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000000000000 000O00000O0000 AOEt 000000000000
000000 359mg0 00 94%0 0000

0000 1-50 24-00@-0000-1-00000)000000000 (KT-414) 0O

O 30
(00D01-5-1) 1-[2-0000000-5-(4-0000-1-00000)0000]-4-000
0Do0O0o00oOo0o0oon

00000000000 1-1-1 00000000000 (00 32%)0

(0001-5-2) 24-00@-0000-1-00000)0000000000000
00000000000 1-1-200000000000(00 94%)0

0000 1-60 24-00(@-000000000-1-00)000000000(KT-415)0

00

(00D01-6-1) 1-[2-0000000-5-(4-000000000-1-00)0000]-4-0
00000000000

00000000000 1-1-1 00000000000 (00 32%0 40
(00D01-6-2) 24-00@-000000000-1-00)000000000000
00000000000 1-1-200000000000(00 53%0

0000 1-70 24-00@-0000-1-00000)000000000(KT-416)00 0
(000 1-7-1) 4-0000-1-[2-0000000-5-4-0000-1-00000)000
0joo0o0o0ooon

00000000000 1-1-1 00000000000 (00 40%)0

(0001-7-2) 24-00(4-0000-1-00000)000000000000
00000000000 1-1-200000000000(@00 92%)0

0000 1-80 2-(7-000000([2.21]0000-7-00)4-(1-00000)0000
00000 (KT-426)0 00 50
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(00D01-8-1) 1-(4-0000000-3-0000000)00000000
04-0000000-3-00000008.0g00000 120 ml01,5-00000000 5
84 mLO OO DIPEA 15.0nL,0 001000 OOOO0 24 000000000000 O00O
ODOOOIPE6O nLO 100009 mMOODOODDCOO01 0000000000000 000
00000000000 020% KCOaq.0 O pH 8.50 DACOEtD THFO OO0 0D OO0 OO
0000000000000 O0OMgS00 0000000000000 00000o0ooan
DO000O0O0O0(MO0O-ACOEt 0)0D0OODDOO0OOO0OD0O 833 g0O0 84%0 0
000

(00D01-8-2) 7-[2-0000000-5-(1-00000)0000]-7-000000([2.2.1
J00o0o0OooxO

000000000 001-(4-0000000-3-0000000)000001.0g01,4-
00000150 mlO07-000000([22.1]00000000.58 gd t-BuONa 0.75g0 rac
-BINAP 288 mgO O Pdi(dba):212 mg0 0000 O00OD0DO0O0O0O0O0O0O0O0O01500000
0008000007000 0000000000000AcOEt0O00D20 nl0 0000

gbobodobobobdoboobooobobobobobobobobOobUOoDbOoDbOobOMg

so0 0000000000000 00000000000000D0O000O00O00-AcOEt
000000000000 0000000 490 mgDOO047%00000
(0001-8-3) 2-(7-000000([221]0000-7-00)-4-(1-00000)0000
0DO0o0oooooo

00000000000 1-4200000000000(00 97%)0

0000 1-90 4-(7-000000[2.21]0000-7-00)-2-(1-00000)0000
00000 (KT-427)00 0

(0001-9-1) 1-(2-0000000-5-0000000)000000000
00000000000 1-8-1 00000000000 (00 55%)0

(0001-9-2) 7-[4-0000000-3-(1-00000)0000]-7-0000007([2.2.1
jooooooao

00000000000 1-8-200000000000(00 39%)0

(0001-9-3) 4-(7-000000([221]0000-7-00)-2(1-00000)0000
0Do0o0oooooo

00000000000 14200000000000(@00 95%)0

0000 1-100 2-000-46-00(1-00000)000000000 (KT-419) 000
(000 1-10-1) 1,5-0000-2«(00000000)3-00000000000
024-0000-6-0000000010.0 g CHCl: 200 mLO DIPEA 13.1 mLO OO O O
000000000000 0000003.38nlOCHC: 100 nL 0000000000

ooooooobooooboouoooDoooD 2000000 1IOWOO00DOOO0ODODODPH

600 00CHCLOODODOOODOOMSO, 000000000000 000000000
OO00O0O0(CHCL-000O00) 000000000000 1057 g0 0091%0 0000
(00D01-10-2) 1-[2<(00000000)3-000-5-(1-00000)0000]000
ooooao
0000000000015-0000-2(00000000)-3-00000002.0g01
4-0000040.0nl0000001.91 mLO t-BuONa 1.55g0 rac-BINAP 643 mgO O Pdy(
dba)473 mg0 0000000000000 O00O001500000000800000070
000000000000 0000 AOEt00O0D060 OO OO0 DOOD0OO0O0O0OO
000000000000 000000000000000000MgS0.0000000
0000000000000 0000000O00000000-ACOEt 00000000
00000000000 080 g00039%0 0000

(0001-10-3) 2-000-46-00(1-00000)000000000000
01-[2«(00000000)-3-000-5-(1-00000)0000]100000 480 mg O
iPA 48 mL OOO0OO4M-HCI/DOX 3.8 mL 0O00OOODOO0OO0 400000000A
cOEt 10 mL 0000 30 00000000000000000000000000O00
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0 495 mgD 0O 95%0 0000

0000 1-110 24-00(@-00000)6-(00000-1-00000)0000000
00 (KT-424)00 O

(0001-11-1) 1-[[35-0000-2(00000000)0000]000]000000
00

035 0000-2«(00000000)000000004.0 gdCHCL 800 mL OO0
0000000113 n000000000500000000000000 NaBH(OAc):
3660 0000000000140 0000000000 sat. NaHCO: ag. 00O 00O
0OOMgSO.0 000000000000 00D0O00000000O000OOO0 (CHCL-ACOE
t0)00000000000000004.29¢00092%00000 10
(0001-11-2) 1-[2(00000000)5-(1-00000)3-(00000-1-0000
0)0oOoO0O0]00000o0oo

00000000000 1102 0000000000000 59%)0

(0001-11-3) 24-00(1-00000)-6(00000-1-00000)00000000
0oooo

00000000000 1-10-300000000000(00 42%0

oooooo
00000 1-120 2«(0000000)46-00(1-00000)000000000 (KT
-425)0 0 O

(000 1-12-1) 15-0000-2(00000000)-3(0000000)00000 20
00

0[35-0000-2«(00000000)0000]00000 259 0 THF 25.0 nL 00O
0D00O00O0O0D060% NaH 046 00D DOD0OOCOOOD 05000000000002
000000000 0000000.72nlOTHE 25 mlO0ODO0100200000000000
00001500000000000000000EO0O0O0O0D0O00O000O00O00O
D000000OMSO0 0000000000000 0O00000O000000@OOn
-AcOEt 0)IDDO0OODD0DO00O00DO 242¢00093%00000

(0001-12-2) 1-[2«(00000000)3-(0000000)5-(1-00000)000
0D]jooo0oo0ooon

00000000000 1102 00000000000(@O0 40%)0 30
(00D01-12-3) 2<(0000000)46-00(1-00000)000000000000
00000000000 1-10-3 0000000000000 91%)0

0000 1-130 24-00(@-000-1-00000)00000 0000 (KT-431)000
(00D01-13-1) 1-[2-0000000-5-(4-000-1-00000)0000]1-4-0000
0o0ooooo

00000000000 1-1-1 00000000000(@ 0 39%)0

(0001-13-2) 24-00(4-000-1-00000)00000 0000000
00000000000 14200000000000(00 91%)0

0000 1-140 24-00@35-0000-1-00000)00000 0000 (KT-434)0

00 40
(0001-14-1) 1-[2-0000000-5-(3,5-0000-1-00000)0000]-3,5-0
00000000000

00000000000 1-1-1 00000000000(@ 0 28%)0

(0001-14-2) 24-00(3,5-0000-1-00000)00000 0000000
00000000000 14200000000000(00 88%)0

0000 1-150 4(0000-1-00)-2-(1-00000)00000 0000 (KT-432)

0oao

(00D01-15-1) 1-[4-0000000-3-(1-00000)0000]0000000
00000000O0001-(2-0000000-5-0000000)00000 1.0 gO1,4
-0000015.0 mLO OO0 00.486 mLO t-BuONa 444 mgO rac-BINAP 288 mgO O Pd:(db 50
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2212 g0 0000000000000 O0O00O015000000008000000 700
000000000000 000 ER0000O00000O00000000000000
000000000000 0O00000000000O0MgS0.000000000000
0000000000000 O0000000O000-AOEt 0000000000000
000000 261 mg0O025%00000

(000 1-15-2) 0O O

4(0000-1-00)-2-(1-00000)00000 0000

00000000000 1-4200000000000(00 94%)0

0000 1-160 2-(1-00000)-4-(00000-1-00)00000 0000 (KT-435
)yo oo

(0001-16-1) 1-(2-0000000-5-00000-1-000000)00000000
00000000000 1-15-1 00000000000(@ 0 70%)0

(00D01-16-2) 2-(1-00000)4(00000-1-00)00000 0000000
00000000000 14200000000000(00 95%)0

0000 1-170 4-(4-000000000-1-00)-2-(1-00000)00000 00
0 0 (KT-429)0 O O

(00D01-17-1) 1-[4-0000000-3-(1-00000)00001-4-00000000
0000

00000000000 1-15-1 00000000000(@ 0 86%)0

(00D01-17-2) 4-(4-000000000-1-00)-2-(1-00000)00000 000
0000

00000000000 1-4200000000000(@0 79%)0

0000 1-180 2(0000-1-00)-4(00000-1-00)00000 0000 (KT-
439)0 0 O

(00D01-18-1) 1-(4-0000000-3-0000000)00000000
04-0000000-3-00000008.0g00000 120mL01,4-0000000 5.1
mLO OO DIPEA 15.0 nLO0 O 01000 OOO0O 25 0000000000000000
OO0O0OMgSO0 0000000000000 O0O0OODONDO0OONODONO0NONOOoO@OoOn
SCHCIL 0)0ODDO0D0O0O0OO00O000 768 g000 80%00000

(0001-18-2) 1-(2-0000000-5-00000-1-000000)00000000
000000000001-(4-0000000-3-0000000)00000 1.0 gO1,4
-0000015.0 mLO OO0 O00.507 mLO t-BuONa 463 mgO rac-BINAP 300 mgO O Pd:(db
a)221 g0 0000000000000 0O00O015000000008000000 700
0000000000 00000 EL0000O00000O0000000O0000000
000000000000 0O00000000000OMgS0.000000000000
000000000000 00000000O000-AOEt 0000000000000
O00O0OO0O0OOO0OOOCHC-ACOEt 0000000000000 0000O00 270 mgO
ODO26%00000

(0001-18-3) 2<(0000-1-00)4(00000-1-00)00000 000000

O

00000000000 14200000000000(00 93%)0

0000 1-190 2-00000-4-(00000-1-00)0 0000 0000 (KT-445)0
00

(0001-19-1) 4-(2-0000000-5-00000-1-00-0000)000000000
00000000000 1-18-2 0000000000000 48%)0

(0001-19-2) 2-00000-4(00000-1-00)00000 0000000
00000000000 1-4200000000000(00 85%)0

0000 1-200 2-(44-0000-1-00000)4(00000-1-00)00000 O
000 (KT-450)0 O O

(0001-20-1) 1-(2-0000000-5-00000-1-00-0000)-44-00000
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0o0oo0oooo
00000000000 1-8-200000000000(00 29%)0
(0001-20-2) 2-(44-0000-1-00000)4(00000-1-00)00000 O
oooooo

00000000000 1-4200000000000(@0 75%)0

0000 1-210 2-(3,5-0000-1-00000)4(00000-1-00)00000 O
000 (KT-453)0 0 O

(0001-21-1) 1-(2-0000000-5-00000-1-000000)-35-000000
oooooo

00000000000 1-18-2 00000000000 (@O 33%)0
(0001-21-2) 2-(35-0000-1-00000)4-(00000-1-00)00000 O
oooooo

00000000000 14200000000000(00 84%)0

0000 1-220 2(7-000000([2.21]0000-7-00)4(00000-1-00)0
0000 0000 (KT-466)0 0 0

(0001-22-1) 7-(2-0000000-5-00000-1-000000)-7-0000007(2
210000000

00000000000 1-8-200000000000(00 16%)0
(0001-22-2) 2-(7-000000([2210000-7-00)-4-(00000-1-00)0
0000 0000000

00000000000 14200000000000(00 93%)0

0000 1-230 2-(4-0000-1-00000)4(00000-1-00)00000 00
00 (KT-471)0 0 O

(00D01-23-1) 1-[2-0000000-(5-00000-1-00)00001-4-000000
oooooao

00000000000 1-18-2 0000000000000 54%)0
(0001-23-2) 2-(4-0000-1-00000)4(00000-1-00)00000 OO
ooooo

00000000000 1-4200000000000(00 90%)0

0000 1-240 2-(4-0000-1-00000)4(00000-1-00)00000 OO
0 O (KT-472)0 0 O

(0001-24-1) 4-0000-1-[2-0000000-(5-00000-1-00)0000100
Dooooo

00000000000 1-18-2 0000000000000 49%)0
(0001-24-2) 2-(4-0000-1-00000)4(00000-1-00)00000 OO
ooooao

00000000000 1-4200000000000(00 94%)0

0000 1-250 2-[4-(4-000000000)1-0000014-(00000-1-00)
00000 0000 (KT-470)0 00

(0001-25-1) 4-(2-0000000-5-00000-1-000000)-1-4-00000
000O0) 00000000

00000000000 1-8-200000000000(00 80%)0
(0001-25-2) 2-[4-(4-000000000)1-000001-4(00000-1-00)0
0000 0000000

00000000000 14200000000000(00 74%)0

D000 1-260 2-(4-00000000000-1-00)4(00000-1-00)000
00 0000O0(KT-442)0 0 0

(00D01-26-1) 1-[2-0000000-5(00000-1-00)00001-4-000000
Dooooooo

00000000000 1-18-2 0000000000000 39%)0
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(0001-26-2) 2-(4-00000000000-1-00)4(00000-1-00)0000

0 000oO0O0oo

00000000000 1-4200000000000(00O 78%)0

0000 1-270 2-(4tet-00000000-1-00)4(00000-1-00)0000

0 0000 (KT-451)0 00

(0001-27-1) 1-(2-0000000-5-00000-1-000000)-4-tert-00 00
0o0o0oooO0Q

00000000000 1-18-2 00000000000 (00O 50%)0

(0 001-27-2) 2-(4-tert-0 0000000-1-00)4-(00000-1-00)0000

0 Joo0oOooo 10
00000000000 1-4200000000000(00 93%)0

0000 1-280 2-(4-000000000-1-00)4-(00000-1-00)000000
0000 (KT-440)0 0 O

(0001-28-1) 1-[2-0000000-5(00000-1-00)0000]4-000000
0ooooao

00000000000 1-18-2 00000000000 (00 68%)0

(0001-28-2) 2-(4-000000000-1-00)4(00000-1-00)00000
0o0o0oooo0Q

00000000000 142 0000000000000 92%)0

0000 1-290 2-(4-0000-14-00000-1-00)4(00000-1-00)000 20
00 0000 (KT-448)0 00

(0001-29-1) 1-(2-0000000-5-00000-1-00-0000)-4-0000-1,4-
Oooooooo

00000000000 1182 0000000000000 26%0

(0001-29-2) 2-(4-0000-1,4-00000-1-00)4-(00000-1-00)000

00 0000000

00000000000 14200000000000(00 81%)0

0000 1-300 2-(4-000000000-1-00)4(00000-1-00)000000
0000 (KT-467)0 0 O

(0001-30-1) 4-(2-0000000-5-00000-1-000000)-1-tert-00 00 30
0D0O0o00O0OoOoOooon
00000000D001-(4-0000000-3-0000000)000005.0g01,4-0
0000100.0 nLO1-(tert-0 0000000 0)00 000 4.2 g0 t-BuONa 2.31 g0 ra

c-BINAP 937 mgO O Pdi(dba)689 mgD 0 000 O0O0O0O0OD0O0D0O0OO0O0150000
000080 O00OD0D0 700 0000000000000 00EOODOODONODOOOD
00000000000 00000000000000000000000000O0Mgso.
0000000000000 O000000000000000000000O00-AcOEt O
0000000000000 O0000000000000000000000000 4.0
7900062400000

