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IimbooobooobooobooooiADobOoboooooooboao
ugboobooobouoboboboboouoboobobooboodo
oooboooooobooooobOoooon0aono.old o
cOmgOOODOOO.050100 g 00D 010D1I0 00000000 DO0OO0O0OODOOD0OO
ooo0O000o.o01l 1000 mgll O O 0O DO 0.010 100 mgl 10 10 OO OO
goooocoooooooooobobooooboocooboboboooobooo

OO
o0
00
OO
00
OO0

O 0Ooo0oooo
O 0Ooo0oooao

oooobooooooooooooboooooao
oooao

0000000000000 OY NVWRD OO0 27
gbooouobooboboboouobobobad
oooobOoooooooooooboooooao
gbooboDoboboooooDoo

Oo3-000-7-00000000CO0OM,5-a]00000-6-000000
oooo3-0o00-y-0ooo0opoQoO0o0D0DM,5-a]000oo0-6-000000000O00O0
ooobooooobobOoooboboOoOoOoobDbOobO?2s002300198200011.0 g, 38.5
mmolD 0000000134 mO000002mol/L000000000O00O00OO134 mL, 269
mmolOD OO0 DOO60 D010 O O0O00ODOOODOOODODOOOODOODODODODDOOOOD
coooooOoO0O2zmli/LO00C0MOnMLOO0O0O0O0OOOO3OCO0D0DOO000O0O0OO
goobi1oomObO2-000000CO0SOmMOOOO0O0O0OOCOOO0DODOO9.9 g9, 99%0 0

goo

ESI-MS m/z: 259 (M+H)*; TH-NMR (DMSO-dg, & ): 8.14 (s, 1H), 8.71 (s, 1H).
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3-000-7-0000D0-6-@-0000000DDO-1-DOO0O0O0)Y0O0O0OM,5-a]J000O
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Dooo00oO0100 MOOO0OO0O0O00O00007.7qg, 78%00000

ESI-MS m/z: 401 (M+H)*; TH-NMR (DMSO-dg, & ): 1.56-1.92 (m, 4H), 2.75-2.89 (m, 2
H), 3.07-3.20 (m, 1H), 3.71-3.83 (m, 1H), 4.59-4.67 (m, 1H), 7.17-7.34 (m, 5H),
8.08 (s, 1H), 8.08 (s, 1H), 13.17 (br s, 1H).

000 30
3-000-7-000-6-(4-000000000-1-00000)I000([1,5-a]0 0000
0002000003-000-7-00000-6-(4-000000000-1-00000)00

OO0OM,5-a]0000007.79g, 19.2mmol0 0000000 0OCO2100 mLO ON,N-000O
ocoooD0ODe6.1mL, 38.3mmolDO00ODOOOOOOSOO0O00O0OOODODDOOOOOO
gboboooooogobgobobieomtb0obbobobobobooooboobobao
oooosz3poomOODOO0OO0O0oOOO0DO0OooODODOO0OO0oOoDOD0DO0ODIIOWOOoOooooDooOs
onmODOOODOCOO0O100mOO0O0ObOO0OOOOO0ODODOOOODODODOOOODODOOOODO
ocooooobOOOO0OO0DO0oO0oOoooooOooODODOOOO0DO0OO0DOo/O0O0O0OO0ODD27100000
gboobooooooobgv7.5g9, 93%0 0000

ESI-MS m/z: 420 (M+H)™; *H-NMR (CDCl;, & ): 1.78-1.95 (m, 3H), 2.03-2.10 (m, 1H)
, 2.79-3.03 (m, 2H), 3.22-3.41 (m, 1H), 3.64-3.70 (m, 1H), 4.92-4.98 (m, 1H), 7.
20-7.27 (m, 3H), 7.32-7.37 (m, 2H), 8.29 (s, 1H), 8.29 (br s, 0.5H), 8.54 (br s,
0.5H).

00040
7-00o0o0ooo0-3-000-6-@-00000DODODD-1-00000O0)0DODODOIL,5-a]0
oooo
ooo3poooo3-00g0-7-000-6-@-000000000-1-0000O00O0)Y0O0OOO
[1,5-a]0 0 00003.0¢9, 7-2mmol0ON-O0C0O0DO0DDOOO300MOO00O0COCOOD
ooooood2.0mL, 179 mmolO 000070 002000000000 000O0O 10%0
ooooDoDOoOOoi10m)0OOC100mMO00000O0DO0I000000DODODO0O00OOO0
ooosoml0000O0O0OO0OO0DOODODO3.2¢9g, 90% O0O0OO

ESI-MS m/z: 491 (M+H)*; *H-NMR (CDCl;, & ): 1.51-1.59 (m, 2H), 1.80-1.84 (m, 2H)
, 2.60-2.68 (m, 3H), 4.11-4.36 (m, 2H), 4.85 (d, J= 6.6 Hz, 2H), 7.11-7.14 (m, 2
H), 7.20-7.44 (m, 9H), 8.04 (s, 1H), 8.18 (s, 1H).

00050
7-0000o0oo-6-@-00000D0DDOO0-1-0000O0DN)IDOOO[,5-aJUOOODO-
3-0000ad

OO00[R2-(N,N-O000000O0H)ODoO0]J000004.1 mL, 25.7 mmolO O THFO 15 mLO
oo0ooooodd2ml/L00000C0O00ODOOOOODOOOTHFO OO 13.0 mL, 25.
mmol0 0 00D OO0OO0ODODOS000000000OO0OO0OODOODODODOD4000007-000
ooo-3-000-6-@-00000CDODODODO-1-00000)00OOOIM,5-a]J0000O00
149, 2.9mol0O0OTHFO O ODOS mMLODOOO0ODODO20000000000000
Oo0oooDoOooooDo30i0oDoDodoooDoooo0oDoDo0oOoo0oooO0l mol/LO O
om0 0O0ODDOO0OO0DO0DDOD1I0D0O0O0ODODDDODOODO0DODOOODODOOSOmMLOOOOOd
oooDoDDoOoo0.9g, 67900000

ESI-MS m/z: 456 (M+H)*; *H-NMR (CDCl;, & ): 1.48-1.65 (m, 2H), 1.85-1.89 (m, 2H)
, 2.64-2.71 (m, 3H), 4.05-4.50 (m, 2H), 4.92 (d, J= 5.9 Hz, 2H), 7.13-7.16 (m, 2
H), 7.21-7.44 (m, 8H), 7.70 (br s, 1H), 8.25 (s, 1H), 8.53 (s, 1H).

00 0en
N-[7-OD0000DDO-6-@4-00000DO0DOO-1-0DD000O0DNIDOO[M,5-aJ0OOO
0-3-000001000000o0oooDo000a-10
ooosOoDo0O0O0v7-000000O0-6-@G-00000000D0D-1-0D0D0O0O0DMOIOOOL
1,5-a]0 0 000-3-0000000.9¢g, 1.9mmolOODMFO 15 MLO OO OO 0O1,1" -0O
oooooooOoooogo1l12g, 7.6mmol00 0000000200000 000000
ooooDoDDoDOoOO0O0O0oO0O0o0o0.9g, 9.5 mmolO ODBUO 1.4 g, 9.5 mmolO OO 0O O 60 O
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01l0o0ooodoooDooooDi1owd 0ooDoogoosm00ooeoml00noooogd
01000000000 oo0ooooooosoml0 00000 ooooDoODOoDOoOOoDoOg
Oo000D0DDODO0O000O0O0oooO/0000009/S/00000000000000a-10

0.8 g, 81O OO OO

ESI-MS m/z: 533 (M+H)™; *H-NMR (CDCl;, & ): 1.48-1.64 (m, 2H), 1.85-1.91 (m, 2H)
, 2.65-2.73 (m, 3H), 3.43 (s, 3H), 3.68-4.11 (m, 2H), 4.91 (d, J = 4.4 Hz, 2H),

7.15-7.18 (m, 2H), 7.22-7.44 (m, 8H), 7.68 (br s, 1H), 8.23 (s, 1H), 8.58 (s, 1H

), 10.73 (br s, 1H).

ocooooao

ocooooao

N-[7-O0000DDO-6-@-000000O0DOO-1-0D0D000O0DHYIDOO[M,5-aJ0OO0O
0-3-0000010 0000000000000 0000a-20

A e ¢ A o PR O O S 111 ] |
0000000 0oi1loooe0 00000000 Da-200.06 g, 63%0 0000

ESI-MS m/z: 559 (M+H)™; *H-NMR (CDCl;, & ): 1.09-1.16 (m, 2H), 1.44-1.58 (m, 4H)
,1.83-1.93 (m, 2H), 1.97-2.06 (m, 2H), 2.58-2.77 (m, 2H), 4.61-4.70 (m, 1H), 4.9
1{, J=4.5Hz, 2H), 7.14-7.17 (m, 2H), 7.20-7.43 (m, 8H), 7.67 (br s, 1H), 8.

22 (s, 1H), 8.58 (s, 1H), 10.68 (br s, 1H).

ocooooao

oooooao
N-[7-O0000D0D0-6-@-000000DOCO0-1-00000D)0DODOO[M,5-aJ0O0O0
0-3-0000010 0000000000000 00000D0Oa-30

I e e o o O O o D2 72 A |

molD 0000000100060 00000000O0a-300.17 g, 67%0 0000

ESI-MS m/z: 587(M+H)™; *H-NMR (CDCl;, & ): 1.35-1.61 (m, 2H), 1.78-1.97 (m, 2H),
2.65-2.89 (m, 3H), 3.30-3.50 (m, 2H), 4.84 (d, J = 5.6 Hz, 2H), 7.15-7.33 (m, 1

OH), 7.50-7.52 (m, 1H), 8.25 (s, 1H), 8.51 (s, 1H), 8.87 (s, 1H).

oooooao

oooooao
N-[7-OD0C000D0D0-6-@-000000CDODOD-1-00000)O0O0ODOIM,5-a]J0000
0-3-00000]1-N - 0000000000000 a-40
O000DDDOD00000O0O0O0O0ON-0D0000O0O0O0OO0ODOW001/83459, 0.25 g, 2.31 m

mol0 0 0000001000600 0000O0O0O0Oa-400.02 g, 1300000

ESI-MS m/z: 548 (M+H)*; *H-NMR (CDCl;, & ): 1.54-1.63 (m, 2H), 1.84-1.94 (m, 2H)
, 2.65-2.75 (m, 3H), 3.43 (s, 3H), 4.17-4.32 (m, 2H), 4.96 (d, J = 5.6 Hz, 2H),

7.01-7.42 (m, 10H), 7.80 (s, 1H), 8.24 (s, 1H), 8.59 (s, 1H), 10.72 (s, 1H).
ocooooao

oooooao
N-[7-OD0C000D0DO0-6-@-000000DODOD-1-00000)00O0ODO[M,5-aJ0000
o-3-0ooooojl-N N -O00O00ODDODOO0OO0O0O00O0a-50
0000000000000 O0O0OONN-0D0DD0O0O00D0OODOOOWo01/83459, 0.28 g, 2.
A1 mmol0 0000000100060 0000000D0Oa-500.04g, 23%0 0000
ESI-MS m/z: 562 (M+H)*; *H-NMR (CDCl;, & ): 1.52-1.63 (m, 2H), 1.82-1.92 (m, 2H)
, 2.63-2.78 (m, 3H), 3.04 (s, 6H), 4.21-4.24 (m, 2H), 4.91 (d, J = 5.9 Hz, 2H),
7.15-7.44 (m, 9H), 7.65-7.67 (m, 1H), 8.02 (s, 1H), 8.23 (s, 1H), 8.55 (s, 1H),
10.58 (s, 1H).

oooooao

oooooao

N-[7-(B-0C 000000000 O0)-6-@-00D00O0O0O000O0O-1-0000D0)YDOO0OO0OI[,
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0ooaio
3-000-7-B-000O0ooDOoOoO0OooOoO)-6-@-0000O00ODOO-1-00000)0OD0
O0[1,5-a]J0 0000
0oodooooooDooDoo3-00o0Do0o0o0o0oDooDOoo1.0g9, 3.29 mmolDO OO ODOO
0oi100040000000000001.67 g, 9800000
00020
7-B-0000DoDooo0ooDo)-6-@-00000DDDOO-1-00000)0D00OO[,5-a
Jooooo-3-00o0ooao
oooi0ooooo3-0o00-7-B-0C00O0oDOoOOoOoOOO)-6-@-0D0C0O0OO0ODDOO-1
-00000)H)0ODO0OO[1,5-a]00000D01.67 g, 3.26 mmol0 000 000O0O01I0005
0doo0oo0oo0ooDooDoo0DOoi1.43 g, 80%0 OO 0O
O oo30
N-[7-B3-00000000O0ODO)-6-@-00000D000OCO0-1-00000)Y000OI[1,
5-a00000-3-000000 0000000000000 a-60
ooo20o000o07-G@B-000o0DooOooooDoOo)-6-@-0D000U0DDDODODO-1-DOO0OO
OH)yoooOoO[1,5-a00000-3-0000000.09¢g, O.18mmolD OO O OODOODOO
000o0.1g, 1.08mmol0 0000000100060 0000000O00a-600.06 g, 64%
ooooao
ESI-MS m/z: 551 (M+H)*;*H-NMR (CDCl;, & ): 1.55-1.61 (m, 2H), 1.86-1.95 (m, 2H),
2.64-2.82 (m, 3H), 3.43 (s, 3H), 4.10-4.40 (m, 2H), 4.96 (d, J = 5.6 Hz, 2H), 7
.01-7.42 (m, 9H), 7.82 (br s, 1H), 8.24 (s, 1H), 8.59 (s, 1H), 10.72 (br s, 1H).
oooooao
oooooao
N-[7-B3-000000000ODO)-6-@-00000D0D00O0-1-00000)Y00D0OIT,
S0 000-3-00000u0U0o0000u0oo0ooDoOOgna-70
ooooecoUo20000O07-@B-C00O0oDoOOoOOOO)-6-@-0D00CO0OO0ODOO-1
-00000)OODODO[1,5-a]00000-3-0000000.09 g, 0.18 mmolO DO O OO
0oo0ooooooDooDooDo0oo0oo0o0ooDo0ooDooDo0bDoO0o0.11 g, 1.08 mmolO OO OO
o010 o00e000CO0O00D0Oa-700.04 g, 380000 O
ESI-MS m/z: 565 (M+H)*; *H-NMR (CDCl;, & ): 1.44 (t, J= 7.3 Hz, 3H), 1.51-1.72 (
m, 2H), 1.88-1.93 (m, 2H), 2.68-2.75 (m, 3H), 3.60 (g, J = 7.3 Hz, 2H), 4.22-4.3
1 (m, 2H), 4.95 (d, J = 5.3 Hz, 2H), 7.01-7.41 (m, 9H), 7.79-7.86 (m, 1H), 8.25
(s, 1H), 8.58 (s, 1H), 10.57 (s, 1H).
oooooao
oooooadg
N-[7-O0000D0COOO0OO0OOO-6-@-000O00DOOO-1-0D00O0O0OD)DDOOOIT,
b-a00000-3-00000J00000000o0DO0O0gia-80
0ooaio
3-000-7-000000DOO0OOU0ODO-6-@-0D0O0O0OO0ODOO-1-0000O)ODO
O0[1,5-a]Ju 0000
00o0o0Doo000oooDooo0oo0oooo0oo0oooDoo0oo0o0o0Do1.0g9, 3:29mmol0 O OO0
Jooil0o00d40000000000001.67 g, 98%0 00 OO
00020
7-00000o0Doo00oUoooo-e-@-00000DDOO-1-0D000O0D)ODODOOI[L,5-a
Jooooo-3-0000od
oooi0oooo3-000-7-0000O0D0DDODOO0OOO0ODO-6-@-0D0OCO0OODOO-1
-00000)H)ODODOoOO[1,5-a]J0000D00D01.67 g, 3.26 mol0 000 O00DO0DO01I00065
0000000 o0ooDoo0DOi1.43 g, 80%0 OO 0O0O
O oo30
N-[7-O0000D0COO0OO0ODOO-6-@-00000DOOO-1-0DO00O0O0)YDDOOOIT,
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5-a00000-3-00000J00000000ooDoOogna-8o
ooo2000007-000000000D0DO0O0OO0-6-@-00000OODDODO-1-0000
oH)>oooo[M1,5-a]000oo-3-00o0o0ooo.08g, 017 mmolCO0ODDOOOOOO
0000.11 g, 087 mmolO 00O DO0OOO0O01I0DD00O6BO0000000ODODa-8080 mg, 32%
ooooao

ESI-MS m/z: 539 (M+H)*; *H-NMR (CDCl;, & ): 0.88-2.11 (m, 13H), 1.85-1.91 (m, 2H
), 2.73-2.97 (m, 3H), 3.35 (br s, 2H), 3.42 (s, 3H), 3.45-3.63 (m, 2H), 7.13-7.3
5 (m, 5H), 7.65 (br s, 1H), 7.98 (s, 1H), 8.54 (s, 1H), 8.59 (br s, 1H).
ocooooao

ocooooao
N-[6-G-000000000-1-00000)-7-(00D00-3-0000000DO)YDOOO
[1,5-a]0 0 000-3-0000010 0000000000000 a-90

00010
3-000d-6-@G-0000DODUOO0-1-0D0000O0)-7-(00O0D0-3-00000000)O
OO00[1,5-a]J0 0000

oo0o0o0D0DDODO0OO000O0O0O03-0000D0DDD0OO0o0.53g, 4.90mmol0O0D0DOOOOO10
0040000000000000.38¢g, 8% O OO0

00020

6-4-0 0000 oooD-1-00000)-7-(O0OD0O-3-000000O00O)YDODODOI[L,
5-a]00000-3-00000
oooiooogoo3-0o0fd-6-@-0000DDODDODOO0O-1-00O0O00)-7-(0O000O-3-0
oo0ooDoDDoDOoO)Y)Y DO UODODO[@,5-aJ00D0DD0OO0-38¢g, 077 mmolO0D0DODOOOO100
Os50000000000000.109g, 28%0 0000

00030
N-[6-4-0D00D0DO00000-1-00000)-7-(0000-3-000000DOO)YY OO0
[1,5-a]0 0 000-3-0000010000000oooooO00a-9d
ooo200000e6-@-00 00000 O0D-1-000D00O0)-7-(0D0O0O0-3-00000
ooo)y oood[1,5-a0000-3-0000000.05¢g, 011 mmolOCOOODODODOO
Oo00OD0O(@@.052 g, 0550 moH)000D0O0O0D01I0006B6000000000Oa-900.03 g
, 58w 0000

ESI-MS m/z: 534 (M+H)*; *H-NMR (DMSO-dg, & ): 1.21-2.04 (m, 4H), 2.31-2.80 (m, 2
H), 3.19-3.58 (m, 5H), 4.32-4.71 (m, 1H), 4.75-4.90 (m, 2H), 7.13-7.43 (m, 6H),
7.62-7.71 (m, 2H), 8.39-8.51 (m, 3H), 8.75 (s, 1H), 9.34-9.49 (m, 1H).
ocoooooao

ocooooao
N-[6-4-C00D0DO00O000-1-00000)-7-(2-00000000O0CODO)HYDOOOI,
b-a0000D0-3-00000Q0 0000000000000 a-100

00010
3-000-6-4-000D0DDDOOO0-1-00000)-7-R-000000O00OOO)YDODO
OO0O[,5-a]000 00

00o0o0Doo0ooooDoo0o2-00000000000D0O0.419g, 3.6 mmolO0DODODOO
00100040000 00000000O0.27 g, 85%0 0000

O0D020
6-@4-000oooouUoo0-1-0c0o0oo)-7-(2-000000D0DODDOOO0O)ODODOO[L,5-a
j0oo0oooD-3-000oan
oooi1oooo0o0o3-000-6-@d-00D0O0O0D0O0O0O-1-00000)-7-(2-000000
ooooDoDo)YoOUOUOR,5-alooOoO0ODOD260 mg, 0O52mmolD 0000 DOOO1000
500000000000 0D0OO0.21 g, 86%0 0000

00030
N-[6-4-C00D0DO0000O0-1-00000)-7-(2-00000000O0CODO)HYDOOOI,
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5-a00000-3-0000000000000o0DoOOogaga-100
ooo2000006-@-00000C0D0ODOD-1-00000)-7-(k-0000D00000O00O0
oH)>oooDo[M,5-a]0000o0-3-0000000.06g, 0.13mmolCOODOOOOOO
00 (0.064 g, 0.65moH)J 0000000000000 0OOODDOa-1000.02 g, 2
%o Oooaod

ESI-MS m/z: 539 (M+H)*; *H-NMR (DMSO-dg, & ): 1.40-2.02 (m, 4H), 2.37-2.80 (m, 2
H), 3.22-3.48 (m, 5H), 4.38-4.84 (m, 1H), 4.88-5.07 (m, 2H), 6.92-7.04 (m, 2H),
7.15-7.36 (m, 5H), 7.40-7.46 (m, 1H), 8.48 (s, 1H), 8.76 (s, 1H), 9.40-9.50 (m,
1H).

ocoooooao

oooooao
N-[7-OD0C000D0DO0-6-@-000000DODOD-1-00000)00O0ODO[M,5-a]J0000
0-3-00000]100000000D0a-110
oo0lgooos0o0ooo7-000000Ofd-6-@G-0000D0OD0DO0OO0-1-00000)
O[1,5-a]J00000-3-000000O0.08 g, 0.18 mmol ODMFO 1 mLO O O O O
ooooo.02mL, 0.21 mmolO O 3-[B-000000O0H)IOOO]-1-0D0DO000O0O
000D0000.04 g, 0.21 mmolO O HOBtOD 0.03 g, 0.21 mmolO O OO O ODODOS5
oooooDoooooD1woooooDoDo1lmoo0oolomOo0Oooooongl
oo0oo0oDoDoDOoOoOooOoOoooozw00000000000DDOOoODDOOOO
oooo0oDoOoO0oO0oU0oOo/0000009C/1I000000000OOODDOOOa-110
.02 g, 18%0 O 0O 0O 0O

ESI-MS m/z: 525 (M+H)™; *H-NMR (CDCl;, & ): 1.50-1.61 (m, 2H), 1.79-1.86 (m, 2H)
, 2.56-2.68 (m, 3H), 3.69-3.81 (m, 9H), 4.83 (d, J= 6.4 Hz, 2H), 7.12 (s, 1H), 7
.15 (s, 1H), 7.20-7.41 (m, 8H), 7.49-7.52 (m, 1H), 8.18 (s, 1H), 8.35 (s, 1H).
ooooooao

oooooao
7-00000oDo-6-@-000000D0DO0-1-00000D)IDOOO[M,5-aJUOO0ODO-
3-00 000000000 a-120

ooooDoDOoOooooO2280 0000001 mM0000000O0NODODO0D0D000O0da
-120 0.01 g, 27%0 0 0 O O

ESI-MS m/z: 455 (M+H)*; *H-NMR (CDCl;, & ): 1.50-1.60 (m, 2H), 1.80-1.89 (m, 2H)
, 2.60-2.71 (m, 4H), 4.86 (d, J= 6.2 Hz, 2H), 5.64 (s, 1H), 7.13-7.42 (m, 10H),
7.61 (¢, J = 6.2 Hz, 1H), 7.88 (s, 1H), 8.17 (s, 1H), 8.56 (s, 1H).
ocoooooao

ocooooao
N-[7-D0C000D0D0-6-@-000000CDODOD-1-00000)00O0ODO[M,5-a]J0000
0-3-00000joopooooooog (@ooO0a-13)
JoooDoo0ooooDooooooooooooooon (0.278 g, 2.64 mmol) OO O
oooDi1oo0e0 00 O0O0O0OODODODO (0-196 g,82%) O OODO

ESI-MS m/z: 547 (M + H)*; H-NMR (DMSO-dg,d ): 1.28 (t, J = 8.1 Hz, 3H), 1.35-1.
88 (m, 4H), 2.42-2.63 (m, 3H), 3.57 (g, J = 8.1 Hz, 2H), 4.32-4.70 (m, 2H), 4.70
-4.93 (m, 2H), 7.05-7.45 (m, 10H), 8.43 (s, 1H), 8.76 (s, 1H), 9.29-9.53 (m, 1H)
, 10.55-10.91 (m, 1H).

ocoooooao

oooooao
N-[7-D0C000D0D0-6-@-000000C0DODOD-1-00000H)O0OCODOIM,5-aJ0000
0-3-0000010000000oooo(@OUa-14)
0o0ooDooooooooooooooooDooooooo (0-17 g, 0.88 mmol) O O
ooooDi10o0oe00O0O0O0O0OOODDODO (0-.08 g, 63%) O OODO

ESI-MS m/z: 595(M + H)*; *H-NMR (CDCl;,5 ): 1.49-1.66 (m, 2H), 1.86-1.91 (m, 2H)
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, 2.65-2.77 (m, 3H), 3.68-4.11 (m, 2H), 4.92 (d, J = 4.4 Hz, 2H), 7.12-7.51 (m,

15H), 7.68 (br s, 1H), 8.25 (s, 1H), 8.59 (s, 1H), 10.73 (br s, 1H).
ocoooooao

ocooooao

N-[7-OD0C000D0D0-6-@-000000C0DODOD-1-00000)00OODO[M,5-a]J0000
0-3-0000010000o0oooooo0oo0o0Qg (000 a-15)
0o0o0oooooooDoooooDoooooDooooooooo0o (0.15 g, 0-88 mmol)
0000000100000 O0ODODDDODOOO (0.08 g, 57%) ODO0OO

ESI-MS m/z: 609(M + H)*; *H-NMR (CDCl;,d ): 1.51-1.67 (m, 2H), 1.86-1.91 (m, 2H)
, 2.61-2.77 (m, 3H), 3.68-4.11 (m, 2H), 4.51 (s, 2H), 4.91 (d, J = 4.4 Hz, 2H),

7.12-7.51 (m, 15H), 7.68 (br s, 1H), 8.25 (s, 1H), 8.58 (s, 1H), 10.73 (br s, 1H

)-

ooooooao

oooooao

N-[7-OD000D0D0D0-6-@-000000DODOD-1-00000)00O0OD0O[M,5-a]J0000
0-3-00000j1jpo0o0o0o0o-4-0000000 (@ 0O0a-16)
ooooooooooDoooooDooooooD-4-0000000 (0.182 g, 1.10 mmol)
0000000100000 0OD0ODDOOOO (0.088 g,66%) OO 00O

ESI-MS m/z: 604 (M + H)*; H-NMR (CDCls, & ): 1.48-1.72 (m, 2H), 1.77-2.01 (m, 2

H), 2.51-2.89 (m, 3H), 3.43-3.55 (m, 4H), 3.71-3.86 (m, 4H), 4.03-4.51 (m, 2H),

4.84-4.97 (m, 2H), 7.08-7.49 (m, 10H), 7.57-7.79 (m, 1H), 8.23 (s, 1H), 8.55 (s,
1H), 10.63 (br s, 1H).

ooooooao

oooooao

N-[7-B-0 000000000 O0)-6-@-000000000-1-00000)0000 [,

5-aj000oo0-3-00000joooooooooo (@Oooda-17)

[OO 1]

3-000-7-B-00O0U0OoDOoOOoDUOOoOoO)-6-@-00O0O0O0O0ODOO-1-0D0000O0)H)ODO

OO0[1,5-a]000 00

oooooDoOOoO0oO0ooOooo3-ocooOooDoOoO0oO0oO0oOog (0.480L, 3.72 mmol) OO0

000010040 0000000000 (0.27 g, 73%) ODOOO

[O 0O 2]

7-3-0000ooooooo)-6-@-000C00DDODDDOD-1-00O0O0O0)DDOODOIL,5-a

00000 -3-00000

oooiooooo03-000-7-@-00000000000)-6-@-000000000-1

-Joooo)y ooo[Mn,5-alJooooo (0.27 g, 052 mmol) OO OODDODO10 OS50

oooooooooo (0.20 g, 79%) OO OO

[O 0O 3]

N-[7-(B-0C 000000000 O0)-6-@-00D0O0O0O000O0-1-0000D0)YDOO0OO0IA,

5-a]00000-3-00000]Jj00o0o0oooooo (@OOda-17)

ooo200000v7-@-000o0DooDOoOoooDoOo)-6-@-0DO0000DDODDODO-1-DO000

OH)>oooo[[,5-aj000oo-3-0o0o0o00 (0.06 g, 0.12mmol) ODODODOOOOOO

OO0 (0.06 g, 0.62mmo)00C0CD0DODI00600O0O0OO0OOODODO (0.06 g, 69%)
oooao

ESI-MS m/z: 563 (M + H)*; *H-NMR (CDCl;,5 ): 1.49-1.64 (m, 2H), 1.81-1.91 (m, 2H

), 2.60-2.77 (m, 3H), 3.43 (s, 3H), 3.66-3.89 (m, 2H), 3.80 (s, 3H), 4.89 (d, J

= 4.4 Hz, 2H), 6.80-6.89 (m, 3H), 7.15-7.35 (m, 6H), 7.65 (br s, 1H), 8.23 (s, 1

H), 8.58 (s, 1H), 10.73 (br s, 1H).

ooooooao

oooooao

10

20

30

40

50



(56) JP 5372763 B2 2013.12.18

N-[7-(3-0000000000)6-(4-000000000-1-00000)0000[1,5-
a]00000-3-00000]0000000000 (000a-18)

[0 O 1]
3-000-7-(3-0000000000)6-4-000000000-1-00000)000
O[1,5-a]0 0000

00000000000003-0000000000 (0.44 0L, 3.58 mmol) OOO0O
000100400000000000 (0.19 g, 51%) 0000

[O O 2]
7-(3-0000000000)6-(4-000000000-1-00000)0000[1.5-a]
0D0O000-3-00000
0001000003-000-7-(3-0000000000)-6-(4-000000000-1-
00000)IO0O00([1,5-a]0 0000 (0.19 g, 0.36 mmol) DO OO0 0010050
0000000000 (0.16 g, 92%) 00O OO

[O O 3]
N-[7-(3-0000000000)6-(4-000000000-1-00000)0000I[1,5
a]00000-3-00000]0000000000 (000a-18)
0002000007-(3-0000000000)-6-(4-000000000-1-00000
YIOOO([1,5-a]0 0000-3-00000 (0.08 g, 0.16 mmol) DO O ODO0ODOOO0ODO
0 (0.08 g, 0.82mmol)J 00 O00O0D0100600000000000 (0.024g, 22%)
0ooo

ESI-MS m/z: 568 (M + H)*; H-NMR (CDCl;,d ): 1.50-1.67 (m, 2H), 1.80-1.95 (m, 2H
). 2.62-2.78 (m, 3H), 3.42 (s, 3H), 3.66-3.89 (m, 2H), 4.95 (br s, 2H), 7.09-7.3
4 (m, 9H), 8.04 (br s, 1H), 8.24 (s, 1H), 8.59 (s, 1H), 10.73 (br s, 1H).
0oooOooo

Do0o0o00
N-[7-(1-00000000)-6-(4-000000000-1-00000)0000I[1,5-a]0
0000-3-00000]J]0000000000 (0 00 a-19)

[0 O 1]

ooos-[,2-0000-4,6-0000-1,3-00000-5-0000)H>0000007-1H-
ooooo-4-00000000

oooooDoDO (15-39g, 106 mmol) ODODODOO @50mL) OODOOOODDODOOOOO
ooooD (@v.emL, 1006 mmol) OODODO200 00000000 COODDOOOOOO
ooo0 3-000-4-0000000D00OD0O0O0O00O (a5g, 96.7 mmol) OO0 O03000

gbooboooooogoobgobobobobicobobobobobooooobobobao
ocoooooOOO0OO0OOoO0oOoooooOoO0OD0 (qomL) OoOoOoooOoOoD40DO0O0OOO
ocoooODOO0OO0O0O0O0O0O0D0D0O (26.39g, 8% O0O0OO

TH-NMR (DMSO-dg, & ): 1.33 (t, J = 7.0 Hz, 3H), 1.69 (s, 6H), 4.31 (g, J = 7.0 H
z, 2H), 8.41 (d, J = 1.8 Hz, 1H), 8.79 (d, J = 14.3 Hz, 1H), 11.7 (d, J = 13.9 H
z, 1H), 13.5 (br s, 1H).
[0 O 2]
3-000000000-7-000000000([1,5-a00000-6-00000
0001000000005-[(2,2-0000-4,6-0000-1,3-00000-5-0000)
000000 ]H-00000-4-00000000 (14.9 g, 45.6 mmol) 0000000
(227 ML) 0O0O0O0OO0O0OO0OOO0OOOO0 (25, 182 mmol) DO OO OO OCDOOO
000000000000 00000000000 (83.2mL, 182 mmol) 0O OO0 OO 1
oO0000D0O000O001000000000010000000000000000000
000000000 (5m) 01000000000000000100000000000
000000000000 0O00O0O00O0O00D0O00DO0O0 (0ml) 0000000004
O0000000000D0000000O0000 (10.59, 91%) 0000
TH-NMR (DMSO-dg, & ): 1.33 (t, J = 7.1 Hz, 3H), 4.34 (q, J = 7.2 Hz, 2H), 8.30 (
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s, 1H), 8.42 (s, 1H).
[0 O 3]
3-000000000-7-00000-6-(4-000000000-1-00000)0000T
1,5-a]0 0000
03-000-7-000000000([1,5-a]00000-6-00000000000000 20
00003-000000000-7-000000000([1,5-a]00000-6-00000
(2.48 g, 9.9mmol) 00 DO00D0D01002000000000000(2.64 g, 68%) O
0oo
TH-NMR (DMSO-dg, & ): 1.32 (t, J = 7.0 Hz, 3H), 1.56-1.90 (m, 3H), 2.73-2.80 (m,
2H), 3.11-3.23 (m, 2H), 3.75-3.79 (m, 1H), 4.33 (q, J = 7.0 Hz, 2H), 4.59-4.63
(m, 1H), 7.18-7.34 (m, 5H), 7.99 (s, 1H), 8.27 (s, 1H), 12.54 (br s, 1H).
[O O 4]
7-000-3-000000000-6-(4-000000000-1-00000)0000 [1,5-
a]00 000
03-000-7-00000-6-(4-000000000-1-00000)0000 [1,5-a]00
0000000000030 00003-000000000-7-00000-6-(4-0000
00000-1-00000)0000([1,5-a]0 0000 (1.0g, 2.5mmol) 000000
0D1003000000000000 (0.614 g, 59 %) 0000
TH-NMR (CDClg, & ): 1.44 (t, J = 7.1 Hz, 3H), 1.80-1.92 (m, 3H), 2.06-2.11 (m, 1
H), 2.79-2.85 (m, 1H), 2.99 (dt, J= 13.2, 2.6 Hz, 1H), 3.26-3.38 (m, 1H), 3.61-3
.66 (m, 1H), 4.47 (g, J = 7.0 Hz, 2H), 4.93-4.98 (m, 1H), 7.20-7.37 (m, 5H), 8.6
7 (br d, J = 20.0 Hz, 1H), 8.74(s, 1H).
[0 O 5]
3-000000000-7-(1-00000000)-6-4-000000000-1-00000
Yoo OO([1,5-a]0 0000
0004000007-000-3-000000000-6-(4-000000000-1-000
00)0ODOO([1,5-a]0 0000 (0.30 g, 0.73mmol) ON, N-ODOOODOOODOO0O (
2ml) 00O0O0O01-00000000 (0.187 mL, 1.45 mmol) 0O OO 700 00200 O
000DO0000010% 0000000 (0m)I0 (0m) OO0C0OO0C0CO0C0100000
000000000000 (0nm) 0000000000 (0.399 g, 99%) 0000
ESI-MS m/z: 498 (M + H)*; *H-NMR (CDCl;, & ): 1.13-1.98 (m, 5H), 1.42 (t, J = 7.
1 Hz, 3H), 1.66 (d, J = 6.8 Hz, 3H), 2.34-4.78 (m, 4H), 4.44 (q, J = 7.1 Hz, 2H)
, 5.14-5.54 (m, 1H), 7.12 (d, J = 7.1 Hz, 2H), 7.20-7.45 (m, 9H), 8.25 (s, 1H),
8.52 (s, 1H).
[C O 6]
7-(1-00000000)-6-(4-000000000-1-00000)0000 [1,5-a]00
0D00-3-00000
00s000003-000000000-7-(1-00000000)-6-(4-0000000
0-1-00000)0000([1,5-a]0 0000 (0.399 g, 0.73 mmol) DO O OOO (1
mL)OTHFO 15 mL0 000002 mol/L00000000O00O0 (10 mb) OO0 O 750
30000000000000000000000000000THFOOOOOO0OO00O
2mol/L OO (0m) 0O00O00O0030000000000000000 (20 mL) O
000000000 (0.254 g, 74%) 0O OO
ESI-MS m/z: 470 (M + H)*; *H-NMR (CDCl;, & ): 1.04-2.70 (m, 5H), 1.68 (d, J = 6.
6 Hz, 3H), 4.39-5.82 (m, 5H), 7.00-7.76 (m, 10H), 8.17 (s, 1H), 8.57 (s, 1H).
[OO7]
N-[7-(1-00000000)-6-(4-000000000-1-00000)0000 [1,5-a]0
0000-3-00000]0000000000 (000 a-19)
000600000 7-(A-00000000)-6-(4-000000000-1-00000)0
O00[1,5-a]0 0000-3-00000 (0.059g, 0.11 mmol) 00D 0O00O00O0DO

Oo0ooOgood
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(0.052 g, 0.55 mmol) OO0 O CODOOC100600000000000 (0.033 g, 55%)
0000

ESI-MS m/z: 547 (M + H)*; *H-NMR (CDCl;, & ): 1.15-2.68 (m, 5H), 1.68 (d, J = 7.
0 Hz, 3H), 2.91-5.78 (m, 5H), 3.42 (s, 3H), 6.86-7.81 (m, 11H), 8.15 (s, 1H), 8.
61 (s, 1H), 10.71 (s, 1H).

0oooooo

oooooo
N-[7-(2,3-0000-1H-0000-1-00000)-6-(4-000000000-1-0000
0)DODOO[1,5-a]00000-3-00000]0000000000 (000 a-20)

[0 O 1]
7-(2,3-0000-1H-0000-1-00000)-3-000000000-6-(4-000000
000-1-00000)0000([1,5-a]0 0000

01-0000000 (0.09mL, 0.7 mmol) 0O O0D0O0D0019005000000000
00 (220 mg, 89%) OO OO

[C O 2]
7-(2,3-0000-1H-0000-1-00000)-6-(4-000000000-1-00000)
OO000([1,5-a]0 0000-3-00000
0001000007-(2,3-0000-1H-0000-1-00000)-3-000000000 -
6-(4-000000000-1-00000)0000([1,5-a]0 0000 (220 mg, 0.43 mmo
HDO0DO0O0DO00D01900600000000000 (154 mg, 74%) 000 O

[O O 3]
N-[7-(2,3-0000-1H-0000-1-00000)-6-(4-000000000-1-0000
0)DODOO[1,5-a]00000-3-00000]0000000000 (000 a-20)
0002000007-(2,3-0000-1H-0000-1-00000)-6-(4-00000000
0-1-00000)0000([1,5-a]00000-3-00000 (50 mg, 0.104 mmol) O O
000000000 (39 mg, 0.42mmol) DO0DDODO0D1006000000000000
(33 mg, 57%) 0 OO0

ESI-MS m/z: 559 (M + H)*; H-NMR (CDCl,8 ): 1.72 (br s, 2H), 1.98-2.11 (m, 3H),
2.68-3.17 (m, 8H), 3.43 (s, 3H), 4.48 (br s, 1H), 7.18-7.34 (m, 10H), 8.28 (s,
1H), 8.53 (s, 1H), 10.78 (br s, 1H).

ooooooo

oooooo
N-[7-0000000-6-(3-000-4-000000000-1-00000)0000 [1,5-a

J00000-3-00000]0000000000 (000a-21)

[O O 1]

000 3-000000000-7-0000000001([1,5-a]00000-6-000000
00

0000190 02000003-000000000-7-000000000[1,5-a]000

00-6-00000 (27.0 g, 0.11 mol) 01,2-0000000 (320mL) 000000

O

O

0

O
O

00000 (39 mL, 0.54 mol) JOOOOODMF (22mLl) O0O00600000000
0000000000000 000000000000000000 (300m) 000
00000000000000 (75m, 0.54mol) 0O0O0DO00O0O00O0 (50 mL)

03000000000000020000000000000000000000000

O2mol/LO0 0 (U500 ml) DOOOCODOOCOOOOOOOODOOOOOOOO (50 mL)

00000000000 000000 (27.59, 95%) 0000

TH-NMR (DMSO-dg, & ): 1.33 (t, J = 7.0 Hz, 3H), 3.79 (s, 3H), 4.34 (g, J = 7.0 H

z, 2H), 8.26 (s, 1H), 8.39 (s, 1H).

[O O 2]

0007-000-3-0000000000000([1,5-al00000-6-00000000

03-000-7-00000-6-(4-000000000-1-00000)0000 [1,5-a]00
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0000000000010 00000003-000000000-7-000000000
[1,5-a]00000-6-00000000 (13.7 g, 51.0mmol) OO0 OO0 OO 100 30
00000000000 (Q4.1g, 96 % 0000

TH-NMR (CDCl5, & ): 1.43 (t, J = 7.0 Hz, 3H), 4.05 (s, 3H), 4.46 (q, J = 7.0 Hz,
2H), 8.74 (s, 1H), 9.20 (s, 1H).

[0 O3]

D00 7-0000000-3-0000000000000([1,5-a]00000-6-0000
0000
03-000-7-000-6-(4-000000000-1-00000)I000[1,5-a]J]0000
00000000020 00000007-000-3-0000000000000 [1,5-a]
00000-6-00000000(7.0g, 24.4mmol) 0000000100400 0000
000000 (6.4g, 73 % 0000

TH-NMR (CDCl5, & ): 1.40 (t, J = 7.0 Hz, 3H), 3.91 (s, 3H), 4.42 (q, J = 7.0, 2H

), 5.58 (br s, 2H), 7.26-7.38 (m, 5H), 8.42 (s, 1H), 8.92 (s, 1H), 10.01 (s, 1H)

[O O 4]

Oo0o0o0ooDo-3-000000o0o0oDo000d,5-ajJo0oDoo-6-00000
30000000 7-0000000-3-0000000000000I[A,5-a]00
-6-000opoooo0Oo (6449, 17.7mmol) OODODOO (OML) DOOCOOODOO
O (23.79g, 0.18 mol) DO DO OQOS 0004000000000 ODDODOOOOO
Od2mol/LO0 0 (OS500 ML) ODOODOODODODODODOODIDOOODOOOOOOO
ooooDoDOoO0o0ooOoooooooODoDOoOO (omL) DODODOODDOOOS000
oo0opDoDoODOoO0oOooooooooooD (k-249, 8% OOOO

TH-NMR (DMSO-dg, & ): 1.29 (t, J = 7.0 Hz, 3H), 4.27 (q, J = 7.0, 2H), 5.52 (br
s, 2H), 7.27-7.37 (m, 5H), 8.51 (s, 1H), 8.78 (s, 1H), 10.17 (br s, 1H), 13.50 (
br s, 1H).

