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gbooboooooobooboobobobooooboobobobooboooboobobobao
ooobooooobooMmSo,0 0000000000 ooDoooobooooobooOon
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Oo0O00ODDO0OO08.30g0 711%0 0 3-[4-2-000000O0Og)ooooo]looooood
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gooo

'H NMR (400 MHz, CDCL,): 8y 7.03-6.83 (4H, m,7Y-V), 4.13 (2H, q, J 7.1 Hz,
OCH,), 3.85 (3H, s, OCH,), 3.09 (4H, br., NCH,), 2.76 (2H, t, J 7.4 Hz,

NCH,CH,CO), 2.66 (4H, br., CH,N), 2.52 (2H, t, J 7.4 Hz, NCH,CH,CO),
1.24 (3H, t, J 7.1 Hz, CH,CH,).

Do0o0o0a0
00000203-[4-(2-00000000)I0000]1000000000 (D2)0

OoO0ogd
N N——\_<O

o— HN—NH,
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8.30g0 28.38mmol0 D 000 0OOO0DOODOODOS8.52g0 8.3mLO 170.03mmol0 0 O O O O 18
Oo00o0O00o0O00o0o0o0o0o0oo0oooO0ooo0oboo0ooooDoOosont O0oao0oan
0000000 O0DoDO0oo0DO0DOO0O0O000ODe.80g087%0 0 3-[4-R-00000DOO0O)
0ooooooooooooob2oooooooooooDao
gogoao

'"H NMR (400 MHz, CDCl,): 8, 9.28 (1H, br. s, NH), 7.05-6.95 (1H, m,7)-}),
6.94-6.83 (3H, m, 7Y-»), 4.10-3.70 (5H, br. KT s, NH, % OCH,), 3.30-3.00
(4H, br., NCH,), 2.85-2.60 (6H, m, CH,N &U* NCH,CH,CO), 2.50 (2H, t, J
6.1 Hz, NCH,CH,CO).

LC-MS: f-E:# 2.1 %7, 100%, ES*: 279 [MH]*

Dooooo
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03}-1-000000000000 (03)0
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000000000000 0O000000000000000000000000000
00000000000OMgS0,0 000000000000 00000O0.40g0 84%0 O N-
000O0000-2-{3-[4-(2-00000000)00000]00000031-00000

-bo0obobooogbp3sgtboboobooooobgnn
gboooad

'H NMR (400 MHz, DMSO-d6): &, 9.52 (1H, br., NH), 7.59 (1H, br., NH),
6.98-6.82 (4H, m, 7V-»), 6.01 (1H, br., NH), 3.76 (3H, s, OCH,), 3.70-3.58
(1H, m), 3.00-2.90 (4H, br., NCH,), 2.65-2.50 (8H, m), 1.75-1.40 (14H, m).

Do0o0o00
0000040N-(0O000000000)-2-{3-[4-(2-00000000)00000]0

ocooo0oy-1-000000000D00O0O s
goooao

N/_\N o}
_/ “\_{

HN—NH

g>ﬂam+ :::

ocoooooOOOSmOO0O0S-4-2-00000000HX000O0D0OODOO00O0O0O00O0D
200.30g0 1.0/mmmol0 0 D00 O0O0DODOOOOODDOOOODODOO.16g0 0.165mLO 1.16mm

ol0 0 0000000000000 000000000000000000000000
0000000000000 0000000000000000000000000000
0000000000000 0OMgS0,0 000000000000 00000O0.40g0 87%
OON-000D000-2-{3-[4-(2-00000000)00000]00000031-000
000000000 DA0ONDONODOONODOODOn

Doooao

'H NMR (400 MHz, DMSO-d6): 8, 9.52 (1H, br., NH), 7.66 (1H, br., NH),
7.00-6.86 (4H, m,7Y-V), 6.17 (1H, br., NH), 3.77 (3H, s, OCH,), 3.00-2.92
(4H, br., NCH,), 2.90-2.83 (2H, m), 2.60-2.53 (2H, m), 2.32-2.25 (5H, m),
1.70-1.55 (6H, m), 1.40-1.30 (1H, m), 1.20-1.05 (3H, m), 0.90-0.72 (2H, m)

