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OO00[1,2-a]0000([7-61 g (20.6 mmoD)]JO0 4-(0 00 O0O0OOODODDOOOODYODOO
OJjuooo @G48, 1"-00(@Oo000DOoDOoDO0OY OO0 O]ooOOOd
0000000 0oo0oDoDO0@-.e8 g 000 DDDOOONO (tripotassium tetraoxophosphat
e)(13.1g) 00000 DODDODDODO0DD0DO0DO0DOOoO(@ mL)ODO OO (5 mL)Jddooaoaon
0le0 000000000 O0OO0QOOOODDDODODODO0DODODODODODODODODDODDODOODOOO
oo0o00DoDDoOD0000000o0o0o0o0oDoDoDDODO0D00D0D00o0Do0DoDoDoDoODoDoODOoOoDooOog
oo0oo0oDoDDoDO0OO000O0O0Oooo0o0O0oo0DDDODO0DO00DO0DO0O0OoDOoDoDoODoDoODDOoODOoOOoDOoOO
0[4.88 g (59%)]0 00O

oooooao

TH-NMR (CDCl3):8 = 0.67 (2H), 0.92 (2H), 2.70 (3H), 2.95 (1H), 6.32 (1H), 7.60 (
2H), 7.77 (1H), 7.92 (2H), 8.07 (1H) ppm.
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00001000000004-[6-000-8-(000000000)I000([1,2-a]000
0-3-00]-N-0000000000000[0.64¢g (1.59 mmol)]0 000000000
0000@87 mg)On-000000@3m)II-000-200000 4.5 m)020M 000

000O000(@.4n)000000000000C0.8mg)I0O00 OO(@OIOOO0DO
000O00) 00001l mgIO01200020000000000000000000
0000000000000 O000000000000000000000000000
0000000000000 O0000O000000000000000000000000
00 [520 g (82%)]0 0 O O

oooooo

TH-NMR (CDCl3): & = 0.67 (2H), 0.93 (2H), 2.81 (3H), 2.96 (1H), 6.32 (1H), 7.37-
7.51 (3H), 7.66 (2H), 7.78 (1H), 7.91-7.98 (4H), 8.31 (1H) ppm.
oooooQ
0003
N-ODODDOO0OO-4-[8-(00000000)-6-00000000([1,2-a]00 00 -3-0
0]J0O00O00O0(0O0O03A)

000
(RS)-N-000O00O00-4-[8-(0000D00O000)6-00000000I[1,2-a]000
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00200000000 N-OODOOOODO-4-[8-(000000000)-6-00000
00[1,2-a]0000-3-00]000000[610 mg (1.52 mmol)]J0 000000 O
Qom0 D0O00O03-00000000(@e4mgI0I0NI0ND0ND0ND0OD0O
00100230 0000000000000000000000000000000
00000000000000000000000000000000000000
00000000000000000000000000000000000000
0000000000000 03A000000[475 mg (72%)]0 0000038000

3A0 H-NMR (CDCl3): & = 0.69 (2H), 0.94 (2H), 2.97 (dH), 3.64 (3H), 6.37 (1H),
7.42-7.54 (3H), 7.68 (2H), 7.89 (2H), 7.99 (2H), 8.09 (1H), 8.70 (1H) ppm.

oooooao

3B O *H-NMR (CDClZ): & = 0.67 (2H), 0.90 (2H), 2.94 (1H), 3.23 (3H), 6.74 (1H),
7.38-7.49 (3H), 7.65 (2H), 7.92 (1H), 7.96 (2H), 7.98 (2H), 8.60 (1H) ppm.
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ocojljoooooao
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TH-NMR (CDCl3): &

0ooooo

0000000000 @.6n)00000300000000 N-OOOO0O0O-4-[8-(
000O00000)6-00000000([1,2-a]0000-3-00]000000[40 mg (9
2pumol)]000O00O00ONO0D OO0DO0O0O0D0O0O0C@9mg) 000000000000 23
00160000000000000000000000000000000000000
00000000000000000000000000000000000000000
00000000000 0000000000000I([28.5mg (71%)]00 00
0ooooo

0.67 (2H), 0.92 (2H), 1.53 (3H), 2.95 (1H), 3.46 (2H), 6.42

(1H), 7.38-7.49 (3H), 7.65 (2H), 7.76 (1H), 7.92 (2H), 7.94 (2H), 8.29 (1H) ppm.
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(RS) N-O0D0O0ODO0OD0-4-[8-(0000O00000)6-00000000([1,2-a]000

