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St UTHEABFIRIERZET 2, SHITEKFEHADMEME, B,— T FLTFU>
ZARRRIRIER TN TERGR B | —BELE TE B, -7 RUFU ZEE
FRAIER LR SIRADT, IBFE,. FRW, ®IEIWE. 5D, JEREE.
ABLOEEESITEICHRT 5RE, M CEREETUEITHRT 2RED
BRELEITFHAELTHETH 5.

[%%é%ﬁ?%t@@%ﬁ@%%
EEHEONAEZLUTDOSEH, Ehifld I ORI TE 5 ICEMICHAT 35,
BFEHIZ NS ODRRIZEE S35 H DO TR,

BEHIL

3—ron—4— (2—-tRuFTIFI)) LEER

RUTIATAY AR -/ 00— 4— (2—E ROFVIFIL) 7
=)l (1. 0g) . EE/SSDUA (0. 0368g) . 1, 3—EX (¥7
LZIVERZR T4 ) N> (0. 0677g) BEXRIIFILTI> (1.
014m1) OAZ /=) (10m1) /VAFINZNEELR (15ml) B
Wk, —BILRBFHIAT 8 0 CITTRERERL 2. RINESWITKS X OWHER
IFINEMA, BHEZDEES. KBIOEEMBHEK TG L., KR < 7%
VULTTER LU, BETICHEEZEERL, 3—nno—4— (2—-ktkoF
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YIFI) BREBAFIV (0. 7g) 2Hk,

AT, 3—ron—4— (2—-tROFTIF)) ZEESBAFIIN (0. 7
g) @K (2mL) /1, 4—IFFH> (5mL) RBEKIZ. KBELUFILL
K (1. 368g) A, HEHRM®LLE., 2mo | /L#EE (5mL) %
M. FINEEYZRE IR Lz, B5NEREIOKBIUE#LF)LZMN
Z. BHEE DB, KBIOEMEEUKTHREL . ToKREE< /32 AT
R U, BETICHEZEEL, ZELAaY (0. 584¢g) 2Bk,
'H-NMR (CDC13;) 6 ppm:3.10 H, t, J=6.5Hz), 3.95 (2H, dt
, J=1.5, 6.5Hz), 7.41 (I1H, d, J=8.0Hz), 7.93 (i1H, d, J=8.0Hz), 8.10 (1H,
s)

BEH 2

(S) —2—[3—7um—4— (2-tROFIITFI) RJLINTI /]
= 3=z TaEF T BAFI

3—rno—4— (2—-bRoFIF))) #EEHR (0. 25¢) . 1—-T
FI—3— (3= AFNTI /T BRI I RiEEEE (0. 263
g) . 1-eROFIARVRITYV)L (0. 202¢g) DN, N=IAF)l
FIVATIR (2ml) BAWKIZ. L—T V7 S0 AFIVIATI)VIERE
(0. 296¢g) 2MA, BRTIC4RBERLE, ONESWITKS L OFE
IF)INEMA. BHEENEE%. 1mo | /LERB IO EEKk THREL.
EAKRE < T 2T MTTHER U, BETICEEEZEEL. RELEY (0.
41g) 2Bk,
'H-NMR (CDC1,;) 6 ppm:3.05 (20, t, J=6.6Hz), 3.22 (1H, dd
, J=5.4, 13.9Hz), 3.29 (1H, dd, J=5.8, 13.9Hz), 3.78 (3H, s), 3.91 (2H,
t, J=6.6Hz), 5.02-5.10 (1H, m), 6.51 (1H, d, J=7.4Hz), 7.05-7.85 (8H, m)

BEH 3
XIS DRZB/BFRFEEBIOT I/ BIZATIVERN, B0 2 ERKRICL
T, UTokeaweEi.
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(S) —2—[3—7oB—4— (22—t ROFIIFI) XVJAINTI /]
—-3-BUPr—-3 -7 ubFBIFI
'H-NMR (CD,0OD) 0 ppm:1.24 (3H, t, J=7.1Hz), 3.01 (%H, t,
J=7.0Hz), 3.15 (1H, dd, 7=9.6, 14.1Hz), 3.35 (1H, dd, J=5.7, 14.1Hz), 3
.18 (QH, t, J=7.0Hz), 4.20 (QH, q, J=7.1Hz), 4.86 (1H, dd, J=5.7, 9.6Hz)
, 1.37 (1H, dd, J=5.0, 8.0Hz), 7.41 (1H, d, J=8.0Hz), 7.61 (1H, dd, J=I.
8, 8.0Hz), 7.75-7.80 (24, m), 8.39 (I1H, dd, J=1.5, 5.0Hz), 8.42-8.45 (IH