000000
00000502-{3-[4-(2-00000000)00000]0000003N-0000-1-
0000000000000

Doooo

N/—_\N 0
Q N T_(

HN——NH

}_NH

0o

oooooodd2m00O0O3-4-(2-000D00C0OOO0H)MOODOOJOOoDOoooDoDOOD
201.00g0 3.60mmoll 00000000 OOO0OCCOODODOO.4590 0.41mLO 3.78mmolO
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00000000000 000030000000000000100000000000
0000000000000 O00000000000000000000000000 1.
290 83.9%0 0 2-{3-[4-(2-0 00 00000)00000]0000003N-0000 -1-
00000000000 O0DS0000O000nOnon

ooooo

'H NMR (400 MHz, DMSO0-d6): 8, 9.56 (1H, br., NH), 7.68 (1H, br., NH),
7.60-7.40 (5H, m, 7Y-V), 7.00-6.80 (4H, m, 7Y-u), 6.19 (1H, br., NH), 3.76
(3H, s, OCH,), 2.90-2.80 (4H, br., NCH,), 2.65-2.54 (2H, m), 2.54-2.32 (6H,

m)

Do0o0o0a0
00000603-[4-(3-0000000)IO000D0]00000O00O0(D6)D

N N (o]
\_/T_<
N\

ocoooooOO0oO0osom0Ooo01-@E-0000000H)0O000O00ODODODO2.690 10.66mmo
1I003-00000000000002.4190 1.7mLO 13.32mmol0 000000 DO O 6.1g0
44 13mmol0 000 00COCODODOOOOOOOOOOODODI8DO00O0O0OOOOODO
ooooooooobooooobooooooobooooobooooobooooobooo
ooooDDOO0OOMgSO,0000000DDODODODOOOOS.00g0 91.5%0 O 3-[4-(3-00
ocoooo)YooooojoooooooopbeObODODOooooooooooDpDoooood
ugboooooooonn

ooooao

'H NMR (400 MHz, CDCly): &y 7.72-7.60 (2H, m, 79-\), 7.40-7.32 (1H, m,
7Y-1), 7.20-7.13 (1H, m,7Y-V), 4.14 (2H, q, J 7.1 Hz, CH,CH,), 3.30-3.20 (4H,

m), 2.75 (2H, t, J 7.3 Hz, NCH,CH,CO), 2.65-2.60 (4H, m), 2.52 (2H, t, J 7.3

Hz, NCH,CH,CO), 1.25 (3H, t, J 7.1 Hz, CH,CH,).
000000
0000O0003-[4-(3-0000000)00000]1000000000 (70

oodonoao
N N (]
u_\_<

ON HN—NH,

ocoooooOo3oml00O0s3-¢4-@E-0o00ooO0oO0)oooo]looooDD0OODed 3.
oogd 9.7vemmolD DO DODODODODOOOOOO?2.93g0 2.85mL0O 58.56mmold O O O O O 240
gooobooooooboooooooooooboooobobooooboboooobooo
goobooooobooocooooboboooobMso,000000000000D0O0O000
oooogz3.oog0ODooooboooooooooooobooooooboooOooobooboon
goobooogoobeoct 45y mbOO0OO0DOOOO10%000000D0O0OOA0NOO0.55g01
%o O3-4-B-0C000DO0OOHoODDOOD]JoooooOoooobroononDO
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Ooo00oao
'"H NMR (400 MHz, DMSO-d6): &, 8.97 (1H, br., NH), 7.75-7.60 (2H, m,
7Y=1), 7.44-7.32 (1H, m,7Y-1), 7.28-7.18 (1H, m,7V-1), 4.14 (2H, br., NH,)
3.35-3.20 (4H, m), 2.59 (2H, t, J 7.3 Hz, NCH,CH,CO), 2.55-2.48 (4H, m),
2.24 (2H, t, J 7.3 Hz, NCH,CH,CO).