0-3-00]000000(00005A)
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ocooDooO0@.om)0OCOCOCO4OO0O000O0OON-ODOOODODDO-4-[8-(0O
oooDDoOO0)-6-00000000[M,2-]0000-8-001000000[17.5mg (4
mol] O0O00D0-30000000000DOO0OO0O0ODOOO0ODODO (.15 molar)d
c4z2mO0D00O0O00DOOBOOODOOOODO2QBO00DO0O00O0DDDOOO
ocoobooO0oO0ooOoooooooooODbOOO0O0oOooooooooODODODbOO0oOoo
OO0DB5A[13.6 mg (A7)0 000D DOOO0O0OOSB [8.6 mg (29%)]10 00O
oooo

5A0 *H-NMR (CDCl3): & = 0.70 (2H), 0.92 (2H), 1.44 (3H), 2.97 (1H), 3.46 (1H), 3
.56 (1H), 6.61 (1H), 7.38-7.50 (3H), 7.64 (2H), 7.90 (1H), 7.96 (2H), 7.99 (2H),
8.57 (1H) ppm.

ocooooao

5B0 *H-NMR (CDCl3): & = 0.69 (2H), 0.93 (2H), 1.55 (3H), 2.96 (1H), 3.89 (2H), 6
.46 (1H), 7.42-7.53 (4H), 7.65 (2H), 7.89 (2H), 7.99 (2H), 8.06 (1H) ppm.
ocooooao
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N-OO0O0ooOo0OD-4-[6-0000-8(OO0O0ODDOOODODNMIOOOM,2-a]0D00O00-3
-dgjoooooao
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000030 0000000N-000O00D0O0-4-[8-(00000000)-6-000000
00[1,2-a]0000-3-00]000000[40 mg (92 ymoD]O OO OCODOO 0OOODO
-1-0 0000000000040 00000000000 (workingup)DODOOOOODO
000000 [27.4 mg (66%)]0 00 O
Do0o00o0a0
TH-NMR (CDCl3):8 = 0.67 (2H), 0.92 (2H), 1.13 (3H), 1.91 (2H), 2.95 (1H), 3.43 (
2H), 6.44 (1H), 7.36-7.51 (3H), 7.64 (2H), 7.76 (1H), 7.91 (2H), 7.94 (2H), 8.29
(1H) ppm.
Do0o0o0Q0
ooov
(RS N-0DDODDODOO-4-[6-0000-8-(0O000D0O000O00)IO0O0I[L,2-a]00
00-3-00]1000000(@ 00074
00O
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ooooDe0DD0OO0O0O0O0OO N-OODODDDDDO-4-[6-0000-8(OODDOODOOOO

YOOOO[1l,2-a]0000-3-001000000[23.4mg (55 umoD)]JOOODODOSB0O0
0000000000000 ooDooOoo0oDOov7A[13.2 mg (52n)]JO0 00O O0DODOOOO
00 7B[7.9 mg (31%)]0 O O O

oooooao

0 7A0 *H-NMR (CDCI3)0 & = 0.69 (2H), 0.91 (2H), 1.13 (3H), 1.88 (1H), 2.05 (1H),
2.97 (1H), 3.33-3.51 (2H), 6.69 (1H), 7.38-7.49 (BH), 7.61 (2H), 7.89 (1H), 7.9
5 (2H), 7.99 (2H), 8.56 (1H) ppm.

oooooao

0 7B0 *H-NMR (CDCl3): & = 0.69 (2H), 0.93 (2H), 1.14 (3H), 2.05 (2H), 2.97 (1H),
3.83 (2H), 6-39 (1H), 7.43-7.53 (3H), 7-67 (2H), 7.90 (2H), 7.99 (2H), 8.07 (1H

), 8.69 (1H) ppm.
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4-[8-(0 000 0O0O0O0OO)-6-00000000[,2-aJUO0ODO-3-00]-N-0000O
ocooooooo

ooooao
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NJ\[Q\' N
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—_—

p p
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H

0"
ogooooao
Oo0o0o0o30D0000O0ON-OD0Q0O0D0ODDO-4-[8B-(00O0O0O0ODO)-6e-000000
00[1,2-a]0000-3-00]J0 0000040 mg (2 umoD)]OODOODODOO ODOO-1
-00 000000000 oD40000000000000000D00D00ODOO0O0OO0O0O[25.
6 mg (59%)]0 O O O

oooooao

TH-NMR (CDCl3): & = 0.67 (2H), 0.92 (2H), 0.99 (3H), 1.57 (2H), 1.87 (2H), 2.95
(1H), 3.46 (2H), 6.38 (1H), 7.37-7.51 (3H), 7.65 (2H), 7.77 (1H), 7.89-7.97 (4H)
, 8.29 (1H) ppm.
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oooo9

(RS) 4-[8- (000D DODODODO)Y-6-000O0O0DODOOI[M,2-a]0000-3-007-N-00
Oo000DDOoODO0o00O0O@Doooed)
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Oooood
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000000
000080000 DOO04-[8-(00C00O0C0D0O0)6-00000000I[1,2-a]00
00-3-00]1-N-0000000000000[21.3mg (48 pmol)]JO 0000500000
0000000000000 0000009 [11.8mg (51%)]0 00000000000

9B[6.5 mg (27%)]0 0 O O

Do0o0o00

0 9A0 'H-NMR (CDCl3): & = 0.69 (2H), 0.90 (2H), 0.95 (3H), 1.54 (2H), 1.81 (1H),
1.99 (1H), 2.97 (1H), 3.40 (1H), 3.50 (1H), 6.66 (1H), 7.39-7.49 (3H), 7.63 (2H

). 7.90 (1H), 7.95 (2H), 7.98 (2H), 8.56 (1H) ppm.

