooooooooOon
go00ooo0o0ooOoADOOO0O0OO0DOoOOoOOo0oOoOOoDoOoOoDboOoOoDoDoo0oobDooooooooOon
000000000 O0ooDOoDODO0O0OO0O00O0OD10 mg/Zkg/5mLO N=10 O O 30 mg/kg/5mLO N=4
goooo0oooobooooooboooooooooboooo.s»w O oOO0O0OoOoOoOoaowMmed
0000000000000 o00o0o0ooO0ooo0oo0oO0b0OOo.oos%d PFizer OO
go0oooooooobootootooooooooooooooooooooooOf0dnOaonOan
020 LOOOODODOOOO0Oooooisooooooobobboboboboooooooooad
O00000o00o0o0o0oo0ooo0oo0ooooononOonOonOoe2040 80 120024000 0O 0O
Oo0oooooooobooootoooboooooooooooooooooooOof0OnOanan
goooooooobo4wboOOooOOOoOoOOOooOoOOobooOOoooOooOooooooonOoan
goooooooooooooooooooooooboooooooboooooooooOon
Model30 Classic0 D D 00000000000 O0DOO0oDOoOoOOoOooOoOo
go0oooooooooo0ooooboo3soo0oo=240000000000000000O
go0ooo0ooooboooooooboooooooooboo2x000obooooooonOon
O00oo0o0oo0oo0ooooooooooooooood1ml00O0O0O0O0OO0OOODOODOOODODAO
Oooooooooonoaon
0 e A A N 1 o o [ N A R B R R W e A
O00oo0oo0ooooooooooooo o000 oo oooooooooooooonbOan0aono
go0ooo0ooo0ooooo0ooooo200000000000000O000O000O0O000
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