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000000000000 O0OO0D0O00O0

000i1-1

1-[2-(2-0 0 0 000-2H-000000-5-00)-0007]-3-(6-0000-3-00-000

0[1,2-a]0 0 00 -2-00)-00 0

00000000000 00000-3-0000(0.031 g0 0.25 mmol)J2M0 00000

O0O0O0@mDOIOODMEGB MDIODOCOODODOOODOOODODODODD30000000001

(6-000-0000([1,2-a]0 000 -2-00)-3-[2-(2-000000-2H-000000 -

5-00)-0007]1-000 (00 0E1)(0.05gd0.13 mmol)J 00 [1,1°-00 (000000

00O00)I0O000]0000O0@NDOO0O00O0(0.016 gd0.02mmol)J 0000000

000000000000 000O0000100003000000000000000Celit
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O
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0[1,2-a]0 000 -2-00)-000 (0 00O01-2)

1-[6-(5-0 00 -0000-3-00)-0000([1,2-a]J0 000 -2-00 ]-3-[2-(2-0 00 O
00-2H-000000-5-00)-00071-000 (0 001-3)

1-[2-(2-0 0 0000-2H-000000-5-00)-0007]-3-(6-00000-5-00-00
00 [1l.2-a]0 000 -2-00)-000 (000 1-4)

1-[2-(2-0 00 -2H-000000-5-00)-000]-3-(6-0000-3-00-0000 [1,2
-a]0000-2-00)-000 (000 1-5)

1-[6-(5-0 000 -0000-3-00)-0000([1,2-a]00 00 -2-0 0 ]-3-[2-(2-0 0 O
O00O0-2H-000000-5-00)-0007-000 (000 1-6)

1-[2-(2-0 0 0000-2H-000000-5-00)-0007-3-[6-(5-000000000 -
00O00-3-00)-0000([1,2-a]0000-2-0071-000 (000 1-7)

1-(6-0 00 [1,3]000000-5-00-0000 [1,2-a]0 000 -2-00 )-3-[2-(2-0 O
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1-[2-(2-0 00 -2H-0 00000 -5-00)-000]-3-[6-(B-000000000-000
0)-0O0O0O0O([1l,2-a]0000-2-0071-000 (0 0O001-9)
1-[2-(2-000000-2H-000000-5-00)-0007-3-(6-0000-0000 [1,2-
a0 000 -2-00)-000 (000 1-10)

N-tert-0 0 0 -3-[3-(6-0 000 -3-00-0000([1,2-a]0 000 -2-00)-00007]-
00000000 (0 O001-11)

1-[6-(5-0 00 -0000-3-00)-0000([1,2-a]0 000 -2-00 ]-3-[2-(2-0 00 O
00-2H-000000-5-00)-0007-000 (0 001-12)
1-[2-(2-000000-2H-000000-5-00)-0007-3-{6-[6-(000000-00
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1-[2-(2-000000-2H-000000-5-00)-0007]-3-[6-(5-0000-0000 -3
-00)-0000([1,2-a0000-2-00]1-000 (000 1-16)
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1-[2-(2-0 00 000-2H-000000 -5-00)-000]-3-(6-{5-[2-(2-0 000 -0 0O
00)-000O0]1-0000-3-003}0000([1,2-a0000-2-00)-000 (@00 1-
17)

N-tert-0 0 0 -3-(3-{6-[6-(0 0 000O0-000-4-00000)-0000-3-007-0
D00O0[1.2-a]0000-2-0030000)-00000000(@001-18)
00000000000 -0000000000000000/000000000000
0D1-10000000000000000000000000000000000000
000000000000 O00LWC-MSOOOOOO0OOOOOOOODOOOOOO
0Dooooo

000 1-190

1-[2-(2-0 0 0000-2H-000000-5-00)-0007]-3-[6-(6-0000-0000 -3
-00)-0000([1,2-a]0000-2-007]-00 0O

000000000 (0.54 mlO 3.26 mmol)d O NMP(5 mI)O O [6-(6-0 000 -0000 -3
-00)-0000([1,2-a]0000-2-00]1-00000000000000(000C)(.5
87 g0 1.63mmol)0 0 02-(2-000000-2H-000000-5-00)-00000000
0(@O0O0D1)(0.275 gd 1.9 mmol)0 0 0000000000000 O0O0DO0O0OO0Ss00
2000000000000000000@@oOmMDIOCOONDND0OONONONODOONONDGOO
000000000000 00O0O000O0O0000O000O0