[O O 5]
7-000o0o0oo-3-0o0oDoog0uooDo-6-B-000-4-000000O0DDO-=-1-000
oo)yYoooo[Mm,5-alJooooo
ooo4000007-000000D0-3-00000000D00QOODODOIM,5-aJ0 0000 -
6-0 0000 (0.20 g, 0.58 mmol) ODMF (2 mL) OO O O0O0O3-000-4-00000000
oooooD@UOOoOoOoOoooooooOoODDoDoODO0oDO0DO0Do0DOoO0ooooOOD2z200 7090, 0.
15 g, 0.70 mmol) O01-0 000000 OCOODOOO (0-13 g, 0.70 mmol) OO O 1-0
00-3-[3-(ouooooo)ooojoooooooooo (0.10 g, 0.70 mmol) OO
oo0o0Do30 0000000000 oo0oDoDoDo0o0o0oDoo0oo0D Qoml) OOOooOoOod
0Oo0o00D0DDODO0O000O0O00ooOoOoOooODDDODOO0DOoDOoOoooosDODODDODOoOOoDOoOg
0oooooooooo (0.23g, 81%) O O0OO

[O O 6]
7-000o0oo0o0-6-B-000-4-00000D00DD-1-00000)00ODODO[1,5-a]0
oooo-3-00000
o3-0oooouoooo-7-Q-00o0O0O0ooDoO)-6-@-0D0000DDODO-1-D00O
OH)>oooo[M[,5-aj000ooooooooDoos000007-00o00000-3-000
ocoooooD-6-GB-000-4-00000D0DOO0O0-1-00000D)DODDOI[M,5-a]J000
00 (0.23g, 047 mmol) DDODOOOO100GBO00000000ODOOO (0.21 g, 92
%) 0000

[O0O 7]
N-[7-ODO0OCOO0OO0ODDO-6-B-000-4-0000D00000-1-0000CDO)YDDOOOI[M,5-a
j0oo0o0o0ooD-3-000oojjoooooooooo (0O0oa-21)
ocooe0DDOOOO7-00000D0DO-6-B-000-4-000000DODD-1-00000)
oo0o00[M,5-a]00000-3-00000 (0-209 g, 0.445mmol) ODODOOOOOODO

Oo0OoO0oooog N
O0Ooo0oooao
OO oO0ooog
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00 (0.211 g, 2.23mmol) 000D OD0D0100600000000000 (0.042 g, 17
%) 0000
ESI-MS m/z: 547 (M + H)*; *H-NMR (CDCl,d ): 0.69-0.74 (m, 3H), 1.23-1.84 (m, 2H
), 2.00-2.35 (m, 1H), 2.60-2.77 (m, 3H), 3.66-3.89 (m, 2H), 4.88 (br s, 2H), 7.0
9-7.42 (m, 10H), 7.64 (br s, 1H), 8.24 (s, 0.3H), 8.26 (s, 0.7H), 8.57 (s, 1H),
10.75 (br s, 1H).
0oooooo
Do0o0o00
N-[7-0000000-6-(4-(2-00000000)I00O00-1-00000)1000T([1,
5-a]0 00 00-3-00000]10000000000 (000O0a-22)
[0 O 1]
00003-000-7-0000000[1,5-a]00000-6-00000000
3-000-7-00000-6-(4-000000000-1-00000)0000([1,5-a]000
00000000000 0003-000-7-000000000([1,5-a]00000 -6-0
0000000 (000000000000 O0O00O0O00DO0O00O0O025002350, 8.1
3g,28.6mmol) 000000010030 00000000000 (7.329g, 84 %) OO
00
[C O 2]
000 7-0000000-3-0000000[1,5-a]00000-6-00000000
0001000000003-000-7-0000000T([1,5-a]00000-6-000000
00 (7.359g, 24.0mmol) 00 O0O0O00D01004000000000000 (8.32 g, 9
2%) 0000
[0 O 3]
7-0000000-3-0000000([1,5-a]00000-6-00000
0D3-000000000-7-(1-00000000)-6-@-000000000-1-0000
0D)IOOO[1,5-a]0 000000000000200000000 7-0000000 -3
-0000000([1,5-a]00000-6-00000000 (2.20 g, 5.86 mmol) 00 OO
000190 0600000000000 (1.36g, 67%) 0000
[0 O 4]
7-0000000-3-000-6-[4-(2-00000000)00000-1-000007]00
00 [1,5-a]0 0000
0D003W00007-0000000-3-0000000([1,5-alJ00000-6-00000
(0.150 g, 0.400 mmol)0 4-(2-0 00 00O000)0 0000 (0.091 g, 0.480 mmol) O
000000210050 0000000000 (0.177 g, 80%) OO OO
[O O 5]
7-0000000-6-[4-(2-00000000)I0O000-1-00000]0000([1.5-a
]J0o00O00-3-00000
0004000007-0000000-3-000-6-[4-(2-00000000)I00O00-1
-00000]0000([1,5-a]0 0000 (0.165 g, 0.317 mmol) OO O OO OCO1005
00000000000 (0.153 g, 100%) 00O O
[O O 6]
N-{7-0000000-6-[4-(2-00000000)I00O00-1-00000]10000[1,
5-a]0 00 00-3-000003 000000000 (000a-22)
00O0sS000007-0000000-6-[4-(2-00000000)00000-1-0000
0D0J00O0OO0[1.,5-a]0 0000-3-00000 (0.153 g, 0.317mmol) D OOOD0OOODO
000 (0.175g, 1.85mmol) 0000000100600 000000000 (0.099 g,
56%) 0000
ESI-MS m/z: 564 (M + H)*; *H-NMR (CDCl,d ): 1.44-1.73 (m, 2H), 1.73-1.98 (m, 2H
). 2.49-3.01 (m, 2H), 3.01-3.24 (m, 1H), 3.41 (s, 3H), 3.82 (s, 3H), 4.10-4.69 (
m, 2H), 4.89 (d, J= 5.4 Hz, 2H), 6.79-7.00 (m, 2H), 7.00-7.14 (m, 1H), 7.14-7.50
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(m, 6H), 7.51-7.83 (m, 1H), 8.22 (s, 1H), 8.55 (s, 1H), 10.73 (br s, 1H).
ooooooao
oooooao
N~{7-0000Q0D0DO0-6-4-(0CO0O00-2-00H)IDODODDOO-1-000O0O0]J0O00OOMA,S
—al00000-3-00000YY0O0O0oooooO (OO0a-23)
[O O 1]
3-000-7-000O00O0D-6-4-(0O0D000-2-00)H)000D00O-1-000007000
O[1,5-a]J00000
ooo0D22003000007-0000000-3-0000000[MQ,5-alJ00000-6-0
0oooo(¢@.10 g, 0.29 mmoDHO4-(COO0ODODO-2-00)000O000O0O0O (0.07 g, 0.35
mmol) D0 DOO0OO0OO0210050 0000000000 (0-14 g, 99% OO OO
[O 0O 2]
7-0000o0oo-6e-4-(O0000-2-00)0000D0-1-00000]10000[1,5-a]
ooooo-3-00000
oooiooooo3-00o0-7-000D0O0O00-6-M4-(OO0O0ODO-2-00)00000-1-
oooooD]l]oo0oU0O,5-aJoooon0 (0-.14 g, 0.28mmol) OO D DO OOO 10050
oooooooooo (0.06 g, 44%) OO 00O
[O O 3]
N-{7-00C000DDO-6-4-(000D0-2-00)0000-1-00000OC]10DDOOA,5
-—a]00000-3-000003Y00O0oooooO ((@O0a-23)
ooo200000v7-0000oDOoOO0-6-4-(CO00D0-2-00H)0DO0OO0O0-1-0D0000
oj0ooo0o0D[M,5-a]J000o0oo-3-0o0o0o0 (0.06 g, 0.12mmol) OODDOODOOOO
OO0 (0.057 g, 0.600 mo)OOODODDODODO1IDOGBO0O0OO0OOOODDOOO (0.02 g, 31
%) 0000
ESI-MS m/z: 539 (M + H)*; 'H-NMR (CDCl;,d ): 1.49-1.64 (m, 2H), 1.81-1.91 (m, 2H
), 2.60-2.77 (m, 3H), 3.43 (s, 3H), 3.66-3.89 (m, 2H), 4.89 (d, J = 4.4 Hz, 2H),
6.77 (d, J = 3.0 Hz, 1H), 6.97 (dd, J = 3.0, 4.9 Hz, 1H), 7.16 (d, J = 4.9 Hz,
1H), 7.15-7.35 (m, 5H), 7.66 (br s, 1H), 8.22 (s, 1H), 8.54 (s, 1H), 10.55 (br s
, 1H).
ocoooooao
oooooao
N-{6-[4-(3-000-1,2,4-000000-5-00)00000-1-000007]-7-(2-000
ocooooDoOoOH)Y OUOoodo@,5-alODODDD-3-00000}YWOoOoODOoOooOoDoOOO (@O
0 a-24)
[O O 1]
ooo3-000-7-(2-00000CO0O0OD0DOOYY O ODOOR,5-aJODDOO-6-00000
ooo
000o0Doo0oooDoDoOoUdo-0DO0D0O0O0 (2-33mL, 22.8 mmol) OO OO OODO?2200
200000000000 (-.094g, 949 O OOO
[0 0O 2]
3-000-7-R-0000D0DO0U0DO0O0O)YO0DO0U0,5-a00D0O0O0O-6-00000
ooo0O 7-0000000-8-00000D00O[M,5-aJu000O0-6-00000000O00
ocooooDoOO1DO0O0oo0ooooo3-000-7-2-0000000O0OODO)HYDDOOOA,S5-a
Joo0oooD-6-00000000 (5-09¢g, 13.6 mmol) DO OO O0DODO220030000
oooooogd (2.13 g, 45%) OO OO
[O O 3]
3-000-6-[4-(3-000-1,2,4-000000-5-00)0000-1-00000C7-7-C-
0o0o0ooooooo) Dooo[,5-alJ00oood
04-(3-000-1,2,4-000000-5-00)00000000(0.193 g, 0.957 mmol) O
OO0 0oD2000003-000-7-R-0000000O0OO0OO)OOCODOM,5-a]J0000
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O0-6-00000 (0.300g, 0.869 mmol) DD OO O0DO220040 00000000001
(0.116 g, 27%) OO OO

[O O 4]
6-[4-(3-000-1,2,4-000000-5-00)000O00-1-000007-7-(2-00003
0dooooo)yoDooo[l,5-a0ooo-3-000ooad

0003w 0o0o003-000-6-[4-B-000-1,2,4-0000-5-00)00000-1-00
000)]-7-(2-0000000000)I000[,5-a]0 0000 (0.122 g, 0.246 mmo
DO0ODO0OO0DO0OOD1OO0s500000000000 (0.094 g, 82% OO OO

[O O 5]

N-{6-[4-(3-0 0 0-1,2,4-000000-5-00)00000-1-000007-7-2-000
ooooooo)oooo[[,5-aubooo-3-00oooyyooooooooo (oo
0 a-24)

000400 0006-4-B3-000-1,2,4-000000-5-00)00000-1-0000
0)]-7--0000o0Do0O0ooo)ydOdO0[,5-au0O0O0O0d-3-00000 (0.094 g,
0.203mmoDH)IODOOOODODODOODO (0.110 g, 1.01 mmol) OO OO OOO 100600
O00o0oO0oOoooOo (0.025 g, 22%) O O 00O

ESI-MS m/z: 554 (M + H)*; *H-NMR (CDCl3,5 ):1.46 (t, J = 7.3 Hz, 3H), 1.63-1.85
(m, 2H), 1.88-2.12 (m, 2H), 2.40 (s, 6H), 2.55-2.99 (m, 2H), 2.99-3.18 (m, 1H),
3.61 (g, J = 7.3 Hz, 2H), 3.70-3.93 (m, 2H), 7.08-7.44 (m, 5H), 8.27 (s, 1H), 8.
37 (br s, 1H), 8.63 (s, 1H), 10.51 (br s, 1H).

gooooon

gooooao
N-{7-0000000-6-4-(H-00000-1-00)00000-1-00000710000°TL
1,5-a]0 0 000-3-000003YY0000Db00Db0O0 (OO0da-25)

[0O 1]
7-0000000-3-000-6-4-(H-O00000-1-00)0000C0O-1-00000710
O0O0[1,5-a]0 0000
oooozx003000007-0000000-3-0000000([1,5-aJ00000-6-0
0000 (0.215 g, 0.625 mmo)0 4-(AH-0 000 O0-1-00)00000000 (WO2004/
094371, 0.129 g, 0.687 mmol) 00 00000210 0500000000000 (0-155
g, 52%) 0 OO0

[OO 2]

7-0000000d-6-4-(H-O0 0000 -1-00)IO0O0OO0DO0O-1-00000]J0000[A,S
a0 0000-3-00000
ooodiliooooo7-0000000-3-000-6-4-(H-O0O0O0O0-1-00)H)00O00OO
-1-0 000010000 [[1,5-a]J0 0000 (0.125 g, 0.260 mmol) O OO OO 0O O 220
Os500000000000 (0.108 g, 93%) OO OO

[O O 3]
N-{7-0000000-6-[4-(AH-00000-1-00)00000-1-00000J0000T([
1,5-a]00000-3-000003Y000000000 (O000a-25)
ooodo200oob7-000O0O0D0O0O -6-4-(H-OD00O0D0-1-00)H)ODUODDODOD-1-0DOOO
O0JUOO0OO0O[1,5-a00000-3-00000 (0.102 g, 0.229 mmo)O OO OO OO
0000 (0.109 g, 1.14 mmol) OO 0D ODDOODO1I0060000000000O0O (0.064
g, 53%) 0D O0OD

ESI-MS m/z: 523 (M + H)*; *H-NMR (CDCl;,8 ): 1.74-2.25 (m, 4H), 2.51-3.06 (m, 3H
), 3.42 (s, 3H), 4.19-4.41 (m, 2H), 4.81-5.00 (m, 2H), 6.27 (s, 1H), 7.22-7.43 (
m, 6H), 7.52 (s, 1H), 7.66-7.90 (m, 1H), 8.20 (s, 1H), 8.58 (s, 1H), 10.70 (br s
, 1H).

gooooon

oooooao
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N-{7-00000D00-6-4-@G-0C000DODODOOHMIDOOO-1-DOOOO]O0DODOOIT,
5-a]0 00 00-3-000003Yy000oooooo (@0O0da-26)

[O 0O 1]

7-0 000000 -3-000-6-4-@-00000DDODOHIODOO-1-0000CO0]O0D0O
O0[1,5-a]000 00
ooo0o2003000007-0000000-3-0000000M,5-alJ00000-6-0
0000 (@.174 g, 0.506 moDO 4-4-0 0000000 O0O0DoDOoODoOOO (0.120 g,
0.556 mmol) DD OODODOD210 0500000000000 (0-231g, 90%) O OOO
[0 0O 2]
7-000000O0O-6-4-@G-0000DDOOHMYIDDODOO-1-0D0O0O0O0]I0DO0OO[M,5-a
j0oo0o0oooD-3-0000a0
oooiooooov7-0000O0O0O0-3-000-6-4-@-0000D0ODDOOHYIODOOO-1
-Jdooolooo0oMm,5-a]Jo0ooo (0.220 g, 0-4331 mmol) OO OODODOO 220
o550 0000000000 (0.183 g, 89%) DO OO

[O O 3]

N-{7-0 000000 -6-4-@4-0000CODODOODNMIOODODO-1-0D0COOD]IOOOOIA,
5-a00000-3-000003YY00D0D000O0oD0 (OO0 a-26)
ooo2000007-0000000-6-4-@-0000000O0HYOODDOO-1-0000
Oj0ooo00[M,5-a]J0000o0-3-00000 (0.09 g, 0.190 mmol) OO O OOOOO
OO0 (0.094 g, 0951 mmol) OODODODOOOD1IDOGBO00000ODODOOOOO (0.025 ¢
, 24%) 0000

ESI-MS m/z: 551 (M + H)*; 'H-NMR (CDCl;,8 ): 1.32-1.50 (m, 2H), 1.60-1.83 (m, 2H
), 2.32-2.74 (m, 3H), 3.29 (s, 3H), 3.68-4.39 (m, 2H), 4.66-4.91 (m, 2H), 6.80-7
.08 (m, 4H), 7.08-7.35 (m, 5H), 7.45-7.67 (m, 1H), 8.06 (s, 1H), 8.46 (s, 1H), 1
0.61 (br s, 1H).

ocoooooao

ocooooao
N-{7-00000D00-6-4-R-C000D0D0DOOHMIDOOO-1-DOO0OO]O0D0O0OOIT,
5-a]j0 0 000-3-000003YyYy0o0o0oooooo (@ooa-27)

[O 0O 1]

7-0 000000 -3-000-6-4-2-00000D0O0OHY00ODOO-1-00000]0D0
O0[1,5-a]000 00
ooo0o2003000007-0000000-3-0000000M,5-alJ00000-6-0
0000 .174 g, 0.506 moDO 4-(2-0 00000000 OooDoood (0.120 g,
0.556 mmol) DD OODODODO210 0500000000000 (0-35g, 90%) OO OO
[O O 2]
7-00000oo-6-4-R-0C0C0U0DDOOHMYOIDDOO-1-0D000O0]0DO0OO[M,5-a
j0oo0o0ooD-3-0000a0
oooiooooo7-00000O0O0-3-000-6-4--00000DDOODYYIODOOO-1
-JodooolooooMm,5-a]Jooooo (0.220 g, 0-4331 mmol) OO OODOOO 220
os50000000D0DO0O0g (0.072 g, 3%%) ODOOO

[O O 3]
N-{7-00000D00O-6-4-(2-0000CO0CDODOODYIODODOO-1-00O00D]000O0OI,
5-a0000-3-00000}YY00D0D0O0O0oo0o (@Oooa-27)
ogoo2000gov7-0000ooDO-6-4-R-C000DO0OODOHYYODDODODO-1-DOOO
ojooo0o0M,5-a]J000o0o-3-00o0o0O (0.035g, 0.074mmol) OO DO ODOOOO
OO0 (o.038g, 0.37v5mmol) OODDODOOOD1IDO6BO00O00O0OODDOOOOO (0.011 g
, 27%) 0000

ESI-MS m/z: 551 (M + H)*; *H-NMR (CDCl;,8 ): 1.48-1.75 (m, 2H), 1.75-1.96 (m, 2H
), 2.39-2.89 (m, 2H), 2.89-3.15 (m, 1H), 3.41 (s, 3H), 3.84-4.59 (m, 2H), 4.82-4
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.98 (m, 2H), 6.97-7.49 (m, 9H), 7.61-7.80 (m, 1H), 8.22 (s, 1H), 8.58 (s, 1H), 1
0.73 (br s, 1H).
oo0ooo0oQ
ogooooao
N-{7-0000000-6-[4-(2-0000000)00000-1-000007]0000¢0C [1,5-
a0 0000-3-00000Y000O0oDO0O0ooOoO0O (OO0 a-28)
[O O 1]
7-00000o0oD-3-000-6-[4--000000O0HYOODOODO-1-D0O00O0DO0]000
O[1,5-a]0 0000
07-0000000-3-000000000000O0[[,5-ajJ00000-6-000000
doooooooz2ex03000007-0000000-3-0000000([1,5-a]000
O0-6-00000 (0.20 g, 0.58 mmoND4-(2-0 0000000000000 (0.1
59, 069 o000 0000210050 0000000000 (0.25g, 8% 000
0
[OO 2]
7-0000000-6-4-R-0000000)D0O00O0O-1-00000]10000I[1,5-a]
ooooo-3-00ggao
dooiliocoooo7-0000000-3-000-6-[4-R-0O00000DO)Y)I0OODOO-1-
O00O00]Jo000[@,5-aJ0 0000 (0.25g, 0.49 mmol) OO OO0 OO 10 0O 50
0000000000 (0-1949g, 8% OO0OO
[O O 3]
N-{7-0000000-6-[4-(2-0000000)00000-1-00000]0000¢0C [1,5-
a0 0000-3-00000Y000O0DO0DO0ooO0O (OO0 a-28)
ooodo20000bO7-0000000-6-4-(2-0000D00OO0HYYIDOODDUO-1-0D00ODOO
JOOODO[1,5-a]00000-3-00000 (0.09g, 0.19 mmol) OO O DOOODDOOO
0O (0.090 g, 0.950 moH)O OO OOODOI00GB00O000O0OOOOO (0.03 g, 30%)
goodad
ESI-MS m/z: 547 (M + H)*; 'H-NMR (CDCl;,8 ): 1.51-1.59 (m, 2H), 1.80-1.84 (m, 2H
), 2.35 (s, 3H), 2.60-2.68 (m, 3H), 3.43 (s, 3H), 4.11-4.36 (m, 2H), 4.93 (br s,
2H), 7.11-7.45, (m, 9H), 7.69 (br s, 1H), 8.24 (s, 1H), 8.57 (s, 1H), 10.73 (br
s, 1H).
gooooon
oooooao
N-{7-0000000-6-[4-(B-0000000)I0000-1-00000]0000[1,5-
aJ0000D0-3-000003¥Y000000000 (000a-29)
[OO 1]
7-0 000000 -3-000-6-4-GB-000000O0HYO0O0DOOD-1-0000D]J000O
0[1,5-a]0 0000
07-0000000-3-00000000C00O0O00O[1,5-aJu0O00O0-6-000000
0000000020030 00007-0000000-3-0000000[1,5-a]000
O0-6-00000 (0.20 g, 0.58 mmol)04-(3-0000000)I0DO0O0O00OO0 (0.1
5g, 0.69mmoN00O0DDO002100500000000000 (0.22 g, 77%) 00O
O
[OO2]
7-0000000-6-[4-RB-0000000)00000-1-0000070000I[1,5-a]
oo0oooo-3-00000
00010000 y-0000000-3-000-6-[4-B3-0000000)Y00000O-1-
0000000 00([1,5-ajJ0 0000 (0.22g, 0.44mmol) DO DO ODO OO 10050
0o0o0o0o0oO0ooooQg (0.19 g, 92%) 0 O0OO
[O O 3]
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N~{7-00000D00-6-4-B-0000DODOHYOIODOD-1-0D00OO0O]J0DDODO[,5-
a0 00 00-3-000003YY00OoDoooooo (@ooa-29)
ooo2000007-0000000-6-4-B-000000O0)0OODD-1-00000T
J0o000[,5-aJ00D000-3-00000 (0.09 g, 0.19mmol) DD O ODOODDODOO
O (0.090 g, 0.950 mo)D OO ODODDIODOGB0 0O OOOOODODODO (0.04 g, 38%)
oooo
ESI-MS m/z: 547 (M + H)*; *H-NMR (CDCl3,8 ): 1.52-1.59 (m, 2H), 1.80-1.84 (m, 2H
), 2.34 (s, 3H), 2.60-2.68 (m, 3H), 3.43 (s, 3H), 4.11-4.36 (m, 2H), 4.92 (br s,
2H), 7.11-7.51 (m, 9H), 7.70 (br s, 1H), 8.24 (s, 1H), 8.56 (s, 1H), 10.76 (br
s, 1H).
ooooooao
ocooooao
N-{7-00C000D0O-6-4-@4-0000COCDODOHYIODODDODO-1-000OOCO]IO0ODDOO,5-
al0000-3-000ooodoooooooo (0Odda-30)
[O 0O 1]
7-0000o0o0o0-3-000-6-4-@¢-0000O0OCOHYIDODODOD-1-OOOOO]OOO
O[1,5-a]J00O00n
O7-0000000-3-0000000000000[,5-aO00ODO0O-6-000000
oooo0oDDOO0OO0220003000O07-0000000-8-0000000[M1,5-alJ000
oo-e-00000 (0-20 g, 0.58 mmol)0 4-4-000000COHYODDODOOODOO (0.1
59, 0069 mmoD)D0 0000002100500 000000000 (0.22¢9g, 77% 00O
O
[0 0O 2]
7-0 000000 -6-4-@G-0000DDOOHYOIODDOO-1-00000]00D0O[1,5-a]
ooooo-3-00000
oooiooooovy-000oo0ooo-3-000-6-@-@-00D00ODODDHYODODOOO-1-
0Oo0o0oDo]uooo[,5-al00o0ogd (0.22g, 0,44 mmol) DD OO OODOL00OSBO
oooooooooo (0.20 g, 95%) 0O OO
[O O 3]
N-{7-00C0O00D0DO-6-4-@4-000DC0OCDODOHYIODODODUO-1-O00OOCO]IODOO,S-
al0000-3-000oodoooooooono (0Odda-30)
ooo2000007-0000000-6-4-@-0000000O0)DO0OODODO-1-00000
o000 [[1,5-a]000Q0O0-3-00000 (0.09g, 0.19mmol) OO O OOOODODOO
0 (0.090 g, 0950 moHO D ODOOOO1I0DD060 00000 OODOOO (0.03 g, 28%)
oooao
ESI-MS m/z: 547 (M + H)*; H-NMR (CDCl3,d ): 1.52-1.59 (m, 2H), 1.77-1.83 (m, 2H
), 2.34 (s, 3H), 2.60-2.68 (m, 3H), 3.43 (s, 3H), 4.11-4.36 (m, 2H), 4.92 (br s,
2H), 7.11-7.51 (m, 9H), 7.70 (br s, 1H), 8.24 (s, 1H), 8.56 (s, 1H), 10.76 (br
s, 1H).
ocoooooao
oooooao
N{7-0 000000 -6-4-(00O00DO0-5-00)IO0O0O0O0-1-0000O0]10D0D0OO[M,5
—al00000-3-000003Y0O0O0ooooooO (@O0a-31)
[OO 1]
7-000o0o0ooDo-3-0o0popooo0uooDo-6e-@-(ODO0O0OO0--00H)IODDOO-1-00
oooljooo00O[,5-al]oo0ooo
ooo02004000007-00000D000-3-0000000CD0ODDOO0OOIMOM,5-a]0
oooo-e-000no0no (0.16 g, 0.47 mmol) OD4-(0O0 D0 O O-5-00)00000 (WO2
0047094371, 0.09 g, 0.57 mo) 0 0 0000021005000 000000000 (0.2
0g, 0.41 mmol) OO OO
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[O 0O 2]
7-0000o0o0o0-6-4-(O0000-5-00)000D0-1-00000710000[1,5-a]
oooooD-3-00000
o3-0oooouoooo-7-Q-00o0O0oO0ooDo)-6-@-0DO0000DDODODO-1-DO0O0OOT
oH)yoooo[M,5-aj00oooooooDoDoOoD1IDoDoo0o7-00o0o0ODO0O0O-3-000
ocooooD-6-4-(000O0-5-00)MIODOO0OO0-1-00000C]J0DDODOI[M,5-a]J00
Ooo0o0o (0.21 g, 041 mmol) DO D OODODI0OOGBO000O0O0OODOOOOO (0.14 g,
71%) 0 00O
[O O 3]
N-{7-00000D00-6-4-(CO0O0O0-5-00H)IDODDDOO-1-000O0O0]J000OO0OM,5
00000 -3-000g0oyo0oooooon0o (0o da-31)
ooo2000007-0000000-6-M4-(00000-5-00)0DDODO0O-1-00000
oj0ooo0o0M,5-a]0000o0-3-00000 (0-1449g, 0.29mmol) ODODODOOOOOO
00 (0.138 g, 1.45mmoDH)0 00000010060 000000O0ODO0O (0.04 g, 26%
)oooao
ESI-MS m/z: 535 (M + H)*; *H-NMR (CDCl3,d ): 1.51-1.59 (m, 2H), 1.80-1.84 (m, 2H
), 2.60-2.68 (m, 3H), 3.42 (s, 3H), 4.11-4.36 (m, 2H), 4.94 (br s, 2H), 7.25-7.4
3 (m, 5H), 8.20 (s, 1H), 8.56-8.61 (m, 3H), 9.14 (s, 1H), 10.70 (br s, 1H).
ooooooao
oooooao
N-{7-00000D00-6-4-(0OCOO000D-2-00)0DD0O00-1-00000]J0000[M
,5-a]0 0000 -3-00000Yooopooooogd (000 a-32)
[O O 1]
07-00o0o000oo0-3-000oDoDoo0oo0-6-4-(0O0D0D000-2-00)00DO0O0O -1-
ooooo]oo00[@,5-aJooooan
ooopD2004000007-0000000-3-00000000DDODO0O0OI[MQ,5-a]0
oooo-e-00000 (0.20 g, 0.58 mmol) D4-(0DODODOOO-2-00)000O0O0O0 W
020017036980, 0.11 g, 0.70 mmol) DO 0D OO0 DOO210 0000000000000 (
0.20 g, 72%) O O OO
[O O 2]
7-0o0o0o0ooo-6-@d-(CO0O00D-2-00)IDODDODO0OO-1-0000O0]JO00O0OO[,5-
al0 0 0o0o-3-0o0ooan
o3-0ooopoooooo-7--coooooDOoO)-6-@-U00O0O0ODODDDO-1-0000
OH)yoooOo[l,5-a]00 00000000 O0DDOD1IOO0OO0DOY7-00D00OO00O0O0=-3-000
ooooooD-6-4-(00000D0-2-00)00000-1-0000C0O]J000OO[1,5-a]0
oooo (0.20g, 0O42mmol) OODODODOODOD1QOOGB0000O0ODOOOOOO (0.16 g
, 81%) ODDOOO
[O 0O 3]
N{7-0 000000 -6-4-(00000D0O-2-00)00000-1-0000CDO]J0D0O0OM
,5-al0 0000 -3-00000}Yooopoooooo (0o0oa-32)
ooo2000007-0000D0DO0O0-6-4-(CO00DODO-2-00)00000-1-000
oojooo0[M,5-a]J00o0o0o0-3-00000(.08g, 0.17 mmol) DO OO OOOO
ooo (o.081g, 0850 mo)DOODODDDODO1IDOBO0OOOOOODDODOO (0.04 g,
46%) O 0O 0O O
ESI-MS m/z: 524 (M + H)*; *H-NMR (CDCl;,8 ): 1.51-1.59 (m, 2H), 1.80-1.84 (m, 2H
), 2.60-2.68 (m, 3H), 3.42 (s, 3H), 4.02-4.21 (m, 2H), 4.87 (br s, 2H), 7.08 (br
s, 1H), 7.26-7.38 (m, 5H), 7.62 (br s, 1H), 7.72 (br s, 1H), 8.17 (s, 1H), 8.58
(s, 1H), 10.64 (s, 1H).
ooooooao
oooooao
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N~{7-00000D00-6-4-@G-0C000DDODOHYOODODO-1-0D00O0O0O]0DDODO[A,5-
a0 00 00-3-000003YY0O0DOoDOoooooo (@ooa-33)
[O 0O 1]
7-00000D00-6-4-@G-0C000DDODOHYOIODOD-1-0D00OO0O]-3-00000D0
ooooDoDO[M,5-ajoooon
ooo0D2004000007-00000D000-3-0000000C0ODDOO0O0OI[MOQ,5-a]0
oooo-e-00000 (0.20 g, 0.58 mmol) D4-(4-0 000 00ODO)YDOOODO (0-14
g, 0.70mmol) OODODODODOO21005000000000000 (0-249g, 8% O0OO
O
[O O 2]
7-0000o0oo0-6-4-@G-C000DDOOHYOIODDODO-1-0000O0]0D0D0O[,5-4a]
oooooD-3-00000
o3-0ooopoooooo-7-Q-coooooDoOO0)-6-@-0U000O0OODDDO-1-0000
OH)YOooO[1,5-a]0000000OO0O0O0DO0DDOD1WOOO0ODOY7-000000OO0O-6-[4-(4-
oooooDoOOo)Y O oooo-1-0ooooDoO]-3-0000goooooooO0O0m,5-aljoo
Ooo0O0 (0.24g9, 046 mmol) OOODODDODOIOOGBOOOOOOODDODOO (0-19 g,
87%) 0 OO0
[O O 3]
N-{7-00C000D00O-6-4-@4-0000COCDODOHYIODODDODO-1-000OOCO]IODDOO,S5-
a0 0 000-3-000003YO0O0Oooooooo (@ooa-33)
ooo2000007-0000000-6-4-@G-0000DODOOHYTIODODO-1-0D0DO0OO
0000 [[1,5-a]00000-3-00000-.09g, 0.19mmol) DD OO OOOODODO
O (0.090 g, 0.950 mo)D OO ODODODI1I0DOGB00O0OOOOODODODO (0.054g, 47%)
oooao
ESI-MS m/z: 567 (M + H)*; 'H-NMR (CDCl;,8 ): 1.51-1.59 (m, 2H), 1.80-1.84 (m, 2H
), 2.59-2.70 (m, 3H), 3.42 (s, 3H), 3.91-4.15 (m, 2H), 4.91 (d, J = 6.6 Hz, 2H),
7.07-7.10 (m, 2H), 7.23-7.43 (m, 7H), 7.72 (br s, 1H), 8.21 (s, 1H), 8.58 (s, 1
H), 10.72 (br s, 1H).
ooooooao
oooooao
N-[7-2-000000000DO)-6-4-000-4-0000000D0C-1-00000)O0O
OO0[1,5-a]00000-3-00000J0000000000(@0OD0a-34)
[O O 1]
3-0oo0ooooDoo-7-D0000-6-@-000-4-0000D00O0O0OO0-1-00000)
Oo00D0[1,5-a]0000n
ooopDi1002000003-0000D0DODO0O00-7-000000ODDOO[M,5-a]000
oo-e-00000 (583 mg, 2.32 mmol) D4-000-4-000000000O0 (OOOO
00000000 0D0OO0o00o0O0O0OdOOnD4ino 0532000590 mg, 2.79 mmol) OO O
oo0o0oDi1002000000000000 (650 mg, 69%) OO OO
[0 0O 2]
7-000-3-000000Do0U0-6-@G-000-4-0D00000D0D0D0OO0-1-00000)OO
O0[1,5-a]000 00
o3-0oo-7-00000-6-@-0000D0DODOOO0-1-00000H)DODDODOI[M,5-a]J00
ooooooooooolooooo3-00oDooo0o0oooD-7-00000-6-@-000 -4
-jd0o0o00goooo-1-00000)dbooO0[,5-aJoogogno (650 mg, 1.59 mmol)
Oo000DDOD0D10 03 0oooooooDoDo0O (429 mg, 63%) OO0OO
[O O 3]
3-0o0o0oooDoog-7-R-000oDoDooOoOoo)-6-@-000-4-00000000OO
-1-000oo) DoooMm,5-ajJooooo
ocoo2000007-000-83-000000000-6-W-000-4-00000000O0O -
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1-00000)0000([1,5-a]0 0000 (210 mg, 0.49 mmol) DJo-0 0000 (0.08
mL, 0.74 mmol) OO0 O00OO0O1900500000000000 (@53 mg, 63%) 00O
O

[0 O 4]
7-2-0000D00o0ooo)-e-@-000-4-00000000DO-1-00000O0H)O0OO
O[1,5-a]00000-3-00000
ooo3qnoooobs3-0o0ooDooDooo-7-(2-00000000O0ODO0O)-6-(4-000 -4-
00000000 0-1-00000)0000([1,5-a]J0 0000 (153 mg, 0.32 mmol) O
O0o0ooOool1eoo0e000d00O0UoOoOoOOooO (107 mg, 72%) OO0 0O O

[O O 5]

N-[7-R-0 00000000 0)-6-(4-000-4-0000000D00-1-00000)HYO0O
00[1,5-a]00000-3-00000710000000000 (000a-34)

000400 0007-R-0000000000)-6-4-000-4-000000000-1-
0o0ooo)yooooD[[,5-a00000-3-00000 (60 mg, 0.13 mmol) DO DO OO
oooooo (émg, 051 mmol) DO OO ODOO10060 0000000000 (20 m
g, 28%) 0 0O0OO

ESI-MS m/z: 561 (M + H)*; TH-NMR (CDCl;,8 ): 1.21 (s, 3H), 1.46 (t, J = 7.4 Hz,
3H), 1.54 (br s, 4H), 1.98-2.05 (m, 2H), 2.33 (s, 3H), 3.31-3.36 (m, 2H), 3.61 (
g, J = 7.3 Hz, 2H), 7.08-7.40 (m, 9H), 8.28 (br s, 2H), 8.61 (s, 1H), 10.53 (br
s, 1H).

gooooon

gooooao
N-{7-0000000-6-[4-2-0000000)YI0O0OOO0O-1-00000]00000I[1,5-
al0000-3-000o0o0yoooooooonO (0ODOa-35)

[0O 1]
7-0000000-3-000-6-4-(2-0000000)IO00OO0O=-1-000007000
0[1,5-a]0 0000
oooozx003000007-0000000-3-0000000([1,5-aJ00000-6-0
0000 (0.150 g, 0.400 mmo0 1-(2-0 00 0000)0O0O000O0 (0.084 g, 0.480 mm
o) D0 0D0D0O00210050 0000000000 (0-170 g, 79%) O OO0

[0O 2]

7-0000000-6-[4-(2-0000000)I00O00-1-000007]0000¢0 [1,5-a]
O0o0o0o-3-00000
oobo0i1iooooby7-00000D00O0-3-000-6-4-(2-000000DOHY0DOODOAO -1-
O00O00]oO000([1,5-a]0 0000 (0.160 g, 0.317 mmol) 0D O OO0 DO22005
O00o0oO0ooooooo (0.149 g, 100%) OO OO

[O O 3]
N-{7-0000000-6-[4-(2-0000000)I0000-1-000007]0000O0T[1,5-
aJ00000-3-000003¥Y000000000 (000 a-35)
O002000007-0000000-6-4-R-0000000)00000=-1-00000
J0000[1,5-a0 0 000-3-00000 (0.149 g, 0.317 mmol) DO 0D O0ODODO
OO0 (0.175 g, 1.82 mmoDI 0 000D D1006000000000O00 (0.072 g, 41
%) 0000

ESI-MS m/z: 548 (M + H)*; *H-NMR (CDCl3,d ): 2.28 (s, 3H), 2.59-2.97 (m, 4H), 3.
12-3.95 (m, 7H), 4.84-4.96 (m, 2H), 6.90-6.98 (m, 1H), 6.98-7.11 (m, 1H), 7.11-7
.48 (m, 7H), 7.60-7.85 (m, 1H), 8.22 (s, 1H), 8.58 (s, 1H), 10.69 (br s, 1H).
oo0ooo0oQ

ogooooao
N-{7-0000000-6-[4-(2-0000000)00000-1-000007]0000¢0C [1,5-
a0 0000-3-000003YY0O0DO0oOooooOo (OO0 a-36)
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[O O 1]
7-000000o0-3-000-6-4-(-000000COHYIDODDOOO-1-000O0O0]O000
O[,5-a]J00000
0o0ooz2003000007~0000000O0-3-0000000([1,5-a]00000O-6-0
OoOo0O0(.091 g, 0.243 mmoH)O 1-(2-0 000 000)00oO0O0O (0.057 g, 0-239 mm
o) JJO00O0OOO21005000000000OODO (0.102 g, 69%) O OODO

[O O 2]
7-0000000-6-[4-R-0000000)DO0ODODO-1-000007000AO[1,5-a]
ooooo-3-00000
ooo0iooooov7-0000D0D0OO0-83-000-6-4-R-0CO000D0O0OHY0O0DOO-1-
ooooo]joooo[,5-a]Ju0ood (0.102 g, 0.184 mmol) OO OO OO DO22005
oooooDoOoooog (0.087 g, 94%) 00O OO

[O O 3]
N~{7-00000D00-6-4-R-C000DO0ODOH)IO0ODOD-1-0000O0]J0DD0ODO[,5-
a0 0 000-3-00000yo0oo0ooooooo (oooa-36)
ooo2000007-0000000-6-4-2-0000000)DOQ0CODD-1-00000T
J0oo0o00[l,5-aJu0000-3-00000 (0.087 g, 0.1277 mmol) DO OO ODDOOO
OO0 (0.084 g, 0.855 mmol) DO OODODODO1I0D 0600000 OOODOO (0.025 g,
25%) 0000

ESI-MS m/z: 569 (M + H)*; *H-NMR (CDCl5,8 ): 2.80-3.06 (m, 4H), 3.06-3.91 (m, 7H
), 4.82-5.01 (m, 2H), 6.90-7.11 (m, 2H), 7.18-7.50 (m, 7H), 7.60-7.86 (m, 1H), 8
.21 (s, 1H), 8.60 (s, 1H), 10.70 (br s, 1H).

ooooooao

oooooao

N-{6-[4--0 000000 0O0DODODODO-1-000007]-7-(2-000000000O0O)O
Oo00[M,5-a]00000-83-00000Y00O0O0O0O0OOO (@OOa-37)

[OO 1]
3-000-6-[4-k-00000CO0OHYIDDODODO-1-DOO0OO0]-7-(2-000D00O0O0ODOO
OH)oooo[M,5-ajoooon

04-(3-000-1,2,4-0000-5-00)0 0000000000 DODDO1-2-000000
0O0)ooDoDOO (0135 g, 0.691 mmol) DO OO O0DODO240 030000000 0O0O0O0
0O (0.291 g, 96%) O O OO

[O 0O 2]

6-[4-(2-0 000000 OOoUooo-1-000o0o]-7-(2-0000O0O0O0OoOOO)H)0OO
O[1,5-a]J00000-3-00000
oooi1oo0o0003-000-6-[4-R-0000000H)I0OODOO-1-000007-7-C2-
0o0o0ooooooo) DooD[,5-aJu000gd (0.280 g, 0.533 mmol) DO DO OO
0010050000000 0000 (0.220 g, 84%) O OO0

[O O 3]

N-{6-[4-2-0 000000 00O0DO0DO0O-1-000007]-7-(2-00000CO0ODOO0O)O
O00[1,5-a]0000C0-3-000003Y0000o0oDoo0 (000 a-37)
ooo22000006-4--000000O0HYIO0D00O0-1-000007]-7-2-00000
ooooo)Y oOooo@,5-aJooo0OD-3-00000 (0.110 g, 0.224 mmol)O O O O
0000000 @.049 g, 0,448 mmol) DD DO O OODI0DDO6O0O0DODODOOOODOO (
0.025 g, 19%) 0 O OO

ESI-MS m/z: 583 (M + H)*; *H-NMR (CDCl;,8 ): 1.46 (t, J = 7.3 Hz, 3H), 2.43 (s,
3H), 2.82-3.00 (m, 4H), 3.26-3.49 (m, 4H), 3.62 (q, J = 7.3 Hz, 2H), 6.94-7.06 (
m, 2H), 7.16-7.41 (m, 6H), 8.32 (s, 1H), 8.34-8.38 (br s, 1H), 8.64 (s, 1H), 10.
53 (br s, 1H).
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oooooao
N-{7-00000D00-6-4-@-0000CODODODNMIOODODO-1-0D0OO0OD]O0O0OO0OA,
5-a]0 0 000-3-000003Y000oooooo (@OOda-38)
[O O 1]
7-00000o0o0-3-000-6-4-@4-0000O0OCOOHYIODODDODOD-1-0O0OOO]ODO
OO0O[1,5-a]0 0000
07-0000000-3-0000000000000[1,5-a000D00-6-000000
oooDoDDoOO0OO0o2200300007-0000000-8-0000000[1,5-a]000
oo-e-0000001-@-000C00CO0ODODDHYY OODODOO (0.06 g, 0.35 mmol) 0O OO
00020050 0000000000 (0-.11219g, 62%) OO OO
[O O 2]
7-0 000000 -6-4-@G-0000000O0)YYDODODDDO-1-00O0O0O0]JODOODO[L,5-a
00000 -3-00000
ooo0iooooov7-000000O0-3-000-6-[4-@-00000DO0OOH0O0DDODO-1
-Joooo)looooM,5-aJooooo (0.112g, 022 mmol) OO ODODODOOL0 OS50
ooooDoDoDOoOoOoO0O (0.04g, 3dw) OO OO
[O O 3]
N{7-0000000-6-4-@-0000C0ODODOODYIODODODO-1-0000D0O]O000O0 [,
5-a]0 00 00-3-000003YyY000oooooo (@OOda-38)
ooo2000007-0000000-6-4-@G-000000O0DOHY DODDDO-1-0000T
OJjoooD[,5-a]00000-3-00000 (0.04¢9g, 0.08mmol) OO O OODODODOO
OO0 (0.038 g, 0,400 mol) OODODODODOIDOGBOOOOOOODDODOO (0.02 g, 4
8%) 0 OO0
ESI-MS m/z: 552 (M + H)*; *H-NMR (CDCl3,8 ): 2.91-3.21 (m, 4H), 3.26-3.52 (m, 4H
), 3.42 (s, 3H), 4.91 (br s, 2H), 6.95-7.06 (m, 2H), 7.26-7.41 (m, 7H), 7.83 (br
s, 1H), 8.19 (s, 1H), 8.58 (s, 1H), 10.67 (br s, 1H).
ocoooooao
oooooao
N-[7-2-CO0O0DDODO0OO0O0O0O0)-6-@-0O00DDODOODOO0O-1-0000O0O)DDDOO[A,S-
a0 0000-3-00000]J000000oooo (@OoOoa-39)
[O O 1]
3-000-7-2-0o0o0OoDDOO0OO0O0)-6-@-0000D0ODODOOO0-1-00000)OD0OD0
O[,5-a]J00000
00o0oDooooooDoo00do-0DO0O0O0O0 (0.27 0L, 2.50mmol) DO O OODODOIOO
A0 0000000000 (0.88 g, 99%) OO OO
[O O 2]
7--000o0oooooo)-6-@-000000DDO0O-1-00000)000O[1,5-a]
ooooo-3-00000o
ocooiooooo3-0g0g-7-k-0o0opooDoo0oooo)-6-@-00000000OO0O-1-
ocoooo)YOoOooo@,5-alJooooOD (0-88g, 1.78 mmol) OO DO DO OO0 10050
oooooooooo (0.65 49, 8% O0O0OO
[O O 3]
N-[7-(2-CO0O0OD0DDODOO0O0O0O0O)-6-@-0O00DDODOOOO-1-0000CO)DDDOO[,S-
a0 000-3-00000]oooooooooon (0O0da-39)
goo2000ggo7-k-00oooogoooo)-6-@-00C0000DDODOD-1-0DDODOO
yYoooOo[l,5-alJo0o0o0o-3-00000 (0-30g, 0.66 mmol) OO0 OO OOOODOO
O (0.35 g, 3.30mmo)J00CCO0ODI0DD0EO0000O0OODOOODO (0-21 g, 58%)
oooao
ESI-MS m/z: 547 (M + H)*; 'H-NMR (CDCl3,8 ): 1.46 (t, J = 7.0 Hz, 3H), 1.51-1.59
(m, 2H), 1.79-1.84 (m, 2H), 2.42 (s, 3H), 2.60-2.68 (m, 3H), 3.61 (g, J =7.0H
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z, 2H), 3.85-4.15 (m, 2H), 7.14-7.39 (m, 9H), 8.33 (s, 1H), 8.35 (br s, 1H), 8.6
3 (s, 1H), 10.54 (s, 1H).

oo0ooo0oQ

ogooooao
N-[7-(2-0000000000)-6-(4-000000000-1-00000)0000[1,5-
a0 0000-3-0000010000000000000O0 (OO0 a-40)
oooo3uo2000007-2-00000000D0O0O)-6-@G-000DO0ODOODODO-1-0O
00O0O0O)OOO([1,5-a]00000-3-00000 (0.30 g, 0.66 mmol) D OO ODOO
O00O0oO0oooO0o (0409, 3.3mmoDHO0D0OCOO0OODIDO6BO00O000O0O0OO0OO0
(0.23 g, 63%) 0 OO0

ESI-MS m/z: 559 (M + H)*; H-NMR (CDCl3,3 ): 1.10-1.17 (m, 2H), 1.45-1.59 (m, 4H

), 1.79-1.83 (m, 2H), 2.42 (s, 3H), 2.59-2.68 (m, 3H), 3.06-3.15 (m, 1H), 3.89-4
.11 (m, 2H), 7.14-7.39 (m, 9H), 8.32 (s, 1H), 8.36 (br s, 1H), 8.63 (s, 1H), 10.

64 (s, 1H).

goooooan

oooooao

N-[7-( 4-0000000000)-6-(4-000000000-1-00000)0000[1,5
a0 0000-3-00000]10000000000 (000 a-41)

[O O 1]

3-000-7-@-0 000000000 )-6-@-000000000-1-00000)000
0[1,5-a]0 0000

0dooooooooDooDodbop-00000 (0.77 g, 7.15mmol) OO OO ODOO1004
O0O0oooooooo (0.18 g, 51%) 0 O0O0OO

[0 O 2]

7-(4-0000000000)-6-(4-000000000-1-00000)0000[1,5-a]
oo0oooo-3-00000
ooboiooooobs3-000-7-@G-000bO0bO0DOoDOoDO)-6-@-00000D0ODOO -1-
000O0D0)IODOO[1,5-al]0 0000 (0.18 g, 0.36 mmol) OO D0 OO 0O 10050
000DO000DO0oDOoOO0 (0.17 g, 100%) OO OO

[O O 3]

N-[7-(4-0000000000)-6-(4-000000000-1-00000)0000[1,5-

a0 0000-3-00000]0000000000 (000a-41)

000200000 7-@Q-0000000000)-6-(4-000000000=-1-00000

YoOOO[1,5-a]00000-3-00000 (0.17 g, 0.36 mmol) 00 DO O0OODOOO

O (0.20g, 1.89 mmoNI DO ODDOD10060000000000O0O (0.03 g, 14%)

oooo

ESI-MS m/z: 547 (M + H)*; H-NMR (CDCl;,5 ): 1.46 (t, J = 7.0 Hz, 3H), 1.51-1.59
(m, 2H), 1.76-1.81 (m, 2H), 2.41 (s, 3H), 2.57-2.68 (m, 3H), 3.62 (g, J = 7.0 H

z, 2H), 3.85-4.15 (m, 2H), 7.13-7.35 (m, 9H), 8.39 (s, 1H), 8.51 (br s, 1H), 8.6

2 (s, 1H), 10.52 (s, 1H).

gooooon

gooooao

N-[7-(3-0000000000)-6-4-000000000-1-00000)I0OCOO0I[L,5-

aJl0b000-3-00000]00b00oo0ooboono (OO0 a-42)

[C O 1]

3-000-7-(B-0 000000000 )-6-@-0000000D0O0-1-00000)D000

O[1,5-a]0 0000

odooooooooDooDoom-00000O0 (0.077 g, 0.715 mmol) OO OO OODO100

A0000000D0000 (0.196 g, 56%) 0000

[OO 2]
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7-(3-0000000000)6-(4-000000000-1-00000)00003[1.5-a]
0D0O000-3-00000
0001000003-000-7-(3-0000000000)-6-@-000000000-1-
00000)IO0O00([1,5-a]0 0000 (0.196 g, 0.40 mmol) 0D OO 00O 010 O 50
0000000000 (0.123 g, 80%) OO OO

[0 O 3]

N-[7-(3-0 0 00000000)6-4-000000000-1-00000)0000[1,5-

a]00000-3-00000]0000000000 (O000a-42)
0002000007-(3-0000000000)-6-(4-000000000-1-00000

Y OOO[1,5-a]0 0000-3-00000 (0.061g, 0.14mmol) OO O CODOOCOO0O
00 (0.073 g, 0.70 moDID D OODODOD100600000000000 (0.021 g, 27

%) 0000

ESI-MS m/z: 547 (M + H)*; H-NMR (CDCl,3 ): 1.46 (t, J = 7.0 Hz, 3H), 1.51-1.59
(m, 2H), 1.75-1.80 (m, 2H), 2.42 (s, 3H), 2.54-2.63 (m, 3H), 3.61 (q, J = 7.0 H

z, 2H), 3.85-4.15 (m, 2H), 7.10-7.38 (m, 9H), 8.44 (s, 1H), 8.56 (br s, 1H), 8.6

2 (s, 1H), 10.51 (s, 1H).