DO0o0o0a0

0 98B0 TH-NMR (CDCl3): & = 0.69 (2H), 0.92 (2H), 0.97 (3H), 1.54 (2H), 1.98 (2H),
2.96 (1H), 3.85 (2H), 6.40 (1H), 7.43-7.53 (3H), 7.66 (2H), 7.90 (2H), 7.98 (2H

). 8.07 (1H), 8.69 (1H) ppm.

Do0o0o0a0

000 10
N-OODODOOO0DO-4-{8-[(3,3-0000000)I000O00]-6-00000000I[1,2-

aJ00O00-3-00300000

Doooao

N =N NP
Q)véz —
o N/b NJB

0Doooao
00030000000 N-OODOOO0OO0OO0-4-[8-(0O00D0O0000)-6-000000
00[1,2-a]0000-3-00]000000[40 mg (92 p mol)]JO OO OO OO 2,2-0
000000-1-00000000000040000000000000000000
00000O0[16.0 mg (35%)]0 0 OO
Do0ooao
TH-NMR (CDCl): & = 0.66 (2H), 0.89 (2H), 1.01 (9H), 1.75 (2H), 2.92 (1H), 3.40
(2H), 7.36-7.48 (3H), 7.63 (2H), 6.68 (1H), 7.73 (1H), 7.89-7.96 (4H), 8.28 (1H)
ppm.
Do0o0o0Q0
00011

(RS N-O0O0DODDODOO-4-{8-[(3,3-0000000)I00O0O00]-6-00000000
[1,2-a]0000-3-003} 00000 (0 00011A)

00O
N-OOODOOO0DO-4-{8-[(3,3-0000000)I0000]-6-00000000 [1,2-a]
0000-3-003000000 (0000 118)
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oooDi1000000000ON-OO0D0DDODO0O0-4-{8-[B,3-000D00D00)Y 0000
O]-6-00000000[[,2-aC00D0-3-0031 00000 [12.5mg (27 p mo)]O
OO000sS00000000000000D00000011A[4.9mg Be®W)IO O OO OOO
0 11B[5.5 mg (39%)]0 0 O O

oooooao

11A0 *H-NMR (CDCl3): & = 0.69 (2H), 0.88-0.97 (11H), 1.70 (1H), 1.88 (1H), 2.97
(1H), 3.41 (1H), 3.53 (1H), 6.48 (1H), 7.41-7.51 (3H), 7.67 (2H), 7.93 (1H), 7.9
8 (4H), 8.60 (1H) ppm.

ocooooao

11B0 *H-NMR (CDCl3): & = 0.68 (2H), 0.93 (2H), 0.96 (9H), 1.86 (2H), 2.97 (1H),
3.86 (2H), 6.41 (1H), 7.43-7.53 (3H), 7.67 (2H), 7-90 (2H), 7-99 (2H), 8.07 (1H)
, 8.70 (1H) ppm.

ocooooao

o002

RO N-ODDDODODODO0D-4-{6-0000-8-[(O0O0O0O0O0DODOD-2-00000)000O0
ocojooo00M,2-aJu00O0-3-0cO0¥Y0O00O000

ooooao
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S

000000
0000300000 000N-000O00D0O0-4-[8-(00000000)-6-000000
0O0[1,2-a]0000-3-00]1000000[40 mg (92 umol)]JOJO(RS) 00000 O
00000000-2-0000000000000000040000000000000
00000000000 I[31.6 mg (69%)]0 000
DO0o0o0a0
TH-NMR (CDCl): & = 0.67 (2H), 0.92 (2H), 1.76-2.06 (3H), 2.13 (1H), 2.95 (1H),
3.54 (1H), 3.76-3.87 (2H), 3.98 (1H), 4.35 (1H), 6.42 (1H), 7.36-7.52 (3H), 7.64
(2H), 7.77 (1H), 7.91 (2H), 7.94 (2H), 8.30 (1H) ppm.
Do0o0o0Q0
00013
(RS N-O0DDDDODOO-4-{6-0000-8-[(RS)-(U 0D 0O0OD0OO-2-00000)0
00000]J0000([1,2-al0000-3-003} 00000 (0 00013A)
00O
(RS N-O0ODDODDODOO-4-{6-0000-8-[(CO0O00O0O00O0O0-2-00000)0000
0J00O0O0[1,2-a]0000-3-003000000(0000138)
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000000

