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1,1-0000000 (@S)-2-[(28)-00000(@OIO0D0)I0O0]ooono-1-0
0ooo

000000000000 0000170m001,1-0000000 (28)-2-000
0000-1-000000004.68 g (16.2 mmol)J500 mMID O OO OO0C0DOOO
0D-7800000000000000000L-0000000C@O) (O0O0O00-
000000000) IMODO48.5ml (48.5mmol)J 0000000000050
000

000

000000034 m0003000000034mOI0000000000000
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gooao
gooao
gooao
gooao
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[a 1%
gooao
2.3.0QS)-[(2S)-(1-00000000-2-00)]J000000000

0000000 ooDOooDOoDOOoDbOOooooOosomiO00O0ODODODODODOOO0?R2.96¢g
8.1 mmohHO 200 MIDOODODOODOODODODODODODOOLL,1-0000D0ODO

(AS)-2-[(29)-0 00 00(@OUO00)I00]00000-1-0000000000000

000@5SmDI04.49 g (5.4mmoD0 00000000000 3.50000000

o S s o

= -
i -

O
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oooobD20000000

oooooOoooooboooooboboboooobobooobobbooooboodg
ooooobOoooooooooobOobooooboboOooobboooobooog
ooooobooooooooooobooooboboooobboooobooboo

04.49 g0000

O

+63.75° (c=0.80 CH,CI,) ee=97.80
O

goobOoooooboooooooboobooooaMoOouoobOoOOoOooooOOoOoOoonn
gbobooboao
ugbdobooobooooobuoboboboboobobobobobooooobgann

00002.95g0000
0oo

(1S)-[(28)-(1-00000000-2-00)]0000000000
0000000000000 070 mi00O (1S)-[(2S)-(1-0 0000000 -2-00
00000002.95g (4. 4mmoDO00 0000000002 ml (14.4 mmol)O 25
000000000000 0000C0D0C000D0C0O0C0D00O00O01-1ml (14.4 mm

oHOOJOOOOOO200D000000O000O0O0OODODDDOOOOOOO

O

O
O
O
O
3
O

oDooooocoooooodMoOooOoond

O

o o0O0o00ood

O

go
g
OO
go
o
uo
OO

0 2-

guo

O0Ooo0oooaoo

O
a
u

2-000
0 1-3-0
00.66 g (4.6 mmol)O 0O (1S)-[(2S)-(1-0 00 0000D0-2-00)]J0000000

O
O

u
O
a
a

O1
OO0

.45 g0

ao
OO
go
g

g
g
a
u
O
a

O

0

0000000000000 O00O0O00O0O00O0O0O0O0O0-500000000
0D30m0O0O0O000O000O0D0O0O0D0O0O0O0DO0OOODOOODOOOOOOO
0ooOoO0480000000

0000000000000 O00O0O00O0O00O0O00OO0ONO0ONONOoOooooao
0ooo

0

00 -N-[(1S)-[(25)-1-00000000-2-00]00000007]-3-000
0DO0oO0OO00O0 000 101

-3-0000000000000101 g (4.9 mmoDO1-[3-(0000000)00
000000000 0000.9¢g (4.9 mmoD01-000000000000

@G.ommoHOO0O0O0OO0OO01.60000000000000C0OCODODDODOOO
gobooooobogoboboboooobogobobobooooboboboboo
gbooooodg

u
coooDoO-2-0000OmIOOOCODODOOO0-2-000001NO0OD210.9ml
gboboooobobobobooobobobobonn
oooooOooooboooboo.3rguOOoOoOoOoOO

00 230-2320

[a 175, = +70.3° (c=0.82500 CH;0H) ee>990]

oooogo

000 (O00O0OdNo. 24)
00-4-000-3-000-n-[A-00000000-2-00)00000007-5-000
00000000000 000 101

-1

2-(00doopoooopooOoooOoOooo)Y-1-0coDpoOOoO0oO0O0O0 Dooooo

ooooooogd
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OO0 DOO0O0oO0oOoooooooooDoi17.4ml (220 mo)OODOOD OO OOOO (@
0-2-00)0000 o-O00COODOO3 g @20mmoDODODODOOOOO (200 m
ooooboooooobooogos3snoooooan
gboooobobobobooobobobobobo

049 g0000000O0OCOOO0ODOOOODOOO

oooao
3. 2.