0oooooo

Do0o0o00

N-[7-(2-0000000000)-6-4-000000000-1-00000)0000[1,5

a0 0000-3-00000]10000000000 (000a-43)

[0 O 1]

3-000-7-(2-0000000000)-6-4-000000000-1-00000)000
O[1,5-a]0 0000

000000000000 02-0000000 (0.230L, 2.4 mmol) 0O0O0DO0O0O0DO1
00400000000000 (0.61 g, 84%) 0000

[0 O 2]

7-(2-0000000000)-6-(4-000000000-1-00000)0000[1,5-a]
00000-3-00000
0001000003-000-7-(2-0000000000)-6-@-000000000-1-
00000)0O0O00([1,5-a]0 0000 (0.61g, 1.19 mmol) 00O 00O 010 O 50
0000000000 (0.51g, 90%) OO OO

[O O 3]

N-[7-(2-0 0 00000000)-6-4-000000000-1-00000)0000[1,5-

a]00000-3-00000]10000000000 (000a-43)
0002000007-(2-0000000000)-6-(4-000000000-1-00000

YIOOO[1,5-a]0 0000-3-00000 (0.25g, 0.53mmol) DO ODODO0O0OO0O0O
0 (0.32 g, 2.63mmol)0 0000001006000 00000000 (0.14 g, 47%)
0ooo

ESI-MS m/z: 567 (M + H)*; 'H-NMR (CDCl;,d ): 1.46 (t, J = 7.0 Hz, 3H), 1.51-1.59
(m, 2H), 1.78-1.83 (m, 2H), 2.58-2.67 (m, 3H), 3.62 (q, J = 7.0 Hz, 2H), 3.85-4
.15 (m, 2H), 7.13-7.43 (m, 8H), 7.55-7.58 (m, 1H), 8.45 (s, 1H), 8.58 (br s, 1H)
, 8.65 (s, 1H), 10.48 (s, 1H).

0Doooooo

Do0o0o00

N-[7-(2-0 00 00000000)-6-(4-000000000-1-00000)1000I[1,

5-a]0 00 00-3-00000]10000000000 (O000a-44)

[0 O 1]

3-000-7-(2-00000000000)-6-(4-000000000-1-00000)00

00 [1.5-a]0 0000

00000000000002-00000000 (0.081 0L, 0.72mmol) 000000
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010 0400000000000 (0.21 g, 88%) OO OO

[OO 2]

7-2-0 0000000000 )-6-@-000000000-1-00000)0000[1,5-a

Jooooo-3-0000od
odoodi1ooooos3-00o0-7-R-00o0boodbooooo)-e-@-0000D0ODO0O-1
-00000)IOODO[,5-a0 0000 (0.21 g, 0.42mmol) OO O OOODO 10 O50O
0oDooooooog (0.110 g, 55%) OO0 00O

[O O 3]

N-[7-(2-0 000000000 0O0)-6-@-000000000-1-00000)00000I[1,

5-a]0 0000-83-00000]10 000000000 (00O0Oda-44)
ooo2000007-R-000oooooooo)-6-@-000O0O0DO0DO0OO0-1-0000
O)OOODO([1,5-a]00000-3-00000 (0.054 g, 0.11 mmol) 0O O ODOOODO
OO0 (0.059 g, 0.55mmol)0 00 0O0O00O1I0060000O000O0O0OO (0.031 g,

34%) 0D O OO0

ESI-MS m/z: 563 (M + H)*; 1H-NMR (CDCl;,d ): 1.28 (t, J = 7.0 Hz, 3H), 1.51-1.62
(m, 2H), 1.60-1.69 (m, 2H), 2.58-2.67 (m, 3H), 3.61 (g, J = 7.0 Hz, 2H), 3.73 (

s, 3H), 3.85-4.15 (m, 2H), 6.95-7.36 (m, 9H), 8.42 (s, 1H), 8.75 (s, 1H), 10.16
(s, 1H).

ooooood

oooooao

N-[7-(2-000000000000)-6-(4-000000000-1-00000)0000T[

1,5-a0 0 000-3-00000J0o0Oo0oo0obo0obo0 (0o da-45)

[O O 1]

3-0b00-7-(2-000000DO0ODOO0ODO0ODO)-6-@-0D0D0ODODODDOD-1-0D0O0D00ODO)O
OO0O0[1,5-a]0 0000

000000000000 o2-000000000 (0.09 g, 0.71mmol) OO O OOO

010040 0000000000 (0.232 g, 93%) O OO0

[OO 2]

7-2-00o0D0bO0doooooo)-e-@-CO00O0DODOOO0-1-0DO000O0)OOOOIL,S

-—]00000-3-00000

ooo0iloDoooos3-oo0o0-7-R-00000bDo0oooooo)-6-@-00000ooooad

-1-00000)I0000[1,5-aJ0 0000 (0.232 g, 0.44mmol) DO DO ODOO100

500000000000 (0.157 g, 73% 0000

[O O 3]

N-[7-(2-000000000000)-6-(4-000000000-1-00000)0000T(

1,5-a]00000-3-000001J0000000o0o0o0 (000 a-45)

oobodo2000007-R-0000000O00OODOO)-6-@G-00000DODOO-1-00003

00)dODO[1,5-a]0 0 000-3-00000 (0.077 g, 0.16 mmol) 0O OO0 OO

Oo0oOoO (0.084 g, 0.80mmo)DOODDODD100600000000000 (0.040 g
, 43%) 0000

ESI-MS m/z: 579 (M + H)*; H-NMR (CDCl;,5 ): 1.46 (t, J = 7.0 Hz, 3H), 1.51-1.59
(m, 2H), 1.76-1.81 (m, 2H), 2.52 (s, 3H), 2.56-2.68 (m, 3H), 3.61 (q, J = 7.0 H

z, 2H), 3.85-4.15 (m, 2H), 7.12-7.37 (m, 9H), 8.40 (s, 1H), 8.55 (br s, 1H), 8.6

4 (s, 1H), 10.52 (s, 1H).

gooooon

oooooao

N-[7-(2-00 0000000000000 )-6-@-000000000-1-00000)0

O00[1,5-a]0 0000-3-0000010000000000 (000 a-46)

0o0o0o4500300000N-[7-(2-00000000O0DO0ODO0)-6-@-0O00O0DOODOO

0-1-00000)I00O0[R,5-2a00000-3-00000100000000O00O (0.0
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29, 0.03mmol) D0O0DOOD0OOO (Im)OO (0.5mL) OODOODOOXONE (0.05 mg, O
.08mmol) JO0DOD400001000000000000000000O000O000O00
0000000000000 000000000000000000000000000
0000000000000 000000000O0000O00DO0O0D (00000 /0

000009/5) 000000000000000 (0.02g, 71%) 0000

ESI-MS m/z: 611 (M + H)*; *H-NMR (CDCl,d ): 1.46 (t, J = 7.0 Hz, 3H), 1.51-1.59
(m, 2H), 1.76-1.81 (m, 2H), 2.56-2.68 (m, 3H), 3.24 (s, 3H), 3.61 (q, J = 7.0 H

z, 2H), 3.85-4.15 (m, 2H), 7.12-7.37 (m, 9H), 8.40 (s, 1H), 8.55 (br s, 1H), 8.6

4 (s, 1H), 10.52 (s, 1H).

0oooooo

000000

N-[7-(C0000-2-00000)-6-4-000000000-1-00000)0000[1,5

-al0 0000-3-00000]100000000000000 (000 a-47)

[O O 1]

7-(00000-2-00000)-3-000-6-(4-000000000-1-00000)000

O[1,5-a]0 0000

000000000000 000000-2-000 (0.120 g, 0.7 mmol) 0O O OO0

0100400000000000 (0.272 g, 100%) 0O OO

[0 O 2]

7-(00000-2-00000)-6-(4-000000000-1-00000)0000([1,5-a]

0D0000-3-00000

00010000070 0000-2-00000)-3-000-6-@-000000000-1-

00000)0O0O00([1,5-a]0 0000 (0.272 g, 0.47 mmol) DO OO0 O O10 050

0000000000 (0.202 g, 80%) OO OO

[O O 3]

N-[7-(00000-2-00000)-6-4-000000000-1-00000)0000[1,5

a0 0000-3-00000]100000000000000 (000 a-47)

0002000007-(00000-2-00000)-6-(4-000000000-1-0000

0)IOOO[1,5-a]0 0000-3-00000 (6l mg, 0.14 nmol) 0O OO OODOOO

000000 (73mg, 0.70mmol) D0 O0O00DO0O0100600000000000 (21 m

g, 27%) 0O OO

ESI-MS m/z: 621 (M + H)*; 'H-NMR (CDCl;, & ): 1.10-1.14 (m, 2H), 1.46-1.65 (m, 4

H), 1.89-1.93 (m, 2H), 2.74-2.89 (m, 3H), 3.06-3.12 (m, 1H), 4.18 (br s, 2H), 7.

19-7.55 (m, 14H), 8.34 (s, 1H), 8.48 (br s, 1H), 8.51 (s, 1H), 10.62 (br s, 1H).

0oooooo

Do0o0o00

N-[7-(2-0 00 0000000000)-6-4-000000000-1-00000)000

0[1,5-a]00000-3-00000]0000000000 (000 a-48)

[0 O 1]

7-(2-0000000000000)-3-000-6-(4-000000000-1-00000)

O000[1,5-a]0 0000

00000000000002-0000000000 (35 mg, 1.79 mmol) 000 00O

00100400000000000 (696 mg, 99%) OO OO

[O O 2]

7-(2-0000000000000)-6-(4-000000000-1-00000)I0000[2

,5-a]00000-3-00000

0D001000007-(2-0000000000000)-3-000-6-(4-00000000

0-1-00000)I000([1,5-a]0 0000 (690 mg, 1.19 mmol) 0000 00O O 10

0500000000000 (469 mg, 72%) OO 00O

[0 O 3]
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N-[7-(2-0000000000000)-6-4-000000000-1-00000)0000
O[1,5-a]00000-3-00000]1]0000000000 (000 a-48)
0D002000007-(2-0000000000000)-6-(4-000000000-1-00
000)0OO0OO[1,5-a]00000-3-00000 (200 mg, 0.37 mmol) 00O 0OOODO
0000 (192 mg, 1.85 mmol)D 000 0001006000000 00000 (146 mg,

63%) 0000

ESI-MS m/z: 570 (M + H)*; *H-NMR (CDCl;, & ): 1.40-1.51 (m, 2H), 1.46 (t, J = 7.

6 Hz, 3H), 1.72-1.81 (m, 2H), 2.52-2.65 (m, 3H), 3.61 (q, J = 7.4 Hz, 2H), 3.97
(br s, 2H), 5.04 (s, 2H) 7.02-7.35 (m, 14H), 8.36 (s, 1H), 8.53 (br s, 1H), 9.59
(s, 1H), 10.53 (br s, 1H).

0oooooo

Do0o0o0a0

N-[7-(2-0 0 0000000000)-6-(4-000000000-1-00000)31000T

1,5-a]0 0 000-3-00000]0000000000 (000 a-49)

0000480 0300000N-[7-(2-0000000000000)-6-(@-0000000
00-1-00000)0000[1,5-ad0000-3-00000]0000000000 (@

20 mg, 0.19 mmol) OTHF (5 mL) OO O OO0 wtkd OO OO -000 (12 mg) OO O
000000000000 7000000600001000000000000000000
00000000000000000000 00000 (85 mg, 88 %) 0O OO

ESI-MS m/z: 549 (M + H)*; H-NMR (DMSO-dg, & ): 1.28 (t, J = 7.3 Hz, 3H), 1.59-1
.68 (m, 2H), 2.05-2.23 (m, 2H), 2.55-2.69 (m, 1H), 2.89-3.06 (m, 1H), 3.57 (q, J
= 7.3 Hz, 2H), 3.69-3.84 (m, 1H), 3.95-4.09 (m, 2H), 6.82 (t, J = 7.4 Hz, 1H),

6.92 (d, J = 7.9 Hz, 1H), 7.13-7.34 (m, 7H), 8.41 (s, 1H), 8.75 (s, 1H), 9.81 (s
, 1H), 10.06 (s, 1H), 10.76 (br s, 1H).

0oooooo

Do0o0o0Q

N-[7-(2-0 0 0000000000000 0)-6-(4-000000000-1-00000)

0000[1,5-a]00000-3-00000]1]0 000000000 (000 a-50)

[0 O 1]

3-000-7-(2-0000000000000000)-6-(4-000000000-1-000

00)0O0OO0([1,5-a]0 0000

00000000000002-0000000000000 (0.09 mL, 0.48 mmol) OO

00000100400000000000 (248 mg, 96%) OO OO

[C O 2]

7-(2-000000000)-6-(4-000000000-1-00000)0000 [1,5-a]0

0O00O0-3-00000

0001000003-000-7-(2-0000000000000000)-6-(4-00000

0000-1-00000)I000([1,5-a]0 0000 (248 mg, 0.46 mmol) 0 000 OO

0D100500000000000 (126 mg, 54%) 000 O

[0 O 3]

N-[7-(2-0 0 00000000000000)-6-(4-000000000-1-00000)

0000[1,5-a]00000-3-00000]0000000000 (000 a-50)

0002000007-(2-000000000)-6-(@4-000000000-1-00000)

D0000[1,5-a]00000-3-00000 (63 mg, 0.12mmol) DO D ODOOOOOODO
(63 mg, 0.60mmol) 000D ODD0D100600000000000 (45 mg, 63%) OO

00

ESI-MS m/z: 599 (M + H)*; H-NMR (CDCl;, & ): 1.46 (t, J = 7.5 Hz, 3H), 1.50-1.6

2 (m, 2H), 1.82-1.87 (m, 2H), 2.54-2.80 (m, 3H), 3.61 (q, J= 7.5 Hz, 2H), 4.03 (

br s, 2H), 6.64 (t, J = 72.8 Hz, 1H), 7.13-7.45 (m, 9H), 8.40 (s, 1H), 8.54 (br

s, 1H), 8.63 (s, 1H), 10.50 (br s, 1H).
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0oooooo

Do0o0o0Q

N-[7-(4-0 0000000000)-6-(4-000000000-1-00000)1000T([41,
5-a]0 00 00-3-00000]00000000000000 (000 a-51)

[0 O 1]
3-000-7-(4-00000000000)-6-@-000000000-1-00000)00
00 [1,5-a]0 0000

00000000000004-00000000 (0.07mL, 0.71 mmol) 00O DOOODO
100400000000000 (228 mg, 96%) OO 0O

[C O 2]
7-(4-00000000000)6-(4-000000000-1-00000)0000([1,5-a

]J0oo0oo-3-00000
0001000003-000-7-(4-00000000000)-6-(4-0000000000 -1
-00000)00O00([1,5-a]0 0000 (228 mg, 0.46 mmol) D OO OO0 D010 050
0000000000 (121 mg, 57%) 0000

[0 O 3]

N-[7-(4-0 00 00000000)-6-(@-000000000-1-00000)3J000I[1L,

5-a0 00 00-3-00000]00000000000000 (000a-51)
0002000007-@-00000000000)-6-@-000000000-1-0000
0)IOOO[1,5-a]00000-3-00000 (55 mg, 0.12mmol) 0O OO O0DO0OO
000000 (72mg, 0.59 moDO DO OODCOD100600000000000 (30 mg
,44%) 0000

ESI-MS m/z: 563 (M + H)*; *H-NMR (CDCl;, & ): 1.10-1.17 (m, 2H), 1.45-1.51 (m, 2
H), 1.51-1.55 (m, 2H), 1.78-1.87 (m, 2H), 2.59-2.70 (m, 3H), 3.06-3.15 (m, 1H),

3.96-4.22 (m, 2H), 7.13-7.36 (m, 9H), 8.39 (s, 1H), 8.50 (s, 1H), 8.63 (s, 1H),
10.59 (s, 1H).

0oooooo

000000

N-[7-(2-0 0 00000000)-6-4-000000000-1-00000)0000[1,5

a0 0000-3-0000072,2,2-0000000000000000 (O00O0a-52)
0000390 02000007-(2-0000000000)-6-(4-000000000-1-0
00O00)IOOO[1,5-a]00000-3-00000 (0.12 g, 0.27 mmol) 0 2,2,2-00
00000000000000 (W01984/02650, 0.21 g, 1.33 mmol)J 000 OO O 10
D60 0000D0D00D0O00 (0.07 g, 43%) OO 00O

ESI-MS m/z: 601 (M + H)*; *H-NMR (CDCl,8 ): 1.51-1.59 (m, 2H), 1.79-1.84 (m, 2H

). 2.42 (s, 3H), 2.60-2.68 (m, 3H), 3.85-4.15 (m, 2H), 4.38 (q, J = 5.4 Hz, 2H),
7.14-7.39 (m, 9H), 8.25 (s, 1H), 8.57 (s, 1H).

0oooooo

Do0o0o0a0

N-[7-(2-0 00 0000000)-6-@-000000000-1-00000)0000[1,5-

a]00000-3-000007-3,5-00000000000-4-0000000 (QO0a-

53)

0000390200000 7-(2-0000000000)-6-4-000000000-1-0
0000)IOOO[1,5-a]0 0000-3-00000 (0.08 g, 0.18 mmol) O 3,5-0 0 O
00000000-4-0000000 (0.16 g, 0.88 mmol) 00D OO OD01006000
00000000 (0.07 g, 66%) 0000

ESI-MS m/z: 614 (M + H)*; *H-NMR (CDCl,d ): 1.43-1.57 (m, 2H), 1.82 (d, J = 13.

2 Hz, 2H), 2.41 (s, 3H), 2.47 (s, 3H), 2.60-2.69 (m, 1H), 2.82 (s, 3H), 3.83-4.2

8 (m, 4H), 7.15-7.39 (m, 9H), 8.35 (s, 1H), 8.36 (s, 1H), 8.54 (s, 1H), 11.00 (s
, 1H).
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ooooooao
ocooooao
N-[7-(c-COD0ODODOO)-6-@4-00000CD0ODODDO-1-00000)H)O0OCDODOI[M,5-a]J000
oo0-3-0o0o0ono]-s5-00n0-1,3-0000-1H-00000-4-0000000 (ODO0Oa
-54)
oooo30o200000d7-kR-coooDoDoOoOooO)-6-@-cOO0DODDOOOO-1-0
oooo)yYoOooo[,5-aJ00o0o0o0-3-00000 (0.08 g, 0.18 mmol) O05-00 0 -1
,3-0000-1H-0 0000 -4-0000000 (0-18 g, 0.88 mmol) 0 00O O O0O0O 1O
oecooODoDODOOO0OO0DOO (0.10g, 90%) OO OO
ESI-MS m/z: 647 (M + H)*; *H-NMR (CDCl3,8 ): 1.40-1.53 (m, 2H), 1.81 (d, J = 13.
6 Hz, 2H), 2.41 (s, 3H), 2.55 (s, 3H), 2.60-2.68 (m, 1H), 3.81 (s, 3H), 3.87-4.2
1 (m, 4H), 7.15-7.39 (m, 9H), 8.32 (s, 1H), 8.36 (s, 1H), 8.55 (s, 1H), 11.00 (s
, 1H).
ooooooao
oooooao
N-[7-(B3-C000-2-000000000CO)-6-@G-0000000DOO-1-DD0000)HT
O00[1,5-a]0000C0-3-00000J00DO0O00o0ooDoog (000 a-55)
[O 0O 1]
3-000-7-(3-0C00D0-2-0000000000O0)-6-@G-00000O0OODO-1-0000
oo)yYoooo[Mm,5-al]oooono
ooooooooooDooo3-ooopo-2-0000000 (134 mg, 1.07 mmol) OO O
000010040000 0000000 (35 mg, 97%) OO OO
[0 0O 2]
7-3-0000-2-000000000DO0)-6-(4-000000DOOD0O-1-00000)H0OD0
OO0[1,5-a]00000-3-00000
ocooiooooo3-000-7-@B-0000-2-000000000DO)-6-@-0000O0
0o0o0o0-1-00000)y0o0oo[l,5-aJ0000gd (350 mg, 0.69 mmol) DO DO DOOO
0100500000000 000 (251 mg, 65%) O O0OO0O
[O O 3]
N-[7-(B3-CC00D0-2-0000000000O)-6-@G-0000000DOO-1-DD00O000)HT
O00[1,5-a]0000C0-3-00000J000000D0DOoOOo0 (000 a-55)
ooo2000007-GB-0000-2-0000000000)-6-@-000000000-1
-Jdooo)yy oooMml,5-a]Jooooo-3-00000 (125 mg, 0.26 mmol) OO OO
0ooooogd (139 mg, 1.32mmo)0 000000100600 00000O00O00O0O (53
mg, 36%) OO OO
ESI-MS m/z: 565 (M + H)*; H-NMR (CDCls, & ): 1.46 (t, J = 7.4 Hz, 3H), 1.54-1.5
7 (m, 2H), 1.82-1.87 (m, 2H), 2.34 (br s, 3H), 2.65-2.69 (m, 3H), 3.61 (q, J =7
-4 Hz, 2H), 3.85-4.20 (m, 2H), 7.00-7.36 (m, 8H), 8.36-8.38 (m, 2H), 8.63 (s, 1H
), 10.51 (s, 1H).
ocoooooao
oooooao
N-[7-B-0000-2-0000000000O0)-6-@-0000000D00O-1-00000)0
OO00[,5-a]00000-3-00000]J00000000O0O0DOOODO (@O0 a-56)
oooossofd2000007-GB-0000-2-0000000000)-6-@4-00D00O0OO
ooo0-1-000oo)yoddd[,5-aJ00000d-3-00000 (125 mg, 0.26 mmol)
Oo0o00DDoDDOD0oOO000O0O0oo0oO0 @60 mg, 1.32mmoH) 000 O0OCODOI0DDOB6O0OOOO
oooooDoO (A7 mg, 11%) O O0ODO
ESI-MS m/z: 577 (M + H)*; *H-NMR (CDCl3, & ): 1.10-1.15 (m, 2H), 1.47-1.50 (m, 2
H), 1.50-1.54 (m, 2H), 1.82-1.86 (m, 2H), 2.34 (d, J = 1.8 Hz, 3H), 2.65-2.72 (m
, 3H), 3.07-3.15 (m, 1H), 3.80-4.20 (m, 2H), 7.00-7.36 (m, 8H), 8.35 (m, 2H), 8.
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64 (s, 1H), 10.60 (s, 1H).
ooooooao
oooooao
N-[7-(4-0000-2-0000000000)-6-@-000000D000O-1-00000)0
O00[1,5-a]00000-3-00000]0000000000 (000a-57)
[O O 1]
3-000-7-4-0000-2-00000D00O0DO0O0O)-6-@4-0000O0DO0O0DO0O-1-000
00)oO0ODO[1,5-a]0 0000
dooooooooDoobooDb4-0000-2-0000000 (0.06 mL, 0.54 mmol) OO
0000010400000 000000 (A76 mg, 96%) OO OO
[OO 2]
7-4-00o0o0-2-0000000OCDOOO)-6-@G-00000DO0O0DO0O-1-00O0DO0O)HYOO
O00[1,5-a]0 0000 -83-00000
oooilooooo3-oo0o0-7-@-0000-2-0000000000)-6-(4-00000O
000D0-1-00000)0000[1,5-aJ0 0000 (76 mg, 0.35 mmol) 0O O O0ODO
010 0500000000000 (4 mg, 57%) OO OO
[0 O3]
N-[7-(4-0000-2-0000000000)-6-@-000000D000O-1-00000)0
O0O0[1,5-a]00000-3-0000010000000000 (000 a-57)
obod2000007-4-0000-2-0000D000000O0)-6-@-00000O0O0DODO-=-1
-00000)IODO0D0[1,5-a]0 0000-3-00000 (47 mg, 0.10 mmol) 0O 00O O
00O0D0O00 (2mg, 0.5mmol) DDODO0DD100600000000000 (16 mg
, 28%) ODODO0O
ESI-MS m/z: 565 (M + H)*; H-NMR (CDCl;, & ): 1.45 (t, J = 7.3 Hz, 3H), 1.55-1.6
8 (m, 2H), 1.83-1.87 (m, 2H), 2.40 (s, 3H), 2.64-2.73 (m, 3H), 3.61 (q, J = 7.4
Hz, 2H), 4.07 (br s, 2H), 6.97 (dt, J = 2.8, 8.2 Hz, 1H), 7.09 (dd, J = 2.6, 8.9
Hz, 1H), 7.16-7.37 (m, 6H), 8.26 (br s, 1H), 8.30 (s, 1H), 8.62 (s, 1H), 10.52
(br s, 1H).
goooooan
oooooao
N-[7-B-000-2-0000000000)-6-@-0000000D00-1-00000)00
O0[1,5-a]00000-3-0000010000000000 (000 a-58)
[O O 1]
3-000-7-B-000-2-000000D0O0ODOO)-6-@G-0D0O0DO0DODODODO-1-0D0000
O)oDOOO([1,5-a]J0 0000
dooooooooDooDobs3-00o0-2-0000000 (0.07 mL, 0.54 mmol) OO DO
000010040 0000000000 (165 mg, 88%) O O0O0O
[OO 2]
7-B-000-2-000000DO0ODOO)-6-@G-00000O0DO0ODO-1-0O0000O0)H)O0OO
O[1,5-a]000D00-3-00000
ooboiooooobos-0o0g-7-B3-000-2-000Db0DO0OO0DOoOO)-6-@G-000DOO0ODO
000-1-00000)0000([1,5-a]00000 (165 mg, 0.32mmol) 0O OO OOD
100500000000000 (106 mg, 68%) OO OO
[0 O3]
N-[7-B-000-2-0000000000)-6-@-0000000D00O0-1-00000)00
OO0[1,5-a]00000-3-00000]10000000000 (OO0 a-58)
oopo20000D07-B-000-2-000D00O0DO0OOOO)-6-4-00000DO0ODOO-1-
00000)IOD0DO0O[1,5-al00000-3-00000 (53 mg, 0.11 mmol) 000 OO
oooooo (8 mg, 055 mmol) DO ODODOO100600000O00O00O00O (32 m
g, 50%) 0000
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ESI-MS m/z: 582 (M + H)*; *H-NMR (CDCl;, & ): 1.46 (t, J = 7.4 Hz, 3H), 1.48-1.5
6 (m, 2H), 1.83-1.87 (m, 2H), 1.97 (br s, 2H), 2.46 (s, 3H), 2.62-2.71 (m, 1H),
3.61 (g, J = 7.3 Hz, 2H), 4.05 (br s, 2H), 7.14-7.46 (m, 8H), 8.35 (s, 1H), 8.41
(br s, 1H), 8.63 (s, 1H), 10.50 (br s, 1H).
goooooan
oooooao
N-[7-(2-0000-5-0000000000)-6-@4-000000DO0O0O-1-00000)H0
O0O0([1,5-a]00000-3-00000]1]0000000000 (000 a-59)
[O 0O 1]
3-000-7-(2-0000--00000D0O0DO0O00O)-6-4-0000O0D0O0DO00O-1-000
00)JOODO([1,5-al]0 0000
0doodooooooDooobe-0000O0-5-0000000 (0.08 mL, 0.71 mmol) OO
0000010040000 0000000 (238 mg, 98%) OO OO
[O O 2]
7-2-0000-5-000n0o0bobooo)-6-@-0000000D00-1-000D00)OOd
0od[1,5-au00o0o0-3-00000
oobo0oi1ioooboobos3-000-7-2-0000-5-0000000000)-6-(4-00D0O0DO
0000-1-00000)0000([1,5-a]0 0000 (237 mg, 0.47 mmol) DO OO OO
oljoosoco0o0o0oooooooo (A6 mg, 79%) OO 0O O
[O O 3]
N-[7-R-0000-5-0000000000)-6-@-000000D000-1-00000)d
O0O0O([1,5-a]00000-3-00000]0000000000 (000 a-59)
ooo2oo0o0007-R-0000-5-000000O000O00O0)-6-@-000C0O0O0DOO-1
-000D00)IODO0O0O[M,5-a]00000-3-00000 (87 mg, 0.18 mmol) 0 O O OO
oooooo (4 mg, 0O.90mmol) DO ODODOO10060 0000000000 (25 m
g, 25%) O OO0
ESI-MS m/z: 565 (M + H)™; TH-NMR (CDCl3, 6 ): 1.46 (t, J = 7.4 Hz, 3H), 1.48-1.5
9 (m, 2H), 1.85-1.97 (m, 2H), 2.37 (s, 3H), 2.62-2.70 (m, 3H), 3.61 (q, J = 7.4
Hz, 2H), 4.03 (br s, 2H), 7.08-7.35 (m, 8H), 8.42 (br s, 2H), 8.64 (s, 1H), 10.5
0 (br s, 1H).
ooooooan
ogooooad
N-[7-R-0000-5-0000000000)-6-(4-000000DO00C0O-1-00000)H0O
0oo00d[R,5-a]0b0o00-3-000b00]j0o0ob0obo0o0oooDooDoooDbD (OO0 a-60)
gooosuno20000o07-R-0b0o0o0-5-0000000000)-6-@4-00000O0
0oo0-1-000o0oo)yodoodOo[,5-aJu0D0O00-3-00000 (87 mg, 0.18 mmol) O
0000000 ooDoDoDOoDbDO (09 mg, 0.90 mmol) DD ODOOO1IODO60O000ODNO
00O0O0o00 (62 mg, 59%) 0000
ESI-MS m/z: 577 (M + H)*; *H-NMR (CDCl;, & ): 1.12-1.16 (m, 2H), 1.46-1.56 (m, 4
H), 1.80-1.85 (m, 2H), 2.37 (s, 3H), 2.61-2.65 (m, 3H), 3.08-3.14 (m, 1H), 4.04
(br s, 2H), 7.07-7.35 (m, 8H), 8.42 (br s, 2H), 8.65 (s, 1H), 10.50 (br s, 1H).
goooooan
oooooao
N-[7-(2,5-00000000000)-6-(4-000000000-1-00000)0000T
1,5-a00000-3-00000J0o0ooooodooo0o (0o da-61)
[O 0O 1]
3-000-7-,5-000000000DO)-6-@-00000DOOO-1-00000)O
O00[1,5-a]0 0000
oooooooooooooe,5-00o0o0o0oog (0.09me, 072 mmol) DODOODOO
010040000000 0000 (230 mg, 95%) OO 0O O
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[O 0O 2]
7-(2,5-0000o0oooooo)-6-@-000C0C00D0DD-1-00000)O0ODOO[,5
a0 0000-3-00000
oooiooooo3-000-7-2,5-000000000O0ODOO)-6-@-0D000O00DDODOO
-1-00o0o0o) oDooo[[,5-aJooooo (229 mg, 045 mmol) DO O DODDODO100O5
Ooo0o0oDDoDOoOO0O0O0OO0 (199 mg, 94%) OO OO
[O O 3]
N-[7-C,5-0 000000000 0)-6-4-000000000-1-00000)0000TL
1,5-a]jJ00000-3-0000010000000000 (000 a-61)
ooo2000007-R,5-00000000000)-6-@G-0000DDOOOO-1-000
oo)oood[1l,5-al0000D-3-00000 (99 mg, 0.2l mmol) ODOODODOOOO
OO0 (@iomg, 1.05mmol) OO DOODODO1IDO0GBO000O0OOODDOOO (50 mg, 42
%) 0000
ESI-MS m/z: 561 (M + H)*; *H-NMR (CDCls, & ): 1.46 (t, J = 7.4 Hz, 3H), 1.48-1.5
9 (m, 2H), 1.77-1.82 (m, 2H), 2.35 (s, 3H), 2.37 (s, 3H), 2.55-2.64 (m, 3H), 3.6
1, J=7.4Hz, 2H), 4.03 (br s, 2H), 7.06-7.34 (m, 8H), 8.33 (br s, 1H), 8.36
(s, 1H), 8.62 (s, 1H), 10.55 (br s, 1H).
ocoooooao
ocooooao
N-[7-(2-CCO0O-5-0000000000O0O0OoOoDoOO0)-6-@-000C0O0DODDOO-1-0
oooo)yood[,-ajJ00000-3-00000j0bODoDo0DO0OoooDoooooo @
0 0O a-62)
[O O 1]
3-000-7-R-000-5-00000D000O0O0O0OD0ODDODOOO)-6-@-00D000O0ODOO
-l1-00o0ooo) ooo[Mm,5-ajJooooo
oooooDoOOoO0oO0ooOoogo2-000-5-0000000000000O (126 mg, 0.72 mm
oh) D000DDOO10D400000000000O (259 mg, 97%) OO 0O O
[O 0O 2]
7-(2-000-5-00000D000000O000OO0OO)-6-@G-0000000D0DO-1-0D00
oo)yyooooMm,5-a]Juooooo-3-00000
oooiooooo3-00g-7-R-000-5-0000000000ODOOO0O0O)-6-(4-
ooooDoDDoDOoOO0O0-1-00000)O0D00O([M1,5-a]00000 (259 mg, 0.46 mmol)
ooooDoDoOOoD1oO0os50000Q0oooDDO (212 mg, 88%) O OODO
[O O 3]
N-[7--0O00-5-00000000000O0DODDODO0O0)-6-@-0000O0O0DDOO-1-0
ocooo)YOooOo[,5-al00C0C0O0-3-00000J000O0O0DO0OOODODDODOOO (@
0 0 a-62)
ooo2000007-k-000-5-0000D000O0OO0OO0ODOODOODO)-6-@-0DODODOO
oooo0D-1-00000)00O00[,5-a]J00000-3-00000 (200 mg, 0-19 mmol)
000000000 oooooO0 (@15 mg, 0.95 mmol) OODODDOOO1I0O60000
oooooog (4 mg, 45%) OO OO
ESI-MS m/z: 627 (M + H)*; 'H-NMR (CDCl3, & ): 1.10-1.18 (m, 2H), 1.45-1.60 (m, 4
H), 1.85-1.90 (m, 2H), 2.49 (s, 3H), 2.63-2.72 (m, 3H), 3.07-3.13 (m, 1H), 4.05
(br s, 2H), 7.17-7.59 (m, 8H), 8.36 (s, 1H), 8.41 (br s, 1H), 8.63 (s, 1H), 10.6
0 (br s, 1H).
ooooooao
oooooao
N-[7-4-0000-3-0000000000)-6-(@4-000000D00O0O-1-00000)H0O
OO00[1,5-a]0 00 00-8-00000]J00000ooooo (ooO0a-63)
[O O 1]
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3-0opooooooo-7-@-0000-3-0000Oo0OooDooOo)-6-@-00o0ooooag
0-1-00000)0D0O0O0[1,5-ajJo0Ooon
ooooile0d4000007-000-83-0000000D0O0-6-(@-000C00O0O0DODOO-1
-00o0oo)dooo[i,5-ajJoo0ood (100 mg, 0.24 mmol) OD4-0 000 -3-0 00
oooo (@emg, 0.36 mmol) DD O OODODO100OB0C0000O0ODO0OOOO0O (120 mg,
99%) O OO0
[O O 2]
7-4-0000-3-000poooUoooo)-6-(@-0000O00DOO0-1-00000O0)O0
Od[1,5-au0O0o0o0-3-00000
oooiooooo3-000o0ooDoo0o0-7-@G-0000-3-0000000000)-6-(4
-00o0Do0o0oo0o0oDo-1-00000)00do0diql,5-ajJooood (120 mg, 0.24 mmol)
ooooooo1ooe00oooooooono (94 mg, 83%) O OO0
[O O 3]
N-[7-4-0000-3-0000000000)-6-(@4-000000D00O0O-1-00000)H0
O00[l,5-aJU0000-3-00000]oDo0ouoooDoog (O0O0Ooa-63)
ooo2000007-@-0000-3-000000O0O0DOO)-6-@W-0D00CO0O0ODOOO-1
-0000O0)H)oOoOoO[1,5-aJ00000-3-00000 (60 mg, 0.13 mmol) OO O OO
oooooo (émg, 051 mmol) DOODDDOO1DD6ODO0OODODODODOOODO (0.04
1g, 57%) O00O0OO
ESI-MS m/z: 565 (M + H)*; *H-NMR (CDCls, & ): 1.46 (t, J = 7.3 Hz, 3H), 1.48-1.5
9 (m, 2H), 1.80-1.84 (m, 2H), 2.33 (d, J= 1.3 Hz, 3H), 2.58-2.67 (m, 3H), 3.61 (
q, J = 7.5 Hz, 2H), 4.03 (br s, 2H), 6.87-7.35 (m, 8H), 8.40 (s, 1H), 8.47 (s, 1
H), 8.62 (s, 1H), 10.49 (br s, 1H).
ooooogad
oooooadg
N-[7-R-0000-3-0000000000)-6-(4-000000DOO0O-1-00000)0O
O00[1,5-a]0000C0-3-00000J00Do0O00ooDoog (000 a-64)
[O O 1]
3-0o0o0oooooo-7-R-000D0-3-00000DO0DO0O0OO)-6-@-000O0O0O0O0O
0-1-00000)0D0DO0OO0O[1,5-aJo0Ooon
ooooiuo4000o0o07-000-3-0000000D00O-6-@-00000O0DOODO-1
-0000O0)ooOoOOoO[1,5-a]Joo0Odo0O0 (100 mg, 0.24 mmol) O 2-0 000 -3-000
oooo (@6emg, 0.36 mmol) DD O OODOO1QOOB0C0000D0OOOOODO (120 mg,
929%) O OO0
[O O 2]
7--0000-3-000ooooooo)-6-(@-000000DOO0-1-00000)00
00d[1,5-a]J00000-3-00000
oooilooooo3-oo0ooooDooo-7-R-00o00-3-0000O0O0Oooaon)-6-4
-00000uoooo-1-00Do0o0O0)dooOo[,5-aJuocoon0o (120 mg, 0.24 mmol)
ooooooo1ooe0oooDooooooo (75 mg, 66%) OO OO
[O O 3]
N-[7-R-0000-3-000000000o0)-6-(4-000000D0O0OO0-1-00000)0
OO00[[,5-aJU0000-3-00000Joooo0oooooo0o (000 a-64)
ooo2000007-R-0000-3-0000000000O0)-6-@-000000DO0O0O-1
-000oo)doodOo[l,5-al00O0O0O0-3-00000 (35 mg, 0.074 mmol) O OO O
ooooood (33 mg, 0.30mmol) DODDDOOO1IODD0D6C000DODOOOOODOO (30
mg, 73%) OO OO
ESI-MS m/z: 565 (M + H)*; *H-NMR (CDCls, & ): 1.46 (t, J = 7.4 Hz, 3H), 1.48-1.5
9 (m, 2H), 1.81-1.86 (m, 2H), 2.36 (d, J= 2.0 Hz, 3H), 2.61-2.70 (m, 3H), 3.61 (
q, J = 7.4 Hz, 2H), 4.04 (br s, 2H), 7.09-7.36 (m, 8H), 8.42 (s, 1H), 8.45 (br s
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, 1H), 8.64 (s, 1H), 10.50 (br s, 1H).

0oooooo

Do0o0o0a0
N-[7-(2-000-3-00000000000)-6-4-000000000-1-00000)0
O0O0[1,5-a]0 0000-3-00000]10000000000 (0O00Oa-65)

[0 O 1]

3-000-7-(2-000-3-00000000000)6-(4-000000000-1-000
00)DO0OO00([1,5-a]0 0000
00000000000002-000-3-00000000 (0.13 mL, 1.07 mmol) OO
00000100400000000000 (228 mg, 60%) 0000

[O O 2]

7-(2-000-3-00000000000)-6-@-000000000-1-00000)00
0O0[1,5-a]00000-3-00000
0001000003-000-7-(2-000-3-00000000000)-6-4-00000
0000-1-00000)I000([1.,5-a]0 0000 (228 mg, 0.43 mmol) 000000
0100500000000000 (154 mg, 73%) 000 O

[C O 3]

N-[7-(2-0 00 -3-00000000000)-6-(4-000000000-1-00000)0
O0O0[1,5-a]0 0000-3-00000]10000000000 (0O00O0a-65)
0002000007-(2-000-3-00000000000)-6-(4-0000000000 -1
-00000)0000([1,5-a]00000-3-00000 (77 mg, 0.16 mmol) 0 OO OO
000000 (84 mg, 0.80 mmo)D DO OODCOD100600000000000 (28 mg
,28%) 0000

ESI-MS m/z: 586 (M + H)*; *H-NMR (CDCl;, & ): 1.36-1.55 (m, 3H), 1.46 (t, J = 7.

4 Hz, 3H), 1.82-1.87 (m, 2H) , 2.62-2.71 (m, 2H), 3.62 (g, J = 7.5 Hz, 2H), 4.05
(br s, 2H), 7.13-7.39 (m, 8H), 8.47(s, 1H), 8.63(s, 1H), 8.66 (s, 1H), 10.44 (s
, 1H).