00001200000000@S) N-O00D0O0O0O0O0-4-{6-0000-8-[(CO0O00O00ODO 10

00-2-00000)000000]0000[1,2-a]0000-3-003}] 00000 [26.6

mg (57 pmol)]JO0DOD0OS00000000000000000O00 13A[10.9 mg (38%)

J0O0O0O00O0O0013B[10.2 mg (34%)]0 0 O O

Do0o0o00

13A0 TH-NMR(CDCl3) : & = 0.69 (2H), 0.92 (2H), 1.72 (1H), 1.97 (2H), 2.18 (1H),

2.96 (1H), 3.44-4.03 (4H), 4.46+4.58 (1H), 6.61+6.63 (1H), 7.39-7.49 (3H), 7.62+

7.64 (2H), 7.89+7.90 (1H), 7.95 (2H), 7.98 (2H), 8.56 (1H) ppm.

DO0o0o0a0

13B0 *H-NMR (CDCIZ): & = 0.69 (2H), 0.92 (2H), 1.79-1.98 (3H), 2.22 (1H), 2.96 (

1H), 3.61 (2H), 3.79 (1H), 4.44 (1H), 4.56 (1H), 6.48 (1H), 7.40-7.51 (3H), 7.65 20
(2H), 7.91 (2H), 7.98 (2H), 8.03 (1H), 8.67 (1H) ppm.

Do0o0o0a0
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4-[6-000-8-(00000000)I0O00([1,2-a0000-3-00]1-N-0000000

Do0o0o0ao
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0oodo01oooboooo4-[6-000-8(O0O0DODOOODYIODOOIM,2-a]J000
0-3-00]-N-0000000000000[480 mg (1.19 mmol)]0 0000300000
0000000000000 00000000([325 mg (60%)]0 000
ogooooao
1H_NMR (DMSO-d6): 3 = 0.57 (2H), 0.69 (2H), 2.86 (1H), 3.62 (3H), 7.85 (2H), 7.9
9 (2H), 8.34 (1H), 8.56 (1H), 9.06 (1H) ppm.
ogooooad 40
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RS) N-O0ODODODO0O0-4-{8-[S-000-N(000D00D0000D0)I0O00O00O00O]
-0 0000000[1,2-a]0000-3-003} 00000
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00000000 @n)D0000O0300000000(RS)-N-0000000-4-[8-(

000000000)-6-00000000([1,2-al0000-3-00]1000000 [114 mg
Q74 pmoD]00002,2,2-000000000000(@8mg) 00 CO0O0C0O0O0 4

8.5mg)0 000000000 O0DO)-13-00000 (iodane)(145 mg)D 000002

3005000000000000000000QND2.1mg)0 000001500000

000000000000000QI)(12.1mg)0000000002400000000

0000000000000 000000000000000000000000000

0000000000000000000000([22.8mg (16%]0 000

DO0o0o0a0

TH-NMR (CDCl3): & = 0.68 (2H), 0.93 (2H), 2.96 (1H), 3.93 (3H), 6.36 (1H), 7.44-

7.54 (3H), 7.69 (2H), 7.88 (2H), 8.00 (2H), 8.08 (1H), 8.74 (1H) ppm.
Do0o0o0Q

00016

tert-0 00 [2-{3-(4-(000000000000O0)0O00]-6-00000000([2
,2-a]0000-8-003}100000)I00]J00O0000

ooooo
T
o=b=0 ;Tﬁ
NJ\fﬂ

h
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|
O
2 M~

N

D

0”7l
ogooooao
Otert-000 (2-000000000HYOOODODO0DO@34 pLODO20000000O000
Oo00@.5m)00000ooooo@OoOoOoemG5-5mg 0000000 OOS0
0oo0ooooDooDooDooDoo@.5m)D000O03 000000 oON-O0O0DOOgn
0-4-[8-(00000D000)-6-00000000([1,2-a]0000-3-00]000000
[100 mg (231 pmoD)]IO DD DOOO0DO0DOOODDO40000000000O0O0O0O0ODOODODO
0o0oooooooobb oo oooooooooobboobood
0o00ooo0ooDooDooDOoDbDOoo0oo0ooDooDooDobDoooonDaglgs7r.3 mg (71%)]0 0O
00
ogooooao
TH-NMR (CDCl3): & = 0.67 (2H), 0.92 (2H), 1.41 (9H), 2.96 (1H), 3.61 (4H), 5.21
(1H), 6.35 (1H), 7.37-7.52 (3H), 7.65 (2H), 7.79 (1H), 7.90 (2H), 7.94 (2H), 8.3
1 (1H) ppm.
ogooooao
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Do0o0o00
0000300000000 N-O0DO0DO0OD0OO0O0-4-[8-(CO000O000O0)-6-000000
D000([1,2-a]0 000-3-00]000000[50mg (116 pmol)]J0OO0O00O0O00 OO
00-1-0000000000000400000000000000000000000
0 [32 mg (61%)]0 0 O O