, M)

2— [3—r7o0—4— (2—bROFIIFIN) RVANVTII)] —2—R
Fh 7T BIFI

IH-NMR (CDC1l,) & ppm:1.29 (31, t, J=1.2Hz), 1.68 (6H, s)
, 3.05 (2H, t, J=6.6Hz), 3.90 (2H, t, J=6.6Hz), 4.25 (2H, q, J=T.2Hz), 6
.82 (1H, br s), 7.34 (1H, d, J=8.0Hz), 7.58 (1H, dd, J=1.3, 8.0Hz), 7.78
(1H, d, J=1.3Hz) |

[4— (2—TO®BIF)N) RXVAINTI /] BN PIVIATIV
'H-NMR (CDC1,) 6 ppm:3.19 (2H t, J=7.3Hz), 3.56 (ZH, t,
J=7.3Hz), 4.25 (2H, d, J=5.1Hz), 5.21 (2H, s), 6.75-6.85 (1H, m), 7.26
(24, d, J=8.2Hz), 7.30-7.40 G3H, w), 7.76 (2H, d, J=8.2Hz)

(S) —2—[4—- (2-TOFIFN) RXNANFI)] —3—-Tz)WVT
BEF BRI

'H-NMR (CDC1l,) 6 ppm:3.20-3.35 (4H, m), 3.59 (2H, t, J=7
.3Hz), 5.10-5.30 (3H, m), 6.55 (1H, d, J=7.3Hz), 7.00-7.10 2H, m), 7.2
0-7.45 (10H, m), 7.69 (2H, d, J=8.2Hz)

(S) —2—[4— 2=TOEIFIIN) RXVJAINTI)] —4—-AF)ARY
5 BRIV
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'H-NMR (CDC1,;) 0 ppm:0.90-1.00 (6H, m), 1.60-1.80 (3H, m
), 3.18 (2H, t, J=71.2Hz), 3.55 (2H, t, J=7.2Hz), 4.85-4.95 (1H, m), 5.19

(2H, d, J=4.1Hz), 6.71 (1H, d, J=8.2Hz), 7.23 (2H, d, J=8.2Hz), 7.25-7.
40 (5H, m), 7.74 (2H, d, J=8.2Hz)

SEH 4
(S) —2— [3—7n00—4— (2—RAFVZNWVKINAFTIF)) X2V
ANWTI)] =3=7xz2)Wh7aEd 2 BAFIV

(S) —2—=[3—-7nm—4— (2—tRaFIIF)IN) XVIALILT I
/)] =3z T7OEFEAFI (0. 41g) ERUIFITI (0.
191mL) OEMAFL> (1 0mL) BHIC, BIEAY > 2Rzl (0.
092mL) ZMA. BRTIC1EEERLUE. RNEEYITKS X OERTF
IVEMA. AHEZMER. KBIORMESEKTHEREL, KRR 7 xR
MTTHER Uz, BWETFIEEEEEL, £ELEW (0. 499¢g) &Hk,
IH-NMR (CDC1,) & ppm:2.92 (3H, s), 3.17-3.34 (4H, m), 3.
78 (3H, s), 4.46 (2H, t, J=6.7THz), 5.06 (1H, dt, J=7.5, 5.5Hz), 6.51 (1H
, d, J=7.4Hz), 7.10-7.15 (2H, m), 7.23-8.10 (6H, m)