0oooooo

Do0o0o00

N-[7-(2-000-5-0000000000)-6-(4-000000000-1-00000)00
O00[1,5-a]0 0000-3-00000]0000000000 (000 a-66)

[0 O 1]

000 7-(2-000-5-0000000000)-3-00000000000003JI[1,5-a]0
D0O00-6-00000000

0000210020 00000007-000-3-0000000000000[1,5-a]00
000-6-00000000(.2g, 7.13mmol) 02-000-5-0000000 (1.64 g,
11.6 mmol) 00D C0ODODC01004000000000000 (2.78g, 92 % 0000
[0 O 2]

7-(2-000-5-0000000000)-3-0000000000000([1,5-a]d000
0-6-00000

000100000000 7-(2-000-5-0000000000)-3-000000000
00O00[1,5-a00000-6-00000000 (2.78 g, 7.15mmol) 00000002

100400000000000 (2.48 g, 92%) 0000

[O O 3]

7-(2-000-5-0000000000)-3-000000000-6-(4-000000000

-1-00000)0O000([1,5-aJd 0000
0002000007-(2-000-5-0000000000)-3-0000000000000
O[1,5-a]00000-6-00000 (72 mg, 0.17 mmol) 04-000000000 (37 m

g, 0.26 mmol) 00 O0O0O0O002100500000000000 (72 mg, 84%) 000 O
[0 O 4]
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7-2-000-5-0 00000000 O0)-6-@-00D000O00DDO-1-00D000)H)O0O0D0
O[,5-a]00000-3-00000
ooo3voooOo7--000-5-0000000000)-3-0000D00000-6-C4-
000000000 -1-00000)00ooD[@,5-aJ0o0o0od (72 mg, 0.14 mmol) O
ooooDoDOoi190 060 00000D0ODDOO0O (44 mg, 65%) OO OO
[O O 5]
N-[7-2-000-5-0000000000)-6-@-0000000D00O-1-00000)00
OO0O[1,5-a]00000-3-00000]J00000000O0O (OO0 a-66)
ooo400D0007-(R-000-5-0000000000)-6-@-0000O0O00O00O00O0O-1-
ooooo)yooooD[[,5-a00000-3-00000 (40 mg, 0.08 mmol) OO O OO
oooooo @B6mg, 0.33mmol) DODODDDOO1DDODGEOO0DOODODOOODOODO (A7 m
g, 36%) 0 00O
ESI-MS m/z: 582 (M + H)*; *H-NMR (CDCls, & ): 1.40-1.49 (m, 2H), 1.46 (t, J
4 Hz, 3H), 1.76-1.81 (m, 2H), 2.38 (s, 3H), 2.55-2.64 (m, 3H), 3.62 (q, J =7
Hz, 2H), 4.04 (br s, 2H), 7.11-7.44 (m, 8H), 8.47 (s, 1H), 8.54 (br s, 1H), 8.64
(s, 1H), 10.48 (br s, 1H).
ocoooooao
ocooooao
N-[7-2-C00-4-00000000000O)-6-@G-0000000D0OO-1-DD0000)H)T
OO00O[M,5-a]00000-3-00000]J000000O0O0OO (@OOa-67)
[O O 1]
3-000-7-2-0o00-4-0000000000O0)-6-@-00000O0O0ODO-1-0000
oo)yYoooo[m,5-a]Jooooo
ooooooooooooo2-000-4-00000000 (0-13 mL, 1.07 mmol) OO
ooooDi100400000000000 (315 mg, 83%) O O0OO
[0 0O 2]
7--000-4-0000000000DO0)-6-@-000000D0OO0O-1-00000)00
O0d[1l,5-a00000-3-000000
ocooiooooo3-000-7-R-000-4-0000000000ODO)-6-@-0000O0
ooo00-1-00000)0000M,5-a]J00000 (310 mg, 0.59 mmol) DO OO OO
0100500000000 000 (230 mg, 79%) OO0 0O
[O O 3]
N-[7-2-C00-4-0000000000O)-6-@-0000000DOO-1-D0D0000)H)T
000[l,5-a]J0000C0-3-00000J00DO0O0o0ooDoog (000 a-67)
ooo22000007-(-000-4-00000000000)-6-@-000000000-1
-Joooo)y oooMml,5-aJooooo-3-00000 (115 mg, 0.23 mmol) OO OO
0ooooogd (123 mg, 1127 mmoD)0 OO DO OO10060 0000000000 (53
mg, 39%) O OO 0O
ESI-MS m/z: 585 (M + H)*; *H-NMR (CDCl;, & ): 1.46 (t, J = 7.4 Hz, 3H), 1.51-1.5
5 (m, 2H), 1.82-1.91 (m, 2H), 2.61-2.76 (m, 3H), 3.61 (g, J = 7.4 Hz, 2H), 3.92-
4.22 (m, 2H), 7.05-7.51 (m, 8H), 8.39 (s, 1H), 8.51 (s, 1H), 8.64 (s, 1H), 10.47
(s, 1H).
ooooooao
ocooooao
N-[7-(2,3-0000-1H-0000-4-00000)-6-@-0000DODDODOO-1-DO0OO
oH)>oooo[M,5-a]00oo0-3-00000]1J000O0oooooo0 (@O0 a-68)
[O O 1]
3-000 -7-2,3-0000-1H-000D0-4-00000)-6-@-00000DO00O00O0O0-1-0
oooo)YODooOo[[,5-ajJooooan
oooooDoOOoOoO0ooooo4-0000000 (0-137 mL, 1.07 mmol) OO OO OODO1

1
\l

10

20

30

40

50



(84) JP 5372763 B2 2013.12.18

00400000000000 (344 mg, 93%) OO 0OO
[O 0O 2]
7-(2,3-0000-1H-00D0D0-4-00000)-6-4-00000000O0-1-0D00C0ODO)
0000 @,5-aJ00000-3-00000
oooiooo0ooo0o3-000-7-(R,3-0000-1H-0000-4-00000)-6-(4-000
oooo0oDoDD-1-00000)0000[M,5-a]0 0000 (325 mg, 0.63 mmol) OO OO
000100500 000000000 (190 mg, 63%) OO OO
[O O 3]
N-[7-(2,3-0000-1H-0000-4-00000)-6-@-0000000O0DO-1-0000
OH)oooOoO[l,5-a00000-3-00000]JoO0O0o0oDooOoo0o0 (OO0 a-68)
ooo2000007-R,3-0000-1H-00D00-4-0000C00)-6-@-0000DDODOO
O-1-00000) 00O [@,5-aoooono-3-00000 (90 mg, 0.19 mmol) O OO
ooooooOoO0 9 mg, 0,94 mmo)DO OO ODOO1I0060000D0OO000OOO (7
8 mg, 74%) OO OO
ESI-MS m/z: 573 (M + H)*; 'H-NMR (CDCl5, & ): 1.37-1.52 (m, 3H), 1.46 (t, J = 7.
3 Hz, 3H), 1.77-1.81 (m, 3H), 2.09-2.19 (m, 2H), 2.56-2.65 (m, 1H), 2.91-3.04 (m
, 4H), 3.61 (g, J = 7.3 Hz, 2H), 3.99 (br s, 2H), 7.03-7.34 (m, 8H), 8.38 (s, 1H
), 8.41 (br s, 1H), 8.62 (s, 1H), 10.54 (br s, 1H).
ooooooao
oooooao
N-[7-1-00000000-5-00)00D0-6-@-000000O0DODO-1-00000)O0O
OO0O[1,5-a]00000-3-00000]J0000000ooo (@DO0Oa-69)
[O O 1]
3-000-7-1-000U0ODO0ODO0DO-5-00)00-6-@-000D0D0O0O0O0OD-1-0000
O)H)oooo[[,5-ajoooon
oooooDoOOoOoO0ooo0oool1-0o00-5-00000000 (0.035 g, 0.358 mmol) O
000000100400 000000000 (0.095 g, 84%) OO 0OO
[O 0O 2]
7-1-000goo0ooo-s-00)00-6-@-0D00D0DDDOOO-1-0000O)ODODO
O[,5-a]00000-3-00000
oooiooodoo3-0o0g0-7-A-0000D0DO0DO00-5-00)00DO0-6-@-00000O0O
oo0o0-1-00000)0000[R,5-aJ00000 (0.080 g, 0.167 mmol) O OO OO
oo01oo0s500000000000 (0.074 g, 100%) O OOO
[O O 3]
N-[7-(1-CO00D00000-5-00)000-6-@-00000000DO0-1-00000)0O0
OO0O[,5-a]00000-3-00000]J000000000O0O (@O0 a-69)
ooo2000007--000o0DoOOo0O0oOo-5-00>)0O0D0O-6-@-0000O0O0DOODO-1-
ooooo)yoooo[,5-a]0o0o0gd-3-00000 (0.074 g, 0.167 mmol) OO OO
ooooDoDDo0O (0.091g, 0.833mmoD) DO O O0DO0DODO1I0OD60O0O0ODODOOOODODOO (
0.027 g, 30%) O OOO
ESI-MS m/z: 537 (M + H)*; *H-NMR (CDCl3, & ): 1.45 (t, J = 7.3 Hz, 3 H), 1.59-1.
75 (m, 2H), 1.80-1.99 (m, 2H), 2.52-3.02 (m, 3H), 3.61 (g, J = 7.3 Hz, 2H), 3.90
(s, 3H), 4.00-4.62 (m, 2H), 7.11-7.43 (m, 7H), 7.54 (s, 1H), 8.34 (s, 1H), 8.67
(s, 1H).
ooooooao
ocooooao
N-[7-(2-CCO0O-3-0000000)-6-4-000D00O0000-1-0000COHYDOOO1
,bo-a]l 0D oOo-3-00000]jooooooooog (00OOda-70)
[O O 1]
3-0jgoogooooo-7-2-000-3-00000O0CO)-6-@-000O0OODODODO-1-0O
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Oo0O0oO0o)DO0OO0OO0O[.5-a]J00000
0000190 04000007-000-3-000000000-6-(4-000000000-1
-00000)dO0O0O0[1,5-ajJ0 0000 (0.20 g, 0.48 mmol) 03-000-2-00 00
00O (0.105 g, 0.97 mmol) 000000 DO1900500000000000 (0.150 g
, 64%) O OO0
[0O 2]
7-(2-000-3-0000000)-6-(4-000000000-1-00000)D0000[1,5-
aJ00O00D0-3-00000
0001000003-000000000-7-(2-000-3-0000000)-6-(4-000
000D000-1-00000)0000([1,5-a]0 0000 (0.150 g, 0.31 mmol) O O 0O
ooooi1900e0 0000000000 (0.115g, 81%) OO OO
[0 O 3]
N-[7-(2-000-3-0000000)-6-(@-000000000-1-00000)0000T([1
,5-a]0 00 00-3-00000]0000000000 (O000a-70)
0o02000007-(2-000-3-0000000)-6-(4-000000000O-1-000
0OO0)IOODO[1,5-a]0 0 000-3-00000 (0.05g, 0.11 mmol) 0D DO OO0OODO
000 (0.052 g, 0.55mmol) 0D DO00O0D10060000000000O00O (0.019 g,
31%) 0000
ESI-MS m/z: 548 (M + H)*; H-NMR (CDCls, & ): 1.31-1.65 (m, 2H), 1.46 (t, J = 7.
3 Hz, 3H), 1.76-1.91 (m, 2H), 2.40-2.82 (m, 2H), 2.65 (s, 3H), 3.23-3.60 (m, 1H)
, 3.62 (q, J = 7.3 Hz, 2H), 3.84-4.24 (m, 2H), 7.11-7.40 (m, 6H), 7.58 (dd, J =
8.2, 1.3 Hz, 1H), 8.36 (s, 1H), 8.45 (s, 1H), 8.57 (dd, J = 4.6, 1.6 Hz, 1H), 8.
64 (s, 1H), 10.48 (s, 1H).
OoooooO
oooooo
N-[7-(4-000-3-0000000)-6-(@-000000000-1-00000)0000T([1
,5-a]0 0 000-3-00000]00000000000000 (000a-71)
[0O 1]
3-000000000-7-4-000-3-0000000)-6-(4-000000000-1-0
0ooo0o)oooo[1,5-a]0000n
ooooi19004000007-000-3-000000000-6-@-000000000-1
-00000)0O0DO0O0[1,5-ajJ0 0000 (0.20 g, 0.48 mmol) 03-000-4-00 00
0000 (0.110 g, 0.97 mmol) 00O OO DO01900500000000000 (0.099
g, 42%) 0O 00O
[0O 2]
7-(4-000-3-0000000)-6-(4-000000000-1-00000)0000I[1,5-
al]d0o0o00-3-00000
ooo0o1000003-000000000-7-(4-000-3-0000000)-6-(4-000
000000-1-00000)0000([1,5-a]0 0000 (0.099 g, 0.20 mmol) O OO
oooo01900 0600000000000 (0.076 g, 80%) OO 00O
[0 O3]
N-[7-(4-000-3-0000000)-6-(4-000000000-1-00000)0000T([1
,5-a]0 0 000-3-00000]00000000000000 (000a-71)
0002000007-(4-000-3-0000000)-6-(4-000000000-1-000
O0o)oOOO[1,5-a]0000-3-00000 (0.05g, 0.11 mmol) DO O DOODOOO
0000000 (0.048 g, 0.44mmol) 00D DO00ODI0D0600000000000O (
0.005 g, 8%) O OO0
ESI-MS m/z: 565 (M + H)*; *H-NMR (CDCls, & ): 1.09-1.19 (m, 2H), 1.42-1.66 (m, 4
H), 1.77-1.92 (m, 2H), 2.26 (s, 3H), 2.58-2.78 (m, 2H), 3.00-3.20 (m, 1H), 3.24-
4.82 (m, 3H), 7.01-7.41 (m, 7H), 8.13 (s, 1H), 8.32 (s, 1H), 8.64 (s, 1H), 10.61
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(s, 1H).
ocoooooao
ocooooao
N-[7-(4-00000000)-6-(4-000000000-1-00000)0000I[1,5-a]0
0oo0o0-3-00000]0bo0oooooooo ((@oda-72)

[O O 1]
3-0ooooooDoo-7-@-00o0Do0DooDoo)-e-@-DO0D0O0DDODDOO0ODO-1-DO000O0
Y ooOo([1,5-a]J0 0000
ooooi1004000007-000-3-000000000-6-@-00000O0O0OO-=-1
-00000)I0DD0O[1,5-al0 0000 (0.20 g, 0.48mmol) D4-00000000 (
0.128 g, 0.97 mmol) OO O DO ODOO10O00000000000O (0.240 g, 98%)
oooao

[O O 2]
7-4-000o0ooo0oo)-e-@-000D00000D-1-00000)0O0OO0ODO[1,5-a]00
ooo-3-0g0ooad
ooo01000003-000ddooooo-7-@G-00000ooUoO)-6-@-0ODO0O0O0O00O0
00-1-00000)0000([1,5-a]0 0000 (0.240 g, 0.47 mmol) 0D DDOOOO1
olnded 000D OODOOOnO (0.197 g, 85%) OO OO

[O O 3]
N-[7-4-CO0D0D0O000)-6-@-000C000D0O0O0O0-1-00000)D0D0O0[,5-a]0
0oo0o0-3-00000)oDo0oooooood@ona-72)
odood2000007-@-000o0O0ooO)-6-@-000D00DOOOO-1-00000)0O
OO00[1,5-a]00000-83-00000 (0.05g, O.10mmol) OODODOOOOOOOO
(0.050 g, 046 mmol) DODODOOODIDDG6O00ODOODOODODOODO (0.009 g, 15%)
oooao
ESI-MS m/z: 572 (M + H)*; H-NMR (CDCls, & ): 1.03-1.72 (m, 4H), 1.47 (t, J = 7.
3 Hz, 3H), 2.32-2.48 (m, 2H), 2.51-4.38 (m, 3H), 3.62 (q, J = 7.3 Hz, 2H), 6.59
(s, 1H), 6.89-7.50 (m, 9H), 8.39 (s, 1H), 8.52 (s, 1H), 8.63 (s, 1H), 8.73 (s, 1
H), 10.55 (s, 1H).

ocoooooao

oooooad
N-[7-(7-00000000)-6-(4-000000000-1-00000)0000 [1,5-a]0
oooo-3-00000]Jjuoooooo0ooO00 (OOoa-73)

[O O 1]
3-0opooooooo-7-(r-ODO00O0O0O0O0OO0)-6-@-COD0O0DODOOO-1-00000
Yo oo [1,5-ajJudooao
ooboboi19oo04000007-000-3-0000000D00-6-@-000000DODO-=-1
-00000)IO0O0D0[1,5-a]0 0000 (0.25g, 0.61mmol) O07-00000000 (
0.128 g, 0.97 mmol) 0D D O0DOD1900500000000000 (0.310 g, 99%)
oooao

[O O 2]
7-(7-00000000)-6-4-00000D00D00-1-00000)000D0I[1,5-a]00
ooo-3-00000
oobodi1iooooos-00o0Do0DooDooo-7-(7r-000O00O0D0O0)-6-@G-0000D00ODOO0O
00-1-00000)I000([1,5-a]0 0000 (0.310g, 0.61mmol) 0D O ODOODO1
ouel0OdOUOOO0ODDODOO (0.269 g, 92%) OO OO

[O O 3]
N-[7-(7-00000000)-6-(4-000000000-1-00000)0000I[1,5-a]0
0o0Do00-3-00000)bOO0bOO0ob0OO0ooOoo0Ood@oana-73)
ooo22w00007((-U00O0O0O0OO0O0)-6-@-00000CO0O0OO0ODO-1-00000)O
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O0O0[1,5-a]0 0000-3-00000 (0.05g, 0.10mmol) DO O O0CODOOCDOOO
(0.080 g, 0.73 mmol) 0O ODODOOO0100600000000000 (0.015 g, 27%)
0ooo

ESI-MS m/z: 572 (M + H)*; *H-NMR (CDCl;, & ): 1.08-1.74 (m, 4H), 1.44 (t, J = 7.
5 Hz, 3H), 2.38-2.55 (m, 2H), 2.56-4.15 (m, 3H), 3.58 (q, J = 7.5 Hz, 2H), 6.68
(dd, J = 3.1, 2.0 Hz, 1H), 7.04-7.39 (m, 8H), 7.71 (dd, J = 6.4, 2.4 Hz, 1H), 8.
29 (s, 1H), 8.51 (s, 1H), 8.57 (s, 1H), 8.85 (s, 1H), 10.55 (s, 1H).
0oooooo

Do0o0o00
N-[7-(5-00000000)6-(4-000000000-1-00000)3000[1,5-a]0
0000-3-00000]0000000000 (000a-74)

[O O 1]
3-000000000-7-(-00000000)-6-@-000000000-1-00000
YIOOO([1,5-a]0 0000

0000190040 00007-000-3-000000000-6-(4-000000000-1
-00000)00O00([1,5-a]0 0000 (0.15g, 0.36 mmol) 05-00000000 (
0.072 g, 0.54 mmol) 00D 0OODOD01900500000000000 (0.184 g, 99%)
0ooo

[0 O 2]

7-(5-00000000)6-(4-000000000-1-00000)0000 [1,5-a]00
000-3-00000
0001000003-000000000-7-(-00000000)-6-(4-0000000
00-1-00000)0000([1,5-alJd 0000 (0.184 g, 0.36 mmol) 00O OO0 OO 1
o006 0D0DD0DODDDODO (0.170 g, 98%) OO OO

[O O 3]

N-[7-(5-0 0 000000)-6-(4-000000000-1-00000)000030I[1,5-a]0
0000-3-00000]0000000000 (@0 00a-74)
0002000007-(G-00000000)-6-4-000000000-1-00000)0
ODO0O0[1,5-a]0 0000-3-00000 (0.05g, 0.10mmol) DO O OO0DOO0DOOO
(0.092 g, 0.84 mmol) 0O ODODOOO0100600000000000 (0.020 g, 35%)
0ooo

ESI-MS m/z: 572 (M + H)*; TH-NMR (CDClg, & ): 1.15-1.82 (m, 4H), 1.46 (t, J = 7.
3 Hz, 3H), 2.40-2.59 (m, 2H), 2.60-4.15 (m, 3H), 3.62 (q, J = 7.3 Hz, 2H), 6.61
(s, 1H), 7.00-7.37 (m, 7H), 7.47 (d, J = 8.4 Hz, 1H), 7.58 (s, 1H), 8.33 (s, 1H)
, 8.37 (s, 1H), 8.63 (s, 1H), 8.64 (s, 1H), 10.58 (s, 1H).

Doooooo

Do0o0o0Q0

N-[7-(6-0 00 00000)6-(4-000000000-1-00000)300030I[1,5-a]0
000D0-3-00000]0000000000 (000a-75)

[0 O 1]
3-000000000-7(6-00000000)-6-(4-000000000-1-00000
IOOO[1,5-a]0 0000

0000190040 00007-000-3-000000000-6-(4-0000000000 -1
-00000)I0O00([1,5-a]0 0000 (0.15g, 0.36mmol) 06-00 000000 (
0.054 g, 0.72mmol) 00 O00OO0O0D01900500000000000 (0.179 g, 98%)
0ooo

[0 O 2]
7-(6-00000000)6-(4-000000000-1-00000)0000([1,5-a]00
0DO00-3-00000
0001000003-000000000-7-(-00000000)-6-(4-0000000
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00-1-00000)0000([1,5-ald 0000 (0.179 g, 0.35 mmol) 00O OO OO 1
o006 0D0OID0DODDODOODO (0.168 g, 98%) OO OO
[0 O 3]
N-[7-(6-0 00 00000)6-(4-000000000-1-00000)I0003[1,5-a]0
0000-3-00000]0000000000 (@0 00a-75)
0002000007-(6-00000000)-6-4-000000000-1-00000)0
O00([1,5-a]0 0000-3-00000 (0.05g, 0.10mmol) DO O O0CDOOC0DOOO
(0.092 g, 0.84 mmol) OO ODCODOOCO100600000000000 (0.020 g, 36%)
0ooo
ESI-MS m/z: 572 (M + H)*; *H-NMR (CDCl;, & ): 1.17-1.87 (m, 4H), 1.46 (t, J = 7.
3 Hz, 3H), 2.34-3.06 (m, 3H), 3.11-4.26 (m, 2H), 3.62 (q, J = 7.3 Hz, 2H), 6.62
(s, 1H), 6.99-7.49 (m, 8H), 7.69 (d, J = 8.1 Hz, 1H), 8.37 (s, 1H), 8.47 (s, 1H)
, 8.63 (s, 1H), 8.68 (s, 1H), 10.56 (s, 1H).
0oooOooo
Do0o00o00
N-[7-(1-000-5-00000000)-6-4-000000000-1-00000)0000
[1,5-a]00000-3-00000]1]0000000000 (000 a-76)
[O O 1]
3-000000000-7-(1-000-5-00000000)-6-(4-000000000 -1-
0000O0)00O00[1,5-ald 0000
0000190040 00007-000-3-000000000-6-(4-0000000000 -1
-00000)00O00([1,5-a]0 0000 (0.15g, 0.36 mmol) 01-000-5-00 00
0000 (0.072 g, 0.49 mmol) 0O ODOO0O0D01900500000000000 (0.169
g, 90%) 0000
[0 O 2]
7-(1-000-5-00000000)-6-4-000000000-1-00000)0000[1,
5-a]0 0000-3-00000
0001000003-000000000-7-(-000-5-00000000)-6-(4-00
0000O000-1-00000)J000T([1,5-a]0 0000 (0.169 g, 0.32 mmol) O O
00000190060 0000000000 (0.134 g, 84%) 0O 0O
[O O 3]
N-[7-(1-000-5-00000000)-6-4-000000000-1-00000)0000
[1,5-a]00000-3-00000]1]0000000000 (000 a-76)
0002000007-(1-000-5-00000000)-6-(4-000000000-1-00
000)0OO0OO[1,5-a]00000-3-00000 (0.05g, 0.10 mmol) 0O OO0 OO
0000 (0.065g, 0.6 mmol) DO ODCODOOOD100600000000000 (0.028g
,47%) 0000
ESI-MS m/z: 586 (M + H)*; *H-NMR (CDCl;, & ): 1.08-1.93 (m, 4H), 1.46 (t, J = 7.
3 Hz, 3H), 2.39-3.29 (m, 3H), 3.31-4.56 (m, 2H), 3.62 (q, J = 7.5 Hz, 2H), 3.84
(s, 3H), 6.53 (t, J= 1.6 Hz, 1H), 7.00-7.44 (m, 8H), 7.55 (d, J = 2.2 Hz, 1H), 8
.33 (s, 1H), 8.63 (s, 1H), 8.65 (s, 1H), 10.59 (s, 1H).
0oooooo
Do0o0o00
N-[7-(1-000-4-00000000)6-4-000000000-1-00000)0000
[1,5-a]00000-3-00000]1]0000000000 (00O00a-77)
[0 O 1]
3-000000000-7-(1-000-4-00000000)-6-(4-000000000 -1-
0000O0)0O0O00[1,5-a]J0 0000
0000190040 00007-000-3-000000000-6-(4-0000000000 -1
-00000)00O00([1,5-a]0 0000 (0.15g, 0.36 mmol) 01-0 00 -4-00 00
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0000 (0.076 g, 0.52mmol) 00O DOOCOD01900500000000000 (0.169
g, 90%) O OO00O

[0 O 2]
7-(1-000-4-00000000)-6-(4-000000000-1-00000)0000[1,
5-a]0 0000-3-00000
0001000003-000000000-7-(1-000-4-00000000 )-6-4-00
0000000-1-00000)J000T([1,5-a]0 0000 (0.169 g, 0.32 mmol) O O
00000190060 0000000000 (0.133 g, 84%) 000 O

[O O 3]

N-[7-(1-0 00 -4-00000000)6-4-000000000-1-00000)0000
[1,5-a]00000-3-00000]J]0000000000 (00O00a-77)
0002000007-(1-000-4-00000000)-6-(4-000000000-1-00
000)IOO0O[1,5-a]00000-3-00000 (0.05g, 0.10 mmol) 00 00O ODO
0000 (0.065g, 0.6 mmol) OO ODCODOOCO100600000000000 (0.026g
,44%) 0000

ESI-MS m/z: 586 (M + H)*; “H-NMR (CDCl;, & ): 0.92-1.67 (m, 4H), 1.47 (t, J = 7.
5 Hz, 3H), 2.28-3.00 (m, 3H), 3.10-4.73 (m, 2H), 3.62 (q, J = 7.3 Hz, 2H), 3.85
(s, 3H), 6.52 (d, J= 3.3 Hz, 1H), 6.89-7.41 (m, 9H), 8.40 (s, 1H), 8.65 (s, 1H),
8.73 (s, 1H), 10.57 (s, 1H).

0Doooooo

000000

N-[6-(4-0 00 000000-1-00000)-7-(-0000000)0000([1,5-a]00
000-3-00000]10000000000 (000 a-78)

[0 O 1]

3-000000000-6-(4-000000000-1-00000) -7-(G-0000000)
D000[1,5-aJ0 0000

0000190040 00007-000-3-000000000-6-(4-0000000000 -1
-00000)00O00([1,5-a]0 0000 (0.10 g, 0.24 mmol) 05-0 000000 (0.

069 g, 0.48 mmol) DO D ODODOD1900500000000000 (0.108 g, 86%) O
000

[O O 2]

6-(4-000000000-1-00000)-7-(-0000000)0000I[1,5-a]000
00-3-00000
0001000003-000000000-6-(4-000000000-1-00000) -7-(

5-0000000)IO000[1,5-a]0 0000 (0.108 g, 0.21 mmol) 0O OO OO O 19
DO0e0O0O0O0D0O0O0D0OO0DO (0.092 g, 88%) 0O0OO

[C O 3]

N-[6-(4-0 00 000000-1-00000)-7-(-0000000)0000([1,5-a]00
000-3-00000]10000000000 (000 a-78)
0002000006-(4-000000000-1-00000)-7-(-0000000)00
O0O0[1,5-a]0 0000-3-00000 (0.05¢g, 0.10 mmol) 00000000000 (O
.065 g, 0.6 mmol) OO0 DCODOODOD100600000000000 (0.002g, 3%) OO
00

ESI-MS m/z: 584 (M + H)*; H-NMR (CDClg, & ): 1.11-1.79 (m, 4H), 1.47 (t, J = 7.

4 Hz, 3H), 2.37-3.05 (m, 3H), 3.45-4.45 (m, 2H), 3.63 (q, J = 7.4 Hz, 2H), 7.03
(d, J = 6.9 Hz, 2H), 7.19-7.35 (m, 3H), 7.53-7.59 (m, 2H), 7.78 (t, J = 8.1 Hz,

1H), 8.23 (d, J = 8.3 Hz, 1H), 8.34 (s, 1H), 8.43 (d, J = 8.6 Hz, 1H), 8.68 (s,

1H), 8.76 (s, 1H), 9.06 (dd, J = 4.1, 1.5 Hz, 1H), 10.50 (s, 1H).

0oooooo

Do0o0o0aQ

10

20

30

40

50



(90) JP 5372763 B2 2013.12.18

N-[6-(4-000000000-1-00000)-7-(8-0000000)0000I[1,5-a]00
O00-3-00000]10000000000 (@00 a-79)

[O O 1]
3-Jopdoooooo-6e-@4-00D0000O0D0O0O-1-00000)-7-(B-0000000)
O00O0[1,5-a]00000

0000190 04000007-000-3-000000000-6-@-000000000O-=-1
-00000)IO0DO0[1,5-a]0 0000 (0.10 g, 0.24 mmol) 08-00 00000 (O.
069 g, 0.48 mmol) DO DOODDO1900500000000000 (0.125 g, 99%) O
oo00d

[0 O 2]
6-(4-000000000-1-00000)-7-(8-0000000)0000[1,5-a]000
ogod-3-00000

0001000003000 000000-6-(4-000000000=-1-00000)-7-(8
-00oo0ooOo)y ood[,5-aJuoooo (0.125 g, 0,24 mmol) DO ODDOOOI19
doedO0O0DODOOOODO (0.091 g, 64%) O O0OO

[O O 3]
N-[6-(4-000000000-1-00000)-7-(8-0000000)J000[1,5-a]00
0oo0-3-00o0oojoooooooooo (@Oooa-79)
O00d2000006-4-00000000D0-1-00000)-7-(8-000000O0O)YDO
O0[1,5-a]00000-3-00000 (0.04g, 0.08mmol) OOOODDOOODOODO (O
.055 g, 0.5mmol) OO O OO0DOD1I0OB0000O00O0ODOOO (0.014 g, 30%) OO
ad

ESI-MS m/z: 584 (M + H)*; H-NMR (CDCls, & ): 1.12-1.69 (m, 4H), 1.48 (t, J = 7.
4 Hz, 3H), 2.15-2.85 (m, 3H), 3.11-4.15 (m, 2H), 3.63 (q, J = 7.3 Hz, 2H), 6.58-
6.75 (m, 2H), 7.12-7.21 (m, 3H), 7.54-7.80 (m, 4H), 8.30 (dd, J = 8.2, 1.6 Hz, 1
H), 8.58 (s, 1H), 8.71 (s, 1H), 8.97 (dd, J = 4.3, 1.6 Hz, 1H), 10.07 (s, 1H), 1
0.54 (s, 1H).

gooooon

gooooao

N-[7-(2,2-0 0 00-2,3-0000000000-7-00000)-6-(4-00000000
0-1-000o00)oood[,5-aubo0o0o-3-0p0o0oojoooooooooo (@
0 0O a-80)

[O O 1]
3-000o0oooono-7-,2-0000-2,3-000000000O00O-7-00000)-6-(4
-000o0o0o0o0oDo0-1-00000)00o0dll,5-ajooood

o000 040 00007-000-3-000000000-6-@-000000000O-=-1
-00D000)IO0D0O[,5-a]0 0000 (0.15 g, 0.36 mmol) 0 2,2-00 0 0 -2,3-0
ooo0o-1-00oooo-7-000 (0.088 g, 0.54mmol) ODOODODOO1005000
00000000 (0.194 g, 99%) OO OO

[OO 2]
7-(2,2-0000-2,3-00000000O0O0-7-00000)-6-@G-000D0ODOODODO-1
-000O0O0)dDOoOODO[1,5-a00000-83-00000

0001000003000 000000-7-R,2-0000-2,3-0000000000-7
-00D000)-6-(4-000000000-1-00000)0000([1,5-a]d 0000 (0.1
94 g, 0,36 mmol) DD DO DOOO1O00600000O000O00O00ODODO (0.153 g, 83%) OO
oo

[O O 3]
N-[7-2,2-0000-2,3-0000000000-7-00000)-6-(4-0000000O0
0-1-00000)oood[,5-ali0o0boo0-3-000oO0]jooooboooooo@aa
0 a-80)
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ooo2000007-R,2-0000-2,3-0000000000-7-00000)-6-(4-0
ocoooooOOoOO0-1-0000O0) ooDoO[M,5-a0000o0o-3-0o0oo0n0o (0.05 g, O.
10mmol) OODODDDOOOODOOO (0.063 g, 0.58mmol) 0O O OODOOO1I00O6000O
oooooogo (0.027 g, 44%) OO OO
ESI-MS m/z: 603 (M + H)*; *H-NMR (CDCl5, & ): 1.32-1.86 (m, 4H), 1.47 (s, 3H), 1
.47 (t, J = 3.7 Hz, 6H), 2.47-2.95 (m, 3H), 3.09 (s, 2H), 3.23-4.38 (m, 2H), 3.6
1({, J=7.5Hz, 2H), 6.82-7.37 (m, 8H), 8.37 (s, 1H), 8.43 (s, 1H), 8.62 (s, 1
H), 10.55 (s, 1H).
ooooooao
ocooooao
N-{7-2-0000-5-000000000D0)-6-[4-@4-00000DOOHOODDODO-1-
oooooD]l]oo0Ud0,5-a00O0DD-3-00000YYO0O0ODODOOO0OO0 (OO0 a-
81)
[O O 1]
3-0000ooooo0-6-4-@-0 0000000 DDDODOD-1-000007]-7-000
ooooDoO0OMI,5-al]ooooo
ooooilo0o02000003-0000000D00-7-0000000D00C0O[1,5-a]J0O00
oo-e-00000 (1.17 g, 4.65 mmol) D4-@-0 000 O0O0OO)YOODOO (1.0 g,
5.58mmol) 00 ODDOO0OD1I002000000000ODDO0O@A-18g, 62%) O O0OO
[0 0O 2]
7-000-3-000000D000-6-4-4-000D0DOO0OOHNIDODOO-1-0O0000]
oo00D0[[1,5-a]J0 000
o3-0oo-7-00000-6-@-00C000DODOOOO0-1-00000OHYDODDODOIM,5-a]J00
0000000000010 ooo3-000Do0o0oooo-6-4-@-0000ooog)
oooooD-1-00000]-7-000000000[[,5-aJu0oOoO0 (1-17 g, 2-85 mmo
HhoooOoooOD1oOo3oooooooooDoO (0-183 g, 15 % OooO0OO
[O O 3]
3-0oo0ooooog-7-R-0U00o-5-000Oo0oDOoOoOooOooD)-6-4-@-000O00DO
ooy ooooo-1-0o0oooolooo0o,5-a]Joooon
ooo2000007-000-83-00000D0DO000-6-4-@4-0D00CO0ODDDOOHMIOOO
0-1-00000]J0000[1,5-aJc00o0on0 (0.09 g, 0.21 mmol) O 2-0 00 0O -5-0
oooooDO (0.053g, 042mmol) DO DD ODODOQOOSG0DO000D0OO0OO0O0OOO (O
109 g, 99%) 0 O OO
[O O 4]
7-(2-0000-5-0000000000)-6-[4-@4-00000000H)000O0OO-1-00
ocooljooo0o,5-alo0ooo-3-00000
ooo3000oo3-0c0goooooo-7-(R-0000-5-000000043)-6-[4-(4-
oooooooo)oooouo-1-0ogdoo)joodd,5-aJooooo (0-109 g, 0.2
1mmol) OODODODDOO1OOGBO0000O0OODODODODOO (0.082 g, 80%) O O0OO
[0 O 5]
N-{7--0000-5-0000000000)-6-[4-@G-00000DOOHO0DODDODO-1-
oooooD]l]oo000d,5-a0000OD-3-00000Y0O0O0ODDODODOO0O0O@OO0a-8
i)
ooo4000007-R-0000-5-0000000000)-6-4-@-00000000O)
ooooo-1-g0o0oo0joooo[,5-aj0o0o0oog-3-000dono (0.04 g, 0.081 mm
o) J0JO0OODOOODDODO (0.053g, 0.49mmol) DO DO ODODODO1IODOD6O00OODODOO
ooooDoO (0.021 g, 46%) O OODO
ESI-MS m/z: 583 (M + H)*; *H-NMR (CDCls, & ): 1.22-1.91 (m, 4H), 1.46 (t, J
3 Hz, 3H), 2.37 (s, 3H), 2.52-3.23 (m, 3H), 3.55-4.45 (m, 2H), 3.61 (q, J = 7.3
Hz, 2H), 6.95-7.31 (m, 7H), 8.42 (s, 1H), 8.43 (s, 1H), 8.64 (s, 1H), 10.49 (s,
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1H) .

0oooooo

Do0o0o0a0

N-{7-(2-0 0 00-5-0000000000)-6-[4-(4-00000000)00000-1-
0000O0]J00O00[1,5-al00000-3-000003} 0000000000000 (
00 O a-82)

0000810040 00007-(R-0000-5-0000000000)-6-[4-(4-0000
0000)I0OO0DO0O-1-00000]0000([1,5-a]00000-3-00000 (68 mg,
0.14 mmol) 00 DODDODOODOOODOOODO (84 mg, 0.69 mmol)JOD DD OOO1006
00000000000 (45 mg, 55%) 0000

ESI-MS m/z: 595 (M + H)*; H-NMR (CDCl;, & ): 1.09-1.18 (m, 2H), 1.31-1.57 (m, 4
H), 1.71-1.89 (m, 2H), 2.37 (s, 3H), 2.55-2.71 (m, 3H), 3.05-3.17 (m, 1H), 3.95-
4.14 (m, 2H), 6.95-7.05 (m, 2H), 7.06-7.15 (m, 4H), 7.16-7.23 (m, 1H), 8.41 (s,
1H), 8.43 (br s, 1H), 8.65 (s, 1H), 10.59 (br s, 1H).

Doooooo

Do0o0o0aQ
N-{6-[4-(4-00000000)I0D0O00-1-000007]-7-G(-0000000000)
0000[1,5-a]00000-3-000003000000000 (000 a-83)

[0 O 1]
3-000000000-6-[4-(4-00000000)00000-1-000007]-7-3-00
0000000O0)I0O00[1,5-a]J0 0000

00008100200 0007-000-3-000000000-6-[4-@-00000000)
00000-1-00000]10000([1,5-al]d 0000 (0.10 g, 0.23 mmol) 03-000
0000 (0.038g, 0.35mmol) 00O OODCOD01900500000000000 (0.113
g, 98%) O OO0

[DOoO]
6-[4-(4-00000000)I0O000-1-000007]-7-(B-0000000000)00
O0O0[1.,5-a]00000-3-00000
0001000003-000000000-6-[4-@-00000000)00000-1-0
0000]-7-(B-0000000000)IO000[1,5-aJ00000 (0.113 g, 0.23 mmo
HDOOO0ODO0O0OD01900600000000000 (0.103 g, 94%) 0000

[O O 3]
N-{6-[4-(4-00000000)I00O00-1-000007]-7-GB-0000000000)
0000[1,5-a]00000-3-000003 000000000 (000 a-83)
00D02000006-[4-(4-00000000)00000-1-000007-7-(3-0000
000000)IO0O0O0[1,5-a00000-3-00000 (0.05g, 0.11 mmol) 0O OO
0000000 (0.070g, 0.64mmol) DO O DODC0D100600000000000 (
0.022 g, 37%) OO OO

ESI-MS m/z: 565 (M + H)*; TH-NMR (CDCl, & ): 1.31-1.83 (m, 4H), 1.46 (t, J = 7.

3 Hz, 3H), 2.41 (s, 3H), 2.47-3.05 (m, 3H), 3.30-4.97 (m, 2H), 3.61 (q, J = 7.3
Hz, 2H), 6.93-7.40 (m, 8H), 8.43 (s, 1H), 8.55 (s, 1H), 8.63 (s, 1H), 10.51 (s,
1H) .

0Doooooo

Do0o0o00

N-{7-(4-0 000-2-0000000000)-6-[4-(4-00000000)00000
00000]J00O00[1,5-al00000-3-000003}000000000 (OO0 a-

84)

[O O 1]

3-000000000-7-(4-0000-2-0000000000)-6-[4-@-000000
00)00O000-1-00000]0000([1,5-ald 0000
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00008100200 0007-000-3-000000000-6-[4-(4-00000000)
00000-1-00000]0000([1,5-a]Jd 0000 (0.10 g, 0.23 mmol) 04-000
0-2-0000000(0.044 g, 0.35mmol) 0000000190050 00000000
00 (0.114 g, 96%) 0 OO O
[DOoO]
7-(4-0000-2-0000000000)-6-[4-(4-00000000)00000-1-00
0000000 [1,5-a]00000-3-00000
0001000003-000000000-7-(4-0000-2-0000000000)-6-[4
-4-00000000)I0000-1-00000]0000([1.,5-a]J0 0000 (0.114 g,
0.22mmol) 00 DODODD1900600000000000 (0.082g, 72%) 0000
[O O 3]
N-{7-(4-0 000-2-0000000000)-6-[4-(4-00000000)00000-1-
0000O0]J0000[1,5-al00000-3-000003}000000000(@O00a-8
4)
0002000007-(4-0000-2-0000000000)-6-[4-@-00000000)
00000-1-00000]0000([1,5-ad0000-3-00000 (0.05 g, 0.10 mmo
HDOOO0ODOO0DOO0ODO (0.067 g, 0.61mmol) DO DO ODCDOO1006000000
00000 (0.023 g, 39%) 0O OO
ESI-MS m/z: 583 (M + H)*; *H-NMR (CDCl;, & ): 1.32-1.91 (m, 4H), 1.46 (t, J = 7.
3 Hz, 3H), 2.40 (s, 3H), 2.55-3.18 (m, 3H), 3.48-4.68 (m, 2H), 3.61 (q, J = 7.3
Hz, 2H), 6.83-7.39 (m, 7H), 8.25 (s, 1H), 8.29 (s, 1H), 8.63 (s, 1H), 10.51 (s,
1H).
0oooooo
000000
N-{7-(4-0 000-3-0000000000)-6-[4-(4-00000000)00000-1-
00000]J00O00[1,5-a]00000-3-000003}000000000 (OO0 a-
85)
[0 O 1]
3-000000000-7-(4-0000-3-0000000000)-6-[4-@-000000
00)00O000-1-00000]0000([1,5-al0 0000
00008100200 0007-000-3-000000000-6-[4-@-00000000)
00000-1-00000]0000([1,5-a]Jd 0000 (0.10 g, 0.23 mmol) 04-000
0-3-0000000(0.044 g, 0.35mmol) 00O0O00DO0D01900050000000000
00 (0.119 g, 99%) 0 OO O
[O O 2]
7-(4-0000-3-0000000000)-6-[4-(4-00000000)00000-1-00
0000000 [1,5-a]00000-3-00000
0001000003-000000000-7-(4-0000-3-0000000000)-6-[4
-4-00000000)I0000-1-00000]0000([1.,5-a]J]0 0000 (0.119 g,
0.23mmol) 0000000190060 0000000000 (0.103 g, 91%) 0O 0O
[O O 3]
N-{7-(4-0 000-3-0000000000)-6-[4-(4-00000000)00000-1-
0000O0]J0000[1,5-al00000-3-000003}000000000(@O00 a-8
5)
0002000007-(4-0000-3-0000000000)-6-[4-@-00000000)
00000-1-00000]10000([1,5-ad0000-3-00000 (0.05 g, 0.10 mmo
HDOO0O0O0O0O0D0O00O0O0 (0.067 g, 0.6l mmol) OO OODOO1006000000
00000 (0.038 g, 64%) 0O OO
ESI-MS m/z: 583 (M + H)*; H-NMR (CDCl;, & ): 1.33-1.88 (m, 4H), 1.46 (t, J = 7.
3 Hz, 3H), 2.33 (d, J = 1.8 Hz, 3H), 2.52-3.07 (m, 3H), 3.61 (q, J = 7.3 Hz, 2H)
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, 3.68-4.46 (m, 2H), 6.95-7.32 (m, 7H), 8.39 (s, 1H), 8.48 (s, 1H), 8.62 (s, 1H)
, 10.49 (s, 1H).

0oooooo

DoooooQ

N-{7-(2,5-0 000 0000000)-6-[4-(4-00000000)I0O000-1-0000

0J000O0[1,5-a]00000-3-000003} 000000000 (000 a-86)

[0 O 1]

7-(2,5-00000000000)-3-000000000-6-(4-000000000 -1-0

000O0)IOO0O[1,5-a]00000

0000800200000 7-000-3-000000000-6-[4-4-00000000)

00000-1-00000]0000([1,5-a]Jd 0000 (0.10 g, 0.23 mmol) O 2,5-0 0

000000 (0.042g, 0.35 mo)J 0D COODCOD190050 0000000000 (O.

118 g, 99%) 0 O O O

[O O 2]

7-(2,5-00000000000)6-[4-(4-00000000)I0000-1-000007
00O00[1,5-a]00000-3-00000

0001000007-,5-00000000000)-3-000000000-6-(4-000

000000-1-00000)I0000([1,5-a]0 0000 (0.118 g, 0.23 mmol) O O O

0000190060 0000000000 (0.066 g, 59%) 0000

[0 O 3]

N-{7-(2,5-0 000 0000000)-6-[4-(@-00000000)I0000-1-0000

0]0O00O0([1,5-a]00000-3-000003Y 000000000 (000 a-86)

0002000007-(2,5-00000000000)-6-[4-@-00000000)I100

00-1-00000]0000([1,5-a]00000-3-00000 (0.05 g, 0.10 mmol) O

0000000000 (0.067 g, 0.62mmol) DOODOODDOD1006000000000

00 (0.039 g, 65%) 0000

ESI-MS m/z: 579 (M + H)*; *H-NMR (CDCl;, & ): 1.34-1.87 (m, 4H), 1.46 (t, J = 7.

3 Hz, 3H), 2.16-2.96 (m, 3H), 2.35 (s, 3H), 2.36 (s, 3H), 3.61 (q, J = 7.3 Hz, 2

H), 3.71-4.33 (m, 2H), 6.93-7.33 (m, 7H), 8.33 (s, 1H), 8.35 (s, 1H), 8.62 (s, 1

H), 10.54 (s, 1H).

ooooooo

oooooo

N-{7-(2,5-00000000000)-6-[4-(4-00000000)I0000-1-0000

0J00C0O0[1,5-a]0 0000-3-00000} 0000000000000 (QOO a-

87)

000080 02000007-(2,5-00000000000)-6-[4-@-00000000

Y OODOOD-1-00000]0000([1,5-a]0 0000-3-00000 (97 mg, 0.20 mmol

YyOOODOODOODOODODODOODOO (120 mg, 1.00 mol) D000 OO0 010060000

0000000 (37 mg, 32%) 000 O

ESI-MS m/z: 591 (M + H)*; H-NMR (CDCl;, & ): 1.08-1.19 (m, 2H), 1.30-1.53 (m, 4

H), 1.69-1.85 (m, 2H), 2.35 (s, 3H), 2.36 (s, 3H), 2.50-2.65 (m, 3H), 3.05-3.18
(m, 1H), 3.90-4.08 (m, 2H), 6.94-7.16 (m, 6H), 7.23 (s, 1H), 8.33 (br s, 1H), 8.