0Dooooo

000 1-20

1-{2-[2-(2-0 0 00-000)-2H-0 00000 -5-007]7-000 }-3-[6-(6-00 00 -0
00-3-00)-0000([1,2-a]J0000-2-0073-000
00O0O0002-(2-000000-2H-000000-5-00)-000000000 (@
DI)J 2-[2-(2-0 000 -000)-2H-000000-5-007-000000 (0 0O00D3)
00O0000001-1900000000000

Dooo

0 1-210 0O O 1-440

000000000000
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00)-000O0[1,2-a]0000-2-007]-000 (000 1-21),

1-[6-(5-0 00 -0000-3-00)-0000[1,2-a]J0 000 -2-00 ]-3-[2-(2-0 00 O
00-2H-000000-5-00)-0007-000 (0 001-22)

1-[2-(1-0 00 -1H-0 00000 -4-00)-0007]-3-[6-(-000000000-000
0-3-00)-0000([1,2-a]0000-2-0071-000 (000 1-23)
1-[2-(2-000000-2H-000000-5-00)-0007]-3-[6-(6-000-0000-3-
00)-0000[1,2-a]0000-2-007]-000 (000 1-24)

1-[2-(5-0 00 -000000-2-00)-0007-3-[6-(5-000000000-0000 -
3-00)-0000([1l,2-a]0000-2-007]1-000 (00 01-25)

1-[6-(5-0 00 -0000-3-00)-0000([1,2-a]0 000 -2-00]-3-[2-(5-000 -
D00O0000-2-00)-0007-000 (0 001-26)

1-[2-(5-0 00 0000-000000-2-00)-0007-3-[6-(5-000000000-
00O00-3-00)-0000([1,2-a]J0000-2-007]-000 (000 1-27)

1-[6-(3-0 00 0-0000)-0000([1,2-a]0 000 -2-007]-3-[2-(2-000000 -
2H-000000-5-00)-00071-000 (00 01-28)
1-[2-(2-000000-2H-000000-5-00)-0007-3-[6-(3-0000-0000)-
0D0O00([1,2-a0000-2-007-00 0 (u)(O0 O O 1-29)

1-[2-(2-0 00 -2H-000000-5-00)-000]-3-(6-0000-3-00-0000 [1,2
-a]0000-2-00)-000 (000 1-30)
1-[2-(2-000000-2H-000000-5-00)-00071-3-(6-0000-0000 [1,2-
a0 000-2-00)-000 (000 1-31)
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1-[2-(1-0 00 -1H-0 00000 -4-00)-000]-3-(6-0000-3-00-0000 [1,2
-a]0000-2-00)-000 (000 1-32)
3-[3-(6-0000-3-00-0000([1,2-a]0000-2-00)-000071-000000te
rt-0 000000 (@00 1-33)

1-[2-(2-0 00 -2H-000000-5-00)-000]-3-[6-(5-000000000-000
0-3-00)-0000([1,2-a]0000-2-0071-000 (00 01-34)
1-{2-[2-(2-0000-000)-2H-000000-5-007]-000 }3-[6-(5-0000001
00O0-0000-3-00)-0000([1,2-a]J0000-2-007]-000 (000 1-35)
1-[2-(2-0 00 -2H-000000-5-00)-000]-3-(6-0000-3-00-0000 [1,2
a0 000-2-00)-000 (000 1-36)

1-[2-(1-0 00 -1H-000000-5-00)-000]-3-(6-0000-3-00-0000 [1,2
-a]0000-2-00)-000 (000 1-37)

1-[2-(2-0 00 -2H-000000-5-00)-000]-3-[6-(5-000000000-000
0-3-00)-0000([1,2-a]0000-2-007]1-000 (00 O 1-38)
1-[2-(2-000000-2H-000000-5-00)-0007]-3-[6-G-0-000-0000 -3
-00)-0000([1,2-a0000-2-00]1-000 (000 1-39)

1-[2-(2-0 00 -2H-0 00000 -5-00)-000 J-3-[6-(1-0 00 -1H-0 0 0 O O -4-0
0)-0O0O0O0O([1,2-a]0000-2-0071-000 (00 O 1-40)

1-[6-(1-0 000 -1H-0 0000 -4-00)-0000 [1,2-a]0 000 -2-0 0 J-3-[2-(2-
D00O0-2H-000000-5-00)-0007]-000 (000 1-41)

1-[2-(2-0 00 -2H-000000-5-00)-000]-3(6-000000-4-00-0000O
[1.2-a]0 000 -2-00)-000 (000 1-42)

1-[6-(5-0 0 00-0000-3-00)-0000([1,2-a]00 00 -2-001-3-[2-(2-00 O
O00O0-2H-000000-5-00)-0007]-000 (000 1-43)