ZEH 5
MINT 57 2R FNTINIA—VFEEERERN, ZEH 4 EFRKICUT, IO
Lz,

(S) —2— [3—=7n00—4— (2—=RAXFDZ2VKRINVAFTIFI) X2V
ANT2] —3-BUDPY=-3—A)NTREFVBIFI

'H-NMR (CDC1,) 06 ppm:1.30 3H t, J=7.3Hz), 2.93 (3H, s)
, 3.20-3.30 (3H, m), 3.36 (1H, dd, J=5.9, 14.3Hz), 4.25 (2H, q, J=7.3Hz)
, 4.46 (2H, t, J=6.7THz), 5.04 (1H, dd, J=5.8, 7.2Hz), 6.80 (1H, d, J=7.1
Hz), 7.31 (1H, dd, J=4.9, 7.7Hz), 7.35 (1H, d, J=8.0Hz), 7.55-7.63 (2H,
m, 7.81 (1H, d, J=1.8Hz), 8.46 (1H, d, J=1.8Hz), 8.50-8.55 (IH, m)
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2— [3—rnono—4— (2=AFZ)NVKRINAFIFIIN) XVAINT I
J1 —2=AFNTOEA I BIFI

'H-NMR (CDC1l,) 6 ppm:1.30 (34, t, J=7.1Hz), 1.69 (6H, s)
, 2.92 (3H, s), 3.24 (2H, t, J=6.6Hz), 4.25 (2H, q, J=7.1Hz), 4.46 (2H,
t, J=6.6Hz), 6.84 (1H, br s), 7.36 (1H, d, J=8.0Hz), 7.62 (I1H, dd, J=1.9
, 8.0Hz), 7.82 (1H, d, J=1.9Hz)

ZEH 6

(4— {2— [ (1S, 2R) —2— (4—_>VUNAFY Tz —2 -k
ROF3—1—AFNIFNT I )] TFIN} ROVANTR)) BRIV
(IR, 2S) —2-73/—-1— (4—ROVNAFT 7)) TN
—1—F—=)V (0. 0653¢g) &[4~ (2—TOEIFI)) RVJALITI
] BRIV (0. 0954¢g) ON, N=VAFIHIALATIE (3m
1) B&Wc, Y1V 7nel 73> (0. 053ml) #MA. 70CITT2
O MR U7z, RONEAWITKB L BRI FIIZMA. EHEZ S HER. K
ﬁi@@ﬂﬁﬁ*?ﬁﬁb,%ﬁ%@?ﬁXVWAKT%@LE,METK%ﬁ
E%ib\%@%%vu%?wﬁiAﬁD7b7574~(%m%ﬁ:yﬁmn
ARF S AFI==15/1) iITTHEHEL, RELEY (0. 0548¢) &
7EY
IH-NMR (CDC1l,) 6 ppm:0.86 (3, d, J=6.6Hz), 2.75-2.95 (4
H, m, 2.95-3.05 (1H, m), 4.18 (2H, dd, J=1.9, 5.0Hz), 4.62 (1H, d, J=4.
4Hz), 5.03 (2M, s), 5.19 (2H, s), 6.80 (1H, t, IJ=5.4Hz) 6.91 (2H, d, =8
5Hz), 7.18 (H, d, 1=8.5Hz), 7.20 (2, d, 1=8.5H2), 7.25-7.45 (108, m,
7.70 (2H, d, I=8.2Hz)

ZEHT

WY 27 232 FI T3 RFEEREZRN, ZE06 CRFRICLT. T
el Bz,

(S) —2— (4—-{2-1(1S, 2R) —2— (4—RVNFFT Tz
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V) —2—tbRaFy—1—-AFINIFNTI )] TFI} X2V TI))

—3 -z TaEF BRI

'H-NMR (CDC1,;) 6 ppm:0.8 (30 d, J=6.3Hz), 2.80-3.10 (6

H, m), 3.15-3.30 H, m), 4.72 (1H, d, J=3.8Hz), 5.03 (2H, m), 5.05-5.25
(2H, m), 6.65 (1H, d, J=7.6Hz), 6.91 (2H, d, J=8.9Hz), 7.00-7.05 QH, m

), 7.15-7.45 (1TH, m), 7.64 (2H, d, J=8.2Hz)

(S) —2— (4—{2=-[(1S, 2R) —2— (4—-RINFFT T2
V) —2—teROFT—1-AFIIZFNTI ] ITFI} RJALITI )
— 4 = AFNREY VBN D))
1I—I-—NMR‘X(CDCIQ,) 6 ppm:0.8 (3H, d, J=6.3Hz), 0.90-1.00 (9
H, m), 1.60-1.80 (3H, m), 2.95-3.15 (5H, m), 4.85-4.95 (2H, m), 5.03 (Z2H
, 8), 5.15-5.25 (2H, m), 6.66 (1H, d, J=8.2Hz), 6.91 (2H, d, J=8.5Hz), 7
.22 (QH, d, 1=8.5Hz), 7.25 (M, d, J=8.2Hz), 7.30-7.45 (10H, m), 7.72 (2
H, d, J=8.2Hz)