000000
000008IN-(DO0O0D0D0O0O0D0O0D0)-2-{3-[4-(3-0000000)J0000-1-0
00000003 00000000000 (8)0

gooood
N N o
/
O,N HN—NH

(}_NH :

D00O00O03mOO03-[4-(3-0000000)I0000]000000000D70O0.
5590 1.87mmol0 00 000700 0000000000000 00000000000O0.2
890 0.30mLO 1.96mmol0 0 000 O0O0D0DO0O0O0DO0ODOODOODOODOODOODOODOODOO
0000150 00000000000000000000000000000000000
000O00O000.70g095%0 ON-(CO0DO0O0DO0D0O000)-2-{3-[4-(3-0000000)
0D00O00-1-00]10000003}00000000000D800000000000
ooooo

ooooo

'H NMR (400 MHz, DMSO-d6): &, 9.52 (1H, br., NH), 7.67-7.63 (2H, m,
7Y-V), 7.60-7.55 (1H, m,7V-V), 7.50-7.39 (2H, m, NH RO 79-1), 6.14 (1H, br.
NH), 3.28-3.25 (4H, br., NCH,), 2.84 (2H, t, J 6.4 Hz, NCH,CH,CO), 2.65-
2.53 (6H, m, CH,N &U* NCH,CH,CO), 2.35-2.28 (2H, m), 1.68-1.52 (5H, m),
1.37-1.24 (1H, m), 1.17-1.00 (3H, m), 0.87-0.72 (2H, m).

000000
0000094000000 0000)-5-{2-[4-(3-0000000)IJ0000-1-0
0]0003-2,4-0000-3H-1,2,4-000000-3-00 (D9)T

NQ\N/\/AN%O

O,N

O2vONaOHO O O DO 1omlO OO N-(UOODOOOOOD)-2-{3-4-B-000D0O0O0O)
oooooD-1-00j0000ooQo¥Yooo000000O0Oobsd 0.70g0 1.62mmold O O
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D00O00O0S0000000000000000000028%0HKHCIOO OO O pHSD OO
0000000000 0000000000000000000O0.60g089%0 0 4-(0 0
000O00000)-5-{2-[4-(3-0000000)00000-1-00]10003-2,4-000
0-3H-1,2,4-000000-3-00D00 00000000000

ooooo

'H NMR (400 MHz, DMSO-d6): &, 11.60-11.04 (1H, br., NH), 7.68-7.37 (4H,
m,7Y-1), 3.39 (2H, d, J 7.4 Hz, NCH,CH-v/u~%v)), 3.29-3.24 (4H, br.,
NCH,), 2.72-2.68 (4H, br.), 2.62-2.57 (4H, br., CH,N), 1.72-1.50 (6H, m),
1.22-1.08 (3H, m), 1.01-0.89 (2H, m).
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Ooo00oao
'"H NMR (400 MHz, CDCl,): 8y 7.02-6.82 (4H, m,7V-1), 4.20-4.10 (2H, m,
OCH,), 3.85 (3H, s, OCH,), 3.28-3.18 (1H, m), 3.09 (4H, br., NCH,), 2.80-
2.68 (4H, br., CH.N), 2.67-2.57 (1H, m), 2.31-2.22 (1H, m), 1.30-1.20 (3H,
m, CH,CH,), 1.11 (3H, d, J 6.6 Hz, CH,CH).
LC-MS: ¥4 4.30 47, 100%, ES*: 307 [MH]*
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00000)I0O000-1-00]00000000D120000
Doooao

'‘H NMR (400 MHz, CDCl,): 8, 9.52 (1H, br. s, NH), 7.05-6.80 (4H, m,7V-1),
4.10-3.60 (5H, br. KOs, NH, kRU* OCH,), 3.41-3.30 (1H, m), 3.28-3.01 (4H,
br., NCH,), 2.98-2.88 (2H, br.), 2.81-2.70 (2H, br.), 2.68-2.52 (1H, m), 2.35-
2.28 (1H, m), 1.12 (3H, d, J 6.6 Hz, CH,CH).