0D00-(1-00000000-2-00)0000000000 00000000 2
000O00O0sSOmOCOINDOOSOmMOO02(0O0000000000000000)-1
000000000 0000000000000 0014.8 g (31.89mmol)0 000 00O
7490 0000000000000000500000
000000000000000000000000000000000000000
00000000000000000000000000000000000000
0000000000000 00000000010000000 00000000
000006.7 90000
afislalls
0006.790 0000000000000 0000000000000020000
000000000000 0O0O0O0O0OoO0OO
00000000000000000000000000000000000000
0000000000 0000000000004.7 900000000000
0 156-1590
0Dooo
04-000-3-000-5-0000000000000
0000009.97ml (50 moDI O OD0OOD0ODO0ODO0ODOS0 mid O 4-00 0 -5-0
000O00000007.8g (A0Ommol)D500mMID 000000000000 O00O
0oo0o00oo0oo0on
0000000000000 0000000000000000000000000
0000000000000 0000000000000000000000000
00
09 gdOO0D
0 229-2350
0oooQ

ODoooooooowoooooooooooao
ODoooooooogwopooooooooooo

3. 4.

Q.

~
=

OoooooooooogoQgdg
OooooooooooQgg

0oo0D0D-4-000-8-000-N-[1-0O00000000-2-00)H)00000007]-5-
oooooood
0oi1,2-0000

gobooboooono 0obo 101
ocooOsnm004-000-8-000-5-0000000000000O0.52¢

15 mmol)0 1-[3-(0 0 0O00O00)I000]-3-0000000000 0O00O0.37g
96 mmoDD1-00000000000000O0.26 g (1.96 mmol)d 100 miO 0 0 O O
D00O0000O00001000000001,2-00000005m00000000
00-(1-00000000-2-00)00000000000.4g (1.96 mmol)d O O

00012000000000

0oooQ

000000000000 0pHO0 0000000000000 0000000000
00000000000000000000000000000000000000
0000000000000 0000000000000000000000000
000000000000 D0O0O0On

00.4900000000000
000000-2-0000mO000000000-2-000000.1NO009.4ml00
000000000000 0000000000000000

00000.285 g0 000

0 270-2720
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DoooooQ
0000 (000O0No. 25)

4-000-3-000 -N-[(A1R)-[(2R)-1-0 000 0000-2-00]0000000]-5-00
DO00o0000O00O00O00 000 101

4. 1. (R)-[(2R)-(1-00000000-2-00)]0000000000
000000300 mOI0OO00O00O00O00O00-@-00000000-2-00)00000
0000080 g (39 moDIODODODODCOODCOD450mIDOOCOOOOOON-000O0O-D-
000068 g (30 mmol)D4 ID00 000000000 ODDOOODOOODOOODOOO
00000-2-0001100 mMID 0000000 (AR)-[(RR)-(1-00000000-2-00)
000000000000 72g0000

000003000000 @R)-[(R)-(A-00000000-2-00)]000000000
0001590 0000000

000 171.50

[a 125, = -11° (c=10 CHLOH) ee>99[]

Dooooo

4. 2. 4-000-3-000 -N-[(AR)-[(2R)-1-00000000-2-00]0000000]
-5-000000000000000 000 101

04-000-3-000-5-00000000000001.04 g (4.37 mmol)0 1-[3-(0 O O
0O000)IO0O00]-3-0000000000 0000.46 g (3.97 mmol)01-0 0000
00000000 00.53¢g (3.97 mol)DJ 00 (AR)-[(2R)-0 000 D00ODO-2-007]0
0000000001.59g @.97mmo)I 0000000 ODO03.400000000000
00000000001.12 90000

oooooo
0000D0-2-0000mI00000O0D000001.12g000000000-2-0000
00.1ND0OO028.2m00000000000OO0D0O0OO0DOOODOOOOODOOOO
0000000000000 0000000000