E it 1
(4— {2—[ (1S, 2R) —2—-kbROFI—2— (4—EROFIyz=
V) —1—=AFIIFINTI ] TFIV ROVANVTI ) Bl (Lam1)
(4— {2=[ (1S, 2R) —2— (4—-RIVNAFLTZ) —2-
EROFY— 1 —XFNIFNTI ] TFI ROVANTI)) BRI
V(0. 0548g) E10%/STVTARE (0. 025¢) OFFFERD
75> (1mL) BAWE. BRKBEBEIFICSHEBRLUL, Mz 558,
AW EREFICEBWEL., ZELEW (0. 0236g) 2R
'H—NMR (DMSO—d,) & ppm:0.87 (35 d, I=6.3Hz), 2.70-3.0
0 (56, mw, 3.76 (2H, d, J=5.4Hz), 4.55-4.65 (IH, m), 6.68 (2H, d, J=8.2H
2), T.06 (28, d, J=8.2Hz), 7.23 (H, d, J=7.9Hz), 7.74 (2H, d, J=7.9Hz),
8.34 (1H, br)
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EhEH 2

KNG B IR DIVFEERERN, EEF 1 EFRICU T, UTobayzEs
7Ze

(S) —2— (4— {2— [ (1S, 2R) —2—EROFL—2— (4—L R
OFST2o)) — 1= AFNIFNTI ] TFIV} RAINTI ) —3
-7zt g (ke 2)

IH—NMR (DMSO—d,) 6 popm:0.9 GH d, I<6.3Hz), 2.90-3.4
5 (TH, ), 4.55-4.65 (I, w, 4.97 (I, br), 6.75 (26, d, I=8.5Hz), 7.1
0-7.20 (H, mw, 7.20-7.40 (6H, m), 7.77 (H, d, J=8.2Hz), 8.59 (I, d, J
=7.9Hz), 9.36 (1H, br)

(S) —2— (4—{2—[ (1S, 2R) —2—-tbPOFI—2— (4—EFR
OFT 7)) —1=AFIWIFITI)/)] TFNWV ROJANVTI)) —4
AFNRE VB (L&Y 3)

'H-NMR (DMSO—dy) 6 ppm:0.85-0.90 (6H, m), 0.92 (3H, d,

J=6.6Hz), 1.55-1.80 (3H, m), 2.80-3.15 (5H, m), 4.35-4.45 (1H, m), 4.7
5-4.85 (1H, m), 6.72 (2H, d, J=8.5Hz), 7.12 (2H, d, J=8.5Hz), 7.29 (24,
d, J=8.2Hz), 7.82 (2H, d, J=8.2Hz), 7.95 (1H, s), 8.38 (IH, d, I=7.6Hz),

9.33 (1H, br)

S hfafl 3

(S) —2— (3—7umm—4—- {2— [ (1S, 2R) —2—-tbRaFI—2
— (A-bRaFyT7z)) —1—=AFIIFIVTI )] TFI} RV
7)) —3—-7zZiHhToF g (kEw4)
Ti#E1

(S) —2— [3—7un—4— (2—AFANFZNAFTIFIN) N>
JANWTR)] —3—T7xzZNWTOEFVEBAFIV (0. 499g) &4~
( (1R, 2S8) —2—73/—1—-tRoFy7oel) 7=/-JV (0. 2
84g) ON, N=IAFIHFRIATIR (1 0mL) BT, N, N—=21V
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TOENVIFITI> (0. 296mL) 2MA. 8 0CITTREHRRL, K
ISREWITKB I OB TFIVEMA, FHEEZI R, KBLOMEREKT
Vel L. KRB VRPN TER LU, WETFICBE2EEL. 5Nk
BREMET NS RO TALT4a> T LS CXAF MM T A
(FIVd ) — M1l g, Pt FhSE RO T T Y, BB : 2mo |
LT VRV AY ) —)VIER) THEEL, (S) —2—- (3—-uopn—4-—
{2- [ (1S, 2R) —2—tRoOFy—2—- 4-bFoFT7z2))) —
1 =AFNIFNTI)] TFIIV} RNV TI)) =3 -7z 7uaed
CEAFIERE,
T2