LC-MS: {#F¢RefE 2.44 45, 100%, ES*: 293 [MH]*
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'H NMR (400 MHz, CDCl;): 8, 9.58 (1H, br. s, NH), 7.05-6.82 (4H, m,7)-\),
3.88 (3H, s, OCH,), 3.48 (2H, d, J 7.2 Hz, NCH,v7u~%v), 3.22-305 (5H, m
& br.), 2.90-2.75 (5H, m K br.), 2.48-2.40 (1H, m), 1.80-1.60 (6H, m,
CHyjourss), 1.25-1.10 (6H, m, CH,,.., KO CH,CH), 1.06-0.85 (2H, m,
CH,junson)-
LC-MS: {#F:iR 3.98 47, 70%, ES*: 414 [MH]*
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Oo00ODDOO0O00O0O0O0o0oooOoOODOOO0O00O0O0O0O0ODDaDOo.8ogl 8490 O 5-{2-[4-
e-0ooooogoo)yooooop]loooy-4-0000-2,4-0000-3H-1,2,4-0000
oo-3-00E200 00

ooooDao

'H NMR (400 MHz, DMSO-d6): &, 11.65 (1H, br., NH), 7.61-7.40 (5H, m,
7Y-V), 6.96-6.80 (4H, m,7Y-1), 3.76 (3H, s, OCH,), 2.90-2.80 (4H, br., NCH,),
2.65-2.54 (2H, m), 2.54-2.32 (6H, m)

LC-MS: frEFR 3.39 47, 100%, ES*: 380 [MH]*
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'H NMR (400 MHz, CDCly): 8, 7.55-7.40 (3H, m,7Y-A), 7.40-7.30 (2H, m,
79-4), 7.05-6.97 (1H, m,7Y-1), 6.95 (3H. m,7Y-}), 3.95-3.80 (5H, m, CH, KU
OCH3), 3.50-2.50 (12H, 2x br., CH,), 1.38 (3H, t, J 8Hz, CH,). 30
LC-MS: {#FiRef 3.87 77, 100%, ES*: 408 [MH]*
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'"H NMR (400 MHz, CDCL,): &, 7.50-7.35 (3H, m,7Y-1), 7.30 (2H, d, J 1.6
Hz,79-M), 7.00-6.92 (1H, m,7Y-4), 6.90-6.79 (3H, m, 7Y-4), 4.50 (1H, m,
CH,CHCH,), 3.8 (3H, s, OCH,), 3.11-2.90 (4H, br., NCH,), 2.72-2.45 (8H,
m), 1.38 (6H, d, J 6.7 Hz, CH,CHCH,).
LC-MS: {555 4.17 47, 100%, ES*: 422 [MH]*
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O

Ooo0o0oao
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'H NMR (400 MHz, DMSO-d6): &, 11.58 (1H, br. s, NH), 7.32 (2H, d, J 8
Hz,7V-»), 7.08 (2H, d, J 8 Hz,79-1), 6.95-6.80 (4H, m,7Y-»), 3.83 (3H, s,
OCH,), 3.78 (3H, s, OCH,), 2.92-2.80 (4H, br., NCH.), 2.60-2.35 (8H, m).
LC-MS: fFRER 3.47 77, 100%, ES*: 410 [MH}*
ggood
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'H NMR (400 MHz, DMSO-d6): &, 11.68 (1H, br., NH), 7.61 (2H, d, J 8.7
Hz,7V-\), 7.47 (2H, d, J 8.2 Hz,7Y-V), 7.00-6.80 (4H, m,7Y-A), 3.75 (3H, s,
OCH,), 3.00-2.80 (8H, m), 2.68-2.60 (2H, m, CH,), 2.55-2.45 (DMSOIZ
Bbins), 2.45-2.35 (4H, br.).
LC-MS: sl 3.76 77, 100%, ES*: 414 [MH]*

oooooQ
00000704-0000000 -5-{2-[4-(2-0000-0000)-00000-1-00]-
0003-2,4-0000-[1,2,4]000000-3-00 (E7)0

Ooo00oao
N N N
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'H NMR (400 MHz, DMSO-d6): 8, 11.34 (1H, br., NH), 7.00-6.83 (4H, m,
79-1), 4.28 (1H, m, ¥7u~v#1), 3.80 (3H, s, OCH,), 3.10-2.90 (4H, br.,
NCH,), 2.90-2.60 (8H, br., NCH, XU*CH,), 2.15-2.00 (2H, m), 1.90-1.75 (4H,
m), 2.60-2.50 (2H, m).
LC-MS: {05 3.50 %, 100%, ES*: 372 [MH]*