(0001-30-2) 1-(2-0000000-5-00000-1-000000)00000000 40
04-(2-0000000-5-00000-1-000000)-1-tert-00000000000

00 40g OTHF 20 nlOOOO0DODO 12 nlO0O 0 OO O O O O 4M-HCI/DOX 22.9 mLO
000000000000 2000000000EL0 40 mLOPE 60 nLO OO0 O 10
0000000000000 00000 30ml OODOO2N-NaOHO O pH 10 OO OO
CHCLO OO ODODOODODOOODOO MgSO.0ODOODOODOOODOOOODOOOOD

3.04 g0 0D09%0 0000

0o0ooao

(000 1-30-3) 1-0000-4-(2-0000000-5-00000-1-000000)00
0ooooo

00001-(2-0000000-5-00000-1-000000)00000 400 mgd CHCI 50

O
O
O
O
U
O
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., 6.0 MLODIPEA 248 p LOODOOODODOOOOO101 plOODOOOOOOOO0O 30
0000000000 sat. NaHCO: ag. 000 O0O0O0O0OMgSO0 0000000000
000000000000 0000000 (00D AcOEt) 000D DODO0ODO0OOO0O
000 303mg0O0067%0 0000

(0001-30-4) 2-(4-000000000-1-00)4(00000-1-00)00000
0O0oo0ooQ0

00000000000 14200000000000(@00 87%0

D000 1-310 2-(4-0000000000-1-00)4(00000-1-00)0000

0 0000 (KT-468)0 00

(00D01-31-1) 1-00000-4-(2-0000000-5-00000-1-000000)00 10
oooooao

00000000000 1-30-300000000000(@0 82%)0

(0001-31-2) 2-(4-0000000000-1-00)4(00000-1-00)00000
0o0ooooo

00000000000 1-4200000000000(00 87%0

0000 1-320 2-[4-(4-000000000)00000-1-001-4-(00000-1-0
0)0O00O00 0000 (KT-469)0 0 O

(0001-32-1) 4-(2-0000000-5-00000-1-000000)-1-4-00000
0000) 0000000

00000000000 1-30-3 0000000000000 50%)0 20
(0001-32-2) 2-[4-(4-000000000)00000-1-001-4(00000-1-0

0) 00000 0000000

00000000000 14200000000000(@00 92%)0

0000 1-330 2-(4-000-1-00000)4-(1-00000)00000 0000 (KT
-436)0 O O

(0001-33-1) 1-[2-0000000-5-(1-00000)00001-4-00000000

00O

00000000000 1-18-2 0000000000 0(@O 59%)0

(0001-33-2) 2-(4-000-1-00000)4-(1-00000)00000 000000

O 30
00000000000 14200000000000(@00 93%)0

0000 1-340 2-(44-0000-1-00000)4-(1-00000)00000 000

0 (KT-449)0 O O

(00D01-34-1) 1-[2-0000000-5-(1-00000)00001-44-0000000
ooooo

00000000000 1-8-200000000000(00 36%)0

(0001-34-2) 2-(44-0000-1-00000)4-(1-00000)00000 0000

0Doo

00000000000 1-4200000000000(00 63%)0

0000 1-350 2-(3,5-0000-1-00000)4-(1-00000)00000 000 40
0 (KT-454)0 O O

(0001-35-1) 1-[2-0000000-5-(1-00000)00001-35-0000000
ooooao

00000000000 1182 00000000000 (@O 35%)0

(00D01-35-2) 2-(35-0000-1-00000)-4-(1-00000)00000 0000

0oo

00000000000 1-4200000000000(@0 77%0

0000 1-360 2-(4-0000-1-00000)-4-(1-00000)00000 0000(
KT-446)0 O O

(0001-36-1) 1-[2-0000000-5-(1-00000)00001-4-00000000 50
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0ooo
00000000000 1-18-2 0000000000000 71%0
(0001-36-2) 2-(4-0000-1-00000)4-(1-00000)00000 00000
00O

00000000000 142 0000000000000 91%)0

0000 1-370 2-(4-0000-1-00000)4-(1-00000)00000 0O000(
KT-437)0 0 O

(0001-37-1) 1-[2-0000000-5-(1-00000)00001-4-00000000
0ooo

00000000000 1182 0000000000000 68%)0
(0001-37-2) 2-(4-0000-1-00000)4-(1-00000)00000 00000
00

00000000000 14200000000000(00 88%)0

0000 1-380 2-(4-0000-1-00000)4-(1-00000)00000 0O000(
KT-438)0 O O

(0001-38-1) 4-0000-1-[2-0000000-5-(1-00000)0000]0000
0o0oo

00000000000 1-18-2 00000000000 (00O 69%)0
(0001-38-2) 2-(4-0000-1-00000)4-(1-00000)00000 0O00DOO
00

00000000000 1-4200000000000(00 88%)0

0000 1-390 2-[4-(4-000000000)1-000001-4-(1-00000)000
00 0000 (KT-475)0 00

(0001-39-1) 1-[2-0000000-5-(1-00000)00001-4-(4-0000000
00)DO0O0O0O0O00oo

00000000000 1-18-2 0000000000000 74%)0
(0001-39-2) 2-[4-(4-000000000)1-00000]4-(1-00000)000
00 00DO0O0O0O00

00000000000 1-4200000000000(00 88%)0

0000 1-400 4-(1-00000)-2-[4-(2-0000)00000-1-00]00000 (K
T-462)0 0 O

(0001-40-1) 1-[2-0000-5-(1-00000)0000]4-(2-0000)0 0000
000

00000000000 1182 0000000000000 67%0
(0001-40-2) 4-(1-00000)2-[4-(2-0000)00000-1-00]000000
00

00000000000 IM-BBR/CHCL4.96 L0 D0 D0O0O00 1-[2-00 00 -5-(1-0
0000)I00O0]4-(2-0000)00000 0.35 g0 CHCL 105 mL OO0 600
000000000000 0000 300000000000 0sat.NaHCO: ag. 0 OO

OOAOEtO THFO O OO O OOOoOOOoOOoobOoOO0ooboooobOooo0oDb pH1 OO 1

8000000000 0Osat.NaHCO: aq. OO0 pH 7.5 000 0ODODO0COOOOOOOOO
000000000000 OMgSO0 0000000000000 0D000 Et0 00O
000000000000 00 136 mg0O0041%0 0000

0000 1-410 4-(1-00000)2-4-00000-2-0000000-1-00)000
0 O (KT-464)0 0 O

(0001-41-1) 2-[4-[2-0000-5-(1-00000)0000]00000-1-00100
0D0O0o0oOo

00000000000 1182 00000000000 (00 68%)0
(0001-41-2) 4-(1-00000)2-(4-00000-2-0000000-1-00)0000
0ooo
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00000000000 1-40-2 0000000000000 74%)0

0000 1-420 2-(0000-1-00)-4-(1-00000)00000 0000 (KT-433)
000

(0001-42-1) 1-[2-0000000-5-(1-00000)0000]0000000
00000000000 1-18-2 0000000000000 24%)0
(0001-42-2) 2«(0000-1-00)4-(1-00000)00000 0OO0O0COCOOO
00000000000 1-4200000000000(00 92%)0

0000 1-430 2-(4-000-14-00000-1-00)4-(1-00000)00000 O
00 O (KT-444)0 0 O

(0001-43-1) 1-[2-0000000-5-(1-00000)00001-4-000-1,4-000
Doooo

00000000000 1-18-2 0000000000000 34%)0
(0001-43-2) 2-(4-000-1,4-00000-1-00)4-(1-00000)00000 O
0ooooo

00000000000 142 0000000000000 82%)0

0000 1-440 2-(4-0000-14-00000-1-00)4-(1-00000)00000
0000 (KT-447)0 0 O

(0001-44-1) 1-[2-0000000-5-(1-00000)00001-4-0000-1,4-00
0o0o0ooao

00000000000 1182 0000000000 0(@O 29%)0
(0001-44-2) 2-(4-0000-1,4-00000-1-00)4-(1-00000)00000
0o0o0oooo0Q

00000000000 14200000000000(@00 91%)0

0000 1-450 2-(4-00000000000-1-00)4-(1-00000)00000
0000 (KT-441)0 0 O

(0001-45-1) 1-[2-0000000-5-(1-00000)00001-4-00000000
0o0oooo

00000000000 1182 00000000000 (00O 38%)0
(0001-45-2) 2-(4-00000000000-1-00)4-(1-00000)00000 O
0ooooo

00000000000 14200000000000(@00 95%)0

0000 1-460 2-(4tert-00000000-1-00)4-(1-00000)00000 O
00 O (KT-452)0 0 O

(0001-46-1) 1-[2-0000000-5-(1-00000)0000]-4tert-000000
Doooo

00000000000 1-18-2 00000000000 (00O 81%)0

(00 01-46-2) 2-(4tert-0 0000000-1-00)4-(1-00000)00000 O
0ooooo

00000000000 1-4200000000000(00 64%0

0000 1-470 2-(4-000000000-1-00)4-(1-00000)00000 OO
0 O (KT-430)0 O O

(0001-47-1) 1-[2-0000000-5-(1-00000)00001-4-00000000
0ooo

00000000000 1182 00000000000 (@O 80%)O
(0001-47-2) 2-(4-000000000-1-00)-4-(1-00000)00000 00O
0ooo

00000000000 142 00000000000(00 87%)0

0000 1-480 2-[4(00000CD0000CO0O00)IO0C000-1-00]74-(1-0000
0)0OO0O00 0000 (KT-457)000

(0001-48-1) 4-[2-0000000-5-(1-00000)0000]-1-(tert-000 00
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00O00)0oo0o0oooog

00000000000 1-30-1 0000000000000 73%0

(00D01-48-2) 1-[2-0000000-5-(1-00000)0000]000000000
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Ex. St. Dat.
1-1-1 OBzl O H-NMR (CDC1y) : 6 1.51-1.58 (4H m, 1. 59-1.65 (4N m,
N 1.70-1.81 8H m, 3.32 @4H t J=5.7Hz), 3.39 (H
t, J=b.9 Hz), 498 QH ), 6.13 (I dd, J=2.9 Hz,
N 8.8 Hz), 6.32 (1H d J=2.9 Hz), 6.79 (IH d J=88
Q Hz), 7.27-7.32 (I, m, 7.33-7.38 (QH m, 7. 41-7.46
2H m
1-1-2 OH O H-NMR (CD0D) : 6 1. 83-1.91 (8H, m), 2.07-2. 18 (8H m),
(KT-410) N 3.74 (4H t, J=5.4Hz), 3.78-3.86 W4H m, 7.20 (1H
d J=9.0Hz), 7.66 (1H d, J=9.0 Hz), 8 12 (1H brs)
@ 2HCl
1-2-1 oBzl H-MMR (CDC1y) : 6 1.87-1.92 (4H, m, 1. 94-2.00 4H m),
I\D 3.220-3.28 (4N m, 3.32-3.39 (4H m, 495 QH s),
5.98 (1H dd, J=2.8 Hz, 8.6 Hz), 6.05 (1H d J=2.8
(_NJ Hz), 6.84 (IH d J=8.6 Hz), 7.27-7.32 (I m),
7.33-7.39 (H m, 7.41-7.46 QH m
1-2-2 OH H-NMR (CD<0D) : 6 2. 22-2. 38 (8H, m), 3.69-3. 81 (4H m,
KT-409) @ 3.81-3.91 ¢4H mw, 7.21 (IH d, J=9.0 Hz), 7.65 (1K
d J=2.7Hz, 9.0 Hz), 7.95 (10 d J=2.7 Hz)
N 2HC
O
1-3-1 OBzl 0 'H-NMR (CDC1y) : 6 3. 05-3. 10 4H m), 3.10-3. 15 “H m,
N 3.82-3.89 (8H m, 508 (2H s), 6.51 (IH dd, J=2.8
Hz, 8. THz), 6.57 (14 d, J=2.8Hz), 6.87 (1H, d, J=8.7
[N] Hz), 7.29-7.34 (I mw, 7.35-7.40 (H m, 7.41-7.45
o 2H, m
1-3-2 OH o 'H-NMR (CDs0D) : 6 3. 64-3.70 (4H, m), 3.70-3.76 (4H m,
KT-413) N 4.07-4.14 6H m, 7.21 (IH d, J=9.0 Hz), 7.68 (IH,
dd, J=2.8 Hz, 9.0 Hz), 7.95 (1H d J=2.8 Hz)
N, 2HCl ‘
()
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Ex. St. Dat.
1-4-1 TH-NVR (CDC1y) : 6 1. 33-1.44 H m, 1.74-1.87 (81 m),
o8z g 404410 QO m, 4.34-4.39 O m, 502 QH s,
@” 6.33 (1N, dd, J=2.7Hz 8.6Hz), 6.46 (I d J=2.7
H2), 6.74 (H d J=8.6 Hp), 7.27-7.33 (H m,
LIN@ 7.34-7.40 O mw, T.44-7.48 OH m
1-4-2 | H-NVR (CD,OD) : 6 1. 91-2.02 (8K, m, 2 03-2. 24 (81 m,
(KT-417) oH b 495450 (OH, m, 508-5.12 OH m, 7.25 (IH, d
@” 1=0.0Hz), 7.76 (I dd J=2.7Hz 9.0Hz, 7.82 (I
le - d J=2.7 Hy)
1-5-1 ~ 5 | H-NR(CDCL) : 6 1. 89-2. 05 (81 m, 2 56-2. 70 (I n),
O 210283 @ w, 364376 @ m, 511 QH 9,
e 6.58 (I, dd, J=2.8 Hz, 8.7Hs, 675 (I d J=2.8

H), 6.87 (I d J=8.7 Ho), 7.19-7.40 (134 m,
7.45-7.50 (GH m

1-5-2 -~ A | HNMR €D0D) < 6 2. 19-2. 30 (4, m, 2 30-2.48 (N m,
K419 | 0 T [ 5.073 07 R m, 377405 B w, 7.23-7.29 (H
oo me | m), 7.30 (5 4 J=9.0 Ha), 7.33-7.38 GH m, 7.86
(H dd J=2.7THz 9.0H», 834 (I d J=2.7 Ha)

1-6-1 S =y | 'H-NMR (CDCL) : 6 3.24-3.33 (8K m, 3.33-3.39 (8H m,
A AT 510 @9, 6.60 (I dd J=2.7 Ha 8.7 Hy, 6.71
0"~ (B, d J=2.7H»), 6.86-6.91 OH m, 6.90 (IH d

1=8.7 Wp), 6.96-7.02 GH m, 7.26-7.34 GH m,
7.35-7.40 OH m, 7.44-7.48 (O m
1-6-2 ~ = | HNMR (CD,0D) : 6 3. 69-3. 92 (16H, w, 7.05 (IH, d, J=8.8
Kr-415 | OO M), T16-7.22 (O m, 7.33 (H dd J=27Hz 8.8
0 e ), 133748 GL W, .50 (N d J-27 Mo,
7.54-7.61 QH m, 7.61-7.67 (H n
1-7-1 OO O | BENREL) -0 L3T-178 (100 m, 2 49-261 (38
nel m, 3.44-3.57 (H, m, 506 OH s), 6.47 (I dd
J=2.8 Mz 8.7 Hz), 6.61 (I d J=2.8 M), 6.79 (If
d, J=8.7Hp), T.14-7.92 6H m, 7.27-7.33 GH m,
T.34-7.40 OH m, 7.42-7.46 OH m

70 | HNR D00 < 0 1 76-1 92 (@ m, 196-2. 15 (6H, ),
1T e T [ 2.66-2.73 @H m, 3.62-3.69 @H mw, 3.70-3.76 (N
W, T16-T.25 (0 mw, 7.27-7.33 @ m, 7.75 (If
dd J=2.7Hz, 9.0 Hp), 816 (I d J=2.7 Ha)

1-7-2 Cr \:)N
(KT_4 1 6) HO'

oooooo
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Ex.