TERITESNE (S) —2— (3—rnn—4— {2- [ (1S, 2R) —
2—bROFY—2— 4—tbRoaFyyz2)l) —1—-AFINITFINTI /]
IFNY ROVAINTR)) —3—TxzVTOECACBAFIVEL, 4—DF
FH> (5mL) ML, 2mo 1 /LAKEIF MY AKEK (1mL) %
Mz, BETFCKREREBLEZ. KNEAEWIC2mo 1 /LiER (1mL) &M,
WMETICABZEE LR, BoNEREBEZEHABA T L O NT T 4 —
(BEHHBEICAPCELL PAK C18 ODS, 5um, 120A4, 2
0X50mm, VZFZ75—Yx>b, 0. LRFBAER " TENZMIIL
=90,/10—-60,40) THRHELLE BETICEHEL. XEEYW (0.
035g) &Mk, |

'H-NMR (DMSO-d,) 6 ppm:0.95 (3H, d, J=6.5Hz), 2.95-3.5
5 (TH, m), 4.43-4.50 (1H, m), 4.92-4.95 (1H, m), 6.76 (2H, d, J=8.6Hz),
7.10-7.30 (7H, m), 7.43 (1H, d, J=8.0Hz), 7.67 (1H, dd, J=1.7, 8.0Hz), 17
.81 (1H, d, J=1.7THz), 8.25-8.30 (H, m

MS(BST, m/z) : 497 (WHH)*

Ehifi 4
T B AL ZIVRZIViEEAE AW, EiEf 3 SIFIEFERICLT, BT
feaW 2Rz,
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(S) —2— (3—zpom—4—{2—[ (1S, 2R) —2—tcROFI -2
—(4—tFD%971:w)—1—%?»1?»73/]1?N}N>74w
7X/)) —3-EUIDr-3—aNToEF B (LEWS5)

'H-NMR (DMSO—d,) 6 ppm:0.90 (38H, d, J=6.6Hz), 2.95-3.3
0 (9H, m), 4.48-4.58 (1H, m), 4.85-4.90 (1H, m), 6.73 (2H, d, J=8.6Hz),
7.14 (2H, d, J=8.6Hz), 7.25 (IH, dd, J=4.8, 7.8Hz), 7.38 (1H, d, J=8.1Hz
), 7.65-7.70 (2H, m), 7.83 (1H, d, J=1.7Hz), 8.36 (1H, dd, J=1.7, 4.8Hz)
, 8.45 (1H, d, J=1.8Hz), 8.55 (1H, d, J=7.8Hz)

MS(BSI, m/z) : 498(MHH)*

9— (3—rmb—4— {2— [ (1S, 2R) —2—kROF>—2— (4—
EROFI 7220 — 1 —AFNIFNTI )] TFIN} ROVALTI))
—2—=AF)TaF B {LEme)

'H—NMR (DMSO—d,) & ppm:0.87 3, d, J=6.6Hz), 1.45 (6H
.s), 2.90-3.00 GH, m), 4.66 (I, d, J=3.6Hz), 6.70 (2H, d, J=8.6Hz), T
11 (98, d, J=8.6Hz), 7.40 (1§, d, J=8.1Hz), 7.70 (1H, dd, J=1.6, 8.1Hz)
, 7.86 (1H, d, J=1.6Hz), 8.53 (I, s)