oooooao
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'H NMR (400 MHz, DMSO-d6): &, 11.45(1H, br. s, NH), 7.10-6.85 (4H, m,
79-1), 3.85-3.70 (4H, m, OCH, K8 NCH), 3.30-2.80 (12H, br., CH,), 2.20-
2.00 2H, m, CH,), 1.85-1.60 (5H, m, CH,), 1.40-1.25 (2H, m, CH,), 1.20-
1.08 (1H, m, CH,).
LC-MS: {#Fsi¥HE 3.67 77, 97%, ES*: 386 [MH}"*

oooooao

00000904-0000000 -5-{2-[4-(2-0000-0000)-00000-1-00]-
0003-2,4-0000-[1,2,4]000000-3-00 (E9)0

goooao
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'H NMR (400 MHz, DMSO-d6): 8, 11.28 (1H, br. s, NH), 7.00-6.85 (4H, m,
7Y-»), 3.95-3.82 (1H, m, NCH), 3.78 (3H, s, OCH,), 3.00-2.92 (4H, br.,
NCH,), 2.78-2.55 (8H, m, CH,), 2.22-2.10 (2H, m, CH,), 1.82-1.70 (4H, m,
CH,), 1.70-1.40 (6H, m, CH,).

LC-MS: ¥ 3.85 45, 100%, ES*: 400 [MH]*

Dooooo
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'H NMR (400 MHz, DMSO-d6): 8, 11.28 (1H, br. s, NH), 7.00-6.80 (4H, m,
7Y-1), 4.00-3.90 (1H, m, NCH-v/u#/¥1), 3.80 (3H, s, OCH;), 3.02-2.90 (4H,
br., NCH,), 2.75-2.50 (7H, m), 2.28-2.21 (2H, m), 1.80-1.41 (13H, m).

LC-MS: {R¥5li¥f 4.07 27, 100%, ES*: 414 [MH]*
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'H NMR (400 MHz, DMSO-d6): &, 11.71 (1H, br., NH), 8.10-7.98 (4H, m,
79-1), 6.68-6.50 (3H, m,7Y-1), 6.95-6.75 (4H, m,7)-1), 3.72 3H, s, OCH,),
2.85-2.75 (4H, br., NCH,), 2.70-2.65 (2H, m, CH,), 2.55-2.45 (DMSOIZ
b 3), 2.40-2.30 (4H, br., NCH.).

LC-MS: fRRI 3.88 47, 94%, ES*: 430 [MH]*
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'H NMR (400 MHz, DMSO-d6): &, 11.60 (1H, br., NH), 7.40-7.25 (4H, m,
M), 6.95-6.80 (4H, m,7Y-V), 3.75 (3H, s, OCH,), 2.92-2.80 (4H, br.,
NCH,), 2.70-2.65 (2H, m, CH,), 2.55-2.45 (DMSOIic#Ebn3), 2.38 (6H,
br.).
LC-MS: fr¥siF#] 3.63 77, 100%, ES*: 394 [MH]*

gboooog
ocoooDwo4-0000-5-2-4-2-00o0o0-0o0gg)-ooooo-1-00731-000
}-2,4-0000-[1,2,41000000 -3-00 (E13)O
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'H NMR (400 MHz, DMSO-d6): &, 11.58 (1H, br. s, NH), 7.42-7.20 (5H, m,
79-1), 6.98-6.80 (4H, m,7Y-»1), 4.82 (2H, s, CH,...,), 3.78 (3H, s, OCH,),
3.00-2.80 (4H, br., CH,), 2.70-2.65 (4H, br., CH,), 2.50-2.30 (4H, br., CH,).
LC-MS: {R#H##5R1 3.54 %, 100%, ES*: 394 [MH]"
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'H NMR (400 MHz, DMSO-d6): 8, 11.65 (1H, br. s, NH), 7.45-7.30 (4H, m,
7Y-V), 7.00-6.75 (4H, m,7Y-1), 3.75 (3H, s, OCH,), 3.00-2.75 (5H, m), 2.65-
2.55 (2H, m), 2.52-2.45 (DMSOIZEDLN D), 2.40-2.30 (4H, m), 1.25 (6H, d,
J 7 Hz, iPr).
LC-MS: {F5HF 4.138 47, 100%, ES*: 422 [MH]*
oooooao 10
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'H NMR (400 MHz, DMSO-d6): 8, 7.54 (2H, d, J 8.7 Hz,7Y-V), 7.32 (2H, d, J
8.5 Hz,7Y-4), 6.95-6.80 (4H, m,7Y-1), 3.74 (3H, s, OCH,), 2.90-2.80 (4H, br.,
NCH,), 2.62-2.58 (2H, m, CH,), 2.55-2.45 (DMSOIZ#Ebh3), 2.32 (9H, s,
30
tBu).
LC-MS: #1571 4.32 47, 100%, ES*: 436 [MH]*
ogooooao
goooboo1ed4-0000-5-00-5-{2-[4-2-0000-000O0)-ODOO0OO0-1-0017
-0003%2,4-0000-[1,2,4]0 00000 -3-00 (E16)0
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'H NMR (400 MHz, DMSO-d6): &, 11.56 (1H, br., NH), 7.36 (1H, d, J 7.7
Hz,7V-V), 7.23 (1H, s, Av4'=)), 7.11 (1H, d, J 8 Hz,7V-\V), 6.97-6.80 (4H, m,
79-m), 3.75 (3H, s, OCH,), 3.00-2.80 (8H, m), 2.58 (1H, m), 2.55-2.45