Dat.

1-8-1

OBzl

Oy

'H-NMR (CDC1y) : 6 1.51-1.58 (2H m), 1.66-1.73 (4H m),
3.03 (4H t J=5.5Hz), 5.08 (20 s), 6.80 (1H dd,
J=2.THz, 8.9Hz), 6.85 (14 d J=8.9Hz), 7.16 (1H
d J=2.7THz), 7.28-7.33 (IH mw, 3.35-7.40 QH m,
7.45-7.48 CH m

1-8-2

'H-NVR (CDC1y) : 0 1. 35-1.43 (4H mw, 1.50-1.57 (2H m,
1.67-1.75 @4H m, 1.80-1.87 4H m, 3.01 (H ¢
J=5.5 Hz), 4.36-4.41 QI w, 5.04 CH s), 6.40 (11
dd, J=2.8 Hz, 8 7Hz), 6.54 (IH d J=2.8 Hz), 6.79
(IH d J=8 7Hz), 7.27-7.33 (IH mw, 7 35-7.40 (2H
m, 7.44-7.49 QH n

1-8-3
(KT-426)

'H-NMR (CD0D) : 6 1.66-1.92 (H br), 1.92-2.01 (H
w, 205-2.15 4H m, 2. 15-2.24 4H mw, 3.66 (4H,
t, J=5.7THz), 498-5.05 (H m, 7.24 (I1H d J=9.0
Hz), 7.78 (1H dd, J=2.7Hz, 9.0Hz), 8. 09 (14 d, J=2.7
Hz)

1-9-1

'H-NVR (CDC1y) : 6 1.53-1.60 (2H m, 1.68-1.75 (4H m),
3.02 (4 t, J=5.2Hz), 5. 10 QGH s), 6.76 (1H d, J=9.2
Hz), 7.02 (1 dd, J=2.2-4 Hz, 9.2 Hz), 7.02 (IH d,
J=2.2 Hz), 7.29-7.34 (H m, T7.36-7.41_ CH m,
1.42-7.46 CH m

1-9-2

'H-NVR (CDC1y) : 6 1. 36-1.44 (4H mw, 1.52-1.62 (2H m),
1.67-1.76 (4H m, 176-1.84 G4H m, 3.03 @H ¢t
J=5.1Hz), 4.07-4.12 QH m, 505 @H s), 6.41 (IH,
dd, J=2.8 Hz, 86 Hz), 6.54 (1H d J=2.8 Hz), 6.7
(I8, d J=8.6 Hz), 7.26-7.32 (1§ m, 7.33-7.39 (2H,
m, 7.43-7.48 (H m

1-9-3
(KT-427)

OHm

N~

2HCI

==

'H-MMR (CD,0D) : 6 1. 64-1.91 (2H br), 191-2.00 (4H,
w, 2.03-2.25 (81 m, 3.68-3.85 UH m, 4 92-4.99
CH m, 7.26 (10 d J=9.0Hz), 7.75 (1H dd, J=2.8
Hz, 9.0 Hz), 807 (1 d J=2.8 Hz)
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Ex. St. Dat.
1-10-1 OMOM 'H-NMR (CDCIy) : 6 2.34 (3H, s), 3.63 (3H, s), 5.06 (2H,
HC Br ), 727 (M, d J=2.4Hz), 7.54 (H d J=24 H)
Br
1-10-2 OMOM H-NMR (CDC1y) : 6 1.49-1.57 (H m, 1.63-1.73 (8H m,
HyC O 2.27 (3H s), 2.92-2.98 (4H m, 3. 02-3.06 (4 m,
3.57 (GH s), 513 @H ), 6.39 (1L d J=29 Hy),
N 6.44 (1, d J=2.9 Hz)
1-10-3 OH O 'H-NMR (CD0D) : 6 1. 67-1.98 (4H, mw, 2. 03-2. 16 (8H, m,
(KT-419) | He© o~ N 2.40 (H, s), 3.61-3.73 ®H m, 7.70 (IH d J=2.6
- Hz), 8.01 (18, d, J=2.6 Hz)
N 2HC
1-11-1 OMOM H-NMR (CDCly) : 0 1. 76-1. 81 WH m, 2 51-2.56 (H m,
@ Br 3.64 (H s), 370 QH s), 510 0 s), 7.54 (A
d, J=2.5Hz), 7.60 (IH d J=2.5 Hy)
Br
1-11-2 OMOM 'H-MMR (CDCly : 6 1.48-1.58 (H, m, 1.62-1.80 (128,
CN @ m, 2.50-259 @4H m, 291-299 4H mw, 3.06 (N,
' t, J=5.4 Hz), 3.57 H s), 3.70 H s), 513 (@H,
EN) s), 6.49 (I, d J=2.8 Hz), 6.63 (I d, J=2.8 Hz)

ooooogao
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Ex. St. Dat.
1-11-3 OH O 'H-NMR 0,0) : 6 1.70-1. 80 (4H m, 1.93-2.09 (10H m,
(KT-424) CNﬁ/N 2.11-2.23 @2H mw, 3.13-3.28 CH m, 3.49-3. 68 (10H,
. w, 450 QH s), 7.78 (I d J=2.7Hz), 7.89 (IH
i"j d J=2.7 Hz)
1-12-1 OMOM 'H-NMR (CDC1y) : 6 3.43 GH s), 3.62 (BH s), 4 54 (2,
HsCO Br s), 5.07 CH s), 7.53 (IH d, J=2.4 Hz), 7.64 (1K,
d J=2.4 Hz)
Br
[-12-2 OMOM 'H-NMR (€DC1) : 6 1.50-1.58 (4H m, 1 63-174 (81 m,
HeCO O 2.96 4H t J=5.0Hz), 3.07 @H t J=5.5Hz), 3.41
' @BH s), 3.56 GH s), 453 H s), 5. 14 H s), 6.53
[Nj (I, d, J=2.9 Hz), 6.61 (IH d, J=2.9 Hz)
1-12-3 OH Q 'H-NMR (CD0D) : 6 1. 74-1.91 (4H m), 2.04-2.14 (8H m,
(KT-425) HsCO N 3.48 (H, s), 3.65-3.74 (8H, m, 4.62 QH s), 784
ﬁm (B, d J=2.7Hp), 815 (I d J=2.7 Ha)
N
@

oooooo
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Ex.

St.

Dat.

1-13-1

OBzl
\l

CHs

>

'H-NMR (CDC13) : 6 0.97 (3H, d, J=5.9 Hz), 0.98 (H d,
J=6.2 Hz), 1.31-1.53 (6H m, 166-1.77 (i m,
2.54-2.65 (H m, 3.45-3.56 (4H m, 507 CH ),
6.49 (I, dd J=2.8 Hz, 8 7 Hz), 6.65 (1 d T=28
Hz), 6.81 (H d J=8.7 Hz), 7.27-7.32 (I m),
7.34-7.40 QH m, 7.43-7.47 Q m

1-13-2
(KT-431)

OH

N

CHs
J

2HCI

'H-NMR (CD,0D) : 6 1. 10 (6H, d, J=6.4Hz), 1.72-1.86 (4H
w, 1.86-1.97 QH m, 2.01-2.11 @4H m, 3 62-3.78
O mw, 7.23 (I d J=9.0Hz), 7.75 (I dd J=2.7
Hz, 9.0 Hz), 7.15 (I, d J=2.7 Hz)

1-14-1

'H-MMR (CDC1y) : 6 0.59-0. 71 (2H mw, 0.89 (6H d J=6.6
Hz), 0.94 (6H d J=6.5 Hz), 175-1.93 (6H m,
2.05-2.15 (4H m, 3.40-3.46 (2H m), 3. 47-3.53 (K
m, 506 2H s), 6.50 (I dd, J=2.8Hz, 8 7THz), 6.63
(I, d J=2.8Hz), 6.82 (I d J=8.7Hz), 7.27-7.32
(I, m, 7.34-7.39 O m, 7.43-7.47 O m

1-14-2
(KT-434)

'H-NMR (CD,0D) : 6 0.99-1. 13 (2H, mw, 1.06 (6H d, J=6.7
Hz), 107 (6H d J=6.7 Hz), 1.92-2.01 QH m,
2.16-2.32 (4 m, 3.18-3.32 4H m, 3. 53-3.64 (4H
W, 7.23 (1 d J=8.9Hz), 7.73 (I dd J=2 6 Hz,
8.9 Hz), 811 (IH d J=2.6 Hz)

1-15-1

'H-NMR (CDC1y) : 6 1.50-1.59 (6H m), 1. 68-1.81 (8H m),
3.06 (4H t, J=b.1Hz), 3.40 4H t, J=5.9 Hz), 505
@H s), 6.22 (14 dd, J=3.0 Hz, 8 8 Hz), 6.34 (IH
d J=3.0Hz), 6.81 (I d J=8.8Hz), 7. 26-7.31 (IH
W, 7.34-7.39 QH m, 7.45-7.49 CH m

1-16-2
(KT-432)

'H-NMR (CD,0D) : 6 1. 70-1.97 (6H mw, 2.03-2.18 (8H m),
371-3.79 GH m, 7.21 (IH d J=9.0Hz), 7. 71 (1H
d J=1.8 Hz, 9.0 Hz), 8 10 (IH brs)

goooogao
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Ex. St. Dat.
161 . MR (CCL) 0 152160 A m, 1 68-177 (@i m.
) 195200 @H m, 307 @H t I=5.1HD, 3 23-3.28
©/ 4l m, 503 @H s), 6.12 (IH dd J=2. 9Hz 8.7Hz),
N 6.24 (IH d J=2.9 Hz), 6.8 (1H d J=87 Hz),
O 796731 (I m, 7.34-7.39 QN m, 7.44-7.48 CH
"
162 " BN (CO0D) 0 1. 67-1 97 A m, 203213 WG .
KT-435) () 2.94-2.34 (N m. 3 68-3.82 OGN w, T.21 (K d
©/2HCI J=9.0Mz), 7.62 (10 dd J=2.6Hz 9. 0Hz), 795 (1H
N d, J=2.6 Hz)
-
171 oa | 'HNR CDC1) - 6 L 53161 (R m, L70-L77 @ m,
m@:,o 3.06 G 1 15 1By, 3.29-3.27 @R m. 339-3.37
@NJ Wom. 509 O s), 653 (L dd 1=2. 81z 8 7o),
6.68 (I & J=0.8 Mz, 6.85 (I d J-8.7 H).
6.86-6.91 (IH m, 6.97-7.01 H mw, 7. 27-7.33 (3H
D, 735140 QN W, 7.45-7.48 O
1-17-2 OH 'H-NMR (CD,0D) : 6 1.57-1. 80 (1, m, 1.82-2.01 (1H m),
KT-429) FN@@ 200-2.14 H m. 3 61-3.92 R m, 388 WL L
@N\) - J=5.0Hz), 7.08 (IH d J=8.9Hz), 7.28 (14 dd J=2.7
Hz, 8. 9Hz), 7.49-7.54 (2H m, 7.58-7.63 H m, 7. 72
(24, d, J=8.0 Hz)
1-18-1 OBzl 'H-NMR (CDC1y) : 6 1.96-2. 01 (4H, m, 3.21 (4H t, J=6.6
Br Hz), 5.04 (2H ), 6.41 (1 dd J=2.9 Hz, 8.9 Hz),
677 (N d J=29 M), 6.87 (I d -89 Ho),
! 798733 (L m, 7.35-7.40 G m. 7.46-7.50 (A
w "
F182 | o H-NR (COCL) 6 158167 (@i m, L 70-1 80 @H m,
f@ 1.93-2.01 4H mw, 3.24 4H t, J=6.5Hz), 3. 33 K
©/ t, J=5.8 Hz), 4.98 (H s), 6.03 (IH dd, J=2. 8§ Hz
{ 8.6 1), 6.93 (I d J-2.8 K, 6.82 (I d J1-5.6
- By, 7.96-7.32 (I m, 793738 CH w, T.41-T. 46
o
1188 |, R OD,00) < 6 184191 (@ m, 2 102 19 @H m),
(KT-439) T@ 2.25-2.33 (4H m, 3.70-3.90 (8H m, 7.21 (IH d,
@ 1=8.9107), T.63 (N, dd 12,61z, 8.9 Hp). 8 06 (1K
I 2o 4 1-2 6 I
O

goboogogao
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Ex St Dat.
191 om0 HNR(COCL) -6 1962 02 GH m, 315 WH t 146
N ), 323329 @I m, 585 H t J=4 6 H2), 504
@f QH s), 6.16 (I dd =28 Hz, 8612, 6.20 (N
! 4 J-8 62, 6.87 (I d J=8 6 Ho), 7.28-7.33 (I
O D, 734140 QR W, 7.41-7.45 (O m
192 on o HNHR (CD,0D) - 0 2 272 35 (@H ), 3.73-3.85 GH ),
KT-445) N 412 WH 1, J=4 8 H), 7.22 (H d J=9.0 Ha), .69
©m. (R, dd, J=2.7 Hz, 9.0 H2), 8.00 (IH d J=2 68 Ho)
O
201 o, R (CDC1) < 6 0.98 (66, 5), 154 @i & 5.6 Ho),
0Bzl CH,
T 1.95-2.01 GH m, 308 (H t I=5.6Hp), 3 23-3.28
Cf WH w, 5.05 OH ), 612 (H dd J=2 8Hz 8 6Hs),
! 6.97 (H 4 1=2.8 H), 6.84 (I d J=8.6 Hp),
O 791131 (R m, 734739 R m, 7.43-7.47 QH
0
1202 D HNRD0:6 L13 66 9, L80-L9% WL m,
KT-450) T oo anom, 360582 61w, 7.2 (H d
Cf 79,0 Hz), T.58 (H dd, J=27Hs 9.0Hz), 7.01 (K
N, 2o d J=2.7 Ho)
O
211 o IR (COCL) 6 0. 61-0.71 (I, m, 0.88 (6K, o, 6.6
0B M) L75-192 GL ), 196201 @H m, 209 (I
Noign, | dd T-each 11 0Ha), 3.23-3.29 (H m, 3.50-3.56 CH
W, 504 G 5), 612 (O, dd, J=2. 81z, 8 61, 623
o (K d J=2.8Hp), 6.85 (6, d J=8.6Hp), 7.26-7.31
(R w, 7.33-7.38 K w, 7.43-T.47 O
212 o HNIR(CD,0D) - 0 1.01-1 13 (I, m, 107 (6H, d, =66
K453 | on @ B, 1.93-2.00 (I m, 2.20-2.33 G m, 336 (K
Nohgy, | dd J=each 12 0Hz), 3.58-3.64 CH m, 3. 72-3.81 UH
o W, 721 (B d J=0.0 Hp), 7.64 (IH dd J=2.6 Ha,
M 0.0 Hy), 800 (H d J=26 Ho)

goooogao
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Ex.