35 (s, 1H), 8.64 (s, 1H), 10.64 (br s, 1H).

ooooooo

Dooooo

N-{6-[4-(3,4-0 0 0000000)I0000-1-000007]-7-,5-00000000

000)IO0OO0OO0[1,5-al00000-3-00000]10000000000 (000 a-88)
[0 O 1]

000 7-(2,5-00000000000)-3-0000000000000([1,5-a]000

00-6-00000000
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0000210020
ooo0-e-0000
mmol) 00O OO0
[0 O 2]
7-,5-0 000000 oooo)-3-0b0o0o0ooDooDobDOo0[i,5-alJ000oo-6-
ooooao
00010000 boono 7-,5-00000000000O0)-3-00000000O00O0OnO0O
O0[1,5-a]00000-6-00000000 (2.99 g, 8.13 mmol) OO 000 OO 210
040000000 00 (.59, 87%) 0000
[O O 3]
6-[4-G@,4-0 0000000 DO)H)YIDODODDODO-1-00O00D0O]-7-,5-000000000
0o0)-3-0000oooD0bOoo0ooo[,5-aJooonoad
ooo2000007-,5-00000000000)-8-00000DDOOOOOOOI,S
a0 0o00gd-e-00000 (220 mg, 0.62 mmol) 04-(EB,4-0 000 000O00O0O)HYIO
O00OO00oo0o (wo2004/06979800 217 mg, 0.93 mmol) OO0 O OO ODO2100500 000
Ooo0oD0OD0OE@32mg, 70%) O OODO
[O O 4]
6-[4-G,4-0 0000000 DO0)H)YIDODODDODO-1-00O0o0Oad]-7-,5-000000000
oo)yYooooMm,5-ajJuoooo-3-0000a0
ocoo3vooo0e6-4-GB.4-00000DDOOHNMYIODODODOD-1-ODODODOO]-7-(2,5-0
0000000000)-3-0000000000000T([1,5-ajJ00000 (232 mg, 0.4
3mmol) DD0O00ODDO1900600000000000 (202 mg, 93%) 00O O
[O O 5]
N-{6-[4-(3,4-000000000)I0D000-1-000007]-7-(2,5-00000000
OO0O0O)IODOO0O[1,5-a]00000-3-00000000000000 (000 a-88)
ooo400D0006-4-G,4-0000DODOOOHYY IOOODO-1-00DOO7] -7-(2,5-
00D00O0oooDooDoo)oOoDOoOD[,5-aJ0000DO0-3-00000 (100 mg, 0.20 mmol
Yooooooooooo (o5 mg, 1.0mmol) OO ODOODO1O00600000000O
Oo0o0 (79 mg, 66%) OO OO
ESI-MS m/z: 597 (M + H)*; *H-NMR (CDCl3,d ): 1.35-1.39 (m, 2H), 1.46 (t, J = 7.4
Hz, 3H), 1.76-1.80 (m, 2H), 2.35 (s, 3H), 2.37 (s, 3H), 2.52-2.61 (m, 3H), 3.61
@, J =7.4 Hz, 2H), 4.01 (br s, 2H), 6.83-6.96 (m, 2H), 7.05-7.14 (m, 3H), 7.2
5 (, J =8.9 Hz, 1H), 8.35 (br s, 2H), 8.62 (s, 1H), 10.53 (br s, 1H).
gooooon
gooooao
N-{6-[4-G.,4-000000000)0Q0OODD-1-000007-7-R,5-00000000
oo0DoO0)Yoooo[,5-aib0bo0-3-000Db0yYy0bO0obOOoooooDooDonD (@O
0 a-89)
gpooossoo4o0oooe-[4-GB.4-000000O0ODOHYYIOODOO-1-000007]-7
-2,5-00o0o0oooDoo0oo0oo0oo)yf00o0M,5-a]l00000-3-0000O0O (100 mg, 0.2
Ommol) DOODDODODODODODOOD (121 mg, 1.0 moH) D O DO OO O O 10 O 60
00o0o0o0ooooog (79 mg, 65%) 00O O
ESI-MS m/z: 609 (M + H)*; H-NMR (CDCls, & ): 1.11-1.16 (m, 2H), 1.35-1.38 (m, 2
H), 1.46-1.51 (m, 2H), 1.75-1.80 (m, 2H), 2.35 (s, 3H), 2.37 (s, 3H), 2.52-2.61
(m, 3H), 3.09-3.16 (m, 1H), 4.01 (br s, 2H), 6.86-6.96 (m, 2H), 7.06-7.13 (m, 3H
), 7.24 (d, J = 8.9 Hz, 1H), 8.35 (br s, 2H), 8.64 (s, 1H), 10.64 (br s, 1H).
ocoooooao
ogooooao
N-{6-[4-(3,4-0 0000000000000 -1-000007]-7-(-0000-5-000
oooooDoOoOH)Y OUOUooO@R,5-aloODODDD-3-00000YOoOoODoOoooDoOoOO (@O

O
O

000007-000-3-0000000000000([1,5-a]00
00 (2.89g, 9.9mmol) 02,5-00000000 (1.5 mL, 11.8
1004000000000000 (2.99g, 81 %) 0000

O O
O O

O
O O
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0 a-90)

[O 0O 1]

000 3-0o0ooooooo-7-R-0000-5-0000000000)0O000[1,5-a]
gododod-e-000o0nooon
odoodozx002000000007-000-8-000000O00O0ODOODOO0OI[1,5-a]d0O
ooo-e-C000O0O0O0O0O@.0g, 14.0mmol) O2-0000C-5-0000CO000O0 (2.4 m
L, 2009mmol) 000000010040 00000000000 (24549, 47% 00O
0

[O O 2]

3-00o0o0oDooDoo-7-2-0000-5-0000000000)YO00O0D0O0OI[,5-a]J000
Oo0-e-000003

0doodi10o0oodboono 3-0oooopoopoo-7-kR-0000-5-00000000D0
OH)yoooOo[l,5-a0000o0-e-0 0000000 (2.459g, 6.6 mmol) DO DO DOOO
0210040000000 0000 (1-98 g, 84%) 0 O0OO

[O O 3]

6-[4-GB,4-0 00 000D0O0O0H)Y0O0DODOD-1-000O0O]-3-00O0OUOooDOOoOOg-7-2-
0D0DO00-5-0000000000)0000[,5-aJ00000
doo2000003-000o0DooDooo-7-(2-0000-5-0000000000)Y00O
Oo0d[,5-auO0o0ooo-6-00000 (150 mg, 0.42 mmol) 04-(3,4-0000DO000OO
OH)Oooooooo (Wo2004/0697980 127 mg, 0.55 mmol) 00 0O DO 0O O O 210 050 0
000000000 (63 mg, 28%) 0000

[O O 4]

6-[4-GB,.4-0 00000000 H)Y0O0DDOO-1-000O0O]-7-R-0000-5-000000
ooDooo) ooDoon,5-aoooo-3-00ooao
ooo3pooooe-4-G.4-000D00D0O0OOHYOOODODO-1-000007-83-000
oooooo-7-2-0000-5-00000D0D0OCOO)IDOOCOL,5-aJuOoOooOonO (63

mg, 0.12 mmol) OO O ODODO10060000000O0O00O0O0O (b7 mg, 93%) OO OO
[O O 5]

N-[6-[4-(3,4-0 000000000000 -1-000007]-7-(2-0000-5-000
0oooooOo)oooOo[I,5-a0000D0-3-00000]oO0Oo0ooDooooon (oo
0 a-90)
oood4000006-[4-GB,4-00000D00DOOHYYDODOOO-1-000007]-7--00
0o0-5-0000000000)O0O0OdO1,5-au0ooo-3-0oooo (57 mg, 0.11

mmol) OO OODOODODOODO (8 mg, 0.55mmol) DODODODODOO10060 00000
OoooooO (39 mg, 59%) O 00O

ESI-MS m/z: 601 (M + H)*; H-NMR (CDCl3,d ): 1.39-1.45 (m, 4H), 1.46 (t, J = 7.4
Hz, 3H), 1.71-1.83 (m, 2H), 2.37 (s, 3H), 2.58-2.67 (m, 1H), 3.62 (q, J = 7.5 H

z, 2H), 4.05 (br s, 2H), 6.85-6.99 (m, 2H), 7.05-7.29 (m, 4H), 8.41 (s, 1H), 8.4

4 (br s, 1H), 8.64 (s, 1H), 10.49 (br s, 1H).

ooooood

oooooad

N-{6-[4-(2,4-0 00 000000)00000-1-000007-7-(:-0000-5-000
ooooooOo)oooOo[I,5-a0000O0-3-000O0OoO¥YYWOoOoDoDbooooono (oo
0 a-91)

[C O 1]

6-[4-(2,4-0 00 000D0O0OO0OHY0O0DDOO-1-0D0O0O0CO]-3-00O0O0O0OOO0O-7-2-
0o0oo-5-0000000000)Y00d0D[,5-aJu0000d
gooooeono2000003-00000D0D0OD0O-7-R-0O000-5-000000000
O)ODODOO([1,5-a]00000-6-00000 (160 mg, 0.46 mmol) O 4-(2,4-0 0 0O O
ooooo)y oooooooo (Wo2007/701899800 160 mg, 0.69 mmol) DO O OO OO 21
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oos500000000000 (17 mg, 47%) OO 00O
[OO 2]
6-[4-(3,4-0 00000000 0O0DO0O-1-000007]-7-(2-0000-5-00000
ooooo)YooDoo[,5-auooono-3-0000a0
odooi1i0o0oo0oe-[4-R,4-000D00OOOOHNYYIODODOO-1-00000O07]-3-000
oo0o0ooo0-7-(2-0000-5-00000000CO0O0)D0OO0O[,5-aJUC0DOOO (117
mg, 0.22 mmol) OO ODODOO100600000000O00O000O (97 mg, 86%) OO O
0
[O O 3]
N-[6-[4-(2,4-000000000)I0000-1-000007]-7-(2-0000-5-000
ooooooo)oooo[,5-aubooo-3-00ooojooooooooono (oo
0 a-91)
O002000006-[4-(2,4-000000000)00000-1-000007-7-(2-00
00-5-0000000000)I0OD00O[,5-al000D0-3-00000 (48 mg, 0.09
mmol) O OO ODOODOODOODO @47 mg, 045 mmol) DODODOODOO10060 00000
Oo0oo0O (@83 mg, 62%) OO OO
ESI-MS m/z: 601 (M + H)*; *H-NMR (CDCl3,8 ): 1.46 (t, J = 7.4 Hz, 3H), 1.52-1.58
(m, 2H), 1.72-1.82 (m, 2H), 2.37 (s, 3H), 2.62 (br s, 2H), 2.90-2.99 (m, 1H), 3
.61 (q, J= 7.4 Hz, 2H), 4.04 (br s, 2H), 6.75-6.88 (m, 2H), 7.06-7.21 (m, 4H), 8
.41 (s, 1H), 8.43 (br s, 1H), 8.64 (s, 1H), 10.49 (br s, 1H).
gooooon
gooooao
N-{7-(2-0000-5-0000000000)-6-4-@-00000000DHYDODOOO-1-
oooboojoobdn,5-a0ooo0-3-00o0ooyoooooooob (@Oooa-
92)
[O O 1]
3-00o0o0oooDooD-7-(2-0000-5-0000000000)-6-[4-@4-00000O0
00)IO00DO0D0-1-00000]0000([1,5-aj00000
gpopoooeono2000003-00000DODO-7-(2-0O000-5-00000000O0
O)JOOoOO[,5-a00000-6-00000 (0.5g, 1.40 mmol) 04-(4-00 0000
ooH)oooooooo (0.38mg, 1.67mmol) DO O ODDOD2100500000000
OO0 (0.58 mg, 78%) O O OO
[OO 2]
7-(2-0000-5-00000D000O0O0O0)-6-[4-@G-000D0DO0DODODOHNYOIOODODO-=-1-00
doojoood[,5-aubobooo-3-00o0oan
0001000003000 000000-7-(2-0000-5-0000000000)-6-[4
-4-00000000)I0000-1-00000]0000([1,5-a00000 (0.58 mg,
1. 10 mmol) OO0 ODOOCOO10O060000000O00ODODO0O (0.56 g, 100%) OO OO
[O O 3]
N-{7-(2-0000-5-0000000000)-6-4-@-00000000DY0OOOO-1-
oooboojoobdn,5-a0ooo0-3-0o0o0ooyooooboooob (@Oooa-
92)
O002000007-R-0000-5-0000000000)-6-[4-(¢-00000000)
00000-1-00000]J0000[[,5-a]00000-3-00000 (0.3 g, 0.60 mmol
Yooooooooooo (0.31g, 2.9 mmol) OO ODDODOO1I0060000000O
0000 (0.27 g, 75%) 0000
ESI-MS m/z: 595 (M + H)*; *H-NMR (CDCl5,8 ):1.36-1.50 (m, 2H), 1.46 (t, J =7.3 H
z, 3H), 1.80 (d, J = 11.9 Hz, 2H), 2.37 (s, 3H), 2.60 (t, J = 12.1 Hz, 1H), 3.62
(g, J =7.2 Hz, 2H), 3.80 (d, J = 1.3 Hz, 3H), 3.90-4.18 (m, 4H), 6.86 (d, J =7
.3 Hz, 2H), 7.06-7.22 (m, 5H), 8.42 (d, J = 1.3 Hz, 1H), 8.43 (s, 1H), 8.64 (d,
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J =1.7 Hz, 1H), 10.50 (s, 1H).
ooooooao
oooooao
N-{7-2-0000-5-000000000DO0)-6-[4-2-0000HY00O0O0OO0-1-0000
o000 M,5-aJ0000o0-3-00000YyY00O0O0OooOoooOoO (@O0 a-93)
[O O 1]
3-000o0o0ooDoo0-7-R-0000-5-0000000000O)-6-[4-2-0000)H0O0
Oo00-1-00000J0 000 [[,5-aJ0o0000
ooopoeocOOD2000003-0D00O0ODODDOOO-7-(2-0000-5-00D00O0000O00
OH)yoooOo[l,5-a]00000-6-0 0000 (120 mg, 0.33 mmol) O 4-(2-00 0 O )T
OO0o0oooog (Wo1997/0379790 100 mg, 0.40 mmol) OO O OO DO O2100500 00
ooooooOo (89 mg, 49%) O OO0
[0 0O 2]
7--0000-5-0000000000)-6-4-R-0C000HYI0OO0O0O-1-00000]
o000 [M,5-a]00000-8-00000
ocooioooo0oO0o3-00oopopooooD-7-(2-0000-5-0000000000)-6-14
-(2-0D000O0OH)YODOoODUOO0-1-D0000]JDo0O00d[,5-aJuoooo (89 mg, 0.16 mmol
)ODDoDOoOooooilooeooooDoooooogd (69 mg, 82% 0000
[O O 3]
N-{7-(2-0000-5-0000000000)-6-[4-(2-0000)00Q0OO0O-1-0000
0Jjooo0[l,5-a]J00000-3-00000Y0O00D0D0OO0O0O00 (OOO0Oa-93)
ooo2000007--0000-5-0000000000)-6-[4-2-0000H)0000
O-1-0000010000,5-a00000-3-00000 (69 mg, 0.13 mmol) O OO
0o0oooogg (68mg, 0.65mmol) DD DO OOO0O1I0DO0600000O0OODODOO (
48 mg, 60%) O O O O
ESI-MS m/z: 614 (M + H)*; H-NMR (CDCl3,d ): 1.46 (t, J = 7.4 Hz, 3H), 1.55-1.73
(m, 2H), 1.91-1.95 (m, 2H), 2.39 (s, 3H), 2.62-2.91 (m, 3H), 3.62 (q, J = 7.3 H
z, 2H), 4.10 (br s, 2H), 7.09-7.32 (m, 4H), 7.42-7.51 (m, 2H), 7.60 (s, 1H), 7.8
0-7.83 (m, 3H), 8.45 (br s, 2H), 8.65 (s, 1H), 10.51 (br s, 1H).
ocoooooao
oooooao
N-{7-C,5-0 000000000 0)-6-[4-R-00000000-5-00)00000-1-
oooooD]l]oo0Ud0,5-ao0O0O0D-3-00000Y0O0oooopoooooog (¢
000 a-94)
[O O 1]
7-(2,5-00000o0o0oDpDoOoO0)-3-0goooooDDO0O-6-4-(2-00O0O0OODO-5-
oo)yooooo-1-00000]joo00dd,5-ajJoooon
gooossgod2000007-,5-0000000000O0OO)-3-0000CO0O0O0ODDOOO
OO0[[,5-a]00000-6-00000 (2100 mg, 0.29 mmol) 0D 4-(2-0 0000 00O0O0-5
-00)oooono (Wo2004706979800 87 mg, 0.3 mmol) 0 0 OO DO ODO210050 000
oooooog (100 mg, 71%) OO OO
[O O 2]
7-2,5-0000o0oooooo)-6-4-2-00ocoooDOoO-5-00)0O0OOO-1-00
ooojooogd[,5-aJu0o0oo-3-00000
oooiooooov7-,5-0000000D0000)-3-00000D000O0-6-[4-2-0O
ocoooooOoO-s-00)0O0O0O0-1-00000J0O0O00[,5-a00D00O0O0 (100 mg,
0.20 mmol) DO DODOODODI1I0O0GB000000OOODODODO (83 mg, 84%)D O OO
[O O 3]
N-{7-,5-0 00000000 00)-6-[4-R-00000000-5-00)000D00O-1-
ooooD]l]oo000dO,5-a00O0D0D-3-00000}Y0O0ooopooooooog ¢
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00 O a-94)
0002000007-(2,5-00000000000)-6-[4-(2-00000000-5-00)
00000-1-00000]0000([1,5-a00000-3-00000 (82 mg, 0.17 mmol

OODOODODOODOOODOOODOO (100 mg, 0.84mmol) D00 OO0 DOO01006000
00000000 (2L mg, 22%) 0000

ESI-MS m/z: 590 (M + H)*; H-NMR (DMSO-dg, & ): 1.01-1.25 (m, 4H), 1.55-1.75 (m,
2H), 2.22 (s, 3H), 2.28 (s, 3H), 2.65-2.92 (m, 5H), 3.09-3.22 (m, 1H), 3.78-3.9
2 (m, 1H), 3.92-4.08 (m, 1H), 7.01-7.20 (m, 4H), 7.82-7.98 (m, 1H), 8.12 (s, 1H)
, 8.42 (s, 1H), 8.70 (s, 1H), 10.35 (s, 1H), 10.90 (br s, 1H).

0oooooo

000000

N-[6-(4-0 00 000000000-1-00000)-7-(2,5-00000000000)0
O00[1,5-a]0 0000-3-00000]10000000000 (000O0a-95)

[O O 1]

6-(4-000000000000-1-00000)-7-(2,5-00000000000)-3-0
000000000000 T([1,5-a]00000

0000880 02000007-(2,5-00000000000)-3-00000000000
OO0[1,5-a]00000-6-00000 (150 mg, 0.42 mmol) 04-0 000000000
00 (US43083820 120 mg, 0.72 mmol) 0000000210050 0000000000
(211 mg, 99%) 0 O O O

[O O 2]

6-(4-000000000000-1-00000)-7-(2,5-00000000000)000
O[1,5-a]00000-3-00000
0001000006-4-000000000000-1-00000)-7-(2,5-000000
00000)-3-0000000000000([1,5-a]J]0 0000 (211 mg, 0.42 mmol) O
000000190060 0000000000 (152 mg, 76%) 00O O

[O O 3]

N-[6-(4-0 00 000000000-1-00000)-7-(2,5-00000000000)0
O0O0[1,5-a]0 0000-3-00000]10000000000 (000O0a-95)
D002000006-(4-000000000000-1-00000)-7-(2,5-000000
00000)IO0O00([1,5-a]00000-3-00000 (75 mg, 0.16 mmol) 0 OO OO
000000 (84 mg, 0.80mmol) D0 D0O0O0D0O0100600000000000 (50 m

g, 55%) 0000

ESI-MS m/z: 568 (M + H)*; H-NMR (CDCl;,5 ): 0.87-1.22 (m, 9H), 1.46 (t, J = 7.4
Hz, 3H), 1.55-1.74 (m, 11H), 2.33 (s, 6H), 3.61 (q, J = 7.5 Hz, 2H), 7.01 (s, 1
H), 7.08 (d, J = 7.9 Hz, 1H), 7.20 (d, J = 7.6 Hz, 1H), 8.28 (s, 1H), 8.29 (br s
, 1H), 8.61 (s, 1H), 10.56 (br s, 1H).

0oooooo

Do0o0o0a0

N-[7-0000000-6-(4-0000-4-000000000-1-00000)0000[1,5

a0 0000-3-00000]10000000000 (000 a-96)

[0 O 1]

7-0000000-3-000-6-(4-0000-4-000000000-1-00000)000
O[1,5-a]0 0000

0000200300000 7-0000000-3-0000000T([1,5-a]00000-6-0
0000 (0.500 g, 1.44 mmol)04-0 000 -4-00000 0000 (W02002/13824, 0.3

40 g, 1.73 mmmol) 0000000210050 0000000000 (0.630 g, 86%) O
000

[0 O 2]

7-0000000-6-(4-0000-4-000000000-1-00000)0000[1,5-a]
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00000-3-00000
0001000007-0000000-3-000-6-(4-0000-4-000000000-1-
0000O0)00O00([1,5-a]0 0000 (0.700 g, 1.38 mmol) 00O 000010 050
0000000000 (0.406 g, 62%) 0O OO

[O O 3]
N-[7-0000000-6-(4-0000-4-000000000-1-00000)0000[1,5
a0 0000-3-00000]10000000000 (000 a-96)
0002000007-0000000-6-4-0000-4-000000000-1-0000
0)IOOO[1,5-a]0 0000-3-00000 (0.030 g, 0.634 mmol) JOOOO0OOO
000 (0.064 g, 0,676 mmol) OO O CODOC0100600000000000 (0.263 g
, 75%) 0000

ESI-MS m/z: 551 (M + H)*; H-NMR (CDCl,d ): 1.71-2.17 (m, 4H), 2.78-3.29 (m, 2H
). 3.42 (s, 3H), 3.98-4.67 (m, 2H), 4.81-5.06 (m, 2H), 7.19-7.50 (m, 10H), 7.67-
7.86 (m, 1H), 8.24 (s, 1H), 8.59 (s, 1H), 10.71 (br s, 1H).

Doooooo

Do0o0o0aQ

N-[7-(4-0 000-2-0000000000)-6-4-0000-4-000000000-1-0
0000)IOOO[1,5-a]0 0000-3-00000]10000000000 (0O0O0a-97
)

[0 O 1]
3-000000000-6-(4-0000-4-000000000-1-00000)-7-0000
00O0O0O0[1.5-a]J0 0000
000D019002000003-000000000-7-000000000([1,5-a]000
00-6-00000 (1.55¢9, 6.18 mmol) 04-0000-4-000000000000 (2
.0g,9.27mmol) 00D0O0D0D0D01002000000000000 (1.72 g, 68%) OO
00

[O O 2]
7-000-3-000000000-6-4-0000-4-000000000-1-00000)0
0DO00[1,5-a]0 0000
0001000003-000000000-6-(4-0000-4-000000000-1-00
000)-7-000000000([1,5-a]0 0000 (1.66 g, 4.03mmol) 00D 000D
1003000000000000 (515 mg, 30 %) 0000

[0 O 3]

3-000000000-7-(4-0000-2-0000000000)-6-(4-0000 -4-00
00O00000-1-00000)I0000T([1,5-a]0 0000
0002000007-000-3-000000000-6-(4-0000-4-000000000
0-1-00000)I000([1,5-a]0 0000 (250 mg, 0.58 mmol) O 4-0 0 0 O -2-0
000000 (0.1mL, 0.87mmol) DODOODDODOD1000500000000000 (21
9mg, 73%) 0000

[0 O 4]
7-(4-0000-2-0000000000)-6-(4-0000-4-000000000-1-00
000)0OO0OO0[1,5-a]00000-3-00000
0003W00003-000000000-7-(4-0000-2-0000000000)-6-(4
-0000-4-000000000-1-00000)0000([1,5-a]00000 (219 mg, O
42mmol) DODODCODOD1900600000000000 (189 mg, 92%) OO OO

[O O 5]

N-[7-(4-0 000-2-0000000000)-6-4-0000-4-000000000-1-0
0000)IOOO[1,5-a]0 0000-3-00000]10000000000 (0O0O0a-97

)
ooo4000007-@4-0000-2-0D000000000)-6-4-0000-4-00000
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00000-1-00000)J0000([1,5-a]00000-3-00000 (95 mg, 0.19 mmol

)OODODODODODODODODODO (100 mg, 0.95 mmol) 000000010060 000000
0000 (32mg, 29%) 0000

ESI-MS m/z: 583 (M + H)*; *H-NMR (CDCl3,8 ): 1.46 (t, J = 7.4 Hz, 3H), 1.69-1.99
(m, 4H), 2.41 (s, 3H), 2.99 (br s, 2H), 3.61 (g, J = 7.5 Hz, 2H), 3.98 (br s, 2
H), 6.95-7.44 (m, 8H), 8.28 (br s, 1H), 8.31 (s, 1H), 8.63 (s, 1H), 10.50 (br s,
1H).

ooooooag

oooooao

N-[7-(4-0000-2-0000000000)-6-(4-0000-4-000000000-1-0
0000)IO0OO0OO0OM,5-a]00000-3-00000]10 0000000000000 (O
0 0O a-98)

0000970 04000007-4-0000-2-0000000000)-6-(4-0000 -4-
000000000 -1-00000)I000([1,5-a]00000-3-00000 (95 mg, O.

19mmol) D0 ODODODO0ODODODODODODODO (115 mg, 0.95 mmol) 00 OO OOO1006
0o0oO0oO0O0oO0oOoOooo (2l mg, 19%) 0000

ESI-MS m/z: 595 (M + H)*; *H-NMR (CDCls, & ): 1.12-1.14 (m, 2H), 1.45-1.50 (m, 2

H), 1.79-2.00 (m, 4H), 2.40 (s, 3H), 3.06-3.16 (m, 3H), 3.91 (br s, 2H), 6.94-7.

44 (m, 8H), 8.26 (br s, 1H), 8.31 (s, 1H), 8.65 (s, 1H), 10.60 (br s, 1H).
ooooooao

oooooao

N-[7-(2-0000-5-0000000000)-6-(4-0000-4-000000000-1-0
0000)IDDODOM,5-aJ00000-3-00000J00000000O0OO0 (000 a-99

)

[O00O1]

ooo0s3-000-7-(2-0000-5-0000000000)I000O([1,5-a]00000-6-

oooooooao

000020010 00000003-000-7-0000000[1,5-a]00000-6-00

Ooooog (400 mg, 1.31 mmol) 02-0000-5-0000000(0.18 mL, 1.57 mmo
HDO0O0O0DO0OO0OD01004000000000000 (410 mg, 91%) 000 0O

[O00O2]

3-000-7-(2-0000-5-0000000000)IO0O0O0O[M,5-a]J00000-6-000

0o

00010 00000003-000-7-(2-0000-5-0000000000)0000IH1,

5-a]00000-6-00000000 (470 mg, 1.19 mmol) 0000000190 0600

DoooOooooo (33 mg, 77%) 00O OO

[0 O 3]

3-000-7-(2-0000-5-0000000000)-6-(4-0000-4-00000000

0-1-00000)0000([1,5-a]00000

0002000003-000-7-(2-0000-5-0000000000)J000[1,5-a]0

0000-6-00000 (333 mg, 0.91 mmol) 04-0 000 -4-00000000000

O (29 mg, 1.37 mmol) DO DD DO0D0D02100500000000000 (139 mg, 29%)
oooo

[0 O 4]

7-(2-0000-5-0000000000)-6-4-0000-4-000000000-1-00

00O0)DD0DO0OM,5-a]00000-3-00000

00030 00003-000-7-(2-0000-5-0000000000)-6-(4-0000 -4-

000000000 -1-00000)0000([1,5-a]0 0000 (138 mg, 0.26 mmol) O

do0oO0oO0oOoi100s00000000000 (71 mg, 56%) OO OO

[0 O 5]
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N-[7-R-0000-5-0000000000)-6-@4-0000-4-00000D00C0O0O-1-0
oooo)yYouodo[,5-auboooo-3-00000jooDoocoooooo (@ooa-99
)
ooo40000n07-R-0000-5-0000000000O0)-6-@-0000-4-0000
ooooo-1-o0ooo)oooo[i,5-aooo0coo-3-00o0o0o0n0 (71 mg, 0.14 mmol
ooooooooooo (73mg, 0.70 mmol) OO D DODOCO1IDDOG6O00OO0ODODOO
Ooo0o0 (35 mg, 43%) 0O 00O
ESI-MS m/z: 584 (M + H)*; 'H-NMR (CDCl;,d ): 1.46 (t, J 7.4 Hz, 3H), 1.79-1.99
(m, 4H), 2.38 (s, 3H), 2.98 (br s, 2H), 3.61 (9, J = 7.5 Hz, 2H), 3.92 (br s, 2
H), 7.09-7.43 (m, 8H), 8.42 (s, 1H), 8.44 (br s, 1H), 8.64 (s, 1H), 10.47 (br s,
1H).
oooooood
oooooao
N-[7-,5-0 0000000000 )-6-@-0000-4-0000D0D0DO0OO0-1-0D0000
OH)yoooOoO[i,5-aU00d0U00-3-00U0O0o]UUooUooDooooo0 (OOOda-100)
[O O 1]
0oo0o03-000-7-Q,5-0 0000000000 D)0ODOOI[L,5-a]00000-6-000
ooooao
0oooz2e00l000000O0o3-000-7-0000000C[1,5-aJ00O000O-6-00
oooooo (400 mg, 1.31 mmol) O02,5-00000000 (0.19 mL, 1.57 mmol) O
00000010040 00000000000 (345 mg, 68 %) OO OO
[O 0O 2]
3-000-7-Q,5-00000000O0DO)O0O0OD[,5-aJUOO0O0O-6-00000
0o0o0iooo0ooooo3-000-7-2,5-00000000000O)YD0OOO[1,5-a]0d
oooo-e-0000O0CO0CO0 (331 mg, 0.85mmol) DO O OODOD10 0600000
oooooo (231 mg, 75%) OO0OO
[O O 3]
3-0n0o-7-,5-00000bDooooo)-6-@-0000-4-000000000-1-0
oooo)yYoooo[,5-aJuooon
ooo2000003-000-7-R,5-0 0000000000 )0ODOI[L,5-aJ00O0
0-6-0 0000 (231 mg, 0.64 mmol) 04-0 000 -4-00000000COO0O0O (20
7mg, 096 mmol) 00 DDOOOO210050 0000000000 (208 mg, 62%) O O
od
[O O 4]
7-,5-00000000D0DOoDO0)-6-@-0000-4-0000D0ODOOO-1-0000O00O)
Oo0o0o0[[,5-aubOCcO0O0-3-00000
ooo3pnoooo3-0o00-7-R,5-00000000DO0OO)-6-@-0000-4-000
ooo0ooo-1-00000)dooo[i,5-aJ0o0o0ooo0 (208 mg, 0.40 mmol) OO OO
oooi10os500000000000 Q1 mg, 47%) O0O0O0O
[O O 5]
N-[7-,5-0 0000000000 )-6-@G-0000-4-0000D0OD0DO0OO0-1-0D0D000
O)yoooOoO[l,5-a000d0U00-3-000O0Oo]UUooUooDooooo0 (OOOda-100)
ooo4000007-R,5-00000000D00O0O0)-6-@G-0000-4-0000DO0OCO
0-1-00000)0000[1,5-aJ000D0-3-00000 (91 mg, 0.19 mmol) OO O
0doooooog (oomg, 095 mmol) DO DD ODOOI00OG6000O00OO0OODOODNO
(38 mg, 35%) OO OO
ESI-MS m/z: 579 (M + H)*; *H-NMR (CDCl3,d ): 1.46 (t, J = 7.5 Hz, 3H), 1.71-1.99
(m, 4H), 2.36 (s, 6H), 2.98 (br s, 2H), 3.61 (q, J = 7.3 Hz, 2H), 3.87 (br s, 2
H), 7.06-7.41 (m, 8H), 8.34 (br s, 1H), 8.36 (s, 1H), 8.63 (s, 1H), 10.52 (br s,
1H).
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Dooooooo
Do0o0o0Q
N-[7-(2-000-5-0000000000)-6-(4-0000-4-000000000-1-00
000)IOO0OO0[1,5-a]00000-3-00000]0000000000 (0O00a-101)
[0 O 1]
7-(2-000-5-0000000000)-3-000000000-6-(4-0000-4-000
000000-1-00000)0000([1,5-a]00000
000060 02000007-(2-000-5-0000000000)-3-000000000
00O00O0[1,5-a]0 0000-6-00 000 (100 mg, 0.27 mmol) 04-000 0 -4-0 0
0000000000 (86 mg, 0.40mmol) 00D OD0DO021005000000000
00 (103 mg, 72%) 0O OO
[0 O 2]
7-(2-000-5-0000000000)-6-(4-0000-4-000000000-1-000
00)0O0DOO0[1,5-a]00000-3-00000
0001000007-(2-000-5-0000000000)-3-000000000 -6-(4-
0000-4-000000000-1-00000)0000([1,5-a]0 0000 (103 mg, O.
19 mmol) 00 0DODO0D0D1900600000000000 (72 mg, 74%) 0000
[O O 3]
N-[7-(2-000-5-0000000000)-6-(4-0000-4-000000000-1-00
000)IOO0OO[1,5-a]00000-3-00000]0000000000 (000a-101)
0002000007-(2-000-5-0000000000)-6-(4-0000-4-00000
0000-1-00000)I0000([1,5-a]00000-3-00000 (71 mg, 0.14 mmol)
00000000000 (74mg, 0.7mmol) OO OOOOO01006000000000
00 (18 mg, 22%) 0O OO
ESI-MS m/z: 600 (M + H)*; 'H-NMR (CDCl;,d ): 1.46 (t, J = 7.4 Hz, 3H), 1.69-1.98
(m, 4H), 2.38 (s, 3H), 2.98 (br s, 2H), 3.62 (q, J = 7.4 Hz, 2H), 3.92 (br s, 2
H), 7.14-7.46 (m, 8H), 8.47 (s, 1H), 8.55 (br s, 1H), 8.66 (s, 1H), 10.47 (br s,
1H) .
Dooooooao
Do0o0o0a0
N-{6-[4-0 000 -4-(4-00000000)IO0O0O00-1-000007]-7-4-0000-2-
0000000000 )IOO0OO[1.5-a]00000-3-000003 0000000000
(0 O O a-102)
[O O 1]
0003-000-7-(4-0000-2-0000000000)IJ000T([1,5-a]00000-6-
Dooooooao
D0002001000000003-000-7-0000000([1,5-a]J00000-6-00
000000 (3.59g, 11.4mmol) 04-0000-2-0000000 (1.53 mL, 22.8 mmol
)ODODODODOD1004000000000000 (4.48 g, 99%) 000 O
[0 O 2]
3-000-7-(4-0000-2-0000000000)I0000[1,5-a]00000-6-000
00
0001000000003-000-7-(4-0000-2-0000000000)0000 (1,
5-a]0 0000-6-00000000 (4.48 g, 11.4mmol) 00D 00O 0190 O 60 O
000000000 (3.03g, 73%) 0000
[0 O 3]
3-000-6-[4-0000-4-(4-00000000)00000-1-000007-7-(4-00
00-2-0000000000)I000T([1,5-a]00000
0002000003-000-7-(4-0000-2-0000000000)000030I[1,5-a]0
0000-6-00000 (100 mg, 0.27 mmol) 04-0000-4-(4-00000000)0
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Ooooooog (Wo2008/0126220 71 mg, 0.33 mmol) 00 0000021005000 00
oooooog (71 mg, 48%) 0000
[O O 4]
6-[4-0000-4-4-00000000)IOO0O0O0-1-000007]-7-(4-00 00 -2-0
0000O0O0O0O0O0)O0DDO0OM@,5-a0000-3-00000
00030 00003-000-6-[4-0000-4-4-00000000)00DO00O0DO-=-1-00
0oo]-7-(4-0000-2-0000000000D)0O0OOO[M,5-a]J00O000O0 (71 mg, O
A3 mmol) 0000000100000 00000000 (26 mg, 40%) O00O0O0O
[0 O 5]
N-{6-[4-0000-4-4-00000000)IODOOO-1-0000017]-7-(4-0000-2-
000O00000O0O0)OO00OM,5-a00000-3-000003Y 000000000
(0 00 a-102)
0004000006-4-0000-4-4-00000000O0)DO00O00O00O0-1-000007]-7-
(4-0000-2-0000000000)I000[1,5-a]00000-3-00000 (26 mg
,0.05mmol) DDDODODDODODODODODO (27 mg, 0.26 mmol) DO O OO ODO100600
oooooooog (9mg, 30) ODOODO
ESI-MS m/z: 601 (M + H)*; *H-NMR (CDCl3,8 ): 1.45 (t, J = 7.4 Hz, 3H), 1.71-2.20
(m, 4H), 2.40 (s, 3H), 2.99 (br s, 2H), 3.61 (g, J = 7.5 Hz, 2H), 3.93 (br s, 2
H), 6.92-7.01 (m, 1H), 7.05-7.14 (m, 3H), 7.19 (dd, J = 8.6, 5.3 Hz, 1H), 7.32 (
dd, J = 8.9, 5.3 Hz, 2H), 8.29 (br s, 1H), 8.30 (s, 1H), 8.63 (s, 1H), 10.49 (br
s, 1H).
oooooooao
oooooao
N-{7-(2,5-00000000000)-6-[4-0000-4-(4-00000000)I0000
-1-00000]J]0000[1,5-a]00000-3-000003¥Y)000000000 (@O
0 a-103)
[0 0O 1]
7-(2,5-00000000000)-3-000000000-6-[4-0000-4-(4-0000
0o0O0O0)D0D0O00-1-00000]10000([1,5-a]J0 0000
00008800200 0007-R,5-00000000000)-3-000000000000
OO0[1,5-a]00000-6-00000 (100 mg, 0.28 mmol) 04-00 00 -4-4-000
00O0O0oO0)DoODDoOoOoO00 (79 mg, 0.3 mmol) 0000000200500 0000
0oooog (80 mg, 54%) 0000
[O00O2]
7-(2,5-00000000000O0)-6-[4-0000-4-@¢-00000000)0DODODOO-1-
000000000 M@,5-aJ00000O0-3-00000
000100 0007-2,5-00000000000)-3-000000000-6-[4-000
0-4-4-00000000)IDODOOO0-1-00000]0000[[,5-a]00000 (80 m
g, 0.15mmol) DO DDODODOD190 0600000000000 (64 mg, 81%) OO 0O
[0 O 3]
N-{7-(2,5-00000000000)-6-[4-0000-4-(4-00000000)I000O0
-1-00000]J]0000[1,5-a]00000-3-000003¥Y)000000000 (@O
0 a-103)
0002000007-,5-00000000000)-6-[4-0000-4-4-000000
0O0)DD0DO0DD0D-1-00000]J]0000[,5-al]00000-3-00000 (64 mg, 0.12
mmol) D0 D DDODODDOODODO (51mg, 0.48mmol) DO DDDDODO100600000
000000 (A8 mg, 25%) 0000
ESI-MS m/z: 597 (M + H)*; *H-NMR (CDCl3,8 ): 1.46 (t, J = 7.3 Hz, 3H), 1.67-2.00
(m, 4H), 2.36 (s, 6H), 2.99 (br s, 2H), 3.62 (g, J = 7.5 Hz, 2H), 3.93 (br s, 2
H), 7.04-7.16 (m, 4H), 7.21-7.32 (m, 3H), 8.34 (br s, 1H), 8.35 (s, 1H), 8.63 (s
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, 1H), 10.52 (br s, 1H).

ocooooooo

oooooao

N-{7-(2,5-0 0 000000000)-6-[4-(4-00000000)-1,2,3,6-000000
0oodo0-1-00000Q0bo00[,5-a000O0-3-00000YY00O00O00OO0DO
O (C 00 a-104)

[O O 1]
7-,5-00000bo0obooo)-3-0o00oo0boooo-6-[4-@-000000O00ODO)-1,
2,3,6-0 00 0000D0D0DO0-1-00000]J0000[1,5-a]J0 0000
opooossonoD2000007-2,5-0000000000D00O0)-3-00000000D00O0D0OA0O0
O0[1,5-a]0 0 000-6-00000 (110 mg, 0.31 mmol) D4-(4-0 00000 00)-
1,2,3,6-0 000000000000 (79 mg, 0.37 mmol) OO DO OO0OO2100500
ooooDoDoDOoOOoO0 (119 mg, 75%) OO0OO

[O O 2]
7-(2,5-00000000000)-6-[4-(@-00000000O)-1,2,3,6-0000000
ooo0-1-00000J0000,5-a]00000-3-000000
oobo0oi1o0o0o0ob7-@,5-000000000D00)-3-0000000D0OO0O-6-[4-4-0O
ooooooo)-1,2,3,6-0000000000-1-00000J0000I[1,5-a]000O
OO0 (19 mg, 0.23 mmol) OO O OODODO10O0GBO00O000OOODODOOO (107 mg, 95
%) 0000

[O O 3]
N-{7-(2,5-00000000000)-6-[4-(4-00000000O)-1,2,3,6-000000
ooo0D-1-00000J0000,5-e]J00000-83-00000¥YOO0O0OOO0
O (0 OO a-104)
ooo200o0o0o0v7-R,5-000000O00000)-6-[4-@G-000DO0OCOOO)-1,2,3
,6-0 000000000 -1-0o0o0D00]j]o00Ud,5-aO0OD0ODO-3-00000 (45
mg, 0.09 mmol) DO OODDOOOODODO (49 mg, 0.47 mmol) DO OO0 D OO 10 0 60
0000000000 (21 mg, 39%) 0000

ESI-MS m/z: 577 (M + H)*; TH-NMR (CDCl3,3 ): 1.47 (t, J = 7.3 Hz, 3H), 2.23 (br
S, 2H), 2.34 (s, 6H), 3.48 (br s, 2H), 3.62 (g, J = 7.3 Hz, 2H), 3.86 (br s, 2H)
, 5.88 (br s, 1H), 6.99-7.32 (m, 7H), 8.32 (br s, 2H), 8.63 (br s, 1H), 10.54 (b
r s, 1H).

ocooooooo

ogooooao

N-[7-D000CO0D0O0-6-(0ODO0[0DOOD-1,4 -0000O07]-1 -O00DODOOOO)YDOO
OO0O[,5-a]00000-3-0000C0]J000000000O0O (000 a-105)

[O O 1]

7-0oo0oooo-3-oo0oo0-e-(OOOOoD0O-1,4 -0O0O0ODO0O]-> -0O0O0O0OO
O)ODOO([1,5-a]0 0000
ooo0o2003000007-0000000-3-0000000M1,5-alJ00000-6-0
0000 (0.091 g, 0.242mmol) OOODDO[0DO0O0O0-1,4 -000007]000 (WO2004

/028459, 0.059 g, 0.267 mmol) DO DO DOOO2xO00400000000000 (0.127
g, 95%) 0000

[O O 2]

7-0oo0oooo-e-(OO[DOD0O0O-1,4 -00ODO0O]-Y -OCOD0DOOOO)OOOd
O[,5-a]00000-3-00000
gcooiwoooOoovy-0oooooo-3-0D00-6-(OUO0O0O0OD-1,4 -00OO0O]-
1 -0000000)IO000([1,5-a0 0000 (0.150 g, 0.276 mmol) OO DO OO
gio0os000000000D000 (0.132 g, 100%) OO OO

[O O 3]

10

20

30

40

50



(106) JP 5372763 B2 2013.12.18

N-[7-OOO0O0O0ODDO-6-(0O0OC[O0O0OO0OD-1,4 -0D00O0O]-1Y -OCOOODOOD)OO

O0O[,5-a]00000-3-0000010 000000000 (OO0 a-105)

ooo220oooov-00O0o0U0UOoO0-6-(OO@EOOD-1,4 -OD0OOO]-Y OO

00O000)IO0DO0O0O[1,5-a]00000-3-00000 (0.125 g, 0.260 mmol) O OO O

0oooo0OO0o0d.123 g, 1.30mmol) JO0DOOOCOO1ODO0GBO0O00ODOOOOODODODO (O
.043 g, 29%) OO OO

ESI-MS m/z: 557 (M + H)*; TH-NMR (CDCl;,8 ): 1.12-1.48 (m, 2H), 1.78-2.10 (m, 2H

), 2.40-3.26 (m, 2H), 3.42 (s, 3H), 3.96-4.52 (m, 2H), 4.84-5.07 (m, 2H), 6.64 (

d, J =6.0 Hz, 1H), 6.81 (d, J = 6.0 Hz, 1H), 7.14-7.55 (m, 9H), 7.62-7.95 (m, 1

H), 8.27 (s, 1H), 8.60 (s, 1H), 10.71 (br s, 1H).

goobooooboao

gogoogad

N-[7-(2-0D0 00000 OO0-6-(OCO[COODOO0-1,4 -00000O0]-1 -OD0OO

0o0o0)YoOooO([1,5-aU00D00-3-00000J0000000D00OO@0O0a-106)
[0 O 1]

3-0ogo-7-(2-0o0UOo0o0DOoo)yO0o--(OO0OUO0O-1,4 -DO0O0OODO]-Y -O

000O000)IO0DO0O0O[[@,5-a]0 0000

04-3-000-1,2,4-000000-5-00)I 00000000 O0ODODOOODODOIIOO

0o0-1,4 -000OO0]000 (0-800 g, 3.61mmol) OO0 OOOO240 030000

ooooooO0 (1.10g, 65%) 0O OO

[OO2]

7-2-00oooog)yooo-e-(bOuoo-1,4 -OOOOO]-Y -DOOODO

O)ooUo[M,5-a00000-3-00000

ooodoiooooobos-ooog-7-R-0o0o0obobo)Yoo-e-(UOO0DbOoDODO-1,4 -O

0oo0oo0]-1 -0000000)0000[1,5-aJ00000 (1.1g, 2.15 mmol) OO O
000010050 0000000000 (0.742 g, 72%) OO OO

[C O3]

N-[7-2-0000000)000-6-(0O0O0[DO0O0O0-1,4 -000007-1 -0000
00O0O)IODOO[1,5-a]00000-3-00000]10000000000000a-106)
ooo2200ooo7-(e-0oO0oUooO)yoOo-6e-(OUO0OUO0OO0-1,4 -00O0OO]

-1 -0000000)I0DO0O0[1,5-a]00000-3-00000 (0.080 g, 0.167 mmol)
Oo0OoooDoogoooo (0.080g, 0.834a mmol) DODODDOOCOOO1I0DDOBO0OODODODOO
OooO0 (0.007 g, 7.5%) ODO0OO

ESI-MS m/z: 557 (M + H)*; *H-NMR (CDCl;,8 ): 1.74-2.16 (m, 4H), 2.45 (s, 3H), 2.

63-3.24 (m, 2H), 3.45 (s, 3H), 3.69-4.20 (m, 2H), 6.67 (d, J = 5.6 Hz, 1H), 6.82
(d, J = 5.6 Hz, 1H), 7.20-7.54 (m, 8H), 8.31-8.48 (m, 2H), 8.64 (s, 1H), 10.70
(br s, 1H).

goobooooboao

gogoogad

N-[7-(2-00 00000 DOO0-6-(UOCO[ODO0ODOD-1,4 -00000O0]-1 -OD0OO
O00)ID0OO[,5-a]00000-3-00000]0000000000 (OO0 a-107)
goopoiloee0 020000 0O07-R-c0dOoooo)o0o-e-(muoOooog-1,4 -0
0oo0oo0o0]-r -000U000O0O)YOoOoUO[1,5-a]00000-3-00000 (0-249 g, O.

520 mmol) OO DO ODODOODOO (0.238 g, 2.60mmol) DO DO ODOODO1006000
00O0o0o0oO0o0g (0.036 g, 11%) 00 OO

ESI-MS m/z: 571 (M + H)*; *H-NMR (CDCl;, & ): 1.18-1.39 (m, 2H), 1.48 (t, J = 7.

3 Hz, 3H), 1.55-1.97 (m, 2H), 2.39-2.53 (m, 2H), 2.68-3.28 (m, 3H), 3.62 (g, J =
7.3 Hz, 2H), 3.87-4.02 (m, 2H), 6.67 (d, J = 5.4 Hz, 1H), 6.81 (d, J = 5.4 Hz,
1H), 7.13-7.55 (m, 8H), 8.32-8.52 (m, 2H), 8.67 (s, 1H), 10.57 (br s, 1H).
oooooooo
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000000

N-[7-(2-0000-5-0000000000)-6-(000[0000-1,4 -000007-1
' -0000000)00O00[1,5-a00000-3-00000]1000000000000
000 (000 a-108)

[0 O 1]

3-000000000-7-00000-6-(QO0O0[0O000-1,4 -000007-1 -00
0000O0)00O00([1,5-a]0 0000

0000190020 00003-000000000-7-000000000T([1,5-a]000
00-6-00000 (0.420 g, 1.68mmol) DO O O[ODOO0-1,4 -00000]1000
(0.450 g, 2.02mmol) 00D OD0DO01002000000000000(0.300 g, 43%)
0000

[0 O 2]

7-000-3-000000000-6-(0O00[0000-1,4 -000007-1 -0000
000)0OO0O[1,5-a]0 0000
0D00i1000003-000000000-7-00000-6-(0O00[0O000-1,4 -00
000]1-1 -0000000)I00O0[1,5-aJ]0 0000 (0.300 g, 0.730 mmol) O O
0000010030 00000000000 (0.210 g, 65 %) 0000

[O O 3]

3-000000000-7-(2-0000-5-0000000000)-6-(0O0O0[0O000-1,

4 -00000]-17 -0000000)0O000([1,5-a]00000
0D002000007-000-3-000000000-6-(000[0000-1,4 -0000
0]-1 -0000000)0000([1,5-a]0 0000 (0.070 g, 0.160 mmol) O 2-0 O
00-5-0000000 (0.030 g, 0.240 mmol) 0000000190050 000000
0000 (0.074 g, 87%) 0O OO

[O O 4]

7-(2-0000-3-0000000000)-6-(0O00[O0O0O00-1,4 -00000O07-1 -
0000000)IOOO[1,5-a]00000-3-00000
0003W00003-000000000-7-(-0000-5-0000000000)-6-(
Do0o0[@QO000-1,4 -00000]-1 -0000000)0000([1,5-al0d0000 (

0.740 g, 0.14 mmol) 00D OO0 O0D0190060 0000000000 (0.053 g, 77%)
0ooo

[O O 5]

N-[7-(2-0000-5-0000000000)-6-(000[0000-1,4 -000007-1

' .0000000)IO0O00[1,5-a]00000-3-00000]1000000000000
000 (000 a-108)

0004000007-(R2-0000-3-0000000000)-6-(0O0O0[0O0O00-1,4 -

00O000]-17 -0000000)IO000[1,5-a]00000-3-00000 (0.053 g,

0.11mmol) D0 DODCDOOCODOOCODOOODO (0.07 g, 0.43mmol) 0000000 10

DeJ0D0O00D0O0O0DOOO0 (0.051g, 79% OO OO

ESI-MS m/z: 601 (M + H)*; TH-NMR (CDCl;,d ):1.10-1.17 (m, 2H), 1.32 (d, J = 13.6
Hz, 2H), 1.46-1.50 (m, 2H), 1.87 (t, J= 10.6 Hz, 2H), 2.41 (s, 3H), 3.07-3.15 (

m, 1H), 3.86-4.05 (m, 4H), 6.67 (d, J = 5.5 Hz, 1H), 6.81 (d, J = 5.9 Hz, 1H), 7
.19-7.35 (m, 7H), 8.48 (s, 1H), 8.65 (s, 1H).