(DMSOIZEDHLND), 2.11-2.02 (1H, m).

LC-MS: {R¥FIFFH 3.93 77, 98%, ES*: 420 [MH]*
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'H NMR (400 MHz, DMSO-d6): 8, 11.50-11.30 (1H, br. s, NH), 7.00-6.80
(4H, m, 79-»), 3.75 (3H, s, OCH,), 3.42 (2H, d, J 7.4 Hz, NCH.CH-
yyun*yi), 3.05-2.85 (4H, br., NCH,), 2.75-2.50 (8H, m), 1.75-1.50 (6H, m),

1.25-1.05 (3H, m), 1.04-0.85 (2H, m).

LC-MS: f#H:HR3.92 %47, 100%, ES*: 400 [MH]*
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'‘H NMR (400 MHz, CDCL,): 8, 9.79 (1H, br., NH), 7.40-7.28 (6H, m,7)-1),
7.05-6.95 (1H, m, 7Y-A), 6.95-6.83 (3H, m, 7Y-A), 5.48 (1H, q, J 7 Hz,
CH,CH), 3.85 (3H, s, OCH,), 3.25-3.00 (4H, br.), 2.95-2.40 (8H, br.), 1.90
(3H, d, J 7 Hz, CH,CH).
LC-MS: {R¥FIF 3.61 47, 100%, ES*: 408 [MH]*
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'H NMR (400 MHz, CDCLy): &, 10.2 (1H, br., NH), 7.37-7.18 (5H, m,7)-}), 20
7.05-6.98 (1H, m,7Y-}), 6.95-6.82 (3H, m,7Y-4), 3.88 (3H, s, OCH,), 3.22-
2.65 (13H, m R 3x br.,), 2.55-2.45 (1H, m, CH,,.,..,), 1.78-1.70 (1H, m,
CH,)urms),1.62-1.55 (1H, m, CH,,uyue) .
LC-MS: #E3.68 47, 100%, ES+*: 420 [MH]*
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'H NMR (400 MHz, CDCl,): &, 10.08 (1H, br., NH), 7.20-7.10 (3H, m,7Y-),
7.05-6.95 (1H, m,7Y-1), 6.94-6.82 (4H, m,7Y-)\), 4.88 (2H, s, CH, ), 3.85
(3H, s, OCH,), 3.20-3.00 (4H, br., CH,), 2.80-2.55 (8H, br., CH,), 2.33 (3H
s, CH; ).
LC-MS: {#Fs#ERT 3.62 %7, 100%, ES*: 408 [MH]*
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'H NMR (400 MHz, CDCl,): 8, 10.10 (1H, br., NH), 7.25-7.11 (4H, m,7Y-1),
7.08-7.00 (1H, m,7Y-}), 6.95-6.82 (3H, m,7Y-1), 4.90 (2H, s, CH, ,,,), 3.85
(3H, s, OCH,), 3.40-3.20 (4H, br., CH,), 3.15-2.80 (8H, br., CH,), 2.30 (3H,
s, CH; ).
LC-MS: fRF## 3.65 47, 100%, ES*: 408 [MH]*
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0oooo
(_ / \
\ 7/ \ / _ﬁ\__<€ “NH 30
\ /&
o— N
0oooo
'H NMR (400 MHz, CDCly): 8, 9.95 (1H, br., NH), 7.35-7.20 (4H, m,7V-}),
7.10-6.82 (4H, m,7Y-V), 5.82 (1H, m, J 8.2 Hz, 1v4=)), 3.87 (3H, s, OCH,), 40

3.30-2.80 (10H, br.), 2.80-2.50 (4H, br.), 2.40-2.20 (2H, br.).