0000000000000 00.9¢g0000000DO000

000 175-1850

[a 1%°, = +18.4° (c=0.0910 CH,0H) ee=97.80

oooooo

0000 (0O00ONo. 36)
000-2-000-N-[0000(@O0000-2-00)3J00]1-3-000000000000
000 000 101

5.1. 2-000-N-[0000(@O000-2-00)000]1-3-0000000000000
00

0000000060 mMOOOOOOOOO02-000-3-00000000000001.61
g (7.16 nmmol)0 1-[3-(0 000000 )I0O00]-3-0000000000 0O0O1.4

g (7.28 mol)0 0 04-000000000000.218 g (1.79 mmol)D 250 mi0 0 O O O
0000000000100 0000000000060mMOO0O000O000O00000(
0000-2-00)0000001.19 (.97 mol)J0 0000000002400 000
00

Do0o0o00
0000000000003000000000000000000000000000
0000000000000 0000000000000O000ON0ONONooNooonoon
0000000000000 000000000000000000000000000
0000000000000001.34¢g00000000000000000000000
0000000000000 O00O00

000000

5. 2. 00O0-2-000-N-[0000@OO000-2-00)I00]-3-00000000
0000000 000 101
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2-000-N-[0000(@O000-2-00)J00]1-83-00000000000000
4.17 g (0 mmo)D 0D 0@ mMDIODODCOODOODCOOOODOS000000-000.1g
0000.35MPa0 000500030 000000000

0000000000000 0000000000000000N0N0No0Noooonoan
000000000000 000000000000000000000000000
000000000000 000000000000000000000000000
000000000000 00000000000000000000000Noonoan
00D0100/0095/50 0 00 000020000000000000000000000
0oooooon

0oooo

(0000O00O0)I00 000O000000.8g0000
0000-2-0000mO000000000000-2-000000.1N 0020 mlO
000000000000 000000000000000000000000000
0000000000000 000000000O0On

0000.6g00000000

00 234-2350

ooooo

000 (0OO0No. 37)
O0O0O0-N-[(S)-0000-[2S)-00000-2-00]000]-3-(C00000000)
00000 000 101

000000000100 mIOO0C0O0O0C00O001,3-000000000008.36g (3
0)I0DODOD0OO0DO0OO0DO0DO0OO0OOO0DO0OOODOOODOODOOODOSs00 00000000
0000000O0(@OO0O00O000000)000000.29g (0.0100)000000
0030000000

(000000000000 000000000) N-[(S)-[(2-S)-1-00000000-

00]1(@O000)IO00]-2-000-3(000000000)0000007.8g9g (19.1
mmo0 00 O00OD0OOD0ODOODOONOONOODOONOONOONOONOONOONOONOOOO
DO00oO00O00O0100MID00O00O00O00O00O0000O00DO00O00DO00O0OO0OO
omiD200000000000000100m0000000000100mi00 000
00000000000000000000000000000000

0oooo
0000000010.159000000000330000000000.40000000
000000000000 0000000000000000000000000
0000004.8¢g00000000000C0000-2-00050mMOC00C0C0O0
2-000000.1NO0D0125mO00000000000000000000000
0ooo0ooo

000000004.33¢g0 0000000000000

00 223-2250

15, = +80.7° (c=0.50 CHL0H) ee>980

oooogo

000 (O00O0ONo. 690 0O O 70)
O0O0-N-[[A-000-1-0000-00000-2-00]71@QO0O00)I00]-3-0000
0o0oO0oooOoooao

0000000002 mi00000-2-000-N-[(A-00000000-2-00)00
0000]-3-0000000000000000.54g (3.3mmol)JO000D0000O0O0
O00O0O0somO0DO0O000O00003-000000000.28¢g (1.200)000
0000 GmHIOOODODI12000000000000000000

oooogo

030 m00D0000D000000000000000000030mi02000000
OooOooi100mO00O0O0OOO0OD0OO0O0100mMOO00000000000O000O00O0O0
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000O0000000000000000000000000000090/10000 40
00000000000000000000000000000000
010N-0000000000.15 g (000 100-1020 )00 0020N-0000 000
00.03g (00D 126-1280)0 0000 O

ooooo

000 (0O00No. 71)