DO0o0o0a0

TH-NMR (CDCl): & = 0.67 (2H), 0.86-0.98 (5H), 1.40 (2H), 1.53 (2H), 1.88 (2H),
2.95 (1H), 3.44 (2H), 6.40 (1H), 7.35-7.51 (3H), 7.65 (2H), 7.76 (1H), 7.91 (2H)
, 7.94 (2H), 8.29 (1H) ppm.

Do0o0o0Q0

00018

(RS N-0DDDDODOO-4-[6-(0O0O00O0O00O0O00)-6-00000000I[1,2-a]00
00-3-00]1000000 (0000 18A)

00O
N-OOODOO0DO0-4-[8-(000000000)-6-00000000([1,2-al0000-3-
00]Jo0O0000(0 000 18B)

Doooao

\/\Lj\r kKS=o t53=o
o e o : o
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DoooooQ

0000170 0000000N-0000000-4-[8-(0000000000)-6-000

000O00[1,2-a0000-3-00]1000000[26.8 mg (59 p mol)]0 00 OO 500

0000000000000 000000018A[0.4 mg (1%)]0 00000000000

18B [23 mg (77%)]0 0 O O

oooooo

18A0 TH-NMR (CDCIZ): & = 0.68 (2H), 0.90 (3H), 0.93 (2H), 1.32-1.55 (4H), 1.86 (

1H), 2.04 (1H), 2.97 (1H), 3.41 (1H), 3.50 (1H), 6.32 (1H), 7.42-7.52 (3H), 7.70
(2H), 7.95 (1H), 7.98 (2H), 8.01 (2H), 8.61 (1H) ppm.

oooooo

18B0 *H-NMR (CDCIZ): & = 0.69 (2H), 0.90 (3H), 0.92 (2H), 1.29-1.55 (4H), 2.00 (

2H), 2.96 (1H), 3.84 (2H), 6.47 (1H), 7.41-7.52 (3H), 7.64 (2H), 7.88 (2H), 7.99
(2H), 8.05 (1H), 8.68 (1H) ppm.
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O-3-00]1000000
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Oo0o0o0o3000000O0ON-OD0Q00D0ODD-4-[8B-(O00O0O0O0ODO)-6e-000000
OO0[,2-a]0000-3-00J0000D0O0O([BOmM (116 pmoDHIODODDOOOOO OO0
0-2-00000000000040000000000D000000D0DOO0O0ODDOO [3
2 mg (64%)]0 O OO
oooooao
TH-NMR (CDCl3): & = 0.67 (2H), 0.92 (2H), 1.58 (6H), 2.95 (1H), 4.38 (1H), 6.40
(1H), 7.36-7.51 (3H), 7.65 (2H), 7.76 (1H), 7.91 (2H), 7.94 (2H), 8.-29 (1H) ppm.
ocooooao
00o-20 20

(RS N-O0DDOODDODOO-4-[8-(0O0D00D0O00O0O00O00)6-00000000I[1,2-4a]
0000-3-00]000000 (0000 20A)

ooo
N-OOODO0ODO0-4-[8-(000000000000)-6-000000007([1,2-a]000
0-3-00]000000 (0000 208)
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30
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oooDi1900000000ON-OO0DODDODOO0-4-[B-(OO0O0DODODDOOOO0OO)-6-0
000000 0d[[1,2-a]0000-3-00J000000[29.7 mg (69 umoD)]JOODODOOS
0000000000000 0o0D00oDO00oO0oDOO20A[1-6mg BW]JOOODOODDODOOO
000 20B[23.8 mg (71%)]0 00O O

ocooooao

TH-NMR (CDCl3) of 20A: & = 0.69 (2H), 0.94 (2H), 1.31 (3H), 1.51 (3H), 2.97 (1H)
, 3.93 (1H), 6.38 (1H), 7-41 -7.52 (3H), 7.69 (2H), 7.94 (1H), 7.98 (2H), 8.00 ( 40
2H), 8.60 (1H) ppm.