LC-MS: {#FsHF#E 3.68 47, 100%, ES*: 420 [MH]*
000000
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00]1-0003¥2,4-0000 -[1,2,4]0 00 00 0 -3-0 0 (E32)0
OoOogoaog
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LC-MSO O O 0O O 3.980 O 100%0 ES*O 448[M(3°Cl, 3SCI)H]*O 450[MC3SCI, 37CIH]™
0oo0oooo

00000340 360 O

OE370000O0O00D0E340E360 00000000000
000003404-4-000-0000)-5-{2-[4--0000-0000)-00000-1-
00]1-00003-2,4-0000-[1,2,4100 0000 -3-00 (E34)0
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'H NMR (400 MHz, CDCl,): &, 9.68 (1H, br., NH), 7.65 (2H, d, J 8.7 Hz,
79-1), 7.22 (2H, d, J 8.8 Hz,79-1), 7.05-6.95 (1H, m,7-}), 6.92-6.80 (3H, m,
79-1), 3.83 (3H, s, OCH,), 3.10-2.70 (6H, 2x br., CH,), 2.68-2.40 (5H, m kT
br., CHCH, RU*CH,), 1.70-1.65 (2H, br., CH,), 1.10-1.00 (3H, br., CH,).
LC-MS: {505 4.02 47, 99%, ES*: 436 (30), 421(20), 411(45),
395(86), 393(55) [(M-Br) + H]*, 379(95), 364(50), 363 (100).
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LC-MSO O O O O 2.080 O 100%0 ES*O 438[M+H]*

oooooo
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ooooao
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'H NMR (400 MHz, CDCL): 8, 9.55 (1H, br. s, NH), 7.05-6.85 (4H, m,7)-),
3.85 (3H, s, OCH,), 3.50-3.40 (2H, d, J 7.4 Hz, NCH., ,,,..,,), 3.15-3.05 (4H,
br., NCH.), 2.84-2.75 (4H, m), 2.50-2.40 (1H, m, CHCH,), 1.80-1.60 (8H, m),
1.25-1.10 (6H, m), 1.05-0.90 (2H, m).

LC-MS: {050 3.98 57, 96%, ES*: 414 [M+H]*

Dooooo
0000037040 000000000)-5-{2-[4-(2-00000000)00000 -1-
00]J00003}-2-000-2,4-0000-3H-1,2,4-0000 00 -3-00 (E37)0
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-1-go0jooo03}-2,4-0000-3H-1,2,4-000 000 -3-0 0 D140 50mg] 0.121mmol
O O O PS-BEMPO 83mgd 0.1820mmol0 2.2mmol/g0 0 0 0 O O O O MelD 11.5p LO 0.182mmo
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000000000)-5-{2-[4-(2-00000000)00000-1-007]0000 }-2-0
00-2,4-0000-3H-1,2,4-000000-3-00E370000000000000
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00000000000 180 0000000000000 0D00ON0NON0NON0ONO0OO
000000000000 0600045py m00O00O00O00D010%0 000000000
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1H-1,2,4-000000-3-00]0003 0000-1-00)0000]10000 00 E380
0000000 O00000000
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'H NMR (400 MHz, CDCl,): &, 10.03-9.98 (1H, br., NH), 7.40 (1H, s,
CH,CONH), 7.30 (1H, app. s,7V-}), 7.19-7.13 (1H, m,7Y-1), 6.84 (1H, d, J
7.7 Hz,79-\), 6.62 (1H, d, J 7.8 Hz,7V-1), 3.44 (2H, d, J 7.4 Hz, NCH,CH-
yya~¥vi), 3.23-3.17 (4H, m, NCH,), 2.85-2.63 (8H, m), 2.15 (3H, s, CH,),
1.82-1.60 (6H, m), 1.31-1.10 (3H, m), 1.05-0.90 (2H, m).