00 (29)-2[(1S)-[[2-000-3-(000000000)I0000]1000]1 (@000

yooooj-1,1-0g0gogoooooooao

O

000000020m0000000002-000-N-[(1S)-[(28)-1-00000000

-2-00J000booo0g0]-s8-000o0o0pDoOo0O0O0bDbDDbO0O0go0.15 g (0.36 mmol)O OO

0do0o0ooo0ooDooDooDoDoDoooooDooDosomiDOD0DODOO0OOOOOODODOOnn
go.5mi000O00OOs8DO20000000
goboooobooobooobooboboobobo0obDboUobboobbooooboao
0o0oooo0.17 g0 b0on0O
oodno 121-1230
gooooo
oo0ooooooooboibobo b o000 oooooao
ODoADODDOOO0OOcCgHsO OO OODODOOO0OO0DO0oO0OoooCRO0000000000
oMHoooocr,0 0000000000 DOR,000000O0DO0CsHsODDDODDODODOOO
000000000000 DO0O000D0O0OD0DO0ODO0ODOO0OO0DO0DO0ODoDOoOoDODO0OwxCIDOnD
0000000 O0tfa0 00 000000000000 Oan
gooooooboooboobobbbtbtob oo oooogogaa
gooooo
gooao
2 X
A 1
HN O
R CF,
ogooooao
gooao
No. SRR a X CF, R, #
1| Fur A (1R,2R:15,28) N-CH, H 6 2-F, 3-Cl HC1
2| hv A (1R,2R;18,28) N~CH, H 2 4-CF, HCl
3] FULZ (1R,2R;15,25) N-CH, H 2 6~CF, HC1
4 ~LA# (1R,2R;15,25) N~CH, H 2 5-C1 HC1
S| bu % (1R,2R;15,28) N-CH, H 2 4-F -
6] kL {(1R,2R;18,25) N-CH, H 2 5-CF, -
7 LA (1R,2R;15,28) N-~CH, H 2 3-c1 HC1
8| ~ L (1R,2R:15,25) N-CH,4 { q 2,6-Cl, HC1
8] UL (1R,2R:1S,28) N-CH, H 4 2-Cl RCl
10| kL :f (1R,2R;1S,28) N-CH, H 4 3-Cl RC1
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oooooao
oooooao
No. ALY (e A X CF, R, R
11| b LA (1R,2R;18,28) N-CH, H 3 4~F Hel
121 b LA (1R,2R:;15,253) N-CH, b2} 3 H KCl
13} F LA (1R,2R;1S,25) N-CH, H 5 2-C1 Kel
14 (15,29) N-CH, H 5 2-C1 HC1
15 (1R, 2R) N~CH, H 5 2-Cl HC1
16f L (1R,2R;1S,25) N-CH, H 3 5~CF, HC)
17| h LA (1R,2R;15,28) N-CH, H 3 2-C1 HC1
18 {15,28) N-CH, H 3 2-Cl HC1
19 (1R, 2R) N-CH, H 3 2-Cl HCl
20f b LA (1R,2R;18,28) N-CH, H 3 4-C1 HCl
21} MU A (1R,2R;15,28) N-~CH, H 5 2-F, 3-Cl -
22| VA (1R,2R:1S,25) N-CH, H 5 2-F -
23] kL F (1R,2R;18,258) N-CH, H 5 | 2-0CH,, 4-CgH; | HCl
24| L # (1R,2R;1S5,25) N-CH, H 5 3-Cl, 4-NH, | HC1
25 (1R, 2R) N-CH, H 5 3-Cl, 4-NH, | Hcl
26| VA (1r,2R;18,25) N-CH, 2-CH, 3 2-Cl HC1
27| VA (1R, 2R;15,28) N-CH, H 3 2,6-Cl, el
28 {15,25) N-CH, H 3 2,6-Cl, HC1
29 b L4 (1R, 2R;1S,258) N-CH, 4-F 3 2-Cl HC1
ogooooao
oooooao
No. SEARALEE A X CF, R, i
30 (1S,28) N-CH, 4-F 3 2-Ccl HC1
31 (18, 28) N-CH, 4-Cl 3 2-Cl HC1
32 (1s,28) N-CH, 4-C(CH,}, | 3 2-Cl tfa
33{ b L& (1R, 2R:1S,29) N-CH,CH, H 3 2-C1 HCl
34 (15,2%) N-CH, 4-CH, 3 2-C1 HC1
35 L4 (1R,2R;15,25) N-CH, H 2 4-C1 HC1
36| F L+ (1R, 2R;1s,25) NH H 3 2-Cl HC1
37 (15,29 NH H 3 2-C1 HC1
38 {1R, 2R) NH H 3 2~C1 HC1
39) L (IR, 2R:15,25) N-CH,CH {CH,) , H 3 2-C1 HCl
40 {(15,25) N-CH,CR{CH,}, H 3 2-C1 HC1
41} b L (1R,2R;18,25) N-{CH,) ,CH, H 3 2-Cl HC1
42 {18,25) N~ (CH,) ,CH, H 3 2-C1 HC1
43 {1s,25) N-CH,cCyH; B 3 2-Cl HC1
44| b VA (1R,2R;18,285) N-CH, H 3 2—~CH, HC1
45 (15,28} N-CH (CH,), H 3 2-C1 HCl
46 (15,25) N- (CH,) sCH, H 3 2-Cl HC1
47 {1s,25) N~-CH,C=CH R 3 2-~Cl HC1l
48 (1s,25) N-CH,C(Hs H 3 2-Cl HC1