1-[2-(5-0 00 -000000-2-00)-0007-3-(6-0000-3-00-000 0 [1,2-a]

0000-2-00)-000 (0 00 1-44)

00000000000 -0000000000000000/000000000000
0D1-100000000000000000C000000000000000000000
0000000000000 0LC-MSOOOOOO0O0O0000000000OO
O0oo0O0O0O

000 1-45

1-(6-0 00 -0000[1,2-a]0 000 -2-00)-3-[2-(2-0 00 -2H-0 000 0 0 -5-0
0D)-000]3-000
00000000 2-(-000000-2H-000000-5-00)-000000000 (0
0O0DL)02-(2-000-2H-000000-5-00)-000000(CO0O0D2)D0000O0
DO0O0O0EN(0O0O00O0O0O0D0OOOO0DOOOD)IOOOONOOODODOO
Dooo0oo
000 1-46
3-[3-(6-000-0000[1,2-a]0 000-2-00)-0000]-N-(5-000-00000 -
3-00)-00000000
O00O00002-(2-000000-2H-000000-5-00)-000000000 @
0D1)03-000-N(5-000-0000000-3-00)-00000000(000D5)
0000000 O00E(0O0OO0OO0ODONDOOODONDOO)IOO0OO0ONDODOODONOO
ooooo
00 1-470 0 O 1-490
O
-L

0DoO0O0O0O0O0O0O0ood
2-(2-000000-2H-000000-5-00)-0007-3-[6-(5-000e0 0000 -
00O00-3-00)-0000([1,2-a]J0000-2-007]-000 (000 1-47)
1-[6-(5-0000-0000-3-00)-0000([1,2-a]00 00 -2-00]1-3-[2-(2-00 O
O00O0-2H-000000-5-00)-0007]-000 (000 1-48)
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1-[2-(2-0 0 0000-2H-000000-5-00)-0007]-3-(6-0000-3-00-000
[1.2-a]0 000 -2-00)-000 (000 1-49)
000O0000O000-0000000000000000/0000000000000
1-10 0000000000000 00000000000000000000000
00000000000 O0O0L-MS0O0OOOO0ODOOOO0OOOOODOOOO0
ooooo

00 2-10 0 0 2-120

0000000000 O0O00O0
1-{2-[2-(2-0000-000)-2H-000000-5-007]-0003}-3-(6-0000-3-00
-0000D0O000-2-00)-000 (0 002-1)
1-{2-[2-(2-0000-000)-2H-000000-5-007-000 }3-[6-(6-00 00 -0
00O0-3-00)-00000000-2-007-000(0002-2)
1-(2-0000000-000)-3-[6-(6-0000-0000-3-00)-00000000 -2
-00]1-000(@O002-3)
1-(2-00000-000)-3-[6-(6-0000-0000-3-00)-00000000-2-0
0]1-000 (000 2-4)

1-[6-(6-0 0 00 -0000-3-00)-00000000-2-007]-3-0000-3-0000
0-000 (000 2-5)
1-000-3-[6-(6-0000-0000-3-00)-00000000-2-00]1-000(@0
0 2-6)
1-{2-[2-(2-0000-000)-2H-000000-5-007]-0003}3-{6-[6-(CO0000e
-4-00000)0000-3-00]1-00000000-2-003}000(@002-7)
1-{2-[2-(2-0000-000)-2H-000000-5-007-000}-3-[6-(5-0000001
00D0-0000-3-00)-00000000-2-00]-000 (000 2-8)

1-[2-(2-0 00 -2H-000000-5-00)-000]-3-[6-(5-000000000-000
0-3-00)-00000000-2-007-000(0002-9)

1-[2-(2-0 00 000-2H-000000-5-00)-0007-3-[6-(5-0 00000000 -
00O00-3-00)-00000000-2-00]-000 (0 002-10)

1-[2-(5-0 00 -000000-2-00)-0007-3-[6-(5-000000000-0000 -
3-00)-00000000-2-007-000(0002-11)

1-[2-(1-0 00 -1H-0 00000 -4-00)-0007]-3-[6-(-000000000-000
0-3-00)-00000000-2-0071-000(0002-12)
000000O00-000000000(1-F7)000000O0/000000000

O 0Ooo0oooo

D0-0000([1,2-a0 0000-2-00000

1: N-[65-0 00 -1H-0000-(22)-0000]1-4-000-000000000000
0000 (52.9g0277.4mmo)0 000000000040 mI)JO2-000-5-00
00O0(@0.0gd231 mmol)0 0000000000000 0OO0O00O0O0OOo000 160
00000000000 O000@GoOMDOODODODOODODODODODODDO30000000