Dat.

1-22-1

'H-NMR (CDC1y) : 6 1. 35-1.42 (4H mw), 1.81-1.88 (4H m),
1.95-2.00 @i m, 3.24 (4H t, J=6.5Hz), 4.39-4 44
@H m, 5.01 2H s), 6.04 (11 dd, J=2.7Hz, 8 6Hz),
6.15 (I d J=2.7 Hz), 6.82 (I d J=8.6 Hz),
1.27-7.32 (0 m, 7.34-7.40 (H mw, 7.45-7.49 (2H,
m) .

1-22-2
(KT-466)

'H-NMR (CD,0D) : 6 1.93-2. 02 (4H m), 2. 14-2.23 (4H m),
2.26-2.34 @H m, 3.71-3.84 @H m, 5. 01-5.06 (2H
W, 7.24 (14 d J=9.0 Hz), 7.73 (IH dd J=2.6 Hz,
9.0 Hz), 7.98 (14 d J=2.6 Hz)

1-23-1

'H-NVR (CDC1y) : 6 1.88-2.04 (8H, m), 2.59-2.69 (1H m),
2.70-2.79 (H m, 3.23-3.40 UH m, 3.71-3.78 (2H,
w, 508 @H s), 6.16 (1H dd, J=2.8Hz, 8. THz), 6.29
(I, d J=2.8Hz), 6.87 (1 d J=8. 7Hz), 7.19-7.24
(I w, 7.24-7.38 (TH mw, 7.44-7.50 CH m

1-23-2
KT-471)

'H-NMR (CDOD) : 6 2. 19-2.43 (8H, m), 3. 05-3. 15 (IH m),
3.74-3.88 (6H m, 3.98-4.08 (H m, 7 22-7.29 (IH
W, 7.26 (I d J=8.9Hz), 7.33-7.39 GH m, 7 69
(If d J=2.7Hz 89Hz), 810 (IH d J=2.7 Hz)

1-24-1

'H-NMR (CDC1y) : 6 1.42-1.56 (2H mw, 1.60-1.76 (3H m,
1.93-2.00 4H mw, 2.52-2.61 CH mw, 2.59 CH d,
J=6.8 Hz), 3.19-3.26 (4H m, 3.54-3.61 QH m, 5. 05
(2 s), 6.11 (IH dd J=2.8 Hz, 86 Hz), 6.21 (IH
d J=2.8Hz), 6.83 (IH d J=8.6 Hz), 7.15-7.22 (3N,
w, 7.25-7.32 GH m, 7.34-7.40 QH mw, 7.43-7.47
2 m

1-24-2
KT-472)

'H-NVR (CD,0D) : 6 1. 77-1.90 2H mw, 1.97-2.15 (H m,
2.24-2.33 40 m, 2.71 @H d J=6.8 Hz), 3.68-3.83
O m, 7.18-7.26 GH m, 7.20 (H d J=89 Hz),
7.28-7.33 QH m, 7.64 (I dd J=2.6 Hz 8.9 Hz),
7.98 (I d J=2.6 Hz)

goooogao
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Ex.

Dat.

1-25-1

'H-NMR (CDC1y) : 6 1. 91-2. 08 (8H, m), 2. 75-2.84 (2H m),
3.23-3.29 (4H m, 3.29-3.38 (IH m, 3.67-3.74 (2H
w, 504 CH s), 6.16 (14 dd J=2.8Hz 8.6Hz), 6.26
(I, d, J=2.8Hz), 6.87 (I, d, J=8.6Hz), 7.15 (2N,
dd, J=each 8. 7Hz), 7.25-7.31 (I m, 7.36 (2H dd
J=each 7.4 Hz), 7.44 QH d, J=7.4Hz), 801 QU dd,
J=5.4 Hz, 8.7 Hz)

1-25-2
(KT-470)

'H-NMR (CD,0D) : 6 2. 24-2. 35 (8H, m), 3.73-3.81 (H m),
3.81-3.89 @ m, 3.01-409 GH m, 7.22 (1 d
J=9.0Hz), 7.29 (2H dd, J=each 8. 9Hz), 7.62 (IH dd
J=2.6 Hz, 9.0 Hz), 800 (IH d J=2.6Hz), 8 17 (A,
dd, J=5.4 Hz, 89 Hz)

1-26-1

'H-MMR (CDC1y) : 6 1.09 (6H d, J=6.4Hz), 1.95-2.00 (4H,
m, 266-2.74 GH mw, 3.14-3.27 GH m, 505 (H
s), 6.14 (IH dd, J=2.8Hz, 8 7Hz), 6.24 (1H d, J=2.8
Hz), 6.85 (IH d J=8.7 Hz), 7.27-7.32 (IH m,
7.34-7.39 QO mw, 7.43-7.47 CH

1-26-2
(KT-442)

'H-NMR (CD,0D) : 6 1.44 (6H d, J=6.6 Hz), 2.29 WK
brs), 3.12-3.21 CH m, 3.33-3.42 @H m, 3.54-3. 64
GH m, 3.65-3.73 (2 m, 3.76 (4H brs), 6.97 (I
d J=87Hz), 7.24 (I dd J=2.8 Hz, 87 Hz), 731
(1, d J=2.8 Hz)

1-27-1

'H-NMR(CDCly : 0 1.12 (9K, s), 1.95-2.00 @H m),
2.71-2.80 (4H m, 3.13-3.26 (8 m, 505 @H s),
6.13 (IH dd J=2.8 Hz, 8.7 Hz), 6.24 (1H d J=2.8
Hz), 6.84 (IH d J=8.7 Hz), 7.27-7.32 (i m,
7.34-7.41 QN w, 7.43-7.47 QI m

1-27-2
(KT-451)

I-NVMR(D20): 6 144 (9H s), 2.19-2.28 (i m),
3.01-3. 11 2H w, 3.27-3.37 (H m), 3.61-3.80 (8H,
W, 7.03 (IH d J=8.7Hz), 7.17 (I d J=2.8 Hz),
7.21 (11, dd, J=2.8 Hz, 8.7 Hz)

goooogao
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Ex. St. Dat.
1-28-1 OBz 'H-NMR (CDC1y) : 6 1.97-2.02 @H m, 3.27 @H t J=6.6
s, S Hz), 3.29-3.37 (8H m, 506 (H s, 6.18 (1 dd,
bNO J=2.8 Hz, 8.7Hz), 6.26 (10 d J=28Hz), 687 (1
dd, J=7.3 Hz), 6.89 (IH d J=8.7Hz), 6.98 (2H, dd,
J=0.9Hz, 8.7Hz), 7.26-7.32 (3, m, 7.33-7.39 (2H,
W, 7.43-7.47 (0 w
1-28-2 . OF 'H-NMR (CD,0D) : & 2. 25-2.35 (4H, m), 3.61-3.70 4l m,
w440 | S $.71-3.87 UH m, 392 GH t J=4TH), 7.02 (K
o bNO d J=8.7Hz), 7.30 (14 dd J=2. 8 Hz 87 Hz), 743
(I, d J=2.8 Hz), 7.55-7.60 (1L w, 7.61-7.67 (2H
w, 7.76-7.81 OH m
1-29-1 sl 'H-MWR (CDC1y) : & 1.95-2. 04 (6H m, 3.19-3.26 (6H m,
ﬁvj“@ 3.41-3.46 (H m, 3.58 QH t J=6.2 Hz), 3.62-3.66
(j (H m, 497 QH s), 6.09 (I, dd J=2.8Hz, 8 7Hz),
N 6.22 (IH, d J=2.8 Hz), 6.64 (I, dd, J=each 7.2 Hz),
- 6.60 (OH d J=8.8Hz), 8.84 (IH d J=8.7 Hz), 7.20
(OH dd, J=7.2 Hz 8.8 Ho), T7.29-7.38 (3H m,
7.40-7.44 (OH
1-29-2 'H-MWR (CD,0D) : & 2. 22-2.35 (H m, 2.53-2.61 CH m,
(KT-448) g @N@ 3.55-3.62 (20 m, 3.69-3.83 (6H m, 3.98 (QH t,
J=5.1Hz), 4.01-4.06 2 mw, 7.01 (I d J=8.7Hz),
N 3HCl 7.24 (I, dd, J=2.7 Hz, 8.7 Hz), 7.43-7.49 QH m,
7.55-7.60 (H m, 7.65-7.69 (QH m

ooooogao
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Ex. St. Dat.
1-30-1 N H-NMR (CDC1y) : 6 1.48 (OH, s), 1.94-2.02 4l m, 3.07
N @t J=4.9 Hp), 3.20-3.28 (W, m, 3.56 (4 t,
J=4.9H2), 5.04 QH s), 6.14-6.21 QH m, 6.88 (I
N d J=8.4Hz), 7.27-7.33 (IH m, 7.34-7.40 CQH m,
O T.41-7.45 QF
1-30-2 S H-NMR (CDC1y) : 6 1.93-2. 03 (4H m, 3.03 (4H t, J=4.6
N Hz), 3.07-3.15 @H mw, 3.21-3.28 (I m, 505 (2N,
s), 6.15 (I, dd, J=2.8Hz 8. 7H»), 6.22 (15 d, J=2.8
N Hz), 6.86 (I d J=8.7 Hy), 7.27-7.32 (I, m,
O T.34-7.39 O w, 7.43-7.47 GH
1-30-3 R H-NMR (CDCly) : 6 1.96-2.02 (4H m, 2. 12 (H s), 3.08
osa N o, | QL TSR THD), 313 Gt J5 1 Ho), 3.21-3.27
N 4 m, 3.57 @H t J=5.1Hz), 3.75 @H t J=5.1
Hz), 5.04 OB s), 6.15-6.21 O m, 6.89 (I d
C? 1=8.5 Hz), 7.28-7.33 (I m, 7.34-7.40 CH m,
7.41-7.45 OH m
1-30-4 o H-NMR (CD,0D) : 6 2. 22 (3H, ), 2. 27-2. 35 (4 m, 3.73
KI-46D | on ~woow, | CH L TS 2H), 3.77-384 GH m, 405 @H
N J=5.9Hz), 7.23 (I d, J=9.0Hz), 7.71 (I, dd, J=2.7
- Hz, 9.0 Hz), 8.02 (4 d J=2.7 Ha)
N
O
1-31-1 o H-NMR (CDCly) : 6 1.95-2.03 (4 m, 3.07 (4 brs),
0B NJ\© 3. 15-3. 28 (6H, m, 3.55 (2H brs), 3 92 (H brs), 5. 04
NS (OH s), 6.16-6.21 (20 m, 6.88 (IH d J=9.2 Ha),
T00-7.83 (I, m, 7.34-7.39 QH m, 7.45 (0 m
N
O
1-31-2 o H-NMR (CD,OD) : & 2. 24-2. 34 (H, m, 3.53-3.70 (H m,
(KT-468) oH NJ\© 3.72-3.83 (H mw, 400 @H bo), 7.14 (H d J=8.8
@NJ Hz), 7.48-7.56 (6H m, 7.79 (I d J=2.8 Hz)
N 2HCI
-,

goooogao
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Ex. St. Dat.

1-32-1 o 'H-NMR (CDC1) : 6 1. 94-2.03 (4H, mw, 2.99-3.32 @H m,
OB OJJ\Q 3.24 (H t, J=6.5Hz), 3.55 QH brs), 3.90 QH brs),
@ F 1504 @ s), 6.15-6.21 @0 m, 6.89 (I, d J=8.6
l Hz), 7.10 H dd, J=each 8.8 Hz), 7.28-7.33 (1 m,
o 7.34-7.39 OH m, 7.40-7.45 QN m, 7.44 (8 dd

J=5.4 Hz, 8.8 Hz)

1-32-2 0 'H-NMR (CD,0D) : 6 2. 25-2. 34 (4H m, 3.55-3.67 (4H m),
(KT-469) o @“J\@ 3.73-3.83 (4l w, 400 4H brs), 7.14 (IH d, J=8.9
® F1Hz), 7.24 QH dd, J=each 8. 8Hz), 7.53 (I, dd, J=2.8

N/ 2HC! Hz, 8.9Hz), 7.60 QH dd, J=5.3Hz, 8 8Hz), 7.78 (1l

d, J=2.8 Hz)
1-33-1 0Bzl O/CHS "H-NMR (CDC1y) : 6 0.97 (31 d, J=6. 0Hz), 1.36-1.58 (5H,
N mw, 166-1.76 6H m, 2.53-2.63 CQH m, 3.03 (N

t, J=b.4 Hz), 3.49-3.57 CH mw, 507 QH s), 6.49
AN (I, dd, J=2.8 Hz, 8.7 Hz), 6.65 (I, d J=2.8 Hz),
\j 6.81 (14 d J=8 7Hz), 7.27-7.32 (IH m, 7. 34-7.40
@ m, 7.43-7.47 QH m

1-33-2 OH O/CHs 'H-NMR (CDOD) : 6 1. 10 (3H, d, J=6.4Hz), 1.70-2.00 (5H,
(KT-436) N w, 202-2.14 (6H m, 3.66 @H t J=5.7 Ha),
3.70-3.83 UH m, 7.24 (I d J=9.0Hz), 7.77 (I

[NJ dd, J=2.7 Hz, 9.0 Hz), 818 (IH d J=2.7 Ha)
1-34-1 o8zt o, 'H-NMR (CDC1) : & 0.98 (6H ), 1.51-1.58 (6H m),
, U 1.68-1.76 (4H mw, 3.00-3.09 (81 m, 507 (H s),
v 6.49 (IH dd J=2.8 Hz, 8.7 Hz), 6.68 (IH d J=2.8
N Hz), 6.81 (IH d J=8.7 Ho), 7.27-7.32 (I wm,
O 7.34-7.39 OH m, 7.43-7.47 Q4 n
1-34-2 on (\ifggs 'H-MMR(CD,0D) : 6 1.18 (6H ), 168-2.02 (6H m,
(KT-449) N 2.04-2.14 4H m, 3.67 (H t J=5.6Hz), 3.69-3. 89
@i w, 7.24 (10 d J=9.0Hs), 7.77 (I dd J=2.7
N, 2ol Hz, 9.0 Hz), 821 (1H d J=2.7 Ho)

googoogao
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Ex. St.

Dat.