Dooooooo

DO0O0000

N-[7-(4-0000-2-0000000000)-6-(000[0000-1,4 -000007-1

' -0000000)D0O00([1,5-al00000-3-00000]10000000000 (

0 0 O a-109)

[0 O 1]

3-000000000-7-(4-0000-2-0000000000)-6-(0O00[0O000-1,
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4 -00000]-1 -0000000)0O000[1,5-a0 0000

00001080 02000007-000-3-000000000-6-(0O00[0O00O-1,4
-00000]-17 -0000000)0000[1,5-a]0 0000 (0.07 g, 0.16 mmol) O

4-0000-2-0000000 (0.03g, 0.24mmol) DODOOD0ODOD1900500000
000000 (0.073 g, 88%) OO OO

[0 O 2]

7-(4-0000-2-0000000000)6-(000[C0D0O00-1,4 -000007-1 -
0000O000)IOO0OO[1,5-a]00000-3-00000
0001000003-000000000-7-(4-0000-2-0000000000)-6-(
Doo[pO000-1,4 -000007-1 -0000000)0000([1,5-al00000 (

0.073 g, 0.14 mmol) 0D D 0OODDOD01900600000000000 (0.063 g, 91%)
0ooo

[0 O 3]

N-[7-(4-0000-2-0000000000)6-(00C0[0000-1,4 -000007-1
' -0000000)00O00[1,5-a]00000-3-00000]10000000000 (
0 0 O a-109)
0002000007-@-0000-2-0000000000)-6-(0O0O0[COO00-1,4 -
0000O0]-17 -0000000)0O000[1,5-a]00000-3-00000 (0.03 g, O
.06 mmol) JO0DODODOOOOOO (0.032 g, 0.30 mmol) DO ODOOODO1006000
00000000 (0.013 g, 37%) 0000

ESI-MS m/z: 589 (M + H)*; H-NMR (CDCl;,d ):1.35 (d, J = 14.3 Hz, 2H), 1.46 (t,

J=7.5Hz, 3H), 1.89 (t, J = 11.2 Hz, 2H), 2.43 (s, 3H), 3.61 (q, J = 7.3 Hz, 2
H), 3.77-4.10 (m, 4H), 6.70 (d, J = 5.5 Hz, 1H), 6.83 (d, J = 5.5 Hz, 1H), 7.02-

7.08 (m, 1H), 7.14 (dd, J = 9.0, 3.1 Hz, 1H), 7.22-7.37 (m, 5H), 8.37 (s, 1H), 8
.64 (s, 1H).

Dooooooao

Do0o0o00

N-[7-(4-0000-2-0000000000)-6-(00C0[0000-1,4 -000007-1

-0000000)IO0OO0O[1.,5-a]0 0000-3-00000]100000000000

000 (000 a-110)

00001090 02000007-(4-0000-2-0000000000)-6-(0O00([000
0-1,4 -00000]-1 -0000000)I000([1,5-a]00000-3-00000 (

0.03 g, 0.06 mmol) D0 O0O0D0OO0OOOOOOODOO (0.037 g, 0.30 mmol)J OO0 O
0010060000000 0000 (0.021 g, 58%) 0 OO0

ESI-MS m/z: 601 (M + H)*; 'H-NMR (CDCl;,d ):1.10-1.18 (m, 2H), 1.35 (d, J = 12.5
Hz, 2H), 1.46-1.51 (m, 2H), 1.88 (t, J= 10.4 Hz, 2H), 2.62 (s, 3H), 3.07-3.15 (

m, 1H), 3.85-4.11 (m, 4H), 6.70 (d, J = 5.9 Hz, 1H), 6.83 (d, J = 5.5 Hz, 1H), 7
.05 (td, J = 8.2, 2.9 Hz, 1H), 7.14 (dd, J = 8.8, 2.6 Hz, 1H), 7.22-7.36 (m, 5H)
, 8.28 (s, 1H), 8.36 (s, 1H), 8.65 (s, 1H), 10.61 (s, 1H).

Dooooooao

000000

N-[7-0000000-6-(3-000000[0000-1,4 -00000] -1 -00000
00)0O0O00O[1,5-al00000-3-00000]10000000000 (000 a-111)
[O O 1]

7-0000000-3-000000000-6-(3-000000[0000-1,4 -0000
0]-1 -0000000)IO000[1,5-aJ00000

0000210040 00007-0000000-3-0000000000000[1,5-a]0
0000-6-00000 (0.138 g, 0.406 mo)O3-00000O0[0O000-1,4 -00O
0Do0O0]1(@OoO07, 0,097 g, 0.447 mmmol) 0000000210 050000000000
00 (0.180 g, 85%) 0 OO O
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[O O 2]

7-0o0o0oooo-6-B-0D0C0O0O0OD0ELODOO0-1,4 -00OODOO] -1 -DOOOODO
OH)yoooOo[i,5-aj00000-3-00000
oooiloooodo7-0000000-3-00000D0DO0O0O0-6-GB-000000C[OODO
0-1,4 -0O0O0OO0O0O0] -1 -D0DO0O0OOO)YOOoOoOd([,5-auoooo (0.180 g, 0.3
46 mmol) DO O OO0ODO100OGO0OOCO0ODODODOOOODO (0.130 g, 76%) OO OO
[O O 3]

N-[7-OO0O0O0O0DOO-6-3-000O0O0DO0[[QLOOO0-1,4 -00OODOO] -1 -DOOOO
oo)oooo[1,5-aJ000D0-3-00000]juOoO0ooODoOoOoo0oDOOd@Oia-11D)
ogoo20o000o0v7-0000o0oo-6-@B-0000O0O0@EOOOO0-1,4 -0O00O0DO0O7] -
1 -00o0oooo)yoood([,5-aJuoo0ood-3-0o0o0oo (0.130 g, 0.264 mmol)
ooooooooooo (0.126 g, 1.32mmol) DOODDOOCO1DDOD600O00ODOODOO
000 (0.09 g, 64%) O OO0

ESI-MS m/z: 571 (M + H)*; *H-NMR (CDCl3,8 ): 1.20-1.51 (m, 2H), 1.80-2.09 (m, 2H
), 2.09-2.30 (m, 3H), 2.59-3.26 (m, 2H), 3.45 (s, 3H), 4.04-4.55 (m, 2H), 4.86-5
.08 (m, 2H), 6.33 (s, 1H), 7.17-7.59 (m, 9H), 7.64-7.89 (m, 1H), 8.28 (s, 1H), 8
.59 (s, 1H), 10.74 (br s, 1H).

oooooood

oooooao

N-[7-OOO0O0DO0ODO-6-2-00000DO0[QOOOO0-1,4 -000O0D00O] -1 -0O0OOO
oo)doodOoO[1,5-x]00000-3-00000J00DOo0o0DOo0o0o0oooOo (@oda-112)
[O O 1]

7-000o0ooDo-8-Ub0DDoDoOOoDUooUbDOoO-6-(2-00CC0COO0@ODOOO-1,4 -00O0O0D0O
0] -1 -0000000)H)0OoOoO[,5-aJ0o0O0ooOoan
oooo2004000007-0000000-8-00000O0O0OO0ODOOOOOI[,5-a]0d
oooo-e-00ooo (0.100 g, 0.2949 mmobHO 2-0 00 COO[[OLOCOO-1,4 -00O
ooo] (ooe, 0.064 g, 0.324 mmmol) DO O 0DD0OD0OO21005000000000
Oo0O (0.103 g, 67%) OO OO

[O 0O 2]

7-0o0o0o0ooo-6-2-000C00O0D0EOLODOO0-1,4 -000ODO0O] -1 -DOO0OODO
OH)YooodJ[l,5-ajoooogo-3-0000ad
oooi0oo0oo7-0000D0DO0O0-8-0000O00O0OO0O0O-6-R-0D0C0CO0O0D[ODOO
0-1,4 -0O0O0O0O0O0] -1 -0D0O0O0O0OoO)Yoood([1,5-aJuoooo (0.100 g, 0.3
46 mmol) DO OO 0ODOO10 066000000 0O0OOOODO (0.078 g, 82%) OO 0O O
[O O 3]

N-[7-OO0O0O0O0DO-6-2-000C0O0O0DO0[QLOOO0-1,4 -000OD00O] -1 -ODOOOO
0OO0)ODOO[1,5-a000D0-3-00000J0000D00O000D0O@O0a-112)
ooo200o00o07-0000O0O0O0-6e-R-000O00CO0[@EOOOO-1,4 -00O0O0O7] -
1 -0000oo0ooo)ydooo[,5-auoooo-3-00000 (0.078 g, 0.158 mmol)
0ooooooooooo (0.075g, 0792 mmol) DD DO O OOIDDOG600DODOOOO
Ooono (0.055 g, 61%) OO 0O

ESI-MS m/z: 571 (M + H)*; *H-NMR (CDCl;,8 ): 1.12-1.38 (m, 2H), 1.77-2.05 (m, 5H
), 2.94-3.36 (m, 2H), 3.42 (s, 3H), 4.14-4.67 (m, 2H), 4.99 (s, 2H), 6.43 (s, 1H
), 7.05-7.20 (m, 1H), 7.20-7.54 (m, 8H), 7.66-7.89 (m, 1H), 8.26 (s, 1H), 8.61 (
s, 1H), 10.73 (br s, 1H).

oooooood

oooooao

N-[7-Q,5-0000000Do0ooo)-6-R-000000[@ooDoo-1,4 -0O0000O7]-1
' -00000O0ooD)YOUOoUOoOD,5-aubOoOo0O0-3-000O0O0ooooooooo (¢
000 a-113)
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[O O 1]
7-(2,5-00000000000)-3-000000000-6-(2-000000[0000-1
4 -00000]-1 -0000000)0000([1,5-al0d 0000

0000880 02000007-(2,5-00000000000)-3-00000000000
O0O0[1,5-a]0 0000 -6-00000 (0.100 g, 0.282 mmol) 00O 02-000000[
000O0-1,4 -000007 (0.062 g, 0.313mmol) 00D O0O0C0DO02100500000
000000 (0.098 g, 65%) OO OO

[C O 2]

7-(2,5-00000000000)6-(2-000000[0O000-1,4 -000007-1 -
0000000 )IOODO[1,5-a]00000-3-00000
0001000007-(2,5-00000000000)-3-000000000-6-(2-000
DO0o[QO00O0-1,4 -00000]-1 -0000000)I000[1,5-a]00000 (
0.095 g, 0.178 mmol) 000D O0ODD01900600000000000 (0.053 g, 59%)
0o0o0

[C O 3]

N-[7-(2, 5-00000000000)6-(2-000000[0O000-1,4 -00000]-
1 -0000000)I0OO00[1,5-a00000-3-0000010000000000 (
000 a-113)
0002000007-(2,5-00000000000)-6-(2-000000([0000-1,4
-00000]-1 -0000000)0000([1,5-ald0000-3-00000 (0.053 g,
0.105 mo)0 00D O0D0O0ODOOO (0.057 g, 0.587 mmol) OO OO OO0 10 O 60
0000000000 (0.033 g, 52%) 0000

ESI-MS m/z: 599 (M + H)*; H-NMR (CDCl,5 ): 1.09-1.18 (m, 2H), 1.46 (t, J = 7.4
Hz, 3H), 1.67-1.86 (m, 2H), 1.86-1.97 (m, 3H), 2.40 (s, 3H), 2.43 (s, 3H), 3.08
-3.52 (m, 2H), 3.62 (q, J = 7.4 Hz, 2H), 3.94-4.37 (m, 2H), 6.40 (s, 1H), 7.03-7
.31 (m, 6H), 7.31-7.44 (m, 1H), 8.36-8.45 (m, 1H), 8.50 (s, 1H), 8.63 (s, 1H), 1

0.55 (br s, 1H).

Dooooooo

oooooo

N-[6-(2-000000[O0O000-1,4 -00000]-1 -0000000)-7-00000
O000O00([1,5-a]0 0000-3-00000]10000000000 (O000O0a-114)

[O O 1]

3-000000000-7-00000-6-(2-000000([0000-1,4 -0000017-1
' .0000000)I0O00([1,5-a]0 0000

0000190 02000003-000000000-7-000000000[1,5-a]000
00-6-00000 (0.533 g, 2.12 mmol)J2-000000[0000-1,4 -00000

] (0.465 g, 2.34mmol) 0D 0ODOD0D19003000000000000(0.712 g, 70

%) 0000

[O O 2]

7-000-3-000000000-6-(2-000000[0000-1,4 -000007-1 -
0000O000)IOOO[1,5-a]0 0000
0001000003-000000000-7-00000-6-(2-000000[00000 -1,

4 -00000]-1 -0000000)I000[1,5-a]J00000 (0.712 g, 1.65 mmol

yOODOOODOOD1003WMOD0O0DO00O0DO000O00O (0.660 g, 88%) OO OO

[O O 3]

3-000000000-6-(2-000000([0000-1,4 -000007]-1 -00000
00)-7-00000000000([1,5-a]0 0000
000D2000007-000-3-000000000-6-2-000000[00C0O0-1,4 -
0DO00O00]-17 -0000000)I000[1,5-a]0 0000 (0.220 g, 0.488 mmol)
00000 (0.054 mL, 0.585 mmol) 00D O0O00D0190 0500000000000 (O
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2191 g, 79%) 0O 0OO

[O O 4]

6-(2-00J00U0o0opoobo-1,4 -J0O0D0O0O]-Y -ODODODOOOO)-7-00OCOOO
0o0o0ooO0o[i,5-aJ00000-3-00000
ooo3voooo3-00ooooooD-6-(2-000000Q0EODDDO-1,4 -000O0O
0o1-r -0D0Do00oo0ooO)-7-0o0o0oOD0DODO0ODO0D0O0O0OL,5-aCOODDO (0-197 g, 0.38
9mmol) DD0DDOODOO100600000000ODO0O0O (0.153 g, 82%) OO OO

[O O 5]

N-[6-(2-COO0DOO0O@OOO0OO0-1,4 -0000O0O]-17 -OD00O0O0OOO)-7-00000
000000 [1,5-a00000-3-00000]0000D0Do00000Dd@OUa-114)
ooo400o0ogogoe-R-00ooo@mUuooo-1,4 -DOO0DOO]-Y -oO0O0oDOOO
)-7-0 0000000000 [M,5-a]00000-3-00000 (0.030 g, 0.063 mmol)
oooooDoOoOoOoog (0.030g, 0.313mmol) DD OODODOODIDDOEO000O0OO0O
ooono (0.026 g, 60%) OO OO

ESI-MS m/z: 557 (M + H)*; 'H-NMR (CDCl3,8 ): 1.50-1.85 (m, 4H), 1.90 (s, 3H), 3.
29-3.61 (m, 5H), 3.95-4.27 (m, 2H), 6.40 (s, 1H), 7.06-7.17 (m, 1H), 7.22-7.34 (
m, 3H), 7.36-7.53 (m, 3H), 7.53-7.66 (m, 2H), 8.53 (s, 1H), 8.58-8.73 (m, 2H), 1
0.66 (s, 1H).

ocooooooo

oooooao

N-[6-2-0000O00[@ELODODO-1,4 -0D000OO0]-Y -0O0O0ODODOOO)-7-00000
ooooDO0OM,5-aJu0000-3-00000JO0O00O0OOOODODO (@O0 a-115)
ocooo0D14004000006-R-000000MELOOO0=-1,4 -0D0D00O00O07]-1T -O0O
ooooo)-7-00o0o000U0o0Do00d[1,5-a000D0-3-00000 (0.09 g, 0.1
88 mmol) 00O DOODODODOOO (0.102 g, 0.939 mmo) DO D DO OO10O06000
oooDoDooOo0O (0.068 g, 63%) OO OO

ESI-MS m/z: 571 (M + H)*; *H-NMR (CDCls, & ): 1.45 (t, J = 7.3 Hz, 3H), 1.55-1.8
5 (m, 4H), 1.91 (s, 3H), 3.33-3.77 (m, 4H), 3.83-4.35 (m, 2H), 6.38-6.42 (m, 1H)
, 7.08-7.17 (m, 1H), 7.20-7.34 (m, 3 H), 7.35-7.52 (m, 3H), 7.52-7.69 (m, 2H), 8
.47-8.58 (m, 2H), 8.69 (s, 1H), 10.49 (s, 1H).

oooooooo

oooooao

N-[7-4-CO0OO0ODODDDODOO0O0DO0O)-6-(R2-COD0O0DO0O0MOLOOO-1,4 -00DOO]-T
-00o0oo0o0oOo)yy ood[,5-au0ooDo-3-000000O0DDOoOo0O0oo0oDooO (@
O 0O a-116)

[O O 1]
3-0oo0oooooo0-7-@-000oDOoDoOoDOoOoOooDoO)-6-R-00000D[COOO-1,4
' -00000]-r -00o0ooDooOg)H)Yoooo[,s-alJoooon
ooooDDoDoODOoO0O04-00000000 (0.056 mL, 0.58 mmol) OO O OO OO 1140
003000000000 00(0.200 9, 78% 0000

[O O 2]

7-(4-000oooooooo)-6-(2-000C0O0O0@EDODOO-1,4 -0O0OOO]-1Y -0O
oooooDoO)Y oOoooO@,5-aJuooooO-3-00000
0o0o0iooooo3-0000o0oDoo0o0-7-@-0000ODOOoDOoOoDO)-6-(2-0000
oo[poooo-1,4 -00000O0]-r -00DoODOoOoOoO)YYoood[[,5-alJuooono .2
00 g, 0.380mmol) ODODDOOOO1ODO6B00000ODODOOOOOO (0.180 g, 95%)
oooo

[O O 3]

N-[7-4-CO0O0ODODDDODOO0DO0DO0DO)-6-R2-0c00DO0O0O0OLOOO-1,4 -000D00O00O]7]-1
-jJoooooo)oooo,5-alo0OoO0ODO-3-00000J00O0OODDODDODOO@O
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0 a-116)
0002000007-@-00000000000)-6-(2-000000[0000-1,4 -
0000O0]-1 -0000000)0000([1,5-a]00000-3-00000 (0.040 g,
0.083 mmol)J DD O0CODOCODOO0O (0.040 g, 0.417 mmol) 00O O0ODO D0 100 60 O
000000000 (0.034 g, 71%) OO OO

ESI-MS m/z: 575 (M + H)*; *H-NMR (CDCl,d ): 1.64-1.89 (m, 4H), 1.94 (s, 3H), 3.
27-3.79 (m, 5H), 3.98-4.36 (m, 2H), 6.40-6.44 (m, 1H), 7.08-7.20 (m, 1H), 7.20-7
.46 (m, 7H), 8.47 (s, 1H), 8.57 (s, 1H), 8.64 (s, 1H), 10.64 (br s, 1H).
Dooooooao

Do0o0o0Q0

N-[7-(4-00000000000)-6-(R-000000[0O000-1,4 -000007]-1
-0000000)IOO0OO[1.,5-a]0 0000-3-00000]10000000000 (O
00 a-117)

000011600200 0007-(4-00000000000)-6-(2-000000[000
0-1,4 -00000]-1 -0000000)I0O00([1,5-a00000-3-00000 (
0.100 g, 0.209 mmoO DD OODODOOOOO (0.113 g, 1.04 mmol) 0O OO OOO1
D060 000000 D0O00DO (0.031 g, 25%) O OO0

ESI-MS m/z: 589 (M + H)*; H-NMR (CDCl;, & ): 1.15-1.37 (m, 2H), 1.46 (t, J = 7.
3 Hz, 3H), 1.72-1.89 (m, 2H), 1.95 (s, 3H), 3.32-3.79 (m, 4H), 4.05-4.45 (m, 2H)
, 6.38-6.46 (m, 1H), 7.07-7.22 (m, 1 H), 7.22-7.50 (m, 7H), 8.48 (s, 1H), 8.55 (
s, 1H), 8.63 (s, 1H), 10.50 (br s, 1H).

Dooooooao

Do0o0o0aQ

N-[7-0000000-6-(3 -000000[0000-1,4 -000007-1 -0000O
000)IOO0OO[1,5-a]00000-3-00000]0000000000 (000a-118)
[0 O 1]

7-0000000-3-000000000-6-(3 -000000C[0000-1,4 -000
00]-1 -0000000)IO000[1,5-a]J0 0000

0000210040 00007-0000000-3-0000000000000[1,5-a]0
D0O0D0-6-00000 (0.066 g, 0.194 mmol) 03 -0000O00[00O0O-1,4 -0
00007 (W02004/028459, 0.043 g, 0.213 mmmol) 000000 02100500000
000000 (0.091 g, 90%) OO OO

[0 O 2]

7-0000000-6-(3 -000000[0O0O00-1,4 -00000] -1 -00000O
00)0O0O0O0[1,5-a]00000-3-00000
0001000007-0000000-3-000000000-6-(3 -000000([00
0o-1,4 -00000] -1 -0000000)IO0O[1,5-a]J00000 (0.075 g, O
144 mmol) 0DDDODDD19006000000000000 (0.049 g, 69%) OO OO
[0 O 3]

N-[7-0000000-6-(3 -000000[0000-1,4 -000007 -1 -0000
000)IO0OO0[1,5-a]00000-3-00000]0000000000 (0 00a-118)
0002000007-0000000-6-(3 -000000[0O000-1,4 -00000]
-1 -0000000)IO000[1,5-a]00000-3-00000 (0.049 g, 0.0825 mmo
DOODO0DDO0OODOO0O (0.039 g, 0.413mmol) DO DO ODCDOO1006000000
00000 (0.037 g, 79%) 0O OO

ESI-MS m/z: 571 (M + H)*; H-NMR (CDCl,8 ): 0.15-0.45 (m, 3H), 1.20-1.37 (m, 1H

), 1.90-2.25 (m, 2H), 2.40-3.00 (m, 2H), 3.42 (s, 3H), 4.15-4.66 (m, 2H), 4.85-5
.04 (m, 2H), 6.41-6.58 (m, 1H), 6.88 (d, J = 5.6 Hz, 1H), 7.10-7.53 (m, 9H), 7.6

6-7.83 (m, 1H), 8.27 (s, 1H), 8.59 (s, 1H), 10.72 (br s, 1H).
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DoooooQ

N-[7-0000000-6-(0O0O0[0000-1, 4 -000007] -1 -0000000)0
000[1,5-a]0 0000-3-00000]10000000000 (0 00a-119)

[O O 1]

7-0000000-3-000-6-(0O00[000DO0-1, 4 -000007]-17 -000000
0)OOOO([1,5-a]0 0000
0D4--00000000)D00000000000000[0000-1, 4 -00000]
000 (W02006/023852, 0.092 g, 0.412 mmol) 0000000220040 000000
0000 (0.156 g, 81%) 0O 0O O

[O O 2]

7-0000000-6-(UO0O0[00O00-1, 4 -000007]-1 -0000000)000
O[1,5-a]0 0000-3-00000
0001000007-0000000-3-000-6-(000[0000-1, 4 -00000]
-1’ -0000000)IO000[1,5-a]0 0000 (0.150 g, 0.291 mmol) 00 OO OO
0100500000000000 (0.090 g, 64%) 0000

[0 O 3]

N-[7-0000000-6-(UO0O0[0000-1, 4 -000007-1 -0000000)0
O000[1,5-a]0 0 000-3-00000]10000000000 (000 a-119)
0002000007-0000000-6-(000[0000-1, 4 -000007-1 -00
000O00)IO0O0O0[1,5-ald0000-3-00000 (0.090 g, 0.187 mmol) O O 0O O
0000000 (0.039 mg, 0.412 mmol) 00O OOCOD100600000000000
(0.070 g, 67%) 0O 0O O

ESI-MS m/z: 559 (M + H)*; H-NMR (CDCl,d ): 1.23-1.37 (m, 2H), 1.64-1.90 (m, 2H
), 1.90-2.14 (m, 2H), 2.56-3.06 (m, 4H), 3.38-3.49 (m, 3H), 3.93-4.28 (m, 2H), 4
.85-5.01 (m, 2H), 7.01-7.14 (m, 1H), 7.14-7.56 (m, 8H), 7.73 (br s, 1H), 8.25 (s
, 1H), 8.62 (s, 1H), 10.73 (br s, 1H).

oooooooO

DoooooQ

N-[7-(2-0000000000)-6-(0O00[0O00O0-1,4 -00000]-1 -0000
000)IO0O0OO0[1,5-a]00000-3-00000]10000000000 (000 a-120)
[0 O 1]

3-000000000-7-00000-6-(CO0C0[0D0O00-1,4 -000007-1 -00O
000O00)IO00O0[1,5-a]0 0000

0000190 02000003-000000000-7-000000000([1,5-a]000
00-6-00000 (0.27 g, 1.06 mmol) DOOO[0DO00O0-1,4 -00000]000
(0.3 g, 1.32mmol) 00 O0OD0O001002000000000000(0.29 g, 64%) O
0oo

[O O 2]

7-000-3-000000000-6-(CO00[00O0D0-1,4 -000007-1 -0000
000)0O0O0O0([1,5-a]0 0000
0001000003-000000000-7-00000-6-(000[0000-1,4 -00
000]-1 -0000000)0000([1,5-al0 0000 (0.29 g, 0.68 mmol) O O O
00001003000000000000 (0.15g, 49 %) 0000

[O O 3]

3-000000000-7-(2-0000000000)6-(00O0[0O000-1,4 -000
00]1-1 -0000000)I000([1,5-a]00000
0002000007-000-3-000000000-6-(000[0000-1,4 -0000
0]-1 -0000000)0000([1,5-a]J0 0000 (0.15 g, 0.33 mmol) Jo-0 00O
00 (0.053 g, 0.5mmol) D0 O0OO0O0D190050 0000000000 (0.14 g, 85
%) 0000
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[O O 4]

7-(2-0000000000)-6-(00O0[C0O0O00-1,4 -000007-1 -000000
0)IOOO[1,5-a]0 0000-3-00000
0003W00003-000000000-7-(2-0000000000)-6-(000[0C
0o0-1,4 -00000]-17 -0000000)0O000O[1,5-aJ0 0000 (0.14 g, 0.2
gmmol) 00 OD0ODOD01900600000000000 (0.12 g, 90%) 00O O

[O O 5]

N-[7-(2-0000000000)-6-(0O00[00O00-1,4 -000007-1 -0000
000)IOO0O0[1,5-a]00000-3-00000]0000000000 (000a-120)
0004000007-(R-0000000000)6-(COO0[OO000-1,4 -00000]
-1’ -0000000)IO000[1,5-a]00000-3-00000 (0.06 g, 0.13 mmol)
00000000000 (0.066 g, 0.62mmol) 00 O0O0O00O01006000000000
000 (0.073 g, 100%) OO OO

ESI-MS m/z: 573 (M + H)*; H-NMR (CDCl;,d ):1.46 (t, J = 7.3 Hz, 3H), 1.46-1.53
(m, 2H), 1.57-1.70 (m, 2H), 1.98 (t, J= 7.3 Hz, 2H), 2.43 (s, 3H), 2.92 (t, J= 7
.1 Hz, 2H), 3.61 (q, J = 7.5 Hz, 2H), 3.70-4.06 (m, 4H), 7.09-7.23 (m, 4H), 7.29
-7.42 (m, 4H), 8.35 (s, 1H), 8.35 (s, 1H), 8.63 (s, 1H), 10.54 (s, 1H).
Dooooooo

Do0o0o00

N-[7-(4-0 0 00-2-0000000000)-6-(000[0000-1,4 -000007-1
' .0000000)I0O00[1,5-a]00000-3-00000]1000000000000
000 (000a-121)

[0 O 1]
3-000000000-7-(4-0000-2-0000000000)-6-(O00[O0O00OO-1,
4 -00000]-1 -0000000)0O000[1,5-aJ0 0000
DO0O0012002000007-000-3-000000000-6-(0O00[OO00O-1,4
-00000]-7 -0000000)0O000[1,5-a]00000 (0.08 g, 0.18 mmol) O
4-0000-2-0000000 (0.034g, 0.27mmol) 0000000190 0500000
000000 (0.088 g, 91%) OO OO

[0 O 2]

7-(4-0000-2-0000000000)-6-(0C00[C0D0O00-1,4 -000007-1 -
0000000)IOO0OO[1.5-a]00000-3-00000
0001000003-000000000-7-(4-0000-2-0000000000)-6-(
Ooo0[0O000-1,4 -00000]-1 -0000000)0000([1,5-a0 0000 (
0.088 g, 0.17 mmol) 0D D OODOD019006000000000O00 (0.063 g, 76%)
0ooo

[C O 3]

N-[7-(4-0000-2-0000000000)6(00C0[0000-1,4 -000007-1
' -0000000)00O00[1,5-al00000-3-00000]1000000000000
000 (000a-121)
0002000007-4-0000-2-0000000000)-6-(0O00[CO0O00-1,4 -
00O00O0]-17 -0000000)I0O000[1,5-a]00000-3-00000 (0.04 g, O
.08 mmol) J0DOD0ODOODOOOOOOODO (0.049 g, 0.40 mmol) 0000 00O 10
D60 0D0O00D0O00DOD0 (0.043 g, 88%) OO OO

ESI-MS m/z: 603 (M + H)*; 'H-NMR (CDCl;,d ):1.09-1.18 (m, 2H), 1.45-1.51 (m, 2H)
, 1.49-1.57 (m, 2H), 1.62-1.73 (m, 2H), 2.02 (t, J = 7.1 Hz, 2H), 2.41 (s, 3H),
2.94 (t, J = 7.3 Hz, 2H), 3.06-3.15 (m, 1H), 3.74-4.06 (m, 4H), 7.00 (td, J = 8.
1, 3.0 Hz, 1H), 7.09-7.13 (m, 2H), 7.18-7.25 (m, 4H), 8.26 (s, 1H), 8.32 (s, 1H)
, 8.63 (s, 1H), 10.62 (s, 1H).

Dooooooao
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DoooooQ

N-[7-(2-0000-5-0000000000)-6-(0O0C0[0000-1,4 -000007-1

' -0000000)I0O00[1,5-a]00000-3-00000]10000000000 (
000 a-122)

[O O 1]

3-000000000-7-(2-0000-5-0000000000)-6-(000[0O000-1,

4 -0J00007-r -0000000)0000([1,5-a]00000

00001200200 0007-000-3-000000000-6-(CO0C[00O00-1,4

-00000]-1 -0000000)0000([1,5-a]0 0000 (0.10 g, 0.23 mmol) O

2-0000-5-0000000 (0.043g, 0.3 mmol) OO O0O0D0OO01900500000

000000 (0.108 g, 90%) 0O 00O O

[O O 2]

7-(2-0000-5-0000000000)-6-(CO00[00O00-1,4 -000007-1 -

000D00O00)IO0O0OO0[1,5-al00000-3-00000

0001000003-000000000-7-(2-0000-5-0000000000 )-6-(

OO00[0O000-1,4 -00000]-1 -0000000)I000[1,5-a]00000 (

0.108 g, 0.21 nmol) DO DDODO0D1900600000000000 (0.083 g, 81%)

0000

[O O 3]

N-[7-(2-0000-5-0000000000)-6-(0O00[0000-1,4 -00000]7-1

» 0J000000)I0O00[1,5-a]00000-3-00000]10000000000 (

000 a-122)

0002000007-(2-0000-5-0000000000)-6-(000[0000-1,4 -

0o0oO00]-r -0000000)I000[1,5-a]00000-3-00000 (0.042 g,

0.085 mmol) DO ODOOOOOODOO (0.045¢g, 0.42mmol) OO0 DOOO0O 100600

000000000 (0.041 g, 82%) 0O OO

ESI-MS m/z: 591 (M + H)*; H-NMR (CDCl,d ):1.46 (t, J = 7.5 Hz, 3H), 1.63-1.77

(m, 4H), 1.99 (t, J = 7.1 Hz, 2H), 2.39 (s, 3H), 2.92 (t, J = 7.3 Hz, 2H), 3.61

(q, J = 7.5 Hz, 2H), 3.68-4.06 (m, 4H), 7.08-7.25 (m, 7H), 8.44 (s, 1H), 8.45 (s
, 1H), 8.63 (s, 1H), 10.50 (s, 1H).

Dooooo0oO

oooooo

N-[7-0000000-6-(3-000000[0000-1,4 -000007]-1 -00000

OO0)IOOO[1,5-a]00000-3-00000]0000000000 (000a-123)

0001110030 0000N-[7-0000000-6-(3-00000C0[0000-1,4 -

0000]-1 -0000000)I000[1,5-a]00000-3-00000]100000

0000 (0.035 g, 0.061 mmol) DO ODD0OD0 (2.0ml) 000D 0O00O010%0 00

0-00 (0.079 g, 0.382mmol) DO ODDOO00OOD40000000000000000

000000000000 000000000000000000000000000

00000000000000000000 (0.011 g, 32%) 0000

ESI-MS m/z: 573 (M + H)*; H-NMR (CDCl;,d ): 1.35 (d, J = 7.0 Hz, 3H), 1.46-1.69
(m, 4H), 1.89-2.08 (m, 1H), 2.29-2.50 (m, 1H), 2.59-2.98 (m, 2H), 3.15-3.33 (m,
1H), 3.43 (s, 3H), 4.05-4.48 (m, 2H), 4.82-5.04 (m, 2H), 6.96-7.14 (m, 1H), 7.1

4-7.50 (m, 8H), 7.59-7.80 (m, 1H), 8.24 (s, 1H), 8.58 (s, 1H), 10.70 (br s, 1H).
Dooooo0oo

ooooon

N-[7-0000000-6-(3-00000000[0000-1,4 -000007]-1 -000

D00O0)IOOO[1,5-a]00000-3-00000]0000000000 (000a-12

4y 00

N-[7-0000000-6-(3-000000[0000-1,4 -000007]-1 -00000

a
O
g
g
u
O
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00)IO0O0O0[1,5-a]0 000010 000000000 (000 a-158)

[0 O 1]

7-0000000-3-000000000-6-(83-000000[0000-1,4 -0000
0]-1 -0000000)0000[1,5-alJ0 0000

0000210040 00007-0000000-3-0000000000000[1,5-a]0
0000-6-00000 (0.184 g, 0.544 mmol)0 1-0000O0O0[0O0O00-3,4 -00
0007 (W02004/028459, 0.160 g, 0.598 mmmol) D0 DO 0002100500000 0
00000 (0.280 g, 98%) O OO O

[0 O 2]

7-0000000-6-(3-000000[0000-1,4 -000007]-17 -0000000
YOOOO[1,5-a]00000-3-00000
0001000007-0000000-3-000000000-6-(3-000000[000
0-1,4 -00000]-1 -0000000)0000([1,5-al00000 (0.280 g, 0.53
5mmol) 00 OD0OODODD19006000000000000 (0.135 g, 50%) 0000

[O O 3]

N-[7-0000000-6-(3-000000[0000-1,4 -000007]-1 -00000
00)I0DOO0[1,5-a]00000]10000000000 (000 a-158)
0002000007-0000000-6-(3-000000[C0D000-1,4 -000007]-1
' -0000000)00O00([1,5-al00000-3-00000 (0.135 g, 0.273 mmol)O
0000000000 (0.129 g, 1.36 mmol) 000000010060 000000000
00 (0.052 g, 33%) 0000

[O O 4]

N-[7-0000000-6-(3-00000000[QO000-1,4 -000007-1 -000
0000)IOOO[1,5-a]00000]0000000000 (000 a-124)
0003WO000ON[7-0000000-6-(3-000000[0000-1,4 -00000
]-1 -0000000)0000[1,5-ald0000]0000000000 (0.031 g, O.
054 nMmoNO D ODDODD (1.0mL) OOODCODOODCOOOCOOOODOOO (0.008 g, 0.217
mmol) 0 0O00O0O00OO0OOD0OODODOODODOODONOODOOODOOODOOOOOODOOOO
000000 (000O000/00000 =9/1) 000000000000000 (0.0
08 g, 27%) 0 OO O

ESI-MS m/z: 575 (M + H)*; *H-NMR (CDCl,d ): 1.35-2.05 (m, 6H), 2.32-2.96 (m, 3H
). 3.71 (s, 3H), 3.88-4.50 (m, 2H), 4.82-5.01 (m, 2H), 7.04-7.19 (m, 1H), 7.19-7
.50 (m, 8H), 7.65-7.89 (m, 1H), 8.24 (s, 1H), 8.58 (s, 1H), 10.72 (br s, 1H).
Dooooooo

Do0o0o00

N-[7-0000000-6-(2H-000[000000-3,4 -00000]-1 -000000
O)IODOO[1,5-a]0 0000-3-00000]0000000000 (0O00a-125)

[0 O 1]

7-0000000-3-000-6-(H-000[0000O00-3,4 -000007-1 -000
0000)IOOO[1,5-a]0 0000

0000200300000 7-0000000-3-0000000T([1,5-a]00000-6-0
0000 (0.278 g, 0.808 nmol) 000010 00002H-000[0 00000 -3,4 -
00O00O0]0O00 (0.200 g, 0.889 mmol) 00D ODD0OO0D0210050000000000
00 (0.372 g, 89%) 0O OO

[C O 2]

7-0000000-6-(H-000[00O0O00O0-3,4 -00000]-1 -0000000)
D000[1,5-al00000-3-00000
0001000007-0000000-3-000-6-RH-000[000000-3,4 -00
00011 -0000000)I0O0O0[1,5-aJ]0 0000 (0.370 g, 0.714 mmol) O O
0000010050000000000 (0.217 g, 63%) 0000
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[O0O 3]

N-[7-OD0CO0D0DO-6-(2H-O00O0[OODODODDO-3,4 -00000O]-Y -ODO0OO0O0OO
oH)>oooo[M,5-a]00000-3-000001J0 000000000 @DO0a-125)
ooo20000o07-0000000-6-RH-000[O0OD0ODO-3,4 -00O000O7]-1
' -0J000000)00O00O[1,5-a]00000-3-00000 (0.105 g, 0.217 mmol)
Oo0o0o0oDDoDDODO0OO0O0O00O@0.103g, 1.09 mmol) 00D OOOOI0D0G6O0000O0OO0O
000 (0.058 g, 47%) 0 00O O

ESI-MS m/z: 561 (M + H)*; *H-NMR (CDCl3,8 ): 1.59-1.89 (m, 4H), 2.36-3.15 (m,2H)
, 3.42 (s, 3H), 3.63-4.17 (m, 2H), 4.30 (s, 2H), 4.81-5.08 (m, 2H), 6.74-6.98 (m
, 2H), 6.98-7.55 (m, 7H), 7.62-7.87 (m, 1H), 8.23 (s, 1H), 8.62 (s, 1H), 10.70 (
br s, 1H).

goooooobao

ocooooao

N-[7-O000O0DOD0-6-(2H-ODC00[ULODOO0O-3,4 -000D00O]-> -ODO0OOOOO
oH)yoood[,5-alu00b00d-3-0000oOo0joooooboooooooooono (@ooa-
126)

obo0o12s002000007-0000000-6-2H-000C0[0DCODOODO-=-3,4 -O00O
00o0]-1 -0000000)I000[1,5-a]00000-3-00000(0.105 g, 0.217
mmol) 000 O0O0OOOODODDODOOOOO (0-.131 g, 1.09 mmo) D OO OO0 OO0 0O 60
OooooOoOoOoOog (0.059 g, 47%) OO OO

ESI-MS m/z: 587 (M + H)*; *H-NMR (CDCl;, & ): 1.03-1.19 (m, 2H), 1.41-1.51 (m, 2
H), 1.60-1.93 (m, 4H), 2.34-2.95 (m, 2H), 2.98-3.17 (m, 1H), 3.47-4.09 (m, 2H),

4.29 (s, 2H), 4.84-5.01 (m, 2H), 6.77-6.86 (m, 1H), 6.86-6.99 (m, 1H), 7.01-7.11
(m, 1 H), 7.11-7.23 (m, 1H), 7.23-7.50 (m, 5H), 7.67-7.85 (m, 1H), 8.22 (s, 1H)
, 8.59 (s, 1H), 10.66 (br s, 1H).

ocooooooog

ogooooao

N-[7-0D000000-6-RH-000[0DO0D0ODO0O-3,4 -00000O]-Y -0DOO0O00O0d
O)I0OO[1,5-a]00000-3-00000]0000000000 (000a-127)
ooo00Di12s002000007-0000000-6-(2H-00C[ODODDODOO-3,4 -00O
000]1-1 -0000000)0O000[1,5-al]00000-3-00000(0.055 g, 0.114
mmol) 0D ODOOOOODOODO (0.062 g, 0.569 mo)D OO DOODOO10060 000
ooooDoDoO (0.026 g, 47%) O O0OO

ESI-MS m/z: 575 (M + H)*; *H-NMR (CDCl;, & ): 1.44 (t, J = 7.2 Hz, 3H), 1.62-1.9
1 (m, 4H), 2.37-3.07 (m, 2H), 3.60 (q, J = 7.2 Hz, 2H), 3.73-4.18 (m, 2H), 4.29
(s, 2H), 4.83-5.02 (m, 2H), 6.77-6.86 (m, 1H), 6.86-6.98 (m, 1H), 6.99-7.12 (m,
1H), 7.12-7.24 (m, 1H), 7.24-7.51 (m, 5H), 7.66-7.86 (m, 1H), 8.21 (s, 1H), 8.59
(s, 1H), 10.57 (br s, 1H).

goooooobao

ocooooao

N-[7-(2-0000-5-000000000DO0)-6-(2H-000[DO0ODO0ODOO-3,4 -000
0o0]-17 -00o0oooo)ydod[,5-ajJub0ooo-3-0o0o0oojooooooodd
ooooD0O (@00O0a-128)

[O O 1]

3-jopooooopoo-7-0oo0oo-6-RH-OODO[DDODODOODO-3,4 -0000O0O]-1

' -Joo0ooooo)YoDooo[I,5-alooooo
ooopDi1002000003-000O0DODO0O0U0-7y-000Q00DODOOM,5-al000
O0-6-00000 (0.5g, 1.99 mmol) OU2H-0 00 [0 0D00DO0O-3,4 -00000]
000 (0.54¢g,2.39mmol) D000 DD01002000000000000 (0.49 g,
50%) 0 00O
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[O O 2]

7-000-3-000000000-6-(H-000[0O0O0000-3,4 -000007-1 -0
000000)IO000[1,5-a0 0000
0001000003-000000000-7-00000-6-(2H-000[0O0O0C0O0O-3,4
' 0000071 -0000000)IO0O0O0[1.,5-a]0 0000 (0.5 g, 1.18 mmol)
00000001003000000000000 (0.48g, 93 %) 0000

[O O 3]
3-000000000-7-(2-0000-5-0000000000)-6-(H-000([0000
00-3,4 -00000]-17 -0000000)0000([1,5-aJ0d0000
0002000007-000-3-000000000-6-(H-000[0O00D000-3,4 -
00000]-17 -0000000)0O000[1,5-a]0 0000 (0.24 g, 0.54 mmol) O 2
-0000-5-0000000 (0.1g, 0.82mmol) JO0DOO0O0DODO19005000000
00000 (0.259g, 88%) 0000

[O O 4]

7-(2-0000-5-0000000000)-6-(RH-000[000000-3,4 -00000
]-1 -0000000)0000([1,5-a00000-3-00000
0003W00003-000000000-7-(2-0000-5-0000000000)-6-(2
H-OOO[0DOD0DO0O0D0-3,4 -00000]-1 -0000000)0000([1,5-a]000
00 (0.25 g, 0.47mmol) 00 O0O0OD0DO01900600000000000 (0.19 g, 81
%) 0000

[O O 5]

N-[7-(2-0 0 00-5-0000000000)-6-(RH-000[00O0000-3,4 -000
00]-1 -0000000)0O000[1,5-a00000-3-00000]000000000
000000 (000 a-128)
00D04000007-(R2-0000-5-0000000000)-6-(H-00C0[00000O0
-3,4 -00000]-1 -0000000)0O000[1,5-aJ00000-3-00000 (0.
095 g, 0.19 mmol) DO D OD0ODODOODODOOODOO(0.12 g, 0.95mmol) 0O 00O 0O
0D100600000000000 (0.076 g, 66%) OO 00O

ESI-MS m/z: 605 (M + H)*; 'H-NMR (CDCl;,d ):1.10-1.18 (m, 2H), 1.47-1.50 (m, 2H)
, 1.68-1.76 (m, 4H), 2.39 (s, 3H), 2.72-2.77 (m, 2H), 3.06-3.16 (m, 1H), 3.79-3.
86 (m, 2H), 4.32 (s, 2H), 6.80-7.23 (m, 7H), 8.41-8.45 (m, 2H), 8.65 (s, 1H), 10
.57 (s, 1H).