R 1

ERB -7 RUFUREERT I MEEDORIE

1. ERB, - 7 RLF U OBAKY I=A MEEORE

REBLAWE S 0% DAFINZINFFYRIZTL 0 2 MERBRDLIEML.,
X 51ZD-PBS (-) (Gibco-BRL:LIFE TECHNOLOGIESZ:AD 12T1x 10 *M%ES
EHEETS 1 0 fBEFRRINEZIERL. INEEERIE OB E Lz, SK-N-MC
#ife (American Type Culture Collectionfl, 1x 1 O3cell/ml) 2100 u
L2967z —MIANTI2 4 HIEE LA, D-PBS (=) 40uLlB
JTNCEP-2017128 (793, 3x 10 %mol/L D-PBS (-) ¥AIK) 20uLl%
WL T2 0BG ERE, T0%, 3—AMVTFIV—1—AFINFYF
(SIGMA, 1x 107 2mol/L D-PBS (-) ¥AW) 2 0L &#fk2 0 L 2T
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LT37C. 5%CO,0EHETT3 00MA >Far—bU7k, MENICER
U7z cAMPIEE 1 cAMP-Screen (Applied Biosystems) 1= CRS S+, Microplate
LuminometerTR717 (Applied Biosystems) I TR U=, BHENIETHE TV T
O5FL/—IVOBEKKBE100%EL. TD5 0 %DOKEEEZDEHRIEEY
DIWBEZEC, EEL L TR L, £V 7057V /) —IVORRKRISIIH TS
BHBRALEYMDOBRRISDEZNIERE (1LA) EUTEH LU, MRBRFAlIELTTY
JaFl ) =)V ERRRICGRBIR U, BRER LITRUE.

2. ERNB, - BIUB, - 7 RLFU &K T2 MEEONE

1) EFB, -BXUB, -7 RLVFUBREERRBIH TSI BRI & —DIES
(1) EbB =T RLFTUZEKEK

GenBank/EMBLT— 4 ~X— ZIZ Accession No. J03019 & U TEEFRINTWADN
MEEBEREREIZ. B, -7 R T UEREROEEZEOEROW S %
B L7z, BIBIN/ZDNATH 207 00— TN & —ICHEAR. KIBBENTHE
WLz, 70— 73N TS5 A3 REERERBIANRY #—pCl-neo (Prome
ga 8D ITHAAA, T A RINAZHHEE L., DITOREBEMBEORRICH
Wz,

(2) ENB,—T RUF U 2o

GenBank/EMBLT — & X — ZIZ Accesion No. M15169 &L THEEHEINTWSIE
EEHREEIC, 57 RRICHBESRRBRTM 2NN 51 —2REL. &
BB SRCDNAZ $58 & U CPRETT W O — > 28/, £ D/ 10— % pGEM-T
vector ICHLAA, TIAI REUTKREE THIEL 2%, BEZTH, AR
FDOEELZFORIZICIED 310 Genetic Analyzer (ABI #&D) ZHWTI—/ T
SABWRE LU, ZO—22 7 EN7=DNAKF13GenBank/EMBL 57— & N — R 12 %
S NTEEER & OMRIZERD SN o .
2) BB, -BLUB, - 7 RVFU UZAERETIHILOAR

(1) ©b B, -7 RUTFU U ZEERBEMBOIER

1 0% RIS (Z)6H3E) 2 & DMEMERHE (Gibco-BRL: LIFE TECHNOLOG
IES#HE) 2N 2 f¥ L 7=CHOMEME 5 x 1 0 *EH 72D, METHRSNZREAMD
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TS5 A2 R332 0ng#ZLipofectoanine2000(Invitrogenth) ZHNWT I T AT
7 Uiz, ZORIEZE9 6 TN T =M1z lHz05x104E 1
00uLTDONELE. 37C. 5%CO,DEMETT2 4HEEHEEE, WEI
Az,

(2) ERB, -7 RULFU ZRERBTHBLOIER

1 0 % B fFINYE % & $IDMEMIE i 2 hn 2 f% L 7= CHOMIAE 5 x 1 0 *fldp 7z
0. BETESNEREAO T XX KR8 0n g#Lipofectoanine2000% T
NS> ATzZ bz, TOMIEE9 6 )V L —MI1lUx)hHD5x1
04,/ 100uLlLTDDELE, 37C, 5% CO,DEHBTT2 4KfEhgsE
8. BIEIZHNWZ,

3) EbB,-BXUB,-T RV FUZEEKRY IR MEHEORIE
HBREEWZE S 0B IAFINAINEKRF Y RITTL 0 MERDEIBML,
I5ITD-PBS (-) IKT2x107*MEREHAELELT S 1 0 BRFCRFIZIMERL,
CNEEEREORKE L, BTEOCHOMROEER Z2HREL. D-PBS () %
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