1-35-1

'H-NMR (€DC1y) : 6 0.60-0.70 (IH m), 0.88 (6H d, J=6.6
Hz), 1.51-1.59 QCH mw, 169-1.92 (7H mw, 2 08 (2H
dd, J=each 11. 0Hz), 3.04 (H t, J=5.41Hz), 3 47-3.53
(2H m, 5.06 @H s), 6.50 (14 dd, J=2. 8 Hz, 8. 61Hz),
6.63 (IH d J=2.8 Hz), 6.82 (I d J=8.6 Hz),
7.27-7.32 (I m, 7.34-7.39 QH mw, 7.43-7.47 (H
)

1-35-2
(KT-454)

CH,

'H-NMR (CD0D) : 6 1. 00-1. 12 (1H, m, 1.07 (6H d, J=6.7
Hz), 1.70-1.93 @H o, 1.93-2.01 (IH mw, 2.05-2. 13
(4 m, 2.18-2.31 (0 m, 3.29 (21 dd, J=each 12.0
Hz), 3.58-3.65 (0 m), 3.66 (M, ¢t J=5.6Hz), 7.24
(I d J=0.0 Hz), 7.75 (I dd J=2.7 Hz, 9.0 Hz),
815 (I d J=2.7 Hz)

1-36-1

'H-NMR (CDC1y) : 6 1.50-1.58 (2H m, 1. 68-1.80 (6H m),
1.99-2.06 (2H m, 2.75-2.83 (2H m, 3.03 @H ¢
J1=5.41z), 3.29-3.36 (IH m, 3.38 GH s), 3. 39-3. 46
@H m, 506 @H s), 6.51 (I dd, J=2.8Hz 8 THaz),
6.60 (I d J=2.8 Hz), 6.83 (I d J=8.7 Mz,
T.271-7.32 (M m, 7.34-7.40 QH m, 7.43-7.47 QH
m

1-36-2
(KT-446)

'H-NMR (€D,0D) : & 1. 68-1.95 (2H m), 2.02-2.23 (6H m),
2.25-2.36 QH mw, 3.43 GH ), 3.61-3.74 (TH m,
3.85-3.97 CH mw, 7.256 (I d J=9.0 Hz), 7.80 (IH
dd, J=2.7 Hz, 9.0 Hz), & 19 (1, d J=2.7 Hz)

1-37-1

'H-MMR (CDC1y) : 6 1.51-1.60 (2H m, 1.69-1.77 (4H m),
1.88-2.03 (4H mw, 2.59-2.68 (IH m, 2.69-2.77 2H
mw, 3.05 4H t J=h.4 Hz), 3.68-3.74 H mw, 5 09
QH s), 6.53 (I dd J=2.8 Hz, 87 Hz), 6.70 (If
d J=2.8 Hz), 6.84 (IH d J=87Hz), 7.19-7.24 (1H
W, 7.25-7.39 (T, m, 7.44-7.49 QN n)

1-37-2
(KT-437)

'H-NMR (CD,OD) : 6 1. 72-1. 93 2H m, 2.04-2.15 (4H mw),
2.19-2.27 (H m, 2.29-2.41 QH mw, 3.04-3. 14 (I
m, 3.68 4H t J=5.6 Hz), 3.81-3.88 (H m,
3.90-3.99 (H m, 7.23-7.29 2H m, 7. 33-7.39 (4H,
w, 7.76 (11, dd J=2.7Hz, 9.0Hz), 821 (11 d, J=2.7
Hz)

goooogao
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Ex.

Dat.

1-38-1

'H-NMR (CDC1y) : 6 1.42-1.58 (4H m, 1.60-1.76 (TH m),
2.50-2.61 CH m, 2.59 (2H d J=6.8 Hz), 3.02 (4K
t, J=5.4 Hz), 3.51-3.57 CH m, 507 2 s), 6.48
(I dd, J=2.8 Hz, 8.7 Hz), 6.62 (IH d J=2.8 Hz),
6.80 (14 d J=8.7Hz), 7.15-7.22 GH m, 7 25-7.33
GH m, 7.35-7.40 (H m, 7.42-7.46 (H mn)

1-38-2
(KT-438)

N 2HC

'H-NMR (CD,0D) : 6 1. 73-1.89 (4H mw, 1.99-2.13 (TH m,
2.71 (2H, d, J=6.8 Hz), 3.64 (4H t, J=5.6 Hz),
3.66-3.77 4H m, 7.18-7.26 (4H m, 7. 28-7.33 (24
m, 7.72 (IH, dd, J=2.7Hz, 9.0Hz), 809 (1H d, J=2. 7
Hz)

1-39-1

H-NMR (CDC1y) : 6 1.51-1.59 QH m, 1. 68-1.77 ¢4l m,
1.90-2.08 (4H m, 2.74-2.82 QH mw, 3.05 @H ¢,
J=b.4 Hz), 3.28-3.37 (1H, m, 3.63-3.71 QH m, 5. 06
(H s), 6.53 (IH dd, J=2.8 Hz, 8. 7 Hz), 6.67 (1K
d J=2.8 Hz), 6.84 (IH d J=8.7Hz), 7.15 QH dd,
J=each 8. 8 Hz), 7.26-7.32 (IH m, 7.34-7.39 QH m,
7.42-7.46 28 m, 800 (24, dd, J=5.44 Hz, 8 8 Hz)

1-39-2
(KT-475)

'H-NVR (CD;0D) : 6 1. 69-1.97 (2H m, 2.04-2.15 (4H mw,
2.24-2.35 U0 m, 3.69 @H t J=b.6Hz), 3. 82-3.90
@ m, 3.92-4.06 G w, 7.24-7.32 GH m, T7.78
(I, dd J=2.7Hz, 9.0 Hz), 7.18 (2H dd J=5 4 Hz
9.0 Hz), 824 (1 d J=2.7 Hz)

1-40-1

'H-NVR (CDC1y) : 6 1.51-1.58 (H m, 1.69-1.77 (4H m,
3.03 (@H t J=5.4Hz), 3.18 (4H t, J=b.0 Hz), 3.71
(4H t J=5.0Hz), 3.84 (M s), 6.58 (IH dd J=2.8
Hz, 8.7THz), 6.12-6.66 (I, w, 6.66 (1H d, J=2. 8 Ha),
6.68-6.71 (11, m, 6.78 (I d J=8 7Hz), 7. 47-7.52
(I, m, 820-8.23 (I m

1-40-2
(KT-462)

1H-NMR (DMS0-d6) : 6 1.42-1.51 @H m, 1.56-1.65 (4H,
W, 2.92 Ui t J=b.4Hz), 3.01 WUH ¢ J=49 Ha),
3.61 (H t J=4.9Hz), 6.42 (1H dd J=2.7 Hz, 8.5
Hz), 6.51 (1 d J=2.7 Hz), 6. 63-6.67 (1, m), 6.66
(IH d J=8.5Hz), 6.84-6.88 (I mw, 7.51-7.57 (I
w, 8.11-814 (I m, 843 (I s

goooogao
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Ex. St. Dat.
1-41-1 e HNUR (CDCL) : 0 1.50-1.50 (H m, 1. 68-1. 76 (4K, m,
ook, NS .02 (H t J=5.41H), 3.12 WH t J=5.0 Ho), 3.8
N (3, ), 4.00 @H t J=5.0Hz), 6.50 (I dd J=each
©/ 47H), 658 (H dd, J=28 Hiz, 8.7 H), 6.65 (I
[N) 4, 1=2.8Hz), 6.78 (I d J=8.7Hz), 8.33 CH d, J=4.7
Hz)
1-41-2 ) HNMR (CDC1y : 0 1.49-1. 61 GH m, 1. 66-1. 75 (K m,
KI-464 | on 2,93 WH t J=5.0H»), 298 WH t, J=5.4 Hz), 399
N 4H t J=5.0Hz), 6.53 (I dd, J=each 4 8 Hz), 6.59
@f (1, brs), 6.72 (K dd, J=2. 6 Hz 8.7Hz), 6 81 (IH
@ 4, J=2. 6Hz), 6.88 (I d J=8.7Hz), 834 (H, d, J=4 8
Hz)
1-42-1 oo H-NVR (CDC1y) : © 1. 50-1. 57 (2K m, 1.58-1. 64 (H, m,
O 168176 (S0 m, 302 4H t J=5.4Hp), 328 WK
{, I=5.7H), 500 CH s), 6.39 (I dd J=2 8 Hz,
N 8.7Hy), 6.62 (I, d J=2.8 M), 6.79 (I d I=87
J By, 7.97-7.32 (I, m, 7.33-7.38 (K m, 7.41-7.44
OH,
1-42-2 o Q H-NVR (CDOD) : © 1. 69-1. 97 (66, m, 2 03-2. 19 (8K, m,
(KT-433) N 3.65 (M, t, J=5.6Hz), 3.76-3.87 @H mw, 7.23 (I
o d, J=9.0 Hz), 7.72 (I, dd, J=2.6 Hz 9.0 Hp), 8 19
(NJ (K d, J=2 6 Hz)
1-43-1 oo (oo | FWREDCL) 10 L50-L57 CH m, 165175 UA w,
N/ L90-1.97 OH m, 231 GH s), 260-2 68 @H m,
© 3.02 (N, t, J=5.4 Hz), 3.33-3.39 (H m, 500 OH
N $), 6.43 (I dd, J=2. 8Hz 8 THa), 6.61 (I, d IJ=2.8
@ i), 6.80 (I, d J=8.7 Hz), 7.28-7.33 (I m,
T34-7.39 O m, 7.41-7.45 CH m
1-43-2 o ¢ oo | TMREDOD 0 155197 CH w, 2002 14 UH ),
(KT-444) N_J 2.30-2.41 OH, w, 299 GH ), 332-3.75 (12 m,
@ 6.97 (6, d J=8.TH», 7.21 (N dd J=2.7 Hz &7
@ el Hz), 7.40 (0 d J=2.7 Hp)

goooogao
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Ex. St. Dat.
1-44-1 oea T, O H-NMR (CDCL) < & 1.49-1.58 (2H m, 1.67-1.74 @H m,
N/ 1.94-2.02 (H m, 3.00 4 t J=5.4Hz), 3. 17-3.22
@ Oh w, 3.37-3.42 @ m, 3.57 QH t J=6.2 Hz),
N 3.59-3.63 O m, 500 QH s), 6.46 (IF dd, J=2.76
O Hz 8 THz), 6.61-6.69 @4H m, 6.81 (1 d J=8.7Ha),
719 O dd, J=7.2 Mz 8.8 Mz, 7.29-7.44 GH m
1-44-9 on (T, O H-NMR (CD,OD) : 6 1.54-1.98 (2, br), 2 02-2.12 (4H
(KT-447) NN, W, 2.51-2.61 QH m, 3.52-3.66 6L m, 375 CH
‘/ t, J=5.0 Hz), 3.93-4.06 @H m, 7.01 (I d J=8.7
C) sHl Hz), 7.25 (H dd, J=2.76 Hz, 8 7Hz), 7.45-7.50 (2H
W, 7.557.61 QH m, 7.65-7.69 (2 m
1-45-1 CHy MR (CDC1) < 6 1.09 (6 d, J=6.4Hz), 1 50-1.58 (2
0Bzl W on, | m, LOS-LT5 @H m, 265274 GIL m, 303 WH
N t, J=5.4 Hz), 3.12-3.22 @H m, 507 QH s, 6.51
(I dd J=2.8 Hz, 8.7 Hz), 6.64 (IH d J=2.8 Ha),
@ 6.82 (I d J=8.7Hy, 7.28-7.33 (I m, 7. 34-7. 41
O m, 7.42-7.46 QO w
1-45-2 Chy H-NMR (CD,OD) : & 1. 44 (B d, J=6. 6Hz), 1.59-1.78 (1
(KT-441) o NTeH, |, 184198 (I, m, 1.99-2.13 (B, m, 3.12-3.22
@»J O m, 339-3.42 OF m, 354372 OH m, 6 97
(I d J=8.7Hz), 7.26 (I dd J=2.8 Hz 8.7 Ha),
N 3HCI
Q' 7.38 (I d, J=2.8 Ho)
1-46-1 e on, | HNMREDCI):6 L11 OH s), L50-158 (H m,
| 0Bz N e, L67-1.75 0 m, 271-2.78 (O m, 3.03 (4 t
N J=5.4Hz), 3.12-3.20 (H mw, 508 H ), 6.50 (IH,
dd, J=2.8 Hz, 8.7 Hz), 6.64 (IH d J=2.8 Hp), 681
@ (I d J=8.7Hz), 7.27-7.33 (14 m, 7. 34-7.40 (28,
m, 7.42-7.46 O m
1-46-2 me or, | HFNMROD200:6 L44 OH s, L44-1L70 (H m,
(KT-452) on (N o, L72-2. 14 GH m, 3.00-3.12 QH mw, 3 25-3.39 (2,
N W, 3.48-3.62 GH m, 3.62-3.76 G m, 7.04 (IH
ol d I=8.6H», 7.21 (H d J=2.7Hz), 7.23 (H dd,
@ 1=0.7 Hz, 8.6 Hy)

oooooo
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Ex. St.

Dat.

1-47-1

'H-MMR (CDC1y) : 6 1.52-1.59 (2H mw), 1.70-1.77 (4H m,
3.05 (4H t, J=5.5Hz), 3.26-3.31 (4l m), 3. 31-3.36 |
4H m, 508 QH s), 6.55 (1 dd, J=2.8 Hz, 8 72
Hz), 6.67 (1 d J=2.8 Hz), 6.84-6.90 (H m,
6.95-6.99 (H m, 7.26-7.32 GH mw, 7. 34-7.39 (2
w, 7.43-7.47 (H m)

1-47-2
KT-430)

'H-NMR (CD,0D) : 6 1. 61-1.80 (1H m), 1. 82-1.99 (I m,
2.02-2.15 @40 m, 3.57-3.74 B0 m, 3.92 GH ¢
J=4.6 Hz), 7.02 (1H d, J=8.8Hz), 7.33 (IH dd J=2.7
Hz, 8.8 Hz), 7.51 (I d J=2.7 Hz), 7.55-7.60 (1f
W, 7.61-7.67 G m, 7.77-7.82 QH m

1-48-1

@]
o
o

Z
Z
A
w
o]
Q

'H-NMR (CDC1y) : 6 1.48 (9H, ), 150-1.60 (H m,
.67-1.76 (4H m, 2.99-3.09 (8H m, 3 52-3.59 (H
w, 506 H s), 6.54 (1} dd, J=2.8Hz 8. THz), 6.60
(I, d J=2.8Hz), 6.85 (1 d J=8.7Hz), 7 287 34
(I, m, 7.35-7.40 O m, 7.41-7.45 QH m

1-48-2

g |y

Q

'H-NMR (CDC1y) : 6 1.51-1.58 (2H mw, 1. 68-1.76 (4H m,
2.99-3.12 (120 mw, 5.07 QH ), 6.52 (I dd J=2.8
Hz, 8 THz), 6.62 (1H d J=2.8Hz), 6.83 (1H d, J=87
Hz), 7.27-7.33 (1§ mw, 7.34-7.40 QH m, 7.42-7.47
@ m

1-48-3

z>::o

-

(@]
g
@

CH,

'H-NMR (CDC1y) : 6 1. 17 (6H, d, J=6.6Hz), 1.51-1.59 (2H
m, 1.68-1.76 @l mw, 3.03 G4H ¢ J=5.4 Hz), 3.10
4l t J=b.0Hz), 3.47 (4H t, J=5.0 Hz), 3 94-4.04
(0 m, 422 (4 d J=.2Hz), 506 CH s), 6.55
(IH dd J=2.8Hz 87Hz), 6.60 (IH d J=2.8 Hz),
6.85 (1, d J=8 7Hz), 7.28-7.34 (I m, 7 35-7.40
QH m, 7.41-7.45 CQH m