LC-MS: {#¥:[83.14 57, 98%, ES*: 427 [MH]*
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'H NMR (400 MHz, DMSO-d6): 8, 11.32 (1H, br. s, NNH), 9.75 (1H, br. s,
NHCOCHj,), 7.22 (1H, br. s,79-V), 7.10 (1H, app. t,7Y-A), 7.00 (1H, d, J 8 Hz,
7Y-N), 7.62 (1H, d, J 8 Hz,79-1), 3.40 (2H, d, J 7.5 Hz, CH,CH), 3.15-3.00
(4H, br., CH,), 2.65-2.45 (DMSOIZEDLN D), 2.40-2.30 (1H, t, J 6.7 Hz,
CH,CH), 2.02 (3H, s, CH;), 1.75-1.50 (9H, m), 1.25-1.10 (5H, m), 1.10-0.90
(1H, m).

LC-MS: {##[3.19 47, 92%, ES*: 441 [M+H]*

oooooao
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'H NMR (400 MHz, DMSO-d6): &, 11.30 (1H, br. s, NNH), 9.72 (1H, br. s,
NHCOCH,), 7.22 (1H, br. s,79-}), 7.12 (1H, app. t,79-}), 7.00 (1H, d, J 8 Hz,
7Y-V), 7.60 (1H, d, J 8 Hz,7Y-V), 3.40 (2H, d, J 7.5 Hz, CH,CH), 3.15-3.05
(4H, br., CH,), 2.65-2.45 (DMSOIZ®Ebh3), 2.40-2.30 (1H, br., CH.CH),
2.02 (3H, s, CH,), 1.75-1.50 (11H, m), 1.25-1.10 (5H, m), 1.10-0.90 (1H, m).
LC-MS: ff#eie 3.21 4y, 100%, ES*: 455 [M + H]*

goboooo

00000410 N-[3-(4-{2-[4-(0 000000000 )-1-000-5-000 -4,5-000
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'H NMR (400 MHz, CD,0OD): &, 7.40 (1H, app. s, CH,CONH), 7.28 (1H, app.
t,79-1), 7.10-7.06 (1H, d, J 6.9Hz,7V-1), 6.85-6.80 (1H, d, J 6.5 Hz,7)-1),
3.62 (2H, d, J 7.4 Hz, NCH,»/u~¥v1), 3.50 (3H, s, NCH,), 3.32-3.28 (4H,
m, NCH.), 3.00-2.80 (8H, m), 2.21 (3H, s, CH,), 1.90-1.70 (6H, m), 1.40-1.30
(3H, m), 1.20-1.05 (2H, m).

LC-MS: #5151 4.64 %7, 100%, ES*: 441 [MH]*

Dooooao
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oooooon
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gogooobpeMO 3mlO OO0 OO0O0O0OOODOOODDOOOOOODOOODODOOdOFIash Masterd
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ooobooooooon
ooooDoo

'H NMR (400 MHz, DMSO-d6): 8,7 .00-6.85 (4H, m,7Y-1), 3.78 (3H, s,
OCH,), 3.4 (2H, d, J 7.4 Hz, NCH,»#u~¥v1), 3.28 (3H, s, NCH,), 3.00-2.90

(4H, br., NCH.,), 2.68 (4H, s), 2.62-2.55 (4H, br., NCH,), 1.72-1.50 (6H, m),
1.22-1.05 (3H, m), 1.00-0.85 (2H, m).

LC-MS: f-E5ii15.80 47, 100%, ES*: 414 [MH]*
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'H NMR (400 MHz, DMSO-d6): 6,7 .00-6.85 (4H, m, 7V-1), 3 .78 (3H, s,
OCH,), 3.65 (2H, q, J 7.2 Hz, CH,CH,), 3.42 (2H, d, J 7.4 Hz,
NCH,v/u~¥u1), 3.28 (3H, s, NCH,), 3.00-2.90 (4H, br., NCH,), 2.68 (4H,
s), 2.62-2.55 (4H, br., NCH,), 1.70-1.50 (6H, m), 1.22-1.10 (6H, m), 1.00-
0.85 (2H, m).

LC-MS: {#FFHFE 6.24 45, 96.24%, ES*: 428 [MH]*
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