oooooao

TH-NMR (CDCl3) of 20B: & = 0.69 (2H), 0.92 (2H), 1.52 (6H), 2.96 (1H), 4.44 (1H)
, 6.47 (1H), 7.40-7.51 (3H), 7.64 (2H), 7.90 (2H), 7.99 (2H), 8.03 (1H), 8.68 (1
H) ppm.
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0o0o0D0D-1-00000000000D0D400000000000000DO0OO0O0O0OO0
O0D0[38 mg (74%)]0 00 O
ooooao
TH-NMR (CDCl3): & = 0.67 (2H), 0.91 (2H), 1.13 (6H), 2.15 (1H), 2.95 (1H), 3,36
(2H), 6.45 (1H), 7.36-7.51 (3H), 7.64 (2H), 7.76 (1H), 7.91 (2H), 7.94 (2H), 8.2
8 (1H) ppm.
ocooooao
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0000000000000 0DooDOooooz22A[2.8mg ()OO ODODOOODOOO
0 22B[26.1 mg (66%)]0 O O O

ooooao

22A0 *H-NMR (CDClI3): & = 0.69 (2H), 0.94 (2H), 1.14 (3H), 1.32 (3H), 2.50 (1H),
2.97 (1H), 3.26-3.34 (2H), 6.42 (1H), 7.41-7.51 (BH), 7.67 (2H), 7-94 (1H), 7.96
-8.01 (4H), 8.59 (1H) ppm.

ocooooao

22B0 *H-NMR (CDCI3): & = 0.69 (2H), 0.92 (2H), 1.18 (6H), 2.54 (1H), 2.96 (1H),
3.75 (2H), 6.51 (1H), 7.39-7.51 (3H), 7.63 (2H), 7.88 (2H), 7.98 (2H), 8.03 (1H)
, 8.66 (1H) ppm.
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O0[1,2-a]0000-3-00]1000000 [50mg (116 pmo)]O0 OO OOODO 3-00

0000-1-00000000000040000000000000000000000O0

000 [36 mg (68%)]0 0 00O

Ooooooao

1H-NMR (CDCl3):3 = 0.67 (2H), 0.92 (2H), 1.00 (6H), 1.72-1.93 (3H), 2.95 (1H), 3
.45 (2H), 6.41 (1H), 7.36-7.50 (3H), 7.65 (2H), 7.76 (1H), 7.88-7.98 (4H), 8.29

(1H) ppm.
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(RS N-O0D0DO0O0OD0-4-{8-[(B-0 0000000000 ]-6-00000000[1,2
-0 000-3-003 00000 (@ 00024A)
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00-3-003 00000 (@ 00024B)
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00002300000000N-0000000-4-{8-[(3-000000)0000007]-6
-00000000([1,2-a]0000-3-0030 00000 [30.4 mg (67 p mol)]0 00O
050 0000000000000 00000000024A[5.0mg (15%)]0 000000
00000O024B[22.9 mg (67%)]0 0 0O

Do0o00o0a0

24A0 *H-NMR (CDCIZ) : & = 0.69 (2H), 0.89-1.00 (8H), 1.66-1.83 (2H), 1.92 (1H),
2.97 (1H), 3.41 (1H), 3.53 (1H), 6.48 (1H), 7.39-7.51 (3H), 7.66 (2H), 7.92 (1H)
, 7.98 (4H), 8.59 (1H) ppm.

Do0o0o0Q0

24B0 *H-NMR (CDClZ): & = 0.69 (2H), 0.93 (2H), 0.96 (6H), 1.78 (1H), 1.87 (2H),
2.96 (1H), 3.85 (2H), 6.45 (1H), 7.41-7.52 (3H), 7.65 (2H), 7.89 (2H), 7.99 (2H)
, 8.06 (1H), 8.69 (1H) ppm.
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0000000000000 O00O0OO00O0D040000000000000000000
0000019 mg (35%)]0 0 0O

Do0ooao

TH-NMR (CDCl3): & = 0.67 (2H), 0.93 (2H), 2.96 (1H), 4.27 (2H), 6.33 (1H), 7.39-
7.53 (3H), 7.67 (2H), 7.84 (1H), 7.87 (2H), 7.95 (2H), 8.35 (1H) ppm.
DO0o0o0a0
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IOOOODOS50000000000000000000000026A[5.4 mg (29%)]0 O
0000000000 26B[4.3 mg (22%)]0 000

Do0o0o0a0

26A0 *H-NMR (CDClz): & = 0.64 (2H), 0.87 (2H), 2.90 (1H), 4.07 (1H), 4.51 (1H),
7.06 (1H), 7.38-7.50 (3H), 7.66 (2H), 7.90-8.01 (5H), 8.65 (1H) ppm.
DO0o0o0a0

26B0 H-NMR (CDCl3): & = 0.68 (2H), 0.94 (2H), 2.97 (1H), 4.88 (2H), 6.35 (1H),
7.43-7.54 (3H), 7.69 (2H), 7.90 (2H), 8.00 (2H), 8.10 (1H), 8.73 (1H) ppm.
Do0o0o0Q

