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MHE. ZHEEER, ATEMBEEZEFGEERNERLT T EHFR
RTEREE, CHEAALKRLAMHEN. S8, AT, —KEE
RIL, WA R, ghatia. HiR R, HYus. HRARGE
FTREAFRE, EENHETEARNES. UATLEIFH I, &
MRS AZLRRTHRAN PHEZHLESWAEALCHETHN, WwRE
BEHE,

ERERETET, FEAARBEFEALEALY —HERNGE
%,