1-48-4
(KT-457)

G

2HCI

'H-NMR (CD;0D) : 6 1. 17 (6H, d, J=6.6Hz), 1.62-1.98 (2H,
w, 2.02-2.10 @4H mw, 3.48 @H ¢, J=5.0 Hz), 3. 63
(it J=5.6Mz), 3.77 (M t, J=5.0Hz), 3.87-3.95
(I W, 7.14 (0§ d J=8.9Hz), 7.54 (I dd J=2.7
Hz, 8.9 Hz), 7.76 (1H d J=2.7 Hz)

goooogao
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Ex. St. Dat.
1-49-1 o 'H-NVR (CDCL,) : & 1.27 (3H, t, J=7.1Hz), 1.51-1.59 (2H,
0Bzl ﬁNJLO/\CH3 m, 1.68-1.76 (4H, m), 2.99-3.10 (8H, m), 3.57-3.63
N (4H, m), 4.16 (2H, q, J=7.1 Hz), 5.06 (2H, s), 6.55
(1H, dd, J=2.7 Hz, 8.6 Hz), 6.60 (1H, d, J=2.7 Hz),
@ 6.85 (1H, d, J=8.6 Hz), 7.29-7.34 (1H, m), 7.35-7.40
(2H, m), 7.41-7.45 (2H, m)
1-49-2 o TH-NMR(D20) : & 1.27 (3H, t, J=7.1Hz), 1.64-1.86 (2H,
(KT-458) oH (\N*o/\cm m), 1.94-2.07 (4H, m), 3.53 (4H, t, J=5.0 Hz), 3.60
Hé(” (4H, t, J=5.5 Hz), 3.78-3.95 (4H, m), 4.19 (2H, q,
7 e J=7.1Hz), 7.19 (1H, d, J=8.9 Hz), 7.51 (1H, dd, J=2.7
/\N) Hz, 8.9 Hz), 7.57 (1H, d, J=2.7 Hz)
1-50-1 o H-NVR (CDC1y) : & 1.51-1.59 (2H, m), 1.68-1.75 (4H, m),
o6z (\N’U\f]\l’CHa 2.85 (6H, s), 3.04 (4H, t, J=5.4Hz), 3.11 (4H, t, J=4.8
@(N\/ CHs Hz), 3.38 (4H, t, J=4.8 Hz), 5.06 (2H, s), 6.54 (1H,
; dd, J=2.8 Hz, 8.7 Hz), 6.62 (14, d, J=2.8 Hz), 6.85
[N) (1H, d, J=8.7 Hz), 7.28-7.33 (1H, m), 7.35-7.40 (2H,
m), 7.41-7.45 (2H, m)
1-50-2 0 'H-NMR (CD,0D) : § 1.71-1.92 (2H, m), 2.03-2.13 (4, m),
(KT-456) OH (\N)I\I;I’CHS 2.93 (6H, s), 3.58-3.68 (12H, m), 7.17 (1H, d, J=8.9
@NJ ChHs Hz), 7.62 (1H, dd, J=2.7Hz, 8.9Hz), 7.89 (1H, d, J=2.7
L 2HCI Hz)
J

googoogao
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Ex.

St.

Dat.

1-51-1

OBzl N/E>
.

N

9

'H-NMR (CDC1y) : 6 1. 36-1.50 (2H m, 1.50-1.62 (4H m),
1.66-1.76 6H m, 1.85-1.94 (H m, 2 48-2.58 (IH,
W, 25827 @UH m, 303 @H t J=54 Hz),
3.09-3.27 4H w, 507 2H s), 6.51 (I dd J=2.8
Hz, 8. THz), 6.63 (IH d J=2.8Hz), 6.82 (1H, d, J=8.7
Hz), 7.23-7.33 (10 mw, 7.34-7.40 QH m, 7.42-7. 46
@ o

1-61-2
(KT-465)

OH N

g

'H-NMR (CD;0D) : & 1. 60-1.97 (8H m, 2. 00-2. 11 (H m),
2.17-2.27 CH m, 3.10-3.19 CH m, 3.27-3.38 (2H
W, 3.5-3.74 OH mw, 6.97 (I d J=8.7 Hz), 7. 26
(I, dd J=2.8 Hz, 8 7 Hz), 7.36 (1H d J=2.8 Hz)

1-52-1

H-MMR (CDC1y : 6 1.51-1.58 (2H m, 1.68-1.76 (4H m),
2.62-2.76 (6H m, 2.81-2.88 (H m, 3.04 @H ¢
I=5.5Hz), 3.12-3.28 (4l m, 507 QH s), 6.52 (1§
dd, J=2.8 Hz, 8.7 Hz), 6.64 (1 d, J=2.8 Hz), 6.83
(IH d J=8.7Hz), 7.17-7.33 (6H m), 7.34-7.40 (2H
W, 7.42-7.46 CH m

1-62-2
(KT-460)

IH-NVR (D20) : 6 1.46-1.73 (IH, m), 1 74-2.12 (GH w,
3.03-3.19 CH m, 315 @H t, J=8 1 Hz), 3. 30-3.43
@ m, 3.48-3.67 (6H m, 3.53 (H t J=8 1 Hz),
3.70-3.81 CH mw, 7.05 (1H d J=87Hz), 7.22 (I
d J=2.7 Ho, 7.25 (H dd J=2.7 Hz, 87 Hz),
7.33-7.39 GH m, 7.40-7.46 QH m

googoogao
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Ex.

St.

Dat.

1-53-1

o}
A
0Bz O CHj

&
9@

'H-NMR (CDC13) : 6 1.51-1.59 (2H m), 1.68-1.76 (4H m,
2.11 (38, s), 3.03 @H ¢, J=5.5Hz), 3.06 (2H ¢, J=5.0
Hz), 3.10 @H ¢t J=5.0Hz), 3.56 (H t, J=5.0 Hz),
3.74 (H t, J=5.0 Hz), 506 (2H s), 6.56 (1H dd,
1=2.8 Hz, 8.6 1Hz), 6.58 (I d J=2.8 Hz), 6.86 (I
d J=8.6Hz), 7.29-7.34 (I m, 7.35-7.40 H m),
7.41-7.45 CH m

1-53-2
KT-473)

o]

OH O/U\CHa

2HCI

'H-NMR (CD,0D) : 6 1. 62-1.98 (H m), 2.01-2.10 (4H m),
2.19 GH s), 3.42 (2H t, J=5.0Hz), 3.49 CH t, J=5.0
Hz), 3.62 (4H t, J=5.7Hz), 3.56-3.96 W4H m, 7. 11
(IH d J=8.9 Hz), 7.50 (IH dd J=2.8 Hz, 8.9 Hz),
7.69 (IH d J=2.8 Hz)

1-54-1

'H-NMR (CDC1y) : 6 1.51-1.59 (H m, 1.68-1.76 (4H m),
2.95-3.12 CH m, 3.04 @l t J=b.4Hz), 3.12-3.27
@ m, 3.47-3.64 QH m, 3.83-401 CH m, 506
(H s), 6.56 (IH dd J=2.7 Hz, 87 Hz), 6.61 (IH
d J=2.THz), 6.86 (14 d J=87 Hz), 7.28-7.33 (1K
W, 7.34-7.40 CH mw, 7.40-7.44 (7TH, m

1-54-2
(KT-459)

IH-NMR D20) : 6 1.64-1.85 CH m, 193-2.05 4H m),
3.38-3.46 (H mw, 3.52-3.63 (6H m, 3.79-3.87 (2H,
W, 404-413 @ mw, 716 (I d J=8.9 Hz), 7.45
(IH dd, J=2.8 Hz, 89 Hz), 7.47-7.59 (6H m)

1-55-1

'H-MMR (CDC1y) : 6 1.50-1.59 (H m, 1 67-1.76 (4H m,
2.92-3.30 @i, m, 3.04 4H t, J=b.4Hz), 3.40-3.70
CH m, 3.74-401 CH m, 506 (2H s), 6.56 (IH,
dd, J=2.8 Hz, 8.6 Hz), 6.60 (IH d J=2.8 Hz), 6.86
(IH d J=8.6 Hz), 7.10 (2H dd J=each 8.7 Hz),
7.29-7.34 (I, m, 7.34-7.40 CH m, 7. 40-7 46 (4H,
)

1-55-2
KT-474)

OH /\NJJ\@L
N .

2HCI

'H-NMR (CD,0D) : 6 1. 61-1. 98 (2H m, 2. 01-2. 14 (4H m,
3.54-3.70 (4l n), 3.65 @H t J=5.6Hz), 3.81-4 21
(4H m, 7.16 (IH d J=8.9Hz), 7.25 (2H dd, J=each
8.8 Hz), 7.57-7.64 GH m, 7.90 (IH d J=2.7 Ha)

goboogogao
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Ex.

St.

Dat.

1-56-1

'H-NMR (CDC1,) : 6 1.51-1.59 (2H w, L 67-1.76 (4H m),
3.04 (i t J=5.4 Hz), 3.16 WH t J=5.0 Hz),
3.86-3.99 (40 mw, 508 (2H s), 6.48 (11 dd J=1.8
Hz, 3.4Hz), 6.56 (1H dd, J=2.8Hz, 8 7THz), 6.61 (1H
d J=2.8 Hz), 6.87 (IH, d, J=8.7Hz), 7.00 (1H dd
J=0.8 Hz, 3.4Mz), 7.29-7.34 (I m, 7 35-7.41 (H
W, 7.42-7.46 H m, 7.49 (1H dd, J=0.8 Hz 1. 8 Hz)

1-56-2
KT-477)

'H-NMR (CD,0D) : 6 1. 68-1.92 (2H m), 2.02-2. 11 (i m),
350 Wl t J=b.1 Hz), 3.62 (4H t, I=5.6 Hz),
4.12-4.23 40 mw, 6.63 (IH dd, J=1.7 Hz, 3.5 Hz),
713 (1 d J=8.9Hz), 715 (IH dd J=0.8 Hz, 3.5
Hz), 7.53 (IH dd, J=2.8 Hz, 8 9 Hz), 7. 73 (1H dd,
J=0.8 Hz, L.7Hz), 7.74 (IH d J=2.8 Hz)

1-57-1

'H-NVR (CDC1y) : 0 1.51-1.59 (H m), 1.67-1.76 (4H m),
2.65 @H t, J=T.9Hz), 2.92-3.08 (10H m, 3.49 (2H,
t, J=5.0Hz), 3.75 @H t J=5.0Hz), 505 (2 s,
6.53-6. 58 QH m, 6.85 (I d J1=0.3 Hz), 7. 17-T 43
(10 m

1-57-2
(KT-478)

'H-NMR (CD,0D) : & 1. 64~1. 96 (2H m), 2.03-2.13 (4H m),
280 (O t J=1.5 Hz), 2.96 (H t J=0.5 Ha),
3.43-3.49 QH m, 3.49-3.55 QH m, 3.63 @H ¢t
J=5.7 Hz), 3.83-3.91 (H m, 393401 QH m,
7.14-7.21 (4 o, 7.16 (10 d J=8. 9 Hz), T 24-7.31
4 m, 7.61 (1H dd J=2.7 Hz, 89 Hz), 7.86 (IH
d J=2.7Hz)

'H-NMR (CDC1y) : 6 1.02 (6H s), 1.33 (2H dd, J=1. 6 Hz,
3.0 Hz), 1.50-1.57 QH m, L67-1.75 UH m, 3.03
(48, t J=5.4 Hz), 3.47-3.53 (H m, 7.56 (H d
1=9.9Hz), 491 CH ), 6.25 (14 dd J=2.7 Hz, 8.4
Hz), 6.28 (1 d J=2.7Hz), 6.60 (1 d J=8 4 Hz),
7.28-7.37 (I m, 7.35-7.40 QH mw, 7.40-7.44 (H,
)

1-58-2
(KT-476)

'H-NMR (CD,0D) : 6 1.18 (3H, ), 1.33 (3H s), 1. 64-1. %4
QL m, 194204 CH mw, 204-2.14 UH m,
3.58-3.70 (6H m, 3.93-4.03 QH m, 7.16 (IH d,
J=9.0 Hz), 7.60-7.68 (IH mw, 7.98 (1 brs)

goboogogao
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Ex. St. Dat.
1-59-1 tBu. H-NMR (CDC1) : 6 1.38 (9H, s), L51-1.59 (QH m,
Br 1.66-1.74 (H m, 3.07 (4 t J=5.5Hz), 6.78 (I,
dd, J=3.0 Hz, 8.9 Hz), 6.98 (I d J=8.9 Hz), 7.09
@ (11 d J=3.0 M)
1-59-2 N ¢ HNRC)C):6 1.32 OH s, L51-1.58 QO m,
PO 61T @R om, 2.97-3.10 GH m, 363 (H t,
@V J=5.0H2), 5.16 QH s), 6.46-6.50 (20 m, 6.86 (I
@ d J=0.0 Hp), 7.30-7.39 GH m
1-59-3 I H-NMR (CD;0D) : 6 1. 62-1.97 (2H br), 2 01-2 12 (K
K479 | P YO0 (W 343350 @H W, 362 @t J=5.6 Ho),
@ 3.82-3.93 (4 mw, 518 QO 9, 7.12 (I d J=8.9
N, e Hz), 7.30-7.42 GH mw, 7.53 (I dd J=2.8 Hz, 8.9
) Hz), 7.74 (1, d J=2.8 Hz)
1-60-1 tBu., H-NMRCDCl) : 6 1.33 OH s, L50-1.63 (H m,
N L67-1.76 (4H m, 2.96-3.11 (124, mw, 6.46 (M, dd,
1=0.9Hz 8.6Hz), 6.51 (16, d J=2.9Hz), 684 (If
[N) d J=8.6 )
1-60-2 o o |H-NREDCI):0 133 (OH s, 151-1.59 (K m,
tBug mﬂx@ L67-L76 @ m, 293-3.24 GH m, 3.07 @ ¢
QNV 1=5.5 1), 3.29-3.45 OH m, 3.96 (H t, J=5.0Ho),
6.47-6.53 (O m, 6.86 (I d J=9.1Hz), 7.29-7.36
[Nj BH m, 7.39-7.43 (I, m)
1-60-3 o o | B-NMR(CDOD): 6 1.64-1.98 (2N m, 2 02-2. 13 GH m,
K1-480) | om NJ\© 3.58 (8, t J=5.1 Hy), 3.64 W4H 1 J=5.9 Ha),
N 3.66-3.73 (H m, 4.10-4.28 QH mw, 7.15 (IH d,
aHCl J=8.9Hz), 7.43-7.55 @H m, 7.61 (IH dd J=2. 7 Hz
@ 8.9 Hz), 7.91 (IH d J=2.7 Hp)

oooooo
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Ex.

St.

Dat.