00027
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Oo000D0D0OD000000oooo400000000000000DDOO0OO0OOO0O
O0[34 mg (63%)]0 0 OO
oooooao
TH-NMR (CDCl3): & = 0.67 (2H), 0.91 (2H), 2.95 (1H), 4.75 (2H), 6.28 (1H), 6.33
(1H), 6.44 (1H), 7.35 (AH), 7.37-7.51 (3H), 7.63 (2H), 7.76 (1H), 7.94 (4H), 8.3
1 (1H) ppm.
oooooao
00028

(RO N-ODODODODOO-4-{8-[(2-00000O0)0OOOO]-6-000000DOO[1,2
a0 000-3-00yY 00000 (@0O0Oao?28a
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5000000000000 00000000DOQODO28A[5-1mg (W] OCOOODDOO
0000 28B[18.8 mg (B8%)]0 O O O

oooooo

28A0 *H-NMR (CDCl3): & = 0.68 (2H), 0.93 (2H), 2.96 (1H), 4.72 (1H), 4.90 (1H),

6.30 (1H), 6.40 (1H), 6.43 (1H), 7.38-7.51 (4H), 7.69 (2H), 7.89-8.04 (5H), 8.60
(1H) ppm.

oooooao

28B0 *H-NMR (CDClI3):8 = 0.69 (2H), 0.93 (2H), 2.96 (1H), 5.27 (2H), 6.31 (1H), 6
.43 (1H), 6.45 (1H), 7.34 (1H), 7.40-7.51 (BH), 7.66 (2H), 7.90 (2H), 7.99 (2H),
8.07 (1H), 8.69 (1H) ppm.
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0000200 00000006-000-3-[4-(2-0000000-1H-0000 00 -5-0
0)DODOO]-8-(CO00O00O00O00)IO000[1,2-a]0000[80 mg (188 p mol)]O
0000200000000 0000000000C00C000O000O0I[40,0 mg (50%)]10 O O

g
uboogood

1H-NMR (DMSO-d6): & = 0.91-0.99 (4H), 2.02 (1H), 2.71 (3H), 3.91 (1H), 7.39 (1H)
, 7.46 (2H), 7.62 (1H), 7.76 (2H), 7.88 (2H), 7.89 (1H), 8.08 (2H), 8.60 (1H) pp

m.
oooooao
g00Od29a
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000O00O0000000000000I([575 mg (50%)]00 00

gpboooog
0onoaso

3-[4-(2-0000000-1H-000000-5-00)0000]1-8-(000000000)-6
-(4-0000000)I0O00[1,2-a0 000

gboooad
| |

S S

W e
Br)\/N % \/@/R/N ¢
» W

7 NH 7 TNH

goboooog

0000200 00000006-000-3-[4-(2-0000000-1H-0000 00 -5-0
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0 (4-0000000) 0000000000200 0000000000000000
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00o0o0o0o0ogdfQ7Za mg B w)JOo O OO

oooooao

TH-NMR (CDCl3): & = 0.97-1.10 (4H), 2.02 (1H), 2.80 (3H), 5.30 (1H), 5.81 (1H),
6.76 (1H), 7.28 (1H), 7.49 (2H), 7.57 (2H), 7.74 (1H), 7.85-7.97 (4H), 8.35 (1H)
, 9.46 (1H) ppm.

oooooao
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00000-4-00000000000002000000000000000000000
00000 [49.3 mg (62%)]0 00 O
000000

=

H-NMR (CDClg): & = 0.99-1.09 (4H), 2.02 (1H), 2,81 (3H), 7.29 (1H), 7.56 (2H),
7.78 (1H), 7.87 (2H), 7.92 (2H), 8.47 (1H), 8.70 (2H) ppm.
ogooooao
0oodoa32
3-{3-[4-(2-0000000-H-000000-5-00)J00071-8-(UO00000000
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JOO0O0O0[80mg (18 pmol)] 00000000 D0(32p L)DO0O0-2-00-1-000
(131 mg)0 0000000 @OD0O00DON0NDONO0) 0000 GAngIOIOO0DO0O
0D0000s80D20000000000000000000000000000000
0000000000000 0000O000O00O0O000O000O000O00000000
000000000000000000000000000000[51.8mg (28%)]0 O
00

000000

TH-NMR (CDCl): & = 0.98 (4H), 2.00 (1H), 2.65 (3H), 4.44 (2H), 7.17 (1H), 7.43
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(2H), 7.67 (1H), 7.74 (2H), 8.10 (1H) ppm.
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0000000000 bOO00oo0bOO00O0bODO040000000D0000DO0O0O0DOO0O0
00000 [29.5 mg (54%)]0 0 O O
OoooooOoao