OO
gooobi1-10ooo0gooboboogoobobogoooboooobbooobobobooobDboo
ooocooboobooooooooooobooLe-MsOOOODOOooooOoOoODDOODODOOO
ooocooao

0go03-1000 3-18
ooooooo0ooDOoooooO0ooe-00D0-0DO000[MM,2-a]u0D00d0-2-00000C(
OCoO0OEnDOODODODODODOOODOOODODODODODO-OD0ODO0OO0ODO@OOBOOODO
coooooooovsobOO0oOO0OO0OOO0OODDOODDODODOODDODODDODO1IADO0ODODOO
gooooooobooooboooobobbooobbooobbooobbooooboan
ooooLec-MsOOOooDOOOooooooooboDDboOoOOOo
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0000000000000 0000000O0O0s0000000
000000

002: 2-{5-000-2-[(2)-0000-4-000000007]-2H-0000 -1-00 }-00
ooooo
ON-[5-000-1H-0000-(22)-0000]1-4-000-00000000000 (80 gd 2
44.5 mmol)0 0O O O DMF(350 mI)J 000 O O O O HunigsD O (46.8 mlO 268.9 mmol)O O

0000
3: N-(6-000-0000([1,2-a]0 000-2-00)-2,2,2-000000-00000
O
00000000000 @O0 MDIODDOCOODODODOOON (250 m)O O 2-{5-00 0 -2-
[(D-0000-4-000000007]-2H-0000-1-003%000000 (20 gd 52 mmol
YIOODODODODODODOOOODODO0O0O0O0O0O0O00OO0OO0O0OO03000000000000
0000000000000 00DO0O0O0O0O0O0O0O0O0000000D0D0O0O0O0O0OO0O0On
0000000000000 0000D015000000000000000000000
0 TH nmr(CDClg): 7.37(1H, d), 7.43(1H, d), 8.15(1H, s), 8.43(1H, s), 10.2(1H, s)

02-000000000@7.12g0268.9mmo) 0 00 00O0OOCOCODDODOOOO0OTY2
ooooooooooobo@oeocomMphooobooooooboOoo1c0ooooDoDOoo
Oo0oo0oooDOoooOobOoobD@GgoomHhoooooooDOooOoOooOoOooOso0DbDOnn
goooooooobao

O

0

O Qoo oooogdg

0Doo0Oo00oo

D04: 6-000-0000[1,2-a]0000-2-00000

ODME(O mIDDJ 0 D01.27 MOOOODOOOOOO (80.5 mlO 102.3 mmol)O O N-(6-0 O O
-0000([1,2-a]0 000 -2-00)-2,2,2-000000-000000 (9.0 gd 29.2 mmo
HDOODOO0D0DO0O09%IO000DO0NONONONO0NNONDNDODDNONONOONONONDONONONDDONDONDOOO
EtOAc0 0 00 0000000000000 000O0000O0000O000D0O0O0DO0OO
0000000000000 0OO00D00OO0ODN0DO0OO0ONONO0DOONONODOODONOoOoOoNOooooaO
OODMEO THF(2 x 50 mD)0 OO0 O0O0COO0O0OO0O0O0O0 [MH+ 211,930 00000
0Doo0Oooo

00 0 A20

7-000-[1,2,4]0 0000 [1,5-a]0 000 -2-0000 0O

000000 OOW020060381160 0210 0 00000000

0Doo0Oo0oo

00 O A30

6-0 00 -[1,2,4]0 0000 ([1,5-a]0 000 -2-0000 0O

00 10

02-000-5-000-0000 (2.5 g0 14.45 mmol)J 00 1,4-00 0 00 (30 m)O O O
000000000000 00000000000 (1.70ml014.45 mmol)0 O 0000
000000000000 00O0000O0O000O0O000O0O000O0O0O0O0OO0OO0O0OoGoaO
0000000000 OMeOH/EtOACO 0 0 000000000000 O0O00O0O01:1 EtOA
c/000000000000D000C0D000D0D0D0D0D0O0DND0D0O0DNONO0OO0ONONooOan
000

0OoO0O0o0o

00 20

OO0ODMF(I5 MmO O OO 10000 (2.0 gd 6.58 mmol)0 0 O O O K,C05(1.18 gl 8.55
mmoDO D OIODCOODO0DDO (.49 mID7.90 mol)J 000000 O0O0DO0O0O3500300
000000000000 000000000000000 (40 m)OOOO01:1 EtOAc/
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