1-61-1

(o]
t'BU\O NJJ\@\
sathe

N

'H-NMR (CDC1y) : 6 1.33 (9H, s), 151-1.59 (H m),
1.67-1.75 (4H m, 2 93-3.23 (H m, 3.07 @H t
1=5.4 Hz), 3.40-3.70 QH m, 3.77-402 CH m,
6.47-6.53 (CH m, 6.86 (I d J=9.1Hz), 7.38 (2H
d J=8.8Hz), 7.40 (H d J=8. 8 Hz)

1-61-2
(KT-481)

@
0
OH ("N

N I Cl

N 2HCI

'H-NVR (CD,0D) : 6 1. 61-1.98 2H m), 2.01-2.12 (4H m),
3.47-3.61 4H m, 3.63 “4H t J=b.5Hz), 3.72-4.24
@i m, 712 (4 d J=8.9 Hz), 7.52 CH d J=8.0
Hz), 7.53 (10 dd, J=2.8Hz, 8 9Hz), 7.54 (2H d, J=8.0
Hz), 779 (IH d J=2.8 Hz)

1-62-1

'H-NMR (CDC1y : 6 1.33 (9H, s), L5I1-1.59 (H m,
1.66-1.79 (4H m, 293-3.23 4H mw, 3.07 @H ¢t
J=5.5Hz), 3.29-3.44 Q0 w, 3.94 QH t J=50Hz),
6.48-6.53 (2 m, 6.87 (1 d, J=9.2Hz), 7.03-7.08
(I w, 717 (O dd J=2.4 Hz, 85 Hz), 7.31 (I
dd, J=5.9 Hz, 8.5 Hz)

1-62-2
(KT-482)

1H-NMR (D20) : 6 1.58-1.90 2H, m), 1.93-2.06 (41 m,
3.24 (H t, J=5.1Hz), 3.33-3.45 QH m, 3. 53-3.69
(6H m, 3.93-4.03 (H m, 407417 (I m,
7.08-7.13 (IH m, 7.22-7.29 (1 m, 7. 32-7.37 (24
mw, 7.41 (14 dd, J=2.4Hz, 8 8Hz), 7.47 (1H dd, J=5.8
Hz, 8.6 Hz)

1-63-1

H-MR (CDCly : 6 1.31 (9H, s), 1.50-1.60 (2H m,
L67-1.75 GUH m, 2.54-2.69 GH m, 3. 00-3.20 (4H
W, 3.06 4 t J=5.5Hz), 3.76 (20 s), 6.44 (I
dd, J=2.9 Hz, 8.6 Hz), 6.52 (IH d J=2.9 Hz), 6.83
(I d J=8.6 Hz), 6.93-6.97 (H mw, 7.24 (IH dd
J=1.8 Hz, 4.5 Hz)

1-63-2
(KT-483)

IH-NMR 020) : 6 1.39-1.74 (IH m, L 74-2.17 GH m),
2.94-3.24 (H, m, 3.24-3.48 (H m, 3.48-3.83 (8H
W, 469 QH s), 7.06 (I d J=8.7Hz), 7.19 (H
dd, J=3.6 Hz, 5.2 Hz), 7.21 (IH d J=2.8 Hz), 7.25
(I dd J=2.8 Wz, 8.7Hz), 7.39 (I dd J=11 Hz
3.6 Hz), 7.66 (IH dd, J=1.1Hz 5.2 Hz)

oooooo
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Ex.

Dat.

1-64-1

H-NMR (CDC1y : 6 1.32 (9H, s), 1.50-1.59 (H w),
1.66-1.74 (4H m, 2.34 GH s), 2.52-2.63 (H m),
2.99-3.18 (H mw, 3.06 (4H ¢t J=5.5Hz), 3.51 (2
s), 6.44 (11 dd, J=2.9Hz, 8 7THz), 6.51 (1H d J=2.9
Hz), 6.82 (1 d J=8.7Hz), 7.13 H d, J=7.8 Haz),
7.24 (QH d J=7.8 Hz)

1-64-2
(KT-484)

IH-NMR 020) : 6 1.42-1.76 (IH m, 1.76-2.13 GH m,
2.39 (BH s), 2.97-3.14 OH m, 3.27-3.44 (H m,
3.45-3.70 (8H m, 4.40 (QH s), 7.05 (1H d J=8.7
Hz), 7.21 (11, d, J=2.6 Hz), 7.25 (I dd, J=2.6 Hz,
8.7Hz), 7.38 (H d I=8.0Hz), 7.43 QH d J=8.0
Hz)

1-65-1

H-NMR (CDC1) : 6 1.32 (9H ), L50-1.58 (2H m,
1.66-1.75 (4H m), 2.51-2.61 (4H m, 3.02-3.16 (K
W, 3.06 4H t J=5.5Hz), 3.51 (H s), 6.44 (1f
dd, J=2.9 Hz, 8.7 Hz), 6.51 (1 d J=2.9 Hz), 6.83
(I, d J=8.7THz), 7.01 (2H dd J=each 8 8 Hz), 7.32
(2H dd, J=5.6 Hz, 88 Hz)

1-65-2
(KT-485)

1H-NMR (D20) : 6 1. 34-1. 66 (1H, m, 1 66-2.05 (5H m),
2.88-3.05 2H mw, 3.20-3.37 (20 m, 3.39-3.61 (8H
m, 436 (H s), 6.97 (1H d, J=8.8 Hz), 7.12 (1
d J=2.6 Hz), 7.16 (IH dd, J=2.6 Hz, & 8 Hz), 7.19
(28, dd, J=each 8.7 Hz), 7.48 (2H dd, J=b.3 Hz, 87
Hz)

1-66-1

H-MMR (CDC1y) : 6 1.36 (9H, s), 1.50-1.58 (2H m),
1.66-1.74 @i m, 2.49-2.53 (H mw, 2 61-2.66 (2H,
m, 3.01-3.08 (6H m, 3.15 @H t J=5.6 Hz), 6.34
(I s), 6.45 (IH dd J=2.9 Hz, 86 Hz), 6.51 (IH
d J=2.9Hz), 6.8 (I d J=8.6 Hz), 7.17-7.25 (3H
m, 7.30-7.35 CH m

1-66-2
(KT-486)

Z

OH
N
2HCI

O

'H-NMR 0,0) : & 1.66-1.84 (H m, 1.96-2.05 4H m,
2.89 (H t, J=5.9Hz), 2.98 (2H t J=5.9Hz), 3.61
(4H t, J=5.6 Hz), 3.66 (2H t J=5.9Hz), 3.78 (2H
t, I=5.9 Hz), 6.68 (IH s), 7.26 (IH d J=9.0 Ho),
7.82-7.38 (3H, mw, 7.42-7.48 (H mw, 7.61 (I dd,
J=2.6 Hz, 9.0 Hz), 7.71 (I d J=2 6 Hy)

oooood
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04-000-2-000000001.0 gOCHCL 200 nl00O00O00C0O0 0.81 mLO O
0000000000000 O000000 NaBH(OACK1.93g 00D DOODO0ODOOOO

16 J0O0O0O0ODDOODO Osat. NaHCO: aq0 000 AOEt 00 0OODDOOOODOOO
00000000000 OMgSO: OO00D00O00000O00000O00O0Ooooooon
D(@OODO-AOEt 0) 0000000000 D01.24g00081%00000

(0002-1-2) 2-000-4(0000000000)I000000000000
04(0000000000)2-00000000 300mg 000000 9.0nL0 4M-HCI/

DOX 0.95 mL O OO0 020% Pd(OH):-C 100 mg 00 0000000 ODCOO0O0ODO0OOO

003 00000000000000000000000000000000 AcOEt O
0000000000000 0000 345 mg0 00 97%000 00 10
0000 220 2000-4-(000000000)000000000 (KT-396)000
(00D02-2-1) 4(000000000)2-00000000000

00000000000 2-1-1 00000000000 (00 59%)0

(0002-2-2) 2-000-4(000000000)00000000O00O0
04(000000000)2-00000000450 mg0 00000 13.5 mLO 4M-HCI/DO
X15m. 00O00D010% Pd-C 300 g0 00 D0DO0O00OO00OODO0OO0O00OO0OO0O3 00
0000000000000 00000000000000000 0000010 mLO Et
040 ML 0000000000000 O00O0000000 440 mg000 82500000
0000 230 4000-2(000000000)000000000 (KT-397)000
(0002-3-1) 2-(000000000)4-00000000000 20
00000000000 211 0000000000000 91%)0

(00D02-3-2) 4-000-2«(000000000)000000000000
00000000000 22200000000000(00 98%)0

0000 240 4000-2(0000000000)000000000 (KT-398)00

O

(00D02-4-1) 2(0000000000)4-0000
00000000000 2-1-1 000000000
(0002-4-2) 4-000-2«(0000000000)I000000O00000
00000000000 22200000000000(00 97%0

ooooooon
O
a
g
OO0o0O 2-50 4-000-2(00000O00ODO0OO))YO0OO0ODOOOODO (KT-395)000 30
g
t
O
O

0(0 0 96%)0

(0002-5-1) 2«(000000000)4-000000000000

00000000000 2-1-1 00000000000 (00 73%)0
(0002-5-2)4-000-2(000000000)000000000000
00000000000 22200000000000(00 49%)0

0000 2-60 4-000-2-(2-0000000000)000000000 (KT-400)0

00

(00026-1) 4-000-2-(2-0000000000)00000000
00000000000 2-1-1 00000000000 (0O 16%)0

(0002-6-2) 4-000-2-(2-0000000000)0000000000000
00000000000 2-2-200000000000(00O 90%)0 40
0000 2-70 24-00@-00000)000000000(KT-401)00 0

(0002-7-1) 1-[2-0000000-5-(1-00000)0000]J00000000
000000000001-0000000-24-00000000 2090 1,4-000
00400 MLOO OO OO 1.73 mLO t-BuONa 1.4 g0 rac-BINAP 583 mg O O Pd:(dba):42

8mg0 00000000000 DO0ODO0DO0150000000090 000020000
0000000000000 EL000O00 100ml00000000000000000
000000000000 0000000000000O00MSO.0000000000
0000000000000 O0000O0000CHCLODOOODDOODO0O00OODO0Oo
000 CHCl20mMLl01 000040 mO00000000000000O0000O000
00000000D0000000 pH 7500 AOEt 0000000 OO00ODOOOOO 50
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OO0OMgSO: D000 0O00OO0DO0O00O00O0D000 720mg0 003500000
(00D02-7-2) 24-00(Q-00000)00000000
01-[2-0000000-5-(1-00000)0000]0000015¢000000 15 L
OTHF 75 mL OO OO 20% Pd(OH)-C 0.5 ¢ 00D 0OODOOODCOOOOOOOOOODO

o3sboooooobooooboogobobooobooobbooobooobboooboobooo

000000000 (OOO0-ACOEt 0) 00DD0O0C0CDOOO0O0O 1.05 g0 0O O 94%0
0ooo

(0002-7-3) 24-00(1-00000)000000000000
024-00(Q-00000)00000 100 mgO AcOEt 4.0 nLO 0 OO0 OO 00O O O 4M-HC
I/ACOEt 0.25 nLO 0 00O DO0O0C0D0200000000000000000000000
00 115 mg0 0 090%0 000 O

0000 2-80 4-000-2-(1-00000)000000000 (KT-402)000
(0002-8-1) 1-(2-0000000-5-0000000)000000000
000000000001 0000000-2-000-4-00000001.0g901,4-00
000100 nt00O0O00D00.40 nLOO OO O 0O 1.48 gO rac-BINAP 323 mgd O Pd:(db
ay238 D 0000000000000 D0O000150000000090000000 200

Oo0oboobobOobo0obO0obO0OACBRtD O D ODODOD0DO0OO0DOoOoDooooooooan

000000000000 0O00000000000OMgS0000000000000
000000000000 00000000000-CHCLOOOOO000000000
000000 260 mgODO026%00 000

(0002-8-2) 4-000-2-(1-00000)0 00000000000
000000000002-2-200000000000(0085%)0

0000 290 2«(0000000)4(000000000)000000000(KT-40
7)0 00O

(00029-1) 2«(00000000)NN-0000-5-00000000000
02(0000000)4-00000000 2.5 gOCHCL 50 mLO DIPEA 4.78 mLO O O
000000000000 000000001.13 nlOCHCL 25 nl0 00000000

oooboisgoooo0ogoboogboobooeoml0oopbi10% 0ODOOODDOOOPH 700

ODOCHCIOODOODOODOMgSO0 0000000000000 00003.07g00009
O OoOO

(00029-2) 4(00000000)NN-O0000-0000-1,3-0000000
02(00000000)NN-0000-5-00000003.0g000000 45 nLO THF
75mL 0000 105 Pd-C06 ¢g 000000000000 000O000O000O025 00

gboobobobobobo0obobobobUobUobOobOobOobOoDb 255 gUDO0Oos%

ooooQ
(00D02-9-3)N-000000-4-(00000000)-NN-ODODDODDOODOD-1,3-0
oooo0oao

O00000D0000D0 2-1-1 00000000000 (OO0 69%)0O

(000294 2(0000000)4(000000000)000000O0000O0O0
ON-O0O0D0DD00-4(00000000)NN-ODODODODDOOD-1,3-0000 400 m
g O iPA40nL OOOOO4M-HCI/DOX 4.2 WL OOOODODO0O0DO0ODOD 5000000
OOACOEtDEt0 00D O0O0D0D0D0DDDOO0OO0OO0O0O0O0O0D0D0DO 388 mgd OO 87%0
0000

OO0O00 2-100 4-000-2-(34-0000-1H-000000-2-00)00000000
0 (KT-383)0 O O

(0002-10-1) 3-3,4-0000-1H-000000-2-00)4(00000000O)0DO
Oo0O0O0O

0O000000000D02-000-1(00000000)4-0000000 20g¢ 0 1,
4-00000 200m01,234-000000000000 121 ml00000O00O 3.4
8 g0 rac-BINAP 713 mg O O Pdi(dba)559 mg 0 0 00 DODOO0OOO0O0O0O0ODOOO 1

10

20

30

40

50
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50000000080-80 OUUO0ODO 200000000000000000 AcOEtD O
ooooboooobooobooobobooooboooobboooboooboboooboobooo
gboobodawmSo.0ooooooooooooooooooooooooooooooao
gooooooDoDODDODOO 2-2(DDODODODOODOO)S-000000071-34-0000
O-1H-0000001172g9g0000000729000000000000 320mg ODODO
gbogd3zmoO032m0bD0OD0OD64antOD00D00ODOODOO?218 mg OO OO 227 mg
gooovoboD25000000000000000000 AcOEt 20 mLO THF 10 mLO
g20mO000DOO0OO0O0DOOO00bOOO0OO0DbDDODOO0OO0ODODOOO0DOO0OO0ODDODOOnDDOMS
o.00DDDDDDDOODODOODOO0OO0O0O0O0DO0O0O0O0O0O00 (ODO0O0O0-AcOEt O)ODODO
gbooboobob 17omgDO0O0D0ODOD0 59% 00000 10
(OoO0O2-10-2) 4-000-2-34-0J000-H-ODO0DO0DOOO-2-00)00000O00O0OOC
ooono