gboooog
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gooooad
No. SRILEE A X CF, Rz i)
49 {1s,25) N~CH, [3, 4- (OCH,) ,C¢H3] H 3 2-Cl -
s0] LA (1R, 2R8:18,29) N-CH, H 5 2-CH, HCL
51| b L2 (1R,2R;18,28) N- (CH,) ,CF, H 3 2-cl HCl
52 (15,295 N- (CH,) ,CH, H 3 2-CH, HCl
53! b L4 (1R,2R;15,25) N- (CH,) ,CH, 4-F 3 2-CH, HC1
541 b LA (1R,2R;158,25) N~—(CH,) ,CH, 4-F 3 2-Cl HCl
55| b L (1R, 2R;18,28) N-—(CH,) ,CH, 4-cl 3 2-Ccl HCL
56| kL 3 (1R,2R;1S,285) N—(CH,) ,CH, 4-Cl 3 2-CH, HC1
57 (15,25) N-CH, i 3 2-CH, HC1
58 (1s,25) N-(CH,) ,CH, 4-F 3 2-C1 HC1
53] b L4 (1R,2R;185,28) N-CH,CH=CH, H 3 2-C1 HCL
60 (15,25) N~-CH,CH=CH, H 3 2-Cl Hcl
61 (15,25) NH H 3 2-CH, HC1
62 {1s,25) NH H 6 2-F, 3-Cl RC1
63 (15,28) NH H 5 2-c1 HC1
64| P VA (1R, 2R;15,28) NH H 2 4-CF, HC1
65| M V2 (1Rr,2R:15,25) NH H 3 R HC1
66| ML (1Rr,2R:1s,28) NH H 3 2-F HC1
67| PV (1r,2R:18,28) NK H 3 5-CF, HC1
ogooooao
ogooooao
No. ACSIAES A X CF, R, 18
68| kL (1R,2R;1S,25) NH H 2 5-CF, HC1
69| L (LR,2R;18S,25) N* (07) CH, H 3 2-Cl HC1
70{ MVF (1R,2R:18,2S) N*(O") CH,4 H 3 2-cl HC1
71 (15,25) N*{CH,) » H 3 2-Cl HC1

ooobooeOODOOOOO0OOOOOOODOO
ooooovoooooOOoOOoOoOooOoOoOoOoooDoao
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No.| m.p.(°C)

[«]3®

>270
152-154
>285
275-276
51-52
169
228-229
287-288
84-86
187-191
237.5-238.5
12 174-176
13 229-231
14 95-100
15 95-100
167 200-201.5
17 215-216
18 230-232
1 Z243-248
20 225-227
21 150-151
22 196-197
23 153-154
24 270-272
25 175-185
26 277-279
27 297-300
28 260-262
29 109-111