Dooooooao

Do0o0o00

N-[7-(2,5-00000000000)-6-(H-000[0D0O00D00-3,4 -000007-1
' -0000000)00O00[1,5-a]00000-3-00000]10000000000 (
00 O a-129)

[0 O 1]
7-(2,5-00000000000)-3-000000000-6-(H-000[0C0DO0O00O0-3,
4 -000007-1 -0000000)0000[1,5-aJ00000
0000128002000007-000-3-000000000-6-(H-000[00O0O0O
0-3,4 -00000]-1 -0000000)IO0O00([1,5-a]0 0000 (0.24 g, 0.54
mmol) 02,5-0 0000000 (0.098 g, 0.81 mmol) 0000000 190050000
0000000 (0.25¢g, 86%) OO OO

[C O 2]

7-(2,5-00000000000)-6-(RH-00O0[0O0O00O00-3,4 -000007-1 -
0000000)IOO0OO[1,5-a]00000-3-00000
0001000007-(2,5-00000000000)-3-000000000-6-(2H-00
O[oo0O00O0-3,4 -00000]-1 -0000000)0000([1,5-a00000 (
0.24 g, 0.46mmol) 0O0ODODOOD01900600000000000 (0.13 g, 58%) O
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000
[0 O 3]

N-[7-(2,5-00000000000)-6-(H-000[00O0000-3,4 -000007-1
' .0000000)00O00[1,5-a]00000-3-00000]10000000000 (
00 O a-129)
0002000007-(2,5-00000000000)-6-(RH-000[0O00000-3,4 -
00O000]-17 -0000000)0O000[1,5-a]00000-3-00000 (0.065 g,
0.13mmol) DO DOODCODOOCODOO0O (0.068 g, 0.65 mmol) OO OO DOOCO 100600
000000000 (0.033 g, 43%) OO 00O

ESI-MS m/z: 589 (M + H)*; H-NMR (CDCl,d ):1.46 (t, J = 7.4 Hz, 3H), 1.63-1.72
(m, 4H), 2.38 (s, 6H), 2.55-2.70 (m,2H), 3.61 (q, J = 7.5 Hz , 2H), 3.62-3.80 (m
, 2H), 4.27 (s, 2H), 6.80-7.30 (m, 7H), 8.35 (br s, 1H), 8.38 (s, 1H), 8.63 (s,
1H), 10.52 (s, 1H).

Dooooooo

Do0o00o00

N-[7-(2,5-00000000000)-6-(H-000[0D0O0000-3,4 -000007-1
' .0000000)I0O00[1,5-a]00000-3-00000]1000000000000
000 (000 a-130)

00001200 02000007-(2,5-00000000000)-6-(H-000[0 0000
0-3,4 -00000]-1 -0000000)0000([1,5-a00000-3-00000 (
0.065 g, 0.13 mmol) 00D O0OODODO0OODODOOOOOO(0.079 g, 0.65 mmol)D OO0 O
0010060000000 0000 (0.043 g, 55%) 0000

ESI-MS m/z: 601 (M + H)*; *H-NMR (CDCl, & ): 1.11-1.16 (m, 2H), 1.47-1.50 (m, 2
H), 1.64-1.70 (m, 4H), 2.37 (s, 6H), 2.50-2.80 (m, 2H), 3.06-3.16 (m, 1H), 3.58-
3.86 (m, 2H), 4.27 (s, 2H), 6.75-7.23 (m, 7H), 8.35 (s, 1H), 8.38 (s, 1H), 8.64
(s, 1H), 10.61 (s, 1H).

Dooooooo

000000

N-[7-(2-0000000000)-6-(RH-00O0[0O00D000-3,4 -000007-1 -0
0000O00)IO0O0[1,5-a]00000-3-00000]00000000000

[0 O 1]

3-000-7-(2-0000000000)-6-(H-000[C0O0O00DO0O0-3,4 -000007-
1 -0000000)0000([1,5-aJ0 0000

0000240 02000003-000-7-(2-0000000000)-0000([1,5-a]00
000-6-00000(.2g, 0.58mmol) D2H-000[000O000-3,4 -00000]
000 (0.15g, 0.69 mmol) JO0DOD0ODO0D02100500000000000 (0.28 g,
93%) 0000

[0 O 2]

7-(2-0000000000)6-(H-000[000O0O00-3,4 -000007]-1 -00
00000)00O00[1,5-al00000-3-00000
0001000003-000-7-(2-0000000000)-6-(H-000[000CD0O0 -3
, 4 -00000]-1 -0000000)0000([1,5-alJ0 0000 (0.27 g, 0.52 mmol
)O0ODOODOD100500000000000 (0.14 g, 56%) 0000

[O O 3]

N-[7-(2-0000000000)-6-(RH-000[000000-3,4 -000007-1 -0
0D000O00)IOO0O0[1,5-a00000-3-00000]0000000000 (@O0
a-131)
0002000007-(2-0000000000)-6-(H-000[0C00O000-3,4 -00
000]-1 -0000000)I00O0[1,5-a]J00000-3-00000 (0.07 g, 0.14
mmol) J0DOD0OOOO0ODOOO (0.076 g, 0.72mmo)0 0000001006000 00
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000000 (0.04g, 50) 0000

ESI-MS m/z: 575 (M + H)*; H-NMR (CDCl;,5 ): 1.46 (t, J = 7.5 Hz, 3H), 1.66-1.72
(m, 4H), 2.43 (s, 3H), 2.54-2.86 (m, 2H), 3.61 (q, J = 7.5 Hz, 2H), 3.71-3.85 (

m, 2H), 4.31 (s, 2H), 6.82 (d, J = 8.1 Hz, 1H), 6.90-6.95 (m, 1H), 7.05-7.09 (m,
1H), 7.15-7.43 (m, 5H), 8.34 (s, 1H), 8.37 (s, 1H), 8.63 (s, 1H), 10.51 (s, 1H)

DooooooO
Dooooo
N-[7-(3-0000000000)6-(H-000[00O0000-3,4 -000007-1 -0
000O00O0)IOO0O[1,5-a]00000-3-00000]0000000000 (@O0
a-132)
[O O 1]
3-000000000-7-(3-0000000000)6-(RH-000[0O00O000-3,4 -
0O00oO00]-1r -0000000)I000[1,5-a]0 0000
000012800200 0007-000-3-000000000-6-(H-000[00000O
0-3,4 -00000]-1 -0000000)0O000([1,5-a]00000 (0.2 g, 0.45 m
mol) Om-0 0000 (0.073 g, 0.68mmol) 000 ODO0ODD019005000000000
00 (0.21 g, 92%) 0O OO
[OO 2]
7-(3-0000000000)-6-(H-000[0000O00-3,4 -000007-1 -00
000O00)IO0DO0O0[1,5-a00000-3-00000
00D01000003-000000000-7-B3-0000000000)-6-(2H-00 0 [0
0o0o0o00-3,4 -000007-1 -0000000)0O000T([1,5-a]00000 (0.21
g, 0.41mmol) 00D ODOODD1900600000000000 (0.15¢g, 75%) 0000
[C O 3]
N-[7-(3-0000000000)6-(H-000[00O0D000-3,4 -000007-1 -0
0O00O00O0)IOO0O[1,5-a]J00000-3-00000]0000000000 (@O0
a-132)
0002000007-(3-0000000000)-6-(H-000[00O00O0-3,4 -00
000]-1 -0000000)0000([1,5-al0d0000-3-00000 (0.75 g, 0.16
mmol) 00O ODODOODOODO (0.082¢g, 0.78mmol) 00D O DOD100600000
000000 (0.057 g, 66%) 0000
ESI-MS m/z: 575 (M + H)*; H-NMR (CDCl;,5 ): 1.46 (t, J = 7.6 Hz, 3H), 1.60-1.70
(m, 4H), 2.45 (s, 3H), 2.54-2.86 (m, 2H), 3.61 (q, J = 7.5 Hz, 2H), 3.65-3.69 (
m, 2H), 4.25 (s, 2H), 6.81 (d, J = 8.3 Hz, 1H), 6.87-6.93 (m, 1H), 7.01-7.04 (m,
1H), 7.11-7.23 (m, 4H), 7.39 (t, J = 7.6 Hz, 1H), 8.46 (s, 1H), 8.59 (s, 1H), 8
.61 (s, 1H), 10.49 (s, 1H).
Dooooooo
oooooo
N-[7-(2-0000-3-0000000000)-6-(H-000[000000-3,4 -000
0O0]1-1 -0000000)I0O00[1,5-a]00000-3-00000]00000000
00 (000a-133)
[0 O 1]
3-000000000-7-(2-0000-3-0000000000)-6-(H-000[0D0CDO
0o0-3,4 -00000]-1 -0000000)I0O0[1,5-al]0 0000
000012800200 0007-000-3-000000000-6-(H-000[00000O
0-3,4 -00000]-1 -0000000)0O000([1,5-a]00000 (0.2 g, 0.45 m
mol) 02-0000-3-0000000 (0.085g, 0.68 mmol) 0000000190 0O 50
0000000000 (0.2g, 8% 0000
[0 O 2]
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7-(2-0000-3-0000000000)-6-(RH-000[000000-3,4 -00000
]-1 -0000000)0000[1,5-a00000-3-00000
0001000003-000000000-7-(2-0000-3-0000000000)-6-C2
H-OOO[DOO0ODO0O0D0-3,4 -00000]-1 -0000000)0000([1,5-a]000
00 (0.2g, 0.38mmol) 00 ODD0OO0O0D1900600000000000 (0.15 g, 77%
yoooo

[O O 3]

N-[7-(2-0000-3-0000000000)-6-(H-000[00O0000-3,4 -000
00]-1 -0000000)0O000[1,5-a00000-3-00000]00000000
00 (00 0Oa-133)
0002000007-(2-0000-3-0000000000)-6-(H-000[0D00000
-3,4 -00000]-1 -0000000)I0O000[1,5-a]00000-3-00000 (0.
07 g, 0.14 mmol) D0 DO0O0DOO0O0DOO0O0 (0.074g, 0.7mmol) JODOODOO1006
00000000000 (0.044 g, 53%) 0000

ESI-MS m/z: 593 (M + H)*; H-NMR (CDCl;,d ):1.46 (t, J = 7.3 Hz, 3H), 1.67-1.76
(m, 4H), 2.41 (d, J = 1.8 Hz, 3H), 2.61-2.88 (m, 2H), 3.61 (q, J = 7.5 Hz, 2H),
3.71-3.88 (m, 2H), 4.31 (s, 2H), 6.81-7.25 (m, 7H), 8.43 (s, 1H), 8.46 (s, 1H),
8.64 (s, 1H), 10.47 (s, 1H).

Dooooooao

Do0o0o0a0

N-[7-0000000-6-(6-0000-2H-000[000000-3,4 -000007]-1 -
0D000O000)IOO0OO[1.5-a]00000-3-00000]0000000000 (@O0
0 a-134)

[0 O 1]

7-0000000-3-000-6-(6-0000-2H-000[000000-3,4 -00000]
-1’ -0000000)IO000[1,5-a]0 0000

0000200300000 7-0000000-3-00000001([1,5-a]00000-6-0
0000 (0.193 g, 0.556 nmoNO 00040 00006-0000-2H-000[0 0000
0-3,4 -00000]000(0.150 g, 0.616 mmol) 00D 0000210050 0000
000000 (0.232¢g, 77%) 0000

[O O 2]

7-0000000-6-(6-0000-2H-000[000000-3,4 -000007-1 -00
0000O0)00O00[1,5-al00000-3-00000
0001000007-0000000-3-000-6-(6-0000-2H-000[000CDO0O0 -
3,4 -00000]-1 -0000000)IO0O00T([1,5-a]0 0000 (0.220 g, 0.410 m
mol) J0D0O00D0D0100500000000000 (0.165 g, 80%) O OO0

[C O 3]

N-[7-0000000-6-(6-0000-2H-000[000DO00D0-3,4 -000007]-1 -
0D000O000)IOOO[1.5-a]00000-3-00000]0000000000 (@O0
0 a-134)
0002000007-0000000-6-(6-0000-2H-000([000000-3,4 -0
00O0O0]-1 -0000000)0000([1,5-a]00000-3-00000 (0.075 g, O.
149 mmol) 00O ODODOOODOODO (0.070 g, 0.745 mmol) OO0 D OO O010060 00
00000000 (0.041 g, 47%) 0O OO

ESI-MS m/z: 578 (M + H)*; H-NMR (CDCl,5 ): 1.58-1.96 (m, 4H), 2.11-2.45 (m, 2H
)., 3.42 (s, 3H), 3.63-4.14 (m, 2H), 4.33 (s, 2 H), 4.86-5.02 (m, 2H), 6.49-6.69
(m, 2H), 6.89-7.03 (m, 1H), 7.22-7.50 (m, 5H), 7.68-7.90 (m, 1H), 8.21 (s, 1H),
8.58 (s, 1H), 10.70 (br s, 1H).

Dooooooao

Do0o0o0aQ
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N-[6-(6-0000-2H-0 00 [0CODO0O0DOD-3,4 -00000O] - -0O0O0oDoOOoOOg) -

7-3-00000pooooo)oooo@,s-auoooDo-3-00000J00O0oOOOO
ooo0 (OD0Oa-135)

[O O 1]
ooo3-000000000-7-GB-00000000O0O0)IOO0O[,5-a]00000-6
-Jooooooao
0o0o0oo2002000000007-000-3-00000000000000I[1,5-a]00
oood-e-00O0DbOO0coOoOo0O (3.00g, 10.6 mol) Om-O00 00O (1.70 g, 1.73 mmol)
0000000190 0500000000000 (3.519g, 94%) OO OO

[O O 2]

3-0o00oooDoo0g0-7-@B-0000DOO0DOOO)Y O0DOO,5-aJu0DDO0O-6-00
ooo
oooov7-0000000-3-0000D00000O0O0OO0OO0OM,5-a]00000-6-000
0o0ooDooooooo0ooi1booo0oooDo3-00oDooouooo-7-B-00000
ooooo)YOoOoOoO@,5-aloooooD-e-00000000 (38-51 g, 9.90 mmol) OO
oo0o0o0D20040000000000D00O0 (2-66 g, 79%) O O0ODO

[O O 3]

3-00jogo0ooooo-e-(6-0000-2H-000C[OODDODOO-3,4 -0O00O0O0O7]-12 -
oooooDoDOo)-7-B-00000O0OOoDOoOHYY OODOoUO[@,5-aJuoooaO
ooo2000003-00000000D0-7-B3-0000000OOO)YDDDOOI,5-2a]
ooooo-6-00000 (0.130 g, 0.382 mmol) O6-0 000 -2H-00 0[O DOOOO
0-3,4 -00000]J0O00 (0.087 g, 0.420 mmol) D00 OO OOO2100500 000
ooooooO (0-130 g, 64%) O OODO

[O O 4]

6-(6-0 00 0-2H-000[ODOO0DO0O0O-3,4 -0000D00O]-1 -00O0000O0O)-7-(3-

oooooOoDOoOooOo)ooo,s-a]J00oogo-3-0oo0ooano

00030000 o03-000o0onooooo-e-(6-0000-2-000[CO0O0ODOO-3,4

-0ooogd]-r -CoogooDoo)-7-@-000O0b0DDOoDO0oO0OO)YD0DO0OO[,5-aJoOon

OO0 (0.130 g, 0.246 mmol) DO O ODODODOIODO0OGBO0O0O0OOODOODODDO (0.070 g,
57%) 0 00O

[O O 5]

N-[6-(6-D00D0-2H-0 00 [0O0O0O0ODODO-3,4 -00000O0] -1 -0oo0ooDoooOO0O0) -

7-3-0000O0opooooo)Y oo ,s-aloooO0D-3-00000J]0O0O0OOOO

000 (000a-135)

ooo40D0D0006-(6-0000-2-00D0[OO0O0DO0O0O-38,4 -0000D00O7]-1 -O00

ooooo)-7-B-00000O0O0OoOOooD)YY OOoUoUO,5-alo0O00OD-3-00000(0.0

70 g, 0.140 mmol) DO D OO OODODOO (0.076 g, 0.699 mmol) D OO O OODO 10

oe0000O0OO0O0ODOOO (0.040 g, 48%) D OOO

ESI-MS m/z: 593 (M + H)*; *H-NMR (CDCl;,8 ): 1.46 (t, J = 7.3 Hz, 3H), 1.56-1.69
(m, 4H), 2.44 (s, 3H), 2.50-2.97 (m, 2H), 3.42-3.93 (m, 4H), 4.30 (s, 2H), 6.46

-6.68 (m, 2H), 6.85-6.99 (m, 1H), 7.06-7.30 (m, 3H), 7.31-7.46 (m, 1H), 8.46 (s,
1H), 8.55-8.66 (m, 2H), 10.49 (br s, 1H).

ocooooooo

ocooooao

N-[7-2-0000-5-000000000DO)-6-(6-0000-2H-000[C0ODDODOO-3,

4 -000007-1 -OCooooODO)YOUODUOUOQR,s-auODODODD-3-00000]1000O

ooooDoOO0O (OO00da-136)

[O O 1]

3-000o0gooooo-7-2-0000-5-0000O00ODO0O0O)-6-(6-0000-24H-00

o[gooooo-3,4 -00000O]-Y -ODODO0DO0DO0O0DO)0O0OOOML,5-alJ0O00O00O
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Doooeol02000003-000000000-7-2-0000-5-000000000
0)DODOO[1,5-a]00000-6-00000 (0.130 g, 0.363 mmol) O 6-0 0 O O -2H-
DOO00[0O00O000-3,4 -00000]1000 (0.082 g, 0.399 mmol) DO DO OO0
2000500000000000 (0.148 g, 74%) 0O 0O
[O O 2]
7-(2-0000-5-0000000000)-6-(6-0000-2H-000[0D00000-3,4
-00000]-1r -0000000)IO000[1,5-a]00000-3-00000
0001000003-000000000-7-(2-0000-5-0000000000 )-6-(6
-0000-2H-000[000000-3,4 -00000]1-1-0000000)0000[1,5
-al0 0000 (0.145g, 0.265mmol) DO D ODODOOD190 0600000000000
(0.109 g, 76%) OO OO
[O O 3]
N-[7-(2-0000-5-0000000000)-6-(6-0000-2H-000[0O00000-3,
4# -000007-1 -0000000)I0000[1,5-a]00000-3-00000]000
0000000 (@O0 a-136)
0002000007-(2-0000-5-0000000000)-6-(6-0000-2H-000 [
DoooO0o0-3,4 -000007-17 -0000000)0O000[1,5-a]J00000-3-0
0000 (0.109 g, 0.210 mmol) 00 OO OO0 OOO0O (0.114 g, 1.05 mmol) O O
000O00100600000000000 (0.061 g, 48%) 0O OO
ESI-MS m/z: 611 (M + H)*; H-NMR (CDCl;,5 ): 1.46 (t, J = 7.3 Hz, 3H), 1.61-1.88
(m, 4H), 2.38 (s, 3H), 2.54-2.90 (m, 2H), 3.60 (q, J = 7.3 Hz, 2H), 3.70-3.99 (
m, 2H), 4.37 (s, 2H), 6.47-6.69 (m, 2H), 6.91-7.04 (m, 1H), 7.10-7.25 (m, 3H), 8
.43 (s, 2H), 8.65 (s, 1H), 10.47 (br s, 1H).
Dooooo0oO
Dooooo
N-[7-(2, 5-00000000000)6-(6-0000-2H-000[0 00000 -3,4 -0
0O00O0]-1r -0000000)I0OO00[1,5-a]00000-3-00000]J000000
0000 (O0O00a-137)
[0 O 1]
7-(2,5-00000000000)-3-000000000-6-(6-0000-2H-000 [OO
Dooo0-3,4 -00000]-17 -0000000)J0O00[1,5-al00000
000088 02000007-(2,5-00000000000)-3-00000000000
0O0[1,5-a]00000-6-00000 (0.123 g, 0.347 mmol) 00O 0 6-000 O -2H-
D0O0[0O000O00-3,4 -00000]1000 (0.079 g, 0.382mmol) 0O O OOODO
210 0500000000000 (0.142 g, 76%) 000 O
[OO 2]
7-(2,5-00000000000)-6-(6-0000-2H-000[000000-3,4 -000
0O0]-1 -0000000)I000[1,5-a]00000-3-00000
0001000007-(,5-00000000000)-3-000000000-6-(6-000
0-2H-000[000000-3,4 -000007]-1 -0000000)0000 [1,5-a]0
0000 (0.142 g, 0.261 mmol) 0D OO ODD0D190060 0000000000 (0.11
59, 85%) 0 OO0
[0 O 3]
N-[7-(2, 5-00000000000)6-(6-0000-2H-000[00O0000-3,4 -0
DooO0]-1 -0000000)I000[1,5-a]00000-3-00000]000000
0000 (000a-137)
0002000007-(2,5-00000000000)-6-(6-0000-2H-000[0O000O
0o0-3,4 -00000]-1 -0000000)0000([1,5-al00000-3-00000
(0.100 g, 0.194 nmol)J 0D D00 0O OO OO (0.105 g, 0.969 mmol) DO O O OO
0D100600000000000 (0.031 g, 27%) 0O OO
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ESI-MS m/z: 607 (M + H)*; *H-NMR (CDCl3,8 ): 1.46 (t, J = 7.3 Hz, 3H), 1.54-1.76
(m, 4H), 2.37 (s, 6H), 2.46-2.89 (m, 2H), 3.52-3.94 (m, 4H), 4.24-4.39 (m, 2H),
6.45-6.71 (m, 2H), 6.86-7.23 (m, 3H), 7.24-7.34 (m, 1H), 8.30-8.44 (m, 2H), 8.6

3 (s, 1H), 10.53 (br s, 1H)

ocooooooo

oooooao

N-[7-(2, 5-0 000000000 0O)-6-(6-0000-2H-000[OOCOO0ODO-=-3,4 -0

ooo0]-1r -0000ooo)ooo[,5-a]00000-8-0coooo]joooood

ooooDoDoOO0OO0 (OO0da-138)

0o0o0oooooo0oDoooo0oDoooooDoDoooooDoooon (0.052 g, 0.349 m

mol) 00000 O0OO1370 03000000 0O0ODOO (0.030 g, 559 ODOOO

ESI-MS m/z: 619 (M + H)*; *H-NMR (CDCl;,8 ): 1.08-1.19 (m, 2H), 1.44-1.54 (m, 2H

), 1.55-1.80 (m, 4H), 2.37 (s, 6H), 2.45-2.89 (m, 2H), 3.00-3.19 (m, 1H), 3.53-3

.94 (m, 2H), 4.31 (s, 2H), 6.44-6.67 (m, 2H), 6.85-7.01 (m, 1H), 7.04-7.11 (m, 1

H), 7-11-7.20 (m, 1H), 7.21-7.35 (m, 1H), 8.31-8.46 (m, 2H), 8.62 (s, 1H), 10.62
(br s, 1H).

ocooooooo

ocooooao

N-[7-4-CO00D0-2-0000000000O)-6-(6-0000-2H-000C[ODDOOOO-3,

4 -00000]1-1 -OCo0O00OO0OOO0OJjooOoooooooD (0O0a-139)

[O O 1]

ooo3-000000000-7-4-000D0-2-00000000O0OO0O)YDDODOO[M,5-a]

oooDoDD-e-000000O00OO
0o0oo2002000000007-000-3-000000000000O00OI[1,5-a]00O

ooo-e-0000O0O0O0O (2-80 g, 9.87 mmol) 04-0000-2-0000000 (1-8

59, 14.8mmol) OOD0ODDDOO1I004000000000000 (3-69 g, 100 %) O

ooo

[O 0O 2]

3-00jo0o0ooooo-7-@G-0000-2-0000000OD0OOODYOOOOI[MAR,5-aJ000

oo-6e-00000

0oo0ioooooooo 3-0oDooDooooDo7-@-0000-2-000000DO0O0OO

Ybooo[l,5-alJo0o0oo-e-00000000 (3-.69g, 9.87 mmol) 00O ODODOO

210 0400000000000 (2-.70g, 76%) O O0OO

[O O 3]

3-000o0oopooo-7-@-0000-2-00000000O00O00)-6-(6-0000-24-00

o[gooooo-3,4 -0000O0]-Y -ODODO0O0O0O0OO)0O0OOO,5-a]J0O0O00O
ooo2000003-0000D0D0000-7-@G-0000-2-0000000000)HYOO0

Ood[l,5-au00O00-6-00000 (0.130 g, 0.363 mmol) O 6-0000-2H-000 [

ooooooD-3,4 -0000O0]oo0 (0.082 g, 0,399 mmol) OO DO DOOOO21005

oooooDoOoOooog (0.150 g, 75%) OO OO

[O O 4]

7-(4-000o0-2-0000DOO000OO0O)-6-(6-CO00D0-2H-0 00 [0 OODOOO-=-3,4

-J0ooQo0]-r -000oo0oogoo)oooon,5-a]0ooogo-3-oo0ooan

0ooo3oo0oo3-0000ooDoo0g0-7-@G-0000-2-0000000000)-6-(6

-jo0oo0-2H-000[0ODODOO-3,4 -0OO0O0O0DO]-1 -OD0DD0OODOOOHYYDOODOO?

,5-a]0 0000 (0.148 g, 0.272 mmol) 0D OO0 O OO0 060000000000

O (0.115 g, 82%) OO OO

[O O 5]

N-[7-4-000D0-2-0000000000)-6(6-0000-2H-000C[ODODOOOO-3,

4 -000007]1-1 -O0O00OO0OOO0OJoooooooooD (00O0a-139)
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ooo40000D07-@-0000-2-0000000000)-6-(6-0000-2H-000TL
oooooo-3,4 -000007-Y -00000CO0OO0)oOOO[1,5-alJ00000-=-3-0
0000 (0.110g, 0.212 mmol) OO O OOOOOODOO (0.115 g, 1.06 mmol) OO
0o0oool1looe00D0O0dO0O0DoDOoOOoOonO (0.065 g, 50) O OO0
ESI-MS m/z: 611 (M + H)*; *H-NMR (CDCl;,8 ): 1.45 (t, J = 7.3 Hz, 3H), 1.63-1.77
(m, 4H), 2.41 (s, 3H), 2.60-2.89 (m, 2H), 3.60 (q, J = 7.3 Hz, 2H), 3.75-3.98 (
m, 2H), 4.39 (s, 2H), 6.50-6.58 (m, 1H), 6.58-6.69 (m, 1H), 6.93-7.04 (m, 2H), 7
.06-7.16 (m, 1H), 7.16-7.24 (m, 1H), 8.23-8.38 (m, 2H), 8.61 (s, 1H), 10.49 (br
s, 1H).
Ooooooooao
ogooooao
N-[7-(3-0000-4-0000000000)-6-(6-0000-2H-000[CO0000ODO-3,
4 -00000]-> -0000000J0000000000 (@000 a-140)
[O O 1]
ooo3-oogopoopoooo-7-@B-000o0-4-000000D00O000)O00O0OOI[1,5-a]
oo0o0ooo0-e-00000000
0bo0ob02002000000007-000-8-00000000O0D0O0ODOO0O[1,5-a]00O
ooodo-e-000bDooon0o (3.00g, 10.6 mmol) O3-0000-4-00000O00O0 (1.4
3mL, 12.7mmol) 000000010040 00000000000 (3.67 g, 94%) OO
oo
[OO 2]
3-0opooooooo-7-G-0000-4-0000000O0D0OH)D0ODOOI[L,5-a]J000d
O0-6-00 000
oodiooooboo0o 3-gboboooDooy-@E-000b0D-4-000000DO0ODOO
Y OOO[1,5-a]00000-6-00000000 (2.80¢g, 7.52mmol) OO OO OO0
210 0400000000000 (1-6549g, 61% OO OO
[O O 3]
3-0opooooooo-7-G-0000-4-0000000000)-6-(6-0000-2H-00
g[jcooooo-3,4 -00000]-Y -DO00DO0DOOO)dDOODOI[,5-a]J000D00O0O
0002000003-000000000-7-(B3-0000-4-0000000000)00
O0[1,5-a]00000-6-00000 (0.130 g, 0.363 mmol)J 6-0 0 00 -2H-0 00 [
oooooo-3,4 -0000O0]000 (0.082 g, 0.399mmol) DO DO OOOO21005
O00o0oO0oOoooooo (0.191 g, 9% OO OO
[O O 4]
7-3-0000-4-000D00DbDO0OoOoO)-6-(6-0000-2H-000C[OCODOODOO-3,4
-000o0oo0]-r -0000o0o00) 000,500 000-3-00000
oobo030o0o0o0bs3-000000D0D0DO0-7-(B3-0000-4-000000000D0O)-6-(6
-000D0-2H-000[0O0O0O0D0O0-3,4 -000007]-> -00DO0O0O0OoO)ooOoO[1
,5-a]U 0OOd0oO (0.185 g, 0,338 mmol) DO DO ODOOO100O060000O00ODO0ODNO
0O (0.145 g, 83%) OO OO
[O O 5]
N-[7-(3-0 000 -4-0000000000)-6-(6-0000-2H-000[CD0000DODO-3,
4 -00000]-> -0000000]00000D00o000 (000 a-140)
000400000 7-B-0000-4-0000000000O0)-6-(6-0000-2H-000TL
oooooo-3,4 -00000]->r -0o0Do0oOOooo)oooo[,5-ajJuooooo-3-0d
0000 (0.140 g, 0.269 mmol) OO O OOOOOODOO (0.146 g, 1.35 mmol) OO
000001006000 000000O0O0O (0.102 g, 8% OO0O0O0O
ESI-MS m/z: 611 (M + H)*; *H-NMR (CDCl3,8 ): 1.44 (t, J = 7.3 Hz, 3H), 1.54-1.87
(m, 4H), 2.35 (s, 3H), 2.56-3.18 (m, 2H), 3.58 (q, J = 7.3 Hz, 2H), 3.68-4.03 (
m, 2H), 4.38 (s, 2H), 6.54 (dd, J = 9.0, 2.2 Hz, 1H), 6.62 (td, J = 9.0, 2.2 Hz,
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1H), 6.91-7.13 (m, 3H), 7.20-7.39 (m, 1H), 8.38 (s, 1H), 8.56 (s, 1H), 8.65 (br
s, 1H), 10.42 (s, 1H).
ocooooooo
ocooooao
N-[7-(B-000D0-4-0000000000O)-6(6-0000-2H-000C[ODODOOOO-3,
4 -000007-1 -OCO0O00OO0OO0O0UOO0O0oO0o0OoO0ODODDODO0O00 (OO0 a-141)
ooooDuMo004000007-GB-0000-4-0000000000)-6-(6-0000-2H
-Jodo[oooooo-3,4 -00000]-Y -00O00O0O0O)O0OO[,5-a]J000
oo-3-00o0o00 (0-113 g, 0.218 mmol) DO DD ODOODODODODOODODDO (0-131 g,
1.09mmol) 00D DOCOO1I0D0G600000O0O0O0O0O0O (0.089 g, 66%) OO OO
ESI-MS m/z: 623 (M + H)*; *H-NMR (DMSO-dg, & ): 1.04-1.22 (m, 2H), 1.39-1.53 (m,
2H), 1.62-1.77 (m, 4H), 2.35 (s, 3H), 2.46-2.92 (m, 2H), 3.02-3.20 (m, 1H), 3.5
3-3.98 (m, 2H), 4.33 (s, 2H), 6.46-6.69 (m, 2H), 6.86-7.01 (m, 1H), 7.04-7.33 (m
, 3H), 8.41 (s, 1H), 8.50-8.54 (m, 1H), 8.63 (s, 1H), 10.58 (br s, 1H).
ocooooooo
oooooao
N-[7-2-000-5-0000000000O0)-6-(6-0000-2H-000C[00O0DODOO-3,4
' -Jooo00]-Y -0oooooo)oooo[,5-a]0000o-8-00o0ooj]jooao
ooooDoDoO0O (000a-142)
[O 0O 1]
7-2-000-5-0000000000)-3-000000000-6-(6-0000-2H-000
[DC0O00O00-3,4 -000007]-1 -000OQOOOo)Y OOOoOo[@,5-aJooooan
ooooee0 0200 0007-(R2-000-5-0000000000O) -3-00000000
oo0ooo[i,5-a]00000d-6-00000 (0.130 g, 0-347 mmol) O 6-0 O O O -2H-0O
oo[poooooo-3,4 -0oooo]joo0 (0.079 g, 0.382 mmol) DO D OO OO21
oos0o0pD0D0OO0O00O0O0oO0g (0.195 g, 100%) OO OO
[O O 2]
7--000-5-0 0000000 oo)-6-(6-0000-2H-000[0OO0ODDODO-3,4 -
ooooD]-1r -00ooooo)Y ooooM,5-ajJuoooo-3-00000
oooi1ooooOov7--000-5-0000000000) -3-000000000-6-(6-
oooo-2H-000[C0O00ODDO-3,4 -00000]-Y -00000OCOO)YODDDOOI[1,
5-a]J0 0000 (0.200 g, 0.355 mmol) DO D OODODIO0 06000 O000OOODOOO
(0.146 g, 77%) 0 O OO
[O O 3]
N-[7--0O00-5-0000000000)-6(6-0000-2H-000C[OODDOOO-3,4
' -JooQoo]Y -00oooooo)ooooMn,5-al00oo-3-oco0ooo]Joono
Oooooog (000 a-142)
ooo2000007--000-5-0000000000O)-6-(6-0000-2H-000 [O
ooooo-3,4 -00000O]-Y -00O0DO0OO0OO0O0O)YOOOO[,5-al0000O0-3-00
Oo0O0 (0.140 g, 0262 mmol) OOODDDOOOOOOO (0.142 g, 1.31 mmol) 0 OO
ooooDiooed00D0DO0OOOO0ODOOO (0.071 g, 43%) ODOOO
ESI-MS m/z: 628 (M + H)*; 'H-NMR (CDCl3,8 ): 1.46 (t, J = 7.3 Hz, 3H), 1.54-1.69
(m, 4H), 2.37 (s, 3H), 2.46-2.87 (m, 2H), 3.49-3.97 (m, 4H), 4.30 (s, 2H), 6.51
-6.68 (m, 2H), 6.87-6.98 (m, 1H), 7.09-7.28 (m, 2H), 7.41-7.52 (m, 1H), 8.45-8.6
0 (m, 2H), 8.64 (s, 1H), 10.46 (br s, 1H).
ocooooooo
oooooao
N-[7-2-000-5-0000000000O)-6-(6-0000-2H-000[00O0DODO0O-3,4
' -Joo0oo00]Y -00oooooo)ooooM,5-al000oo-8-oco0ooo]jooo
OoooDDoDoDOoO0o0oO0ogd (000 a-143)
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0000142002000 007-R-000-5-0000000000O0)-6-(6-0000-2H-
ooo[poooooo-3,4 -0000O0]-1 -000O0O0O0O0O)DoOODO[M,5-a]J000d
0O-3-00000 (0-160 g, 0.282 mmol) OO O ODOOOOODODDOOODODO (0-170 g, 1.

41 mmol) DO D OODOD1I0OGB000000ODDOOOO (0.087 g, 48%) OO OO

ESI-MS m/z: 640 (M + H)*; 'H-NMR (CDCl3, & ): 1.03-1.24 (m, 2H), 1.41-1.77 (m, 6

H), 2.36 (s, 3H), 2.48-2.94 (m, 2H), 3.01-3.21 (m, 1H), 3.36-3.99 (m, 2H), 4.31
(s, 2H), 6.42-6.68 (m, 2H), 6.84-6.99 (m, 1H), 7.12-7.20 (m, 1H), 7.21-7.28 (m,

1H), 7.41-7.53 (m, 1H), 8.35-8.75 (m, 3H), 10.56 (br s, 1H).

ocooooooo

ocooooao

N-[6-(6-0000-2H-0 00 [OC0OO0O0DOD-3,4 -00000O]-Y -0O0O00O0O0ODOO)-7-
@G-0o0oooooooo)yy ooo,5-aJuoooo-3-00000]J000O0OOOO
o0 (OO0 a-144)

[O O 1]

oo00 3-000000000-7-@-00000000O0O)O0O0OODO[M,5-a]J00000-

6-0 0000000

000020020000 00007-000-3-00000000000000I[1,5-a]J00O
Oo00-6-00000000(0-400 g, 1.51 mmol) 04-00 00000 (0.242 g, 2.26

mmol) 000 O0OO0OD010040 00000000000 (0-191g, 35 % OOOO

[0 0O 2]

3-0000ooDooo0-7-@G-000O0DOO0O0O0OO)Y 00O ,5-aJ00D000O-6-00
ooo

ooo0i1oo0D0D00000 3-0o0o0o0ODoDDDO0O0-7-@-0000O0OODDDODOODMYOOOOL

1,5-a]J00000-6-0 0000000 (0.110g, 0311 mmol) DD OO ODODO2100 4
oooooDooooog (0.060 g, 32%) O0O0OO

[O O 3]

3-0oo0oooooo-6e-(6-0000-2H-O000[ODOOOODO-3,4 -000C0O0O7]-1 -

ooooooo)-7-@-000o0oDooooOo)yood,s-ajJuoonoo

ooo2000003-000000000-7-@G-0000000OOO)HYDDDOO[M,5-2a]

ooooD-e-0000O00O (0.060 g, 0.176 mmol) O 6-0 000 -2H-0 00 [0 0 OO0

0-3,4 -00000]000 (0.040 mg, 0.194 mmol) OO OO ODO2100500 00

ooooDoO0O (0.083 g, 89%) OO0OO

[O O 4]

6-(6-0 00 0-2H-0 00 [0COO0O0DODO-3,4 -0000O0O]-Y -000O00O00OO)-7-(4-

Oo0o0ooDDoDOoO0o0ooOo)foo0O0O[,5-a]J00000d-3-0o0ooan

ooo3po0003-000o0pooooD-e-(6-0000-2H-000[OOO00O00O0O-3,4

-0o0oo0o]-1r -OooooDoo)-7-@-0000D0DO0OO0DO0O0)YDO0OOO[,5-aJoon

OO (0.080 g, 0.151 mmol) DO D OODOD10O0G6O000O0O00ODO0OOOONO(0.031 g,

41%) 0000

[0 O 5]

N-[6-(6-0000-2H-0 00 [0C00O0DOD-3,4 -00000O]-Y -00000O0ODOO)-7-
@G-0o0o0o0oogoooo)yy ooo[,5-aJu0ooo-3-00000]J000O0OOO0O0

o0 (OO0 a-144)

ooo4000006-(6-0000-2H-000[OOO0O0DODO-3,4 -000CO0OO7]-1Y -00O

ooooo)-7-@-0o0o0g0ooDoooo)Yoood,e-auoooo-3-00ooo (o.

031 g, 0.062 mmol) OO DO DOOODOOOODO (0.034 g, 0.309 mmol) DO DOODODODO1

ooe00OD0OO0OO0O0DOOOODO (0.022 g, 60% OOO0O

ESI-MS m/z: 593 (M + H)*; *H-NMR (CDCl3,8 ): 1.45 (t, J = 7.3 Hz, 3H), 1.55-1.82
(m, 4H), 2.43 (s, 3H), 2.56-3.13 (m, 2H), 3.46-3.91 (m, 4H), 4.30 (s, 2H), 6.45

-6.56 (m, 1H), 6.56-6.70 (m, 1H), 6.86-7.00 (m, 1H), 7.16-7.35 (m, 4H), 8.40 (s,
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1H), 8.51-8.66 (m, 2H), 10.49 (br s, 1H).

ocooooooo

oooooao
N-[7-O00O0O0DDO-6-(7-0000-2H-0D00[OLODOOO-3,4 -0O00O0DO0DO]-1 -
oooooDoDOoO)Y)Y D OoOooO@,5-aO00OD0DD-3-00000o0Do0ooDooDooOo0O0 (@o
O a-145)

[O 0O 1]
3-jojoo0ooooo-6e-(7-0000-2H-000C[ODODDODOO-3,4 -0O00O0ODO]-12 -
ooooDoDoOo)-7-00000O0O0OD0O0[M,5-aJ00000O
ooooilo0o02000003-0000000D0D0-7-000000D00CO0O[1,5-a]J000
0oo0-6-00000 (0.416 g, 1.66 mmol) DO O OSB000007-0000-2H-000TL
oooooo-3,4 -000O0O0]Jooo0 (0.500 g, 1.99 mmol) ODOODDODOO190 03
ooooDoDDoDoOoOoOoOog (0.570 g, 79%) OO OO

[O O 2]
7-000-3-000o0ooooo-6-(7-0000-2H-000[[OOO0O0OO-=-3,4 -000
OC0]-7r -0D00000O0)0O0O0OM@,5-a]J0oO0Oon0d
oooiooooo3-0co0o0o0oDoooo-e-(7-000D0-2-000[CO0O0ODOO-3,4
-0o0ooo]-r -0ooooooo)-7-0oooDOO0000[[@,5-aJoooono (0.570 g,

1.30mmol) OO OO0 O0O01003WOO0O0ODDODODOODO0DODOO (0.510g, 72 %) OO0
O

[O 0O 3]
7-0 00000 o-3-0o0opoDoooOogo-6-(7-COO0D-2H-000[OO0DOOCO-3,4
-J0ooQo]-r -000o0oogog)oooo,s-a]ooood
ooo2000007-000-3-00000D0D0D00-6-(7-0000-2H-000[ODOOO
0oo0-3,4 -000007]-> -O00o0OoOoOOO)Y OOOoOI[@,5-aJoooonO (0-250 g, O.
546 mmol) DO O OODODODO (0.150mL, 1.37 mmol) OO OO O OO0 0500000
oooooo (0.091g, 31 ) DO OO

[O O 4]
7-000o0ooo-6e-(7-O0O000-2H-000[@OOCDODODDO-3,4 -000O0O0O]-1Y -0O00O
ooooo)YoOoOoUo@n,5-alJooOoOoD-3-00000
0o0o3oo0oo7-00000D0DO0-8-0000000DD-6-(7-0000-2H-000TL
ooooooD-3,4 -00000]-Y -0DO000O0O0O)IO0OOO[M,5-a]J00000d (0.0
90 g, 0170 mmol) OO DODODOOOD1DOGBO00OCOOODODODOOOO (0.075 g, 88%) O
ooo

[O O 5]
N-[7-OD0C0O0O0ODDO-6-(7-0000-2H-000[ODOODOOO-3,4 -ODO0ODODO]-1 -
0o0ooooo)oooo[1,5-2a00000-3-00000]000o0ooDooooono (@o
0 a-145)
ocoo4000007-000000D0-6-(7-0D000-2-0C00C[ODODODOOO-3,4 -0
oooo]-r -0D0oOoooo)YooooM,5-a]l000o0go-3-oooono (0.075 g, O.
746 mmol) 0 OO0 O0ODOODOOO((0.071g, 0.749 mmol) 0D OO OO DO1I0D06000
oooooooOo (0.026 g, 30%) OO0OO
ESI-MS m/z: 579 (M + H)*; H-NMR (CDCl3,d ): 1.61-1.91 (m, 4H), 2.47-3.01 (m, 2H
), 3.41 (s, 3H), 3.69-4.11 (m, 2H), 4.38 (s, 2H), 4.84-5.01 (m, 2H), 6.75-7.03 (
m, 3H), 7.19-7.50 (m, 5H), 7.71-7.87 (m, 1H), 8.22 (s, 1H), 8.60 (s, 1H), 10.68
(br s, 1H).
ocooooooo
oooooao
N-[7--CO00D0-5-00000000Q0O0)-6-(7-0000-2H-000C[ODODOOOO-3,
4 -00000]1-1 -OooO0oDoDDoDO)YOUODUOUOR,5-aODODDD-3-00000]100O
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00000000000 (OO0 a-146)

[0 O 1]
3-000000000-7-(2-0000-5-0000000000)-6-(7-0000-2H-00
O[oo0O0o0O0-3,4 -00000]-1 -0000000)I0O00[1,5-al]00000
00001450020 00007-000-3-000000000-6-(7-0000-2H-000 [
0O0o0O00O0-3,4 -00000]-17 -0000000)I0O00[1,5-a]0 0000 (0.2
50 g, 0.546 mmol) 02-0 0 00-5-0000000000 (0.150 mL, 1.37 mmol) O O
00000190050 0000000000 (0.155 g, 52%) 00O OO

[OO 2]
7--0000-5-0000000000)-6-(7-0000-2H-000[000000-3,4
-000O00]-1r -0000000)0000([1,5-al00000-3-00000
0001000003-000000000-7-(2-0000-5-0000000000 )-6-(7
-0000-2H-000[000000-3,4 -00000]-1 -0000000)I000[1
,5-a]0 0000 (0.155 g, 0.283mmol) 0D OO ODOD190060000000000
0 (0.130 g, 88%) 0 O OO

[0 O 3]
N-[7-(2-0000-5-0000000000)-6-(7-0000-2H-000[000000-3,
4 -000007-1 -0000000)0000([1,5-a]00000-3-00000]000
00000000000 (OO0 a-146)
0002000007-(2-0000-5-0000000000)-6-(7-0000-2H-000[
0Doo00oO00-3,4 -000007-17 -0000000)0O000([1,5-a]0 0000 -3-0
0000 (0.130 g, 0.251 mmol) OO OOCOODOOOOOOO0O0O (0.155 g, 0.125 mm
o) 00000010060 0000000000 (0.066g, 42%) 0O OO

ESI-MS m/z: 623 (M + H)*; *H-NMR (CDCl,d ): 1.08-1.22 (m, 2H), 1.43-1.55 (m, 2H
), 1.64-1.82 (m, 4H), 2.32-2.46 (m, 3H), 2.55-2.97 (m, 2H), 3.03-3.22 (m, 1H), 3
.71-4.01 (m, 2H), 4.43 (s, 2H), 6.79-7.04 (m, 3H), 7.09-7.34 (m, 3H), 8.37-8.51
(m, 2H), 8.67 (s, 1H), 10.57 (br s, 1H).