TH-NMR (CDCl): & = 0.67 (2H), 0.92 (2H), 1.81 (3H), 2.95 (1H), 3.64 (2H), 3.74
(2H), 6.38 (1H), 6.46 (1H), 7.39-7.54 (3H), 7.65 (2H), 7.80 (1H), 7.88 (2H), 7.9
4 (2H), 8.32 (1H) ppm.
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Yo oo
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-lH-000000-5-00)0000]1-8-(000000000)-6-(4-0000000)0
000[1,2-a]0 000 [100 mg (0.22 mmoN)]0 0000000000 C0O0C0O0O1.0 MO
00-0000000000000(.89m)000000000000200230000
0003000000000 0000000000@O05%)(.68m)00000000
500000000(.17m)@0 003000000000 0000200000000
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0 34A[10.2 mg ()]0 D 00O OCOODDO34B[1.8mg (1.6)JOODODOOOO0OOO0O
0 34C[1.5 mg (1-4%)]0 0 00O

oooooao

34A0 *H-NMR (CDCl3): & = 0.91-0.98 (4H), 1.97 (1H), 2.71 (3H), 2.83 (2H), 3.77 (

2H), 7.15 (1H), 7.24 (2H), 7.48 (2H), 7.61 (1H), 7.76 (2H), 7.80 (2H), 8.24 (1H)
ppm.

ocooooao

34B0 0 O 34CO *H-NMR (CDCl3): & = 0.96-1.02 (4H), 1.48 (3H), 2.00 (1H), 2.76 (3H

). 4.90 (1H), 7.20 (1H), 7.43 (2H), 7.53 (2H), 7.68 (1H), 7.81 (2H), 7.90 (2H),

8.31 (1H) ppm.
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O00[1,2-a]0000-3-00]000000[50 mg (116 p mol)]J004-0 0000000
0-1-000000000001600000000000000000000000([24m
g (45%)]10 0 00

000000

TH-NMR (CDCl3): & = 0.67 (2H), 0.92 (2H), 1.68 (1H), 1.82 (2H), 1.98 (2H), 2.95
(1H), 3.49 (2H), 3.73 (2H), 6.41 (1H), 7.36-7.50 (3H), 7.64 (2H), 7.76 (1H), 7.9
0 (2H), 7.93 (2H), 8.28 (1H) ppm.
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O00O0S000000000000000000([17-2 mg (68%)]0 0 0 O

Dooooo

TH-NMR (CDClg): & = 0.69 (2H), 0.91 (2H), 1.77 (2H), 1.96 (1H), 2.08 (2H), 2.95
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(1H), 3.70 (2H), 3.88 (2H), 6.64 (1H), 7.34-7.47 (3H), 7.61 (2H), 7.84 (2H), 7.9
2-8.01 (3H), 8.64 (1H) ppm.
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0)IOO]0O0O00O0O0[M5 mg (28 pu mol)]0 000000000000 (34 plL
000000000230 045000000000000000000000000
000000000000 000[10.7 mg (79%)]0 00 O
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1H-NMR (CD30D): & = 0.66 (2H), 0.83 (2H), 2.88 (1H), 3.30 (2H), 3.65 (2H), 7.39
(1H), 7.46 (2H), 7.80 (2H), 7.86 (1H), 7.98 (2H), 8.01 (2H), 8.54 (1H) ppm.
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38A0 H-NMR (CDCl3): & = 0.68 (2H), 0.93 (2H), 1.33 (9H), 2.96 (1H), 3.66-3.83 (
4H), 5.32 (1H), 6.43 (1H), 7.40-7.52 (3H), 7.67 (2H), 7.89-8.02 (5H), 8.59 (1H)

10

20

30

40



ppm.
oooooao

38B0 *H-NMR (CDCIy):
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5 = 0.68 (2H), 0.93 (2H), 1.36 (9H), 2.96 (1H), 3.81 (2H),

4.07 (2H), 5.35 (1H), 6.38 (1H), 7.43-7.53 (BH), 7.67 (2H), 7.90 (2H), 7.-99 (2H)
, 8.08 (1H), 8.70 (1H) ppm.
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EhiE Mps1 2 i 447] Mps1
1C50 [nM] IC50 [nM]
1 607.0 19 22.3
2 25.7 20B 13.9
3A 6.0 71 13.2
3B 8.9 22A 12.7 10
4 222 228 6.4
5A 27.7 23 25.2
5B 77 24A 14.5
6 11.0 74B 6.5
7A 20.0 25 26.3
7B 101 26A 6.2
8 26.3 268 8.1 20
oA 10.3 27 40.8
9B 14.0 28A 16.9
10 85.1 78B 7.1
11A 23.0 29 544.0
11B 43 30 3100.0
12 8.0 31 125.0
13A NT 32 151.0
138 7.8 33 19.9 30
14 NT 34A 48.7
15 52 34B 58.2
16 67.6 34C 95
17 70.8 35 3.7
188 75 36 5.1
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