W o Ny U W W N

o
- o

gbooooao

+67.7 (c=0.26 ; CH,OH)
-66.5 (c=0.275 ; CH;0H)

+70.7 (c=0.825 ; CH,OH)
-74.26 (c=0.715 ; CH,0H)

+18.4 (c=0.091 ; CH;OH)

b}

+50.53 (c=0.56 ; CH,OH)
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oooooao
No.| m.p.(°C) 3y

30 236-238 +50.23 (c=0.325 ; CH,OH)
31 238-240
32 95-97
33 230~-232 -
34 222-~224 +70.9 (c=0.573 ; CH,OH)
35 258-25¢% -
36 234-235 -
37 223-225 +80.7 (c=0.5 ; CH,0H)
38 217-219 =~74.2 (c=0.51 ; CH;0H)
39 158-160 -
40 80-82 +67.3 (c=0.854 ; CH,OH)
41 124-12s6 -
42 210-212 +80.7 (c=0.896 ; CH;OH)
43 200-202 +71.7 (c=0.882 ; CH,OH)
44 259-260 -
45 256-258 +18.1 (c=1 ; CH,;0R)
46 200-202 +79.7 {(c=0.798 ; CH,OH)
47 79-81 -
48 216-218 +66.4 (c=l ; CH,OH)
49 132
50 256-257
51 162-164
52 101-103 +57.9 (ec=0.87 ; CH,0H)
53 234~236
54 110-112
55 199-201
56 94-96
57 141-143 +56.3 (c=0.59 ; CH,0H)
58 224-226 +74.90(c=0.66 ; CH,0H)
59 138-140
60 104-106 +78.5 (c=0.57 ; CH,0H)
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oooooo
No. m.p. (°C) (o)’
61 214-21¢ +54.8 (c=0.2 ; CH,0H)
62 135-137 +86.3 (¢c=0.5 ; CH,0H)
€3 194-196 +61.5 (c=0.5 ; CHOH)
64 149-151
85 199-201
66 221-223
67 167-~169
68 255-257
69 126-128
70 100-102
71 121-123
0oooooo
0000000000000 0000000000000000000000000000
oooooo
0oooooo
0000O0glytl0 000000 OSK-N-MCO OO DO0ODOO00D00000O00
0000000000000 00000000000000000000000000a0
000D0O00glytlD 00000 O00SK-N-MCOO (U ODO0ODOO00D00)ID00O0[*c]oo
0000000000000 D0O0D0O0D00o0.0200000000000000D00DO0ODNO
0000000480 00000000000000000000D0O000OPH7.4000
00-HEPES ([4-(2-0 0 000000)I0O0O0D-1-00000000)0000000
0000000000000 @O0D000DO0DO0O)IO0O0O0DO0ODOODDOO0DODOOaO
oooDoO0oOooi1omMO00O0(@OD0OO000DODOO0)I37000100000000000
Oo0oDO0O0O010p M [*CJOO OO (@ O0O112 mCi/mmol)d 00 OO
0oooooo
0000000000 0370010000000pH 7.400000-HEPES DO O DOODO2
000000000000 D0000D0000D0DO0O0O0((scintillant) 100p 10 00 0 10
0000000000000 D000000000000000000O00DO00OOMicrobeta
Tri-lux (00 00)000D0D0O0O00DO00DO0O0O0O0DO0ODO10mMOODOO0DO0ODOOO0
0000000000000 00000000000000000000000000
00000050 0000000000001C,,00000000000000000
000000000000 000D00O00O0.00010 100 MOOODOOOIC,,0 0000
ooogoao
000000000000 00[*¥Cooo00000000onoo0Ooonooooooaon
0ooooQg
0D00D00D020025 g0 IffaCredo OFAD D 00 DODOO0DOODOD@ODO/Z00

Ooooooooojc o ogooao

g@ooo)yooboooouopooooooooUoooooooooooooH)yooodod
cooo(@OoOooooooopoooobDOoOoooOoooobooboobODbDDOOoOoOoOooo
os/0000@O0O0O0H0o0.00000000000000O0HYIODDDOOOOOOO
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