O00D0O0OO00DbD0O0o0 2940000000000 0(@DO 66%0

goooogao
ooobooogoboboz2-1002-1000000000D00O00DO0OOODOODODDOOO
ooooao

Ex.OODODOoDOOoDstODoooDbDOd bat,O0OOo0OoOnO
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oooood
Ex. St. Dat.
2-1-1 OH 'H-NMR (CDC1,) : 6 1.09-1.29 (3H, m, 1.33-1.46 2H m,
NO 1.63-1.72 (10 m, 1.73-1.81 (H m, 2 00-2. 08 (2H,
w, 3.16-3.26 (IH mw, 3.47 (1 brs), 6.90 (IH dd,
HNO J=2.9Hz, 9.0 Hz), 6.98 (IH d J=0.0 Hz), 7.16 (IH
d J=2.9 Hz), 10.17 (I s)
2-1-2 OH 'H-NMR (CD,0D) : 6 1. 21-1.52 (5H, m), 1 67-1.75 (I m,
(KT-404) NHe 1.83-1.93 (QH m, 1.97-2.05 QH m, 3.38-3.47 (I,
2Hl m, 7.16 (IH d J=8.8 Hz), 7.40 (IH dd, J=2. 6 Hz,
“NO 8.8 Hz), 7.53 (14, d J=2.6 Hz)
2-2-1 - " " 'H-NMR (CDC1y) : 6 0. 96 (6H, d, J=6. 6 Hz), 1.49-1.56 (2H,
z “\C/H |w, L67-1.78 (IH m, 3.06-3.13 QH mw, 3. 48-3.55
HO * L (I by, 6.92 (IH dd J=2.9Hz 9.0 Hz), 6.99 (I,
d J=9.0 Hz), 7.16 (1 d, J=2.9 Hz, 10.21 (IH s)
9-2-2 N N s 'H-NMR (CD,0D) : 6 0. 97 (6H d, J=6.5Hz), 1.60-1.78 (3H,
k-39 | T ) L. |w. 335340 @R w, T16 (K & J8.8H), T.4
Ho 2HC (IH dd J=2.7Hz 8 8Hz), 7.55 (IH d J=27 Hz)
9-3-1 OH | 'H-NMR (CDC1y) : 6 1. 27 (6H d, J=6.3Hz), 3.62-3.73 (IH,
N -CHs m, 6.73 (1H d J=8.6 Hz), 7.50 (I d J=2.6 Hz),
CH 7.56 (14 dd, J=2.6 Hz 8.6 Hz)
NO,
9-3-2 OH | 'H-NMR (CD,0D) : 0 1. 38 (6H d, J=6. 6 Hz), 3.81-3. 92 (IH,
KI-397) | o m, 7.18 (1 d J=8.8Hz), 7.40 (I, d, J=2.6Hz 88
~  CHs Hz), 7.48 (1B d, J=2.6 Hz)
NH; 2HCI
9-4-1 OH 4 IH-NMR (CDC1y) : 6 1. 15-1.48 GH m, 1. 63-1.84 (3H m),
NO 2.01-2.11 CH mw, 3.25-3:38 (I m, 6.73 (0 d
1=8.0 Hz), 7.48 (IH, brs), 7.53 (IH d J=8.0 Hz)
NO,

gboogogao
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Ex. St. Dat.
2-4-2 OH 'H-NMR (CD;0D) : 6 1. 22-1.41 (3H, w, 1. 46-1.58 (2H w,
(KT-398) NO 1.67-1.75 (I m, 1.84-1.93 CH w, 2 00-2.08 (H,
W, 3.47-356 (I w, 7.17 (IH d J=8.7 Haz), 7.38
N aha (IH, dd J=2.6 Hz, 8.7THy), 7.45 (I d J=2.6 Ha)
2-5-1 OH 4 'H-NMR (CDC1) : 6 0. 98 (6H, d, J=6. 6Hz), 1.54-1.62 (2H
NS, 169-1.82 (1w, 313324 QL w), 6.72 (I
7 O d J=T.6Hz), .45 (I s), 7.54 (IH d J=7.6 Ho)
NO,
2-5-2 OH 'H-NMR (CD;0D) : 0 0. 97 (6H, d, J=6. 4Hz), 1.61-179 (3H
(KT-395) NS im), 3.38-3.44 QR m, T.18 (K, d J=8.7Hz), 7.40
e (4, dd, J=2.6 Hz, 8.7 H»), 7.57 (I d J=2.6 Ho)
NH,  2HCI
2-6-1 OH H-NVR (CDCIy = 0 2.98 (2H, t, J=T.0 Hz), 3.48 (H, t,
N«\@ J=T.0Hz), 3.89-5.86 (2H br), 6.71 (1H d, I=8 6 Hz),
T21-7.28 GH m, 7.31-7.36 CQH w, 7.50 (1 d
NO2 J=2.6 H2), 7.56 (1H, dd_J=2.6 Hz, 8. 6 Ha)
2-6-2 OH H-NR (CDOD) : 0 3.05 (28, t, J=T.9 Hz), 3.59 (M, t,
(KT-400) @NV\O J=T.9H2), 7.07 (W, d J=8.THa), 718 (1 dd J=2.6
Hz 8.7Hz), 7.24-7.29 GH m, 7.30-7.34 GH m
NH, 2HCI
2-T-1 OBZ«O 'H-NMR (CDCLy) : 1. 51-1.59 (4, w, 1 68-1.76 (8, m,
N 3.00-3.08 (8H m, 507 (26 o), 6.49 (IH dd, J=2.8
@ Hz 8 6Hz), 6.65 (I d J=28Hz), 6.81 (I d J=8.6
[Nj Ho), 7.27-7.32 (I w, 7.34-7.39 QH m, 7.44-7.48
(2, m
2-7-2 oH Q 'H-NMR OMSO-d6) : 0 1.42-1.52 (4 m, L 55-1 67 (8H
N W, 283 @H t J=5.1Hz), 2.90 @H t J=5.4 Hy),
@ 6.39 (I dd J=2.8 Hz 8.5Hz, 6.50 (I d J=2.8
(Nj H»), 6.61 (IH d J=8.5Hz), 813 (I s
2-7-3 oH O 'H-NMR CD,0D) : 6 1.70-1.94 (@H br), 2.04-2.15 (8H
KT-401) N W, 3.67 @H t J=5.6H), 375 GH t J=5.6Hi),
7 e 7.25 (I, d J=9.0Hp), 7.79 (H dd J=2.7 Hz 9.0
@ Hz), 820 (1H d 1=2.7 Ho)
2-8-1 OBz 'H-NMR (CDC1y) : 0 1. 56164 (2H w, 1.70-1.78 (4H, m,
N 3.08 (4H t, 1=5.2Hz), 5.22 (H, ), 6.94 (I d, J=8.9
H»), 7.33-7.48 GH m, 7.80 (I d J=2.7Ho), 7.88
No, (H dd J=2.7 Hz 8.9 Ho)
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Ex. St. Dat.
2-8-2 ) 'H-NR (CD0D) : 6 1.69-1.93 (B br), 2.04-2.13 (f
(K1-402) N W, 373 @t J=5.6H), 7.21 (5 d J=8.8 Ha),
2 7.4 (I dd J=2.5Hz, 8.8 Ha), T.76 (K d J=2.5
Nz )
2-0-1 oviow H-NR (CDCLy : 0 2. 87 (6 §), 3.54 GH ), 5.34 (2R
N, $), T17 (I d J=9.0H2), 7.79 (H d J=2.68 Ho),
7.85 (IR dd, J=2.7 Hz, 9.0 Ho)
NO,
2-9-2 owo H-NR (CDC1) < 0 2. 89 (6, ), 3.30-4 20 (K br), 3. 51
Moo, (3 s), 5.16 (2H s, 6.37 (14 dd, J=2. THz, 8 6Ha),
6.61 (N d J=2.7H2), 6.97 (K d J=8.6 M)
NH,
2-9-3 omou H-NIR (CDC19 6 119 (6 d, J=6.2Hz), 2.77 (6K ),
Ny 3.50-3.59 (I mw, 351 GH 9, 513 CH s, 6.16
(IH dd J=2.8 Nz 8.6 H), 6.2 (1 d J=28 Hp),
HN_CHy 6.95 (I8, d J=8.6 H)
CHs
2-9-4 on cHy 'H-NUR (CD,OD) : 6 1.38 (6H, d, J=6.6 Hz), 3.33 (6H, ),
(KT-407) Ny 3.76-3.85 (I, W, 7.25 (f d J=8.8H2), 7.52 (IA
- dd, J=0.5 Hz, 8.8 H2), T.90 (I d J=2.5 Ho)
HN.___CHj;
CHj
2-10-1 OMON H-NR (CDCL) : 6 2.97 QH t, J=5.8Hz), 3.41 CH ¢,
(0 J=5.8 Hz), 3.46 (2 brs), 3.50 (G s), 4.26 (H ),
510 (H s), 6.30 (I dd J=2.7Hz 84H, 638
N, (IH, d J=2.7TH), 6.92 (I d J=8.4 Ho), 7.07-7.18
4l m
2-10- " 1Y BNRO0:0 3.30 CH t J=6.3 Ho), 403 QH ¢
(KT-383) N J=6.3 2), 4.88 (H §), 7.26 (I d J=8.8 Ho),
2 7.27-7.30 (I8 W, 7.34-7.42 K w, 7.45 (B dd,
NH, J=2.6 Hz, 8.8 Ha), T.54 (K _d, J=2.6 Hy)
googoogao
oooooo
ooooOoO0oo0oboOO0oobooUooboo0oUobDboooboooboD BL2(DE3) D D OO DO
OO oNRODDDDDOD@S3IOOO)WOUOUUUOUODOLOOOOOOODODODODODODGO
OCoOoOoOoOOoOoODODODDODDODODODODODODOAO(Taniguchi et al, 2008, JBC, 280, 7614)
oooooooboogoobo-p-0OO0OoO0OOO0O0DDODUO0OO0ODOOODODODOODODOOD
OoOoOoOOoOODODODDODDODODOOOOOOOOOO0OO0OWhatman ODOPIIOOO)0OOOO
OOOOO0ONeClOAOO3IMODDODODOODODOOOOOODOODOOOOOOOOOOoQOQOoO
OCoOoOoOoOoOODODDDODODODODODOOSM NaCIL, 2% O?00000C000ODODDODDODOO
gboobgoloobonbobDonbDoDi1s,000 xgqODODODODODODODOODOODODDO
oooooooboooboooooboooboo2ooooO, 0 COODDO
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000000 HPLC(OD OO O DO ODOODOCosmosil protein-R OO0 O0)D OO OOODOODO
gdodooooboooooooooooooo oo o oo ooooooooDooboooao
goooodooooooooooobooooooooicy oooooooooooodd
00000000000 oDOoDOoDbDOoDbDOo(eBp DO oDooDOooOonn
oooood
0000000 DOO0oDbOOooOooOoooOoo9mg/mMODODODODODODODODOO
Olo0pMOOODDOT@OTh-TOOODODOOO)O0.1IM NaCl, 0.45 mg/ml OO DO OO
0000010 mM HEPES pH7A0 DD 000D OOODODOOOODDOOODDODOOOOGOGO
O00O000DDOOTECANO O infinit F2000000000000O00O 360 nm/ OO 465
nmOODODODODODODOOe0pg/mDODODODODODODODODOODOODOOO37Y000O0OO0O
gooooooooooobooboooooooooodd
oooooao
gooz4-00 0000000000000 0O0O0O000O0OCODlwMOOOOOGOGOGOAGO
0000000000000 0O0oo0o0ooo7200000000000000O00O00Th-TOO
gogtoooooooooooooooooooooooooooboooboooooonUan
ooooooano
Ooo0o0oao
ooooodd

vehicle 72 hr 8® Th-T{E - £EMW 72 hr B5D Th-T {&

A7) REMHEEE (%) = 100 x

vehicle 72 hr B ® Th-T {& - vehicle 0 hr Bf®D Th-T {i&
O0o0oo0ao
oooooooooooooo?24-00000000000000O000O0000O0000AO
gooooooooooouooooooooooooonUan
oooooao
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EHEEIES | KT-No. | #98EEER(%)
1-1 KT-410 89.52
1-2 KT-409 52.29
1-3 KT-413 28.80
1-4 KT-417 93.60
1-5 KT-414 3.90
1-6 KT-415 37.86
1-7 KT-416 13.37
1-8 KT-426 78.28
1-9 KT—427 72.34
1-10 KT—419 51.18
1-11 KT—424 68.17
1-12 KT-425 55.45
1-13 KT-431 70.45
1-14 KT-434 47.48
1-15 KT-432 89.36
1-16 KT-435 90.47
1-17 KT-429 78.11
1-18 KT-439 86.20
1-19 KT—445 94.09
1-20 KT-450 94.56
1-21 KT-453 92.65
1-22 KT-466 92.88
1-23 KT-471 96.89
1-24 KT-472 93.53
1-25 KT-470 99.27
1-26 KT-442 92.58
1-27 KT-451 92.95
1-28 KT-440 92.76
1-29 KT-448 94.65
1-30 KT-467 99.69
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EHFES | KT-No. A SEEEEE (%)
1-31 KT-468 95.27
1-32 KT-469 91.13
1-33 KT-436 98.46
1-34 KT-449 92.25
1-35 KT-454 9157
1-36 KT-446 85.89
1-37 KT-437 96.21
1-38 KT-438 97.66
1-39 KT-475 97.39
1-40 KT-462 74.32
1-41 KT-464 47.85
1-42 KT-433 97.74
1-43 KT-444 93.55
1-44 KT-447 95.23
1-45 KT-441 81.82
1-46 KT-452 87.78
1-47 KT-430 9545
1-48 KT-457 58.20
1-49 KT-458 68.82
1-50 KT-456 54.71
1-51 KT-465 56.48
1-52 KT-460 83.91
1-53 KT-473 94.09
1-54 KT-459 93.09
1-55 KT-474 96.47
1-56 KT-477 94.73
1-57 KT-478 99.69
1-58 KT-476 97.04
1-59 KT-479 97.99
1-60 KT-480 85.82
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EMFIES | KT-No. | #VBREMREE(%)
1-61 KT-481 84.88
1-62 KT-482 84.93
1-63 KT-483 91.39
1-64 KT-484 80.20
1-65 KT-485 91.18
1-66 KT-486 82.56
2-1 KT-404 83.02
2-2 KT-396 88.60
2-3 KT-397 81.86
2-4 KT—-398 89.11
2-5 KT-395 81.26
2-6 KT-400 85.19
2-7 KT-401 65.95
2-8 KT-402 88.07
2-9 KT-407 76.88
2-10 KT-383 54.60
KT-366 83.29
KT-399 84.87
KT-405 56.77
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Ooo0ooogoo
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O00O00OO0OD0OODOO)O10.16p MO OO O KT-4010 0.77p MO O O O KT-4170 0.43u MO O
OO000000OgOgkKT-4010 0KT4170 00000000 ooOOoOoOoOoOOoOOoOOO000ao
Oooooouoooooooooooooooooonan
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0000000 DO0OABO0DODODODODODOARL-4200000000000.1 % 30
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PBSO 000000002 MIOODODODODODODODODODOOODOODOR20000000O002
O OOODODDODDDODDOOPBSOOODOOODOOOODODODODODODOOOOOAR 1420000
0000037002200 00000000100mM ODODODDOOODDOOODO (pH 8.5)06
MOOOOOTh-TOOOOODODODODOOOODODODODODODODODOODODODODODODODODOD(@O
0440 nmO O O O O 486 nm)O
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EHefIES KT-No. AR BEERREER G, (uM

1-4 KT-417 2.5

1-6 KT-415 1.6

1-26 KT-442 3.6

1-28 KT-440 0.70

1-33 KT-436 1.6

1-34 KT-449 1.4

1-37 KT-437 1.3

1-38 KT-438 1.8

1-42 KT-433 2.2

1-44 KT-447 1.2

1-47 KT-430 0.69

1-53 KT-473 6.0

1-54 KT-459 1.9

2-7 KT-401 2.1

RS Methylene blue 0. 41
0
O
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