Dooooooo

oooooo
N-[7-(2,5-00000000000)-6-(7-0000-2H-000[000000 -3,4 -0
0O00O0]-1 -0000000)I000[1,5-a]00000-3-00000]000000
0000 (000a-147)

[0 O 1]
7-(2,5-00000000000)-3-000000000-6-(7-0000-24-000 [0O
0ooo0-3,4 -00000]-17 -0000000)I0000[1,5-al00000
00001450 02000007-000-3-000000000-6-(7-0000-2H-000 [
0oo0oo0oo0-3,4 -000007-1 -0000000)IO0O0O[1,5-aJ]0 0000 (0.1
45 g, 0.318 mmol) 02,5-0 0000000000 (0.046 mL, 0.372 mmol) 0 0 OO O
001900 0500000000000 (0.105g, 61%) 0000

[OO 2]

7-(2,5-00000000000)6-(7-0000-2H-000[000000-3,4 -000
0O0]1-1 -0000000)I0O00[1,5-a]J00000-3-00000
0001000007-,5-00000000000)-3-000000000-6-(7-000
O-2H-000[000000-3,4 -000007]-1 -0000000)0000[1,5-a]0
0000 (0.095g, 0.175mmol) 000D OD0D1900600000000000 (0.06
3g, 700) 0000

[O O 3]

N-[7-(2,5-00000000000)-6-(7-0000-2H-000[000000 -3,4 -0
0DO00O0]-1 -0000000)I000[1,5-a]00000-3-00000]000000
0000 (000a-147)
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ooo22n00o0007-Q,5-00000D0o0o0ooo)-6-(7-0000-2H-000([OODOO
0oo-3,4 -000007-> -O0O0OoOoOOoDO)Y OOoOoO@,5-aJoooDoODOD-3-00000
(0.063 g, 0.122 mmol) DO OODODOOOOOO (0.066 g, 0.610 mmol) 0O OO OO
Jilioded 0000 OoOoDODOO (0.049 g, 66%) OO OO
ESI-MS m/z: 607 (M + H)*; H-NMR (CDCl;,5 ): 1.45 (t, J = 7.4 Hz, 3H), 1.52-1.77
(m, 4H), 2.37 (s, 6H), 2.43-2.89 (m, 2H), 3.45-3.87 (m, 4H), 4.37 (s, 2H), 6.74
-7.32 (m, 6H), 8.33-8.43 (m, 2H), 8.62 (s, 1H), 10.50 (br s, 1H).
gooooooao
ocooooao
N-[7-(4-000D0-2-0000000000)-6-(7-0000-2-000[O0DO0O0DOOBDO -3,
4 -000007]-1Y -0D000o0o0ooo)Ybood[i,5-ajuo0ooo-3-00o0oo]jooaan
0oDooooooooo (OO0 a-148)
[0 0O 1]
3-0opo0ooooDoo-7-@-0000-2-0000000000)-6-(7-0000O-2H-00
gd[jcoooood-3,4 -00000]-r -DOooDO0ooOooO)YooDoOoOI[,5-ajo0nooao
ooo0o0owus5002000007-000-3-000000000-6-(7-0000-2H-000TL
oobobooo-3,4 -00000]-r -00DO0DOO0ODO0OO0O)oOOoOO[,5-aJ0000O0nO (0.1
45 g, 0.318 mmol) 04-0000-2-0000000000 (0.041 mL, 0.372 mmol) O
Oo00o0ODD1900500000000000 (0.095 g, 54) D OODO
[0 0O 2]
7-4-00oo-2-00000D00O0OO)-6-(7-0000-2H-O000C[0CODOODOO-3,4
-00000]-1r -00o0oOOooOo)oooo[,5-auobooo-3-00o0oan
ocooiooooO0o3-00gooooooD-7-@-0000-2-0D000000000O)-6-(7
-00o00-2H-000[000O0DO0O0-3,4 -00000O0]-r -OO0DO0DOODOO)H)oODOO@1
,5-a]JU 0 onooOd (0.105g, 0.192 mmol) DO DO ODOOO100O60000O0O0ODOODNO
O (0.079 g, 79%) 0O OO
[O O 3]
N-[7-(4-0000-2-0000000000)-6-(7-0000-20-000[00ODOODO-3,
4 -000007]-1Y -O0000O0oOo)Yooood[,5-ajJ0onoo-3-000oo]jooan
Oo0o0oo0oDDoDOoDO0oO0o0oO00d (OO0 a-148)
ooo2000007-@-0000-2-0000000000)-6-(7-0000-2H-00 0L
oooooo-3,4 -000007]-> -00DO0DOOooOoOo)oooo[,5-aJooooono-3-0d
oooo (0.079 g, 0152 mmol) OODDOODODODOOOOOOODO (0.092 g, 0.760 mm
o) D00DO0ODO0ODO100D60DO0ODO0OODODODODO (0.0519g, 64%) D ODOO
ESI-MS m/z: 623 (M + H)*; 'H-NMR (CDCl;,8 ): 1.08-1.20 (m, 2H), 1.40-1.53 (m, 2H
), 1.66-1.85 (m, 4H), 2.41 (s, 3H), 2.53-2.91 (m, 2H), 3.02-3.18 (m, 1H), 3.70-4
.08 (m, 2H), 4.46 (s, 2H), 6.83-7.24 (m, 6H), 8.30 (s, 1H), 8.63 (s, 1H), 10.58
(br s, 1H).
goooooobao
ocooooao
N-[7-4-0000-2-0000000000)-6-@-0000-2-00D0[0O0O0DOODO-3,
4 -000007]-1Y -O000o0o0ooo)yooood[,5-aJu0onoo-3-00ooo]joaan
ooooDoO0O (O00a-149)
[O O 1]
3-jpopooooooo-6e-4-O00D00-2H-O00C0O0[C0OOODOO-3,4 -00O0O0O7]-1 -
ooooDoDoOo)-7-0000O0O0O0OD0O0[M,5-a]J00o0ono
ooopDi1002000003-000O0DODO0O0U0-7y-000Q00DODOOM,5-al000
oo-6-00000 (0.430 g, 1.72 mmol) OO D O2000004-0000-2H-00 0 [
oooooo-3,4 -0000O0]J00O00 (0.500 g, 2.05 mmol) OO ODOODOO10 0O 20
oooooDoOoOooog (0.260 g, 35%) O00O0O0O
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[O O 2]

7-000-3-000000000-6-(4-0000-2H-000[000000-3,4 -000
00]1-1-0000000)0000([1,5-al0 0000
0001000003-000000000-6-(4-0000-2H-000[0C0D000CO-3,4
-00000]-17 -0000000)-7-000000000([1.,5-a]J]0 0000 (0.260 g,
0.591mmol) 00 D0OD0OD0D01003000000000000 (0.175 g, 65%) 000
0

[O O 3]

3-000000000-7-(4-0000-2-0000000000)-6-(4-0000-2H-00
O[ooo0oo00-3,4 -00000]-1 -0000000)0000([1,5-al0 0000
0002000007-000-3-000000000-6-(4-0000-2H-000[0D000
00-3,4 -00000]-1 -0000000)0000[1,5-alJd0000 (0.171 g, O.

372 mmol) 04-0000-2-0000000 (0.050 mL, 0.446 mmol) 00O OO0 O 19
00500000000000 (0.035¢g, 17%) 0000

[O O 4]

7-(4-0000-2-0000000000)-6-@-0000-2H-000[0O00000-3,4
-00000]-17 -0000000)0O0C00([1,5-a]00000-3-00000
0003W00003-000000000-7-(4-0000-2-0000000000)-6-(4
-0000-2H-000[000000-3,4 -00000]-1 -0000000)I0O0O0[
,5-a]0 0000 (0.035 g, 0.064mmol) 0D ODODOD0D190060000000000
0 (0.025 g, 72%) 0000

[O O 5]

N-[7-(4-0 000-2-0000000000)-6-@-0000-24-000[0D0O0000-3,

4 -00000]-1 -0000000)IO000[1,5-a]00000-3-000007]000
0000000 (@00 a-149)
0004000007-@-0000-2-0000000000)-6-(4-0000-2H-000T7
0Doo0oo00-3,4 -000007-1 -0000000)0O000[1,5-a]J]00000-3-0
0000 (0.025 g, 0.048 moDO DD ODODODDOOODOO (0.026 g, 0.241 mmol) O O
000001006000 00000000 (0.008 g, 27%) O OO0

ESI-MS m/z: 611 (M + H)*; H-NMR (CDCl,d ): 1.44 (t, J = 7.3 Hz, 3H), 1.59-1.88
(m, 2H), 1.95-2.21 (m, 2H), 2.41 (s, 3H), 2.51-3.01 (m, 2H), 3.61 (q, J = 7.3 H

z, 2H), 3.79-4.14 (m, 2H), 4.41 (s, 2H), 6.52-6.71 (m, 2H), 6.93-7.25 (m, 4H), 8
.22-8.39 (m, 2H), 8.61 (s, 1H), 10.49 (br s, 1H).

Dooooooo

Do0o0o00

N-[6-(5-0 000-2H-000[000000-3,4 -00000]-1 -0000O000) -7

-(2-0000000000)0000[1,5-a]00000-3-00000]J]00000000
00 (000 a-150)

[0 O 1]

3-000000000-6-(-0000-2H-000[0O000O00-3,4 -000007-1 -
0000000)-7-000000000T([1,5-a]00000

0000190020 00003-000000000-7-000000000([1,5-a]000
00-6-00000 (0.416 g, 1.66 mmol) 000 O03000005-0000-2H-000 [
0000O00-3,4 -00000]1000 (0.500 g, 1.99 mmol) 0D OO 000010020
00000000000 (0.470 g, 54%) 00 0O

[0 O 2]

7-000-3-000000000-6-(5-0000-2H-000[000000-3,4 -000
00]-1 -0000000)IO000[1,5-a]J0 0000
0001000003-000000000-6-(-0000-2H-000[000O000-3,4

-00000]-1r -0000000)-7-000000000([1,5-a]0 0000 (0.470 g,
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1.07mmol) OOODCODOODCO1003000000000000 (0.489 g, 100%) O OO
O

[0 O 3]
3-000000000-6-(-0000-2H-000[000D0O00-3,4 -000007]-1 -
0000000)-7-(2-0000000000)0000([1,5-aJd0000
0002000007-000-3-000000000-6-(5-0000-2H-000[0D000
00-3,4 -00000]-17 -0000000)0000([1,5-al]00000 (0.260 g, O.
569 mmol) 02-0 000000 (0.091 mL, 0.853 mmol) 0 000000190050 00
00000000 (0.151 g, 50%) OO OO

[O O 4]
6-(5-0000-2H-000[00D0000-3,4 -000007]-1 -0000000) -7-Q2
-0000000000)I0OO0OO0[1.,5-a]00000-3-00000
0003W00003-000000000-6-(-0000-2-000[000O000-3,4
-00000]-17 -0000000)-7-(2-0000000000)0000([1,5-a]000
00 (0.145 g, 0.274mmol) DO D OODOO1900600000000000 (0.123 g,
89%) 0000

[C O 5]
N-[6-(5-0 00 0-2H-000[00D0000-3,4 -00000]-1 -0000O000) -7
-(2-0000000000)0000[1,5-aJ00000-3-00000]00000000
00 (000 a-150)
0004000006-(5-0000-2H-000[000000-3,4 -000007-1 -00
00000)-7-(2-0000000000)IO000[1,5-a]00000-3-00000 (0.
122 g, 0.243 mol)D 0D O0OODO0OOOO0O (0.133 g, 1.23 mmol) 0000 00O 10
D60 0D0O00D0O00D0OD0 (0.121 g, 84%) OO OO
ESI-MS m/z: 593 (M + H)*; H-NMR (CDCl,8 ): 1.37-1.54 (m, 3H), 1.58-1.91 (m, 4H
). 2.35-2.48 (m, 3H), 2.59-3.04 (m, 2H), 3.44-3.87 (m, 4H), 4.24-4.40 (m, 2H), 6
.63-6.96 (m, 3H), 7.15-7.52 (m, 4H), 8.27-8.54 (m, 2H), 8.57-8.69 (m, 1H), 10.21
-10.74 (m, 1H).
Dooooooao
Do0o0o0a0
N-[7-0000000-6-(3-000-3H-000[CO0O00CO0O0C00O0-1,4 -000007-1
-0000000)IOO0OO[1.,5-a]0 0000-3-00000]10000000000(@0
0 a-151)

[O O 1]
3-000000000-7-00000-6-(3-000-34-000[0O00000D00-1,4 -
00O00O0]-17 -0000000)I0O000[1,5-a]J0 0000
00001900200 0003-000000000-7-000000000[1,5-a]000
00-6-00000(0.436 g, 1.74 mmo)03-000-3H-000[00O00CO0O00CO-1,4
-00000]000 (0000000000000 0000000001976000 150
026280 , 0.500 g, 2.09 mmol) 0000000100200 0000000000 (0.68
0g, 89%) 0000

[0 O 2]
7-000-3-000000000-6-(3-000-3H-000[00000000-1,4 -00
000]-1 -0000000)I0O0O0[1,5-a]0 0000
0001000003-000000000-7-00000-6-(3-000-3H-000[000
0ooooo0-1,4 -000007]-17 -0000000)0O000[1,5-a]0 0000 (0.350
g, 0.803 mmol) 00 O0D0DO0D0D01003000000000000 (0.166 g, 45%) OO
00
[O O 3]
7-0000000-3-000000000-6-(3-000-3H-000[0 0000000 -1,4
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' -00000]-r -00o0ooDooOg)H)oooo[,s-alJoooon
ooo2000007-000-8-000000000-6-GB-000-3H-000 O O0O0O00O
ooo-1,4 -0000O0O]-r -OO0OO0ODODOOO)YDOOOO[,5-alJ0D0DO0DO0O (0-160 g, O
352 mmol) DO ODDODODOOO (0.100 mL, 0881 mmol) DO OO ODDO190 050000
Oo0o0O0ODDO(.142 g, 76%) OO OO
[O O 4]
7-000o0o0ooo-6-B-000-3H-O0O0[C0OUODODDODOODO=-1,4 -0000O0O7]-1T -0O
oooooDoO)Y oOoOoOoO[@,5-auooon0o-3-00000
ooo3ooo00o7-0000000-3-000000000-6-@-000-3H-000 IO
ooooooo-1,4 -00000]-1 -00DO0O0O0O0O0)Y OOoOooOo([,5-ajJooooo (o
140 g, 0.266 mmol) DO OO DODODO1Q0 06000000 0O0OOODODOIL ml/LODO DO 2
Oo0ooDDoODOoO0o0oDoDOooooooO (0.120 g, 90%) OO OO
[O O 5]
N-[7-OO000O0ODODO-6-B3-000-3H-000[QOLODODODOOD=-1,4 -0D00O0OO]-T
-Jdooooo)yoooo@,5-a0ooo-3-00000j00O0o0DoDoooDoOo0O (@
O O a-151)
ooo4000007-0000000-6-B-000-3H-0O00[OLODOOOODO-=-1,4 -
oooooD]-1r -00o0oooo)Y Oooo[M,5-a]o0o0o0o0-3-00000(-100g, O
200 mo) D00 O0OOOODOOO (0.09g, 1.01 mmol) OODODODODOO1006000
ooooooOoO0 (0.09 g, 8% ODO0OO
ESI-MS m/z: 575 (M + H)*; *H-NMR (CDCl5,5 ): 1.66-1.86 (m, 2H), 1.90-2.16 (m, 2H
), 2.92-3.26 (m, 2H), 3.33-3.50 (m, 3H), 3.83-4.67 (m, 2H), 4.81-5.02 (m, 2H), 7
.19-7.52 (m, 6H), 7.52-7.65 (m, 1H), 7.65-7.87 (m, 2H), 7.87-7.99 (m, 1H), 8.25
(s, 1H), 8.59 (s, 1H), 10.69 (br s, 1H).
ocooooooo
oooooao
N-[7-O00O0O0DDO-6-BH-ODC00[OLODOOOOD=-1,4 -000OO0O]-1Y -0O00O0O
ooy oood[[,5-au00oo0-3-00000J00D0D00O0OooDoOOo (OO0 a-152)
[O 0O 1]
7-00ogoooo-3-0o00 -6-BH-UO0O0@ECDODODDODDODO-1,4 -ODOO0ODOO]-1Y -O
00oooo)oooOo[,5-aJoooon
ooo0D2003000007-0000000-3-0000000[[,5-aJ00000-6-0
ooo0(@@.754 g, 2.18 mo)O3H-OO DO [ODODODO0DOOOO-1,4 -00000]J000
(0000oDoDO0o0o0DOoO0O0U0DO0oDO0DO000D0O0OO19760 00O 150 O 26280 , 0.491 g,
0.218 mmol) DD DO ODODODO210 0500000000000 (0-484 g, 94%) OO 0OO
[O O 2]
7-000o0ooo-6-BH-OO00[ULODOO0DOOD=-1,4 -0D0OO0O]-1Y -OO0OODO
oo)oooOoO[,5-aJ0000n0-3-00onoan
ocooioopoOoovy-00o0oooo-3-000-6-BH-DO0O0[OODODDOOOO-1,4 -
ooooD]-r -00O0oooo)YoooDo[M,5-a]o0odogo (0.480 g, 0.923 mmol)
0o0o0ooo0ol1loosoco0o0ooooooon (0.270 g, 56%) OO 00O
[O O 3]
N-[7-ODO0OCOO0DODO-6-BH-00O0[ODOODODOOO-1,4 -0D000ODO]-Y -00OO
0oo0o)Y oooo[1,5-au0000-3-00000J000D00O0o0oDoOo (@O0 a-152)
goo200o0ggovy7-0o0o0oooDo-6-@BH-OO00@ODOO0ODOUOD=-1,4 -ODDODOO
-7 -000000O0)oOooOo[[,5-a]0000g0-3-0oooo (0-130 g, 0-269 mmol
)0ODODODODO0DO0DOOODODO(0.127g, 1.3d mmol) DO O COODODI0DO0G60000O00O0OO
OooOo (0.050 g, 33%) 0O OO
ESI-MS m/z: 561 (M + H)*; *H-NMR (CDCl;,8 ): 1.64-2.00 (m, 4H), 3.03-3.32 (m, 2H
), 3.45 (s, 3H), 3.85-4.56 (m, 2H), 4.90-4.98 (m, 2H), 5.13 (s, 2H), 6.95-7.16 (
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m, 1H), 7.16-7.57 (m, 8H), 7.56-7.81 (m, 1H), 8.28 (s, 1H), 8.59 (s, 1H), 10.76
(br s, 1H).

ocooooooo

ocooooao

N-[7-00000D00-6-(H-000[2,3-0000000 ([ O0O0O0ODO-3,4 -0000
O1-7 -0000000)O0O0O0R,5-a]00000-3-00000C]100ODDOO0OO0O0o0OOg
O (000 a-153)

[O 0O 1]
7-0000000-3-000000000-6-RH-000[2,3-0000000C[[IODOOO
0-3,4 -00000]-1 -00D0DO0O0O0O)Y OOoOood[,5-ajJo0oooao
oooo2004000007-000000D0-3-00000000O0DOOOO0OI[1,5-a]0
oooD-e-0 0000 (0.28g, 0.82 mmol) U2H-0 00 [2,3-000 0000 [b]ODO
oo00-3,4 -000007 (US6013652, 0.24 g, 0.9 mmol)D D OO DODODO?210 0500
oooooooooo (0.30 g, 70%) OO OO

[O 0O 2]

7-0000000-6-RH-000[2,3-000000CO[ODOO00O0-3,4 -0O00O0OD0O]-
1 -00000o0o)yDooo[@,5-au0000O0-3-00000
oooiooDo0o00v7-0000000-3-000000000-6-CH-000 [2,3-0000
ooo[ppooooo-3,4 -00000]-1Y -0000O0O0O0O)ooOOOMI,5-a]J000d
O (0.302 g, 0.57mmol) ODODOOODODI0O0GB00000O00O0OODODDO (0-18 g, 62%

)Ooooao

[O O 3]

N-[7-00000D00-6-(2H-000R,3-0000000[MIOO0O0O0O-3,4 -0000
0]-17 -0 000o0oDo)00oo00D[,5-aUbDO000-3-00000]Joo0co0DO0oUDOoOod
O (000 a-153)
ooo2000007-0000000-6-H-000[2,3-00000DDO(MIOOOOO-3
,4 -0 0000]-17Y -0000ooo)oooo[l,5-a]D0000-3-00000 (0.18
g, 0.36mmol) OOODDODODOOOODODO (0.170 g, 1.79 mmpl) DO O DOOOO1006
oooooDooooog (0.079 g, 76%) OO OO

ESI-MS m/z: 577 (M + H)*; *H-NMR (CDCl3,8 ):1.27-1.37 (m, 2H), 1.77-1.95 (m, 2H)
, 3.20 (s, 2H), 3.42 (s, 3H), 3.82-4.28 (m, 4H), 4.93 (s, 2H), 6.91-7.45 (m, 9H)
, 7.75 (s, 1H), 8.22 (s, 1H), 8.59 (s, 1H), 10.70 (s, 1H).

ocooooooo

ocooooao

N-[7-0000000-6-(2H-000[2,3-0000000 ([0 OODODO-1,2-00000 -

3,4 -00000C]-Y -ODODO0O0O0DO0O0)ODOM@,5-a]0000O0-3-000COO]OO
00o0oDoooo(@OoOa-154)

00130030 0000ON-[7-0D000000-6-(2H-000 [2,3-000000D0 [b]

oooD-3,4 -00000O7]-r -000DO0O00O0)H)YOODODO[,5-al00000-3-00

00000000000 (0.048 g, 0.084 mmol) DO DO OODODDO (2.5mL) OO

OO0 (1.25mL) D0D0ODOO0DOODOOO (0-113 g, 0.18 mmol) 0O O OO O O 160

0000000000000 oo0oDoDoDoODOo0DoDo0DU0o0ooooDooDoDoDoDoOooOoooog

00D0D0oOD0000O0O0oooooooDDODOoODO00oo0Do0o0oooDoDooDoDoDoDoOooooog

0000000000000 O00o0o0DDOoDO0DO0U0O00oooooDooDooDoDoOooOooooOg
0O (0oboogoo/00000090/10) 0DODDOoDUODOODDODDODOOODODOO (0.029 g, 57%

)yoooao

ESI-MS m/z: 609 (M + H)*; *H-NMR (CDCl3,8 ):1.20-1.39 (m, 2H), 1.76-2.06 (m, 2H)
, 3-29 (s, 2H), 3.43 (s, 3H), 3.95-4.62 (m, 4H), 4.94 (s, 2H), 7-26-7.58 (m, 6H)
, 7.64-7.85 (m, 3H), 8.20 (s, 1H), 8.61 (s, 1H).

ocooooooo

O Oo0o0ooooaog
O Ooo0ooooao
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000000

N-[7-(4-0 000-2-0000000000)-6-(RH-000[2,3-0000000[b]00
000-3,4 -000007-1 -0000000)I0O000[1,5-a]00000-3-0000
0]J000O000O000O000O00 (OO00a-155)

[0 O 1]
3-000000000-7-00000-6-(H-000[2,3-0000000([]JOO0O00O-3
, 4 -00000]-17 -0000000)0000([1,5-a0 0000

0000190020 00003-000000000-7-000000000T([1,5-a]000
00-6-00000 (0.49g, 1.59 mmol) O2H-000[2,3-0 000000 ([b]J0O0O000
3,4 -000007 (.59, 2.07mmol) 0000000100200 000000000
0 (0.39 g, 55%) 0O OO

[0 O 2]
7-000-3-000000000-6-(RH-000[2,3-0000000([b]J000O00-3,4
-00000]-17 -0000000)0O0C00([1,5-a]0 0000
0001000003-000000000-7-00000-6-(H-000[2,3-000000
O[JoO0O00O0-3,4 -00000]-1 -0000000)0000([1,5-al00000 (
0.39 g, 0.8 mmol) OO ODCODODC1003000000000000 (0.088 g, 22 %)
0ooo

[0 O 3]

3-000000000-7-(4-0000-2-0000000000)-6-(2H-000 [2,3-00
000000 O0O0O0O0-3,4 -000007]-17 -0000000)0000([1,5-a]00
000
0002000007-000-3-000000000-6-(QH-000[2,3-0000000 [b
]Jooo0o0o0-3,4 -00000]-1 -0000000)I000([1,5-a]0 0000 (0.08
8 g, 0.19 mmol) 04-0000-2-0000000 (0.037 g, 0.29 mmol) OO OO OO
0D1900500000000000 (0.088 g, 83%) OO OO

[O O 4]

7-(4-0000-2-0000000000)-6-(RH-000[2,3-0000000 ([b]J0000
0-3,4 -00000]-1 -0000000)0000([1,5-a00000-3-00000
0003W00003-000000000-7-(4-0000-2-0000000000)-6-C2
H-OOO[2,3-0000000([]J00O000-3,4 -00000]-1 -0000000)0
ODO0O0[1.,5-a]0 0000 (0.088 g, 0.16 mmol) DO O O0O0DOO190060000000
0000 (0.069 g, 82%) 0O OO

[C O 5]
N-[7-(4-0000-2-0000000000)-6-(H-000[2,3-0000000[b]0C
0Do00-3,4 -000007-1 -0000000)IO000[1,5-a]00000-3-0000
0]J000000O000O00000 (000 a-155)
0004000007-4-0000-2-0000000000)-6-(H-0001[2,3-0000
0O0O0[blJDOO0OO00-3,4 -00000]-1 -0000000)I0O0O0[1.5-a]0000
0-3-00000(0.068 g, 0.13mmol) 000 DO00OO0ODOOOOOO (0.08 g, 0.66
mmol) D0 DODCODD100600000000000 (0.069 g, 84%) OO OO

ESI-MS m/z: 621 (M + H)*; 'H-NMR (CDCl;,d ):1.11-1.17 (m, 2H), 1.45-1.51 (m, 2H)
, 1.68 (dd, J = 12.8, 4.0 Hz, 2H), 1.85 (d, J= 13.9 Hz, 2H), 2.40 (s, 3H), 3.08-
3.13 (m, 1H), 3.26 (s, 2H), 3.77-4.07 (m, 4H), 6.95-7.22 (m, 7H), 8.30 (s, 1H),
8.64 (s, 1H).

Dooooooao

Do0o0o0a0

N-[7-0000000-6-(0O0O0[0O0O000-3,4 -000007]-1 -0000000)0
O0O0[1,5-a]0 0000-3-00000]10000000000 (0O00O0a-156) OO
N-[7-0000000-6-(1-(tert-0 00 000000)000[0O00O00-3,4 -000
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00]-1 -0000000)0O000[1,5-a]00000-3-00000]00000000
00 (000 a-159)

[0 O 1]

7-0000000-6-(A-(tert-0 0 0000000)IO0O[DO0OO0OO0-3,4 -0000
0]-1 -0000000)-3-0000000000000([1.,5-a]J00000
0000210040 00007-0000000-3-0000000000000[1,5-a]0
0000-6-00000 (0.363 g, 1.07mmol) 00O D08 0000 tert-000 00O
[O0O0O0D0-3,4 -00000]-1-00000000 (0.370 g, 1.28 mmmol) O O O O
0002100500000000000 (0.518 g, 79%) 00O O

[C O 2]

7-0000000-6-(A-(tert-0 0 0000000)IO0O[0O0O0O00-3,4 -0000
0]-1 -0000000)0000([1,5-al00000-3-00000
0001000007-0000000-6-(-(tert-000000000)I00[0O0O00
0-3,4 -00000]-1 -0000000)-3-00000000000001/[1,5-a]00
000 (0.300 g, 0.492 mmol) 0O ODO0ODOOD19006000000000O000O (0.07
6 g, 27%) 0000

[C O 3]

N-[7-0000000-6-(1-(tert-0 00 000000)000[0O00O00-3,4 -000
00]-1 -0000000)0O000[1,5-a00000-3-00000]00000000
00 (000 a-159)
0002000007-0000000-6-(U-(Ctert-000000000)I00[COOO
0-3,4 -00000]-1 -0000000)0000([1,5-al00000-3-00000 (
0.150 g, 0.258 mmol) 00O O0O0ODOOODOO (0.122 g, 1.29 mmol) DO DO ODOO1
D060 0000000000 (0.062 g, 25%) 0000

[O O 4]

N-[7-0000000-6-(0O0O0[CO0O000-3,4 -00000]-1 -0000000)0
O00[1,5-a]0 0000-3-00000]10000000000 (000 a-156)

0003 O000ON-[7-0000000-6-(A-(tert-000000000)000([000
0D0-3,4 -00000]-1 -0000000)0000[1,5-alJd0000-3-00000
0000000000 (0.062 g, 0.094 mmol) D4 mol/LO0 0O O0-000000000O
0000002000000 0000000000000000000000000000
000000000000 (0.036 g, 42%) 0000

ESI-MS m/z: 560 (M + H)*; *H-NMR (CDCl,d ): 1.37-1.92 (m, 4H), 3.35-3.70 (m, 8H
), 4.17-4.63 (m, 2H), 4.81 (s, 2H), 7.18-7.55 (m, 9H), 8.44 (s, 1H), 8.78 (s, 1H
), 9.41-9.55 (m, 1H), 10.74-10.98 (m, 1H).

Dooooooao

Do0o0o0Q0

N-[7-(4-0 000-2-0000000000)-6-(3,3-0000-3H-000[000000
0o0-1,4 -00000]-17 -000000O0)0000([1,5-ald0000-3-00000
0000000000 (000 a-157)

[O O 1]
7-(4-0000-2-0000000000)-3-000000000-6-(3,3-0000-3H-0
Do[QoO0o0o0O0o0O0-1,4 -000007-1 -0000000)0000([1,5-a]000
00

00001390 02000003-000000000-7-(4-0000-2-000000000
00)0O0OO0[1,5-a]00000-6-00000 (0.14 g, 0.39 mmol) O 3,3-00 00 -3
H-OOO[0O00O0O00O00-1,4 -000007 (W02005/092895, 0.12 g, 0.47 mmol)
0000000210050 0000000000 (0.17 g, 77%) 000 O

[0 O 2]
7-(4-0000-2-0000000000)-6-(3,3-0000-3H-000[00000000
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1,4 -000007]-17 -0000000)0O0C00[1,5-a00000-3-00000
0001000007-@-0000-2-0000000000)-3-000000000-6-3
,3-0000-3H-000[00000000-1,4 -00000]-1 -0000000)300
O0O0[1,5-a]0 0000 (0.17 g, 0.30 mmol) 00D O0OODOD0190060 0000000
000 (0.12 g, 78%) 00O O

[0 O 3]

N-[7-4-0000-2-000000000D0)-6-B,3-0000-3H-0D00@ODOOOOO

ugo-1,4

-ooooo0])rY -0oogoooo)yoooonm,s-ajooooo-3-0o00o0O0O

lJooooDoOooooo (000a-157)
0002000007-4-0000-2-0000000000)-6-(3,3-0000-3H-000
[00o0O0O0O0Oo-1,4 -00000]-1 -0000000)IO0OOO([1,5-a]0000a0
-3-00000 (0.12 g, 0.23mmol) DO ODODOOOODDOO (0.12 g, 1.17 mmol) O
00000010060 0000000000O0 (0.084 g, 58%) OO OO

ESI-MS m/z: 621 (M + H)*; *H-NMR (CDCl3,d ):1.46 (t, J = 7.4 Hz, 3H), 1.50 (s, 6
H), 1.63-1.81 (m, 4H), 2.41 (s, 3H), 3.61 (q, J = 7.5 Hz, 2H), 3.80-4.37 (m, 4H)
, 6.99-7.13 (m, 5H), 7.19-7.24 (m, 1H), 7.30-7.34 (m, 1H), 8.27 (s, 1H), 8.31 (s

O

O

o

1H), 8.63 (s, 1H), 10.52 (s, 1H).

oooooooooobooo

a-1 (00D0)IOODO
0DOoo0oo0o0oooooon
0O00oo0o0oooooo
00000O00O0o0o
0000o0o0o0oooon

O Ooo0ooo
O Oo0goo
O Ooooo
O Ooooo
O Ooo0ooOoao

O

Oooo0oooogoao
O
O
O
O

O

OOo0oooooo|booocogooooogog|igooao
OoooooooObhboocoo0oooooQgooao
OooooooogogOboooooooooQgogoao

O OO O0Oo-g
= O0Oo0o0oao

oo oooY Ooogogog
O ooo s oOoo0ooooog
Ommoooooooooao
O ooDoogooooaog
O ooooogogooooaog
O oooooooooao
O oooooooooa.o
O oooogogooooog
O oooooooooaog
O oooooooooano
O oooogooooaog
O oooooooooaog
O oooooooooano
DO ooDoo4gooooaog
O oooogogooooaog
O oooooooooaog

O oooogooooaog
O oooooooooaog

[y Ry [y |
oo o odo

obooooogobobobobobooobobbe-1000oooDOD
s0ob0ogboboboooooboobobobooocoboboobaadn
oodopdHODOOOO0ODODOCOOODOOOOODODOOOODODOOOODOO
gboooooboooboboboooooboboboboooobDobobao
oboooooboobooad

uboboooboboboboboooonb

pOoOoOooobOOoOOocOoobOoOoOoO0oo0ODbO oooooo

OoOoooooo0oooogo|oooDooo0o0ooDoooogog|ooog-.
OoooooooooooOo)Imooooooooooooiomoog
OO0 0ooodoooog|UoooDooUUUUoDoDooogog|ooao

0000000000000 O00O0O00O0O00O0O0O0O
0000000000000000O00O0O0 00
000000000000 00000000 00 00
0000000000000 O000O00OO0OOOODOOoaO
000
DO02d-000[000000-3,4 -00000]1000

[0 O 1]

A-[(2-00000000)I00]0000

u4-0o

000000000 (4.00g, 24.4mmol) OO OO0 (55ml) DOODOOODO
0000 (0.1 g, 73.2mmoD0o-00000000 (6.97 g, 31.7 mmol) 0 00O O 24
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D000000000000000000000000000000000000000
0000000000000 00000000000000000000 (00070
0000=1/2) 0000000000 (4.02 g, 53%) 0000

[C O 2]

1-0000-4-[(2-00000000)I00]-1,2,3,6-0000000000
0001000004-[(2-00000000)000]10000 (4.00 g, 12.9 mmol) OO
000000 oml) 00000000000 (1.77mL15.4mmol) DOO0OD0OOODO
00000000000000000000 (40ml) 0O00DO0-2000000000000
000 (0.486 g, 12.9mmol) 00D O00DO0O00OO0O0O0O0O0O0O0O00O0O0(R.0m) OO
0D300000000000000000000000000000000000000
D000000000000000000000000000000000000000
0000000000000 (U0O00/00000=1/2) 0000000000 (.19
,21%) 0000

[O O 3]

2H-000[000000-3,4 -00000]1000
0002000001-0000-4-[(2-00000000)0007-1,2,3,6-000000
0000 (1.09 g, 2.69 mmol) OO DODO (6ml) 000000000 O0O0OO0O0 (
1.66 mL, 6.19 nmol) 000200 000000000000 00C0O0O000O000O0O0
00000000 (@.0m) 000000000 1-000000 (0.29 mL, 2.69 mmol) O
0000001000000 0000000000000000000 @om) 0000
0000000000000 000000000000000000000000000n
00000000000000 (0.489 mg, 80%) OO OO

ESI-MS m/z: 190 (M + H)*; H-NMR (DMSO-dg,d ): 1.99-2.23 (m, 2H), 2.25-2.52 (m,
2H), 3.16-3.40 (m, 2H), 3.50-3.70 (m, 2H), 4.77 (s, 2H), 7.07-7.14 (m, 1H), 7.16
-7.26 (m, 1H), 7.37-7.53 (m, 2H), 9.22-9.53 (m, 1H).

Do0o0o0Q

D00204-0000-2H-000[000000-3,4 -000007]000

[0 O 1]

A4-[(2-000-3-000000000)000]10000
Do-00000000000002-000-3-000000000 (2.10 g, 12.8 mmol)
000000010010 0000000000 (3.33g, 69% 0000

[0 O 2]
1-0000-4-[(2-000-3-000000000)IJ007-1,2,3,6-000000000
0
D4-[(2-00000000)000]0000000004-[(2-000-3-00000000
00)DO0O0]0000 (3.33¢g, 8.86mmol) DO D ODODO010020000000000
00 (1.07 g, 32%) 0000

[0 O 3]

4-0000-2H-000[000000-3,4 -00000]000
0D01-0000-4-[(2-00000000)0007-1,2,3,6-00000000000000
01-0000-4-[(2-000-3-000000000)0007-1,2,3,6-00000000
00 (1.07 g, 2.84mmol) 00 O0DO0D00D01003000000000000 (0.650 g,
93%) 0000

ESI-MS m/z: 208 (M + H)*; H-NMR (DMSO-dg,d ): 1.81-2.07 (m, 2H), 2.19-2.47 (m,
2H), 2.84-3.24 (m, 2H), 3.25-3.41 (m, 2H), 4.56 (s, 2H), 6.61-6.80 (m, 2H), 7.08
-7.28 (m, 1H), 8.99-9.17 (m, 1H).

Do0o0o0a0

D00305-0000-2H-000[000000-3,4 -00000]000

[0 O 1]

4-[(2-000-4-000000000)000]10000
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Do-000O0OO0DODODODOODR2-000-4-0000DOOO0O0O (4.70 g, 24.4 mmol)
oo0o0o0oDDoD0oD10 0100000 ooooDoD0O (3-26 g, 8%) ODOODO

[O 0O 2]

1-0000 4-[2-000-4-0D000000000OHY0ODODO]-1,2,3,6-0 00000000
O
O4-[2-0000000O0H)ODOOIODODODODO0DO0DO0DO0O4-[R-0CD0D-4-00000000
OO0H)OoDoDJoooo (3.25¢g, 11.5mmol) OO0 ODDDOO1002000000000
OO0 (.76 g, 39%) 0000

[O O 3]

5-0000-2H-000[[OLDODOO00O0O0=-3,4 -00000]J000

01-0000 -4-[(2-0000O0oDoo)yooo]-1,2,3,6-0 000000000 DOOO
01-0000 -4-[(2-000-4-00000000O0H)00O0O]-1,2,3,6-00000000
o0 (.76 g, 4.69mmol) OO DOOODODI0DO0300O0O0OO0ODODOODODOO (0-900 mg,
78%) OO OO

ESI-MS m/z: 208 (M + H)*; 'H-NMR (DMSO-dg,d ): 1.74-1.91 (m, 2H), 1.97-2.21 (m,

21H), 2.85-3.08 (m, 2H), 3.20-3.43 (m, 2H), 4.51 (s, 2 H), 6.72-6.90 (m, 1H), 6.

92-7.07 (m, 2H), 8.83-9.27 (m, 1H).

ocooooao

ooo406-0000-2H-000[ODODDODOO-3,4 -0D00CO0CO]IO0OO

[O 0O 1]

4-[(2-000-5-00000000DO)YDO0OO0]JO0DO0OO
Co-00DDOOODODODOOODODO2-0D00-5-000000O00O0O0O (12.0 g, 62.8 mmol)
oo00o0oDDoOO0D1o010o0oooooooDoDoO (7-654g, 64%) O OODO

[O O 2]

1-0000-4-[2-000-5-00000000ODO)YD00]-1,2,3,6-0 00000000

O

04-[R-0000000COHY0DOJUUOODODO0DO0OO0O04-[(2-000D0-5-0000000

oo)oooljoooo (7659, 2004mmol) OO O0DODOO1002000000000

OO0 (.19, 14%) 0O O0O

[O O 3]

6-0000-2H-000[0DOOO0O0O0O0-3,4 -00000]JO00O0

01-0000-4-[(2-00000o0oo)yooo]-1,2,3,6-0 0000000000000

01-0000 -4-(2-000-5-000000000H)00O0O)-1,2,3,6-000000000

00 (8.77 g, 23.3mmol) DO ODO0O0DI0DO3OD0OD0OOO0ODDOOOO (0.483 g,

8%) 0 OO0

ESI-MS m/z: 208 (M + H)*; H-NMR (CDCl;,d ): 1.63-1.77 (m, 2H), 1.77-1.90 (m, 3H

), 2.58-2.80 (m, 2H), 3.03-3.18 (m, 2H), 4.44 (s, 2H), 6.42-6.66 (m, 2H), 6.98-7
.10 (m, 1H).

ocooooao

oooso7-0000-2H-000[CLODDODOO-3,4 -0D00OO0OO100OO

[O O 1]

4-[(2-000-6-000000DDOODYIODOJOODOO

Co-00D0DOOO0D0O0OOODODOZ2-000-6-000000O00O00O0O (4.70 g, 24.4 mmol)

0000000100100 0o0oooooooo (3.25g, 89%) O OO0

[O 0O 2]

1-0000-4-[2-000-6-000000CDODODOHYYDOO]-1,2,3,6-000000000

O

O4-[(2-0000000COH)ODODUO0ODODO0DO0OO0O04-[(2-000-6-0000000

oo)yYooo]ljoooo B8-25g, 12.5mmol) 000D O0DO0OO1I002000000000

OO0 (@B.45g¢9, 76%) 0O OO
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[O O 3]

7-0000-2H-000[000000-3,4 -00000]1000
0D01-0000-4-[(2-00000000)0007-1,2,3,6-00000000000000
01-0000-4-[(2-000-6-000000000)0007-1,2,3,6-00000000
00 (1.76 g, 4.69 nmol) 000D O00D01003000000000000 (1.06 g, 9
3%) 0000

ESI-MS m/z: 208 (M + H)*; H-NMR (DMSO-dg,3 ): 1.78-1.98 (m, 2H), 1.98-2.20 (m,
2H), 2.86-3.13 (m, 2H), 3.23-3.43 (m, 2H), 4.63 (s, 2H), 6.84-7.03 (m, 2H), 7.03
-7.19 (m, 1H), 8.88-9.22 (m, 1H).

Do0o0o0Q0

D00e6e02-000000[0000-1,4 -00000]

[O O 1]

tert-0 0000(-000000)I00000
000(@-000000)I00000(.00g, 26.0 mmol) 0000000 (50 mL) O
00000000 -tert-000 (6.62 g, 30.8 moO0 OO O0O0ODO0OO (3.89 mL, 28.
ommol) 0003000000000 0O00O0O0O0OO0OOOOOOOOOOOOOOOO
00000000000 (OO00O0/00000=4/1) 0000000000 (5.84 g, 8
6%) 0000

[0 O 2]

tert-0 002-000000[0000-1,4 -000007-1 -00000O000
000100000 tert-00000@-000000)000000 (1.33 g, 5.49 mmol)

OTHFO OO OO0OOO0O02-0000000 (1.00g, 7.69 mmol)D 00000000 (2.
16 g, 49.4mmol) 00030 0000000000000 O00O0O0OO0O0OOOOOOO
0000000000000 000000000000000000000000000
0000000000000 0000O00O0O00O0O00O0O0D0O0O0D0 (QO0O00/0000
00=2/1) 0000000000 (1.19 g, 51%) 00O O

[O O 3]
2-000000[@0OoOO0D0-1,4 -0000017
ocoo200000tert-00o2-0000D0DO0OOO0DO-1,4 -0000OD]-12 -00O0O0
ooooD (-19 g, 3-98 mmol) D4 mol/L D00 O0-1,4-00000 (6m) 0000
oo0o0020000000000000D00000000OO0OOOODODDDODOOODOOO0
oo0oo0DDoDoDOoOO00o0O0oOo0ooooOooODDDODO0D00DO0DO0o0oooDoDoODoODDoODOoOOoDoOg
oooo0oooODO0OO000oO0OoooooO0oO0ODDODO0DO00DU0DO0o0oOoDOoDoODoOooODoODDODOoOOoDOoOg
(0.790 g, 72%) O O 0O O
ESI-MS m/z: 200 (M + H)*; *H-NMR (CDCl3,d ): 1.68-1.96 (m, 5H), 2.01 (s, 3H), 3.
06-3.21 (m, 2H), 3.31-3.51 (m, 2H), 6.36-6.44 (m, 1H), 7.05-7.17 (m, 1H), 7.20-7
.31 (m, 2H), 7.78-7.90 (m, 1H).

DoooooQ

D00D703-000000[0000-1,4 -00000 ]

[0 O 1]

tert-0001-000-1-00000000[0000-3,4 -000007]-1 -00000
0oo

Otert-0001-000000[0000-3,4 -00000]-1 -00000000 (0.2
02 g, 0.67L. mmol) OTHF(3 mL) 00D ODO0OOOO0O3mmol/LOD0O0CDOCDOOC0O0O
O-THFO O (0.450 mL, 1.34 mmo)0 0010 0000000000000 O0OO0C0OOO
0000000000000 0000000000000000000000000000
0000000000000 000000O00000000000000 (00070
0000=2/1) 0000000000 (0.141 g, 66%) OO OO

[0 O 2]

tert-0 003-000000[0000-1,4 -000007-1 -00000O000
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000100000 tert-0001-000-1-00000000[0000-3,4 -0000
0]-1 -00000000 (0.140 g, 0.441 mmol) 0O O0DO0O0O0 (2ml) 00000
0000000000000 (0.008 g, 0.044 mmol) D0 O0C0OO0O3000000000
0000000000000 O000000000000000000000000000¢0
0000000000000 000000000000000 (0.108 g, 81%) 0O 0O O
[0 O 3]

3-000000[0000-1,4 -000007

000300000 tert-0003-000000[0000-1,4 -000007-1 -000O
00000 (0.155 g, 0.518 mmol) D4 mol/L OO0 OO -1,4-00000 (2mL) 00O
0000010000000 000000000000000000000000000
000000000000 0O000000000000000000000000000
0000000000000 O0000O000000000000000000000000
0 (0.097 g, 94%) 0O OO

ESI-MS m/z: 200 (M + H)*; *H-NMR (CDCl3,8 ): 1.22-1.45 (m, 2H), 2.07-2.24 (m, 4H
), 2.95-3.18 (m, 2H), 3.22-3.40 (m, 2H), 3.71 (s, 2H), 6.48-6.57 (m, 1H), 7.17-7
.32 (m, 3H), 7.34-7.46 (m, 1H).

ocooooao

oo0s8Otert-0 00000 [QOOODODO-3,4 -00000]-1-00000000

[O O 1]

ooo001-tert-000000D0OQCOODOOO@ELOOODD-3,4 -0DO0O00O00O]-1T -O
ooooooao

ocooooooOOoOOoooo-8,4 -00DDO0O]-Y -00O0O0DO0ODOoOoOO (ooooo
O 019970 O O 320 0 109830 , 1.00 g, 3-11 mmol) 0O OO OODO @OmL) O0OOO
0ooooo-tert-0 00 (1.00 g, 4.65mmoDDD 00 0ODOOOOO (0.860 mL, 6.21 mmo
HhOO00oO0oo0D1O 00000000 oooDoDoODo0DOo0o0DoDo0oo0ooooDoDoDoDooOoooOod
oooooDoODOoO00 (ooo/tb0DO0O=1/2) 00O0Q0OOODODDO (1-14 g, 87%)
oooao

[O0O 2]

tert-0 00000 [@OOOODO-3,4 -00000O]-1-00000000O
Ooo00oD0DoODO0o000O0OdO01-tert-000000O0O0OOOODOODOOOO-3,4 -
ooooo]-1r -oooooooo (0.500 g, 1.18mmol) DOODODODO (BmL) ODDOO
oo1owoooo0o-00 (0125 g) 000 O0OO0OO0DO0DO0DO0DOOO0O400000000000
oooo0oooODO0OO000oO0OoooooO0oO0ODDODO0DO00DU0DO0o0oOoDOoDoODoOooODoODDODOoOOoDOoOg
0o0ooooooooooono (0.339 g, 100%) OO0 0O

ESI-MS m/z: 289 (M + H)*; *H-NMR (CDCl3,8 ): 1.52-1.71 (m, 12H), 1.72-1.91 (m, 2
H), 2.66-2.85 (m, 2H), 3.02-3.16 (m, 2H), 3.87 (s, 2H), 6.92-7.03 (m, 1H), 7.11-
.24 (m, 2H), 7.43-7.87 (m, 1H).

oooooooo

O
o0oDoDo00o0oo0oooooooDoDo0ooDoOooooooooDoooooOog
0000000000000 ooDoDo0DoDoooooooooooooOoao

O

0000000000 02007-2528040 0 000 000000O0O0ODOO0O0OO
oooooooooo

Ooo0o0o0oooogoQg N
O Ooo0ooooao
O 0O0o0ooooog
O Ooo0goooo

O Ooo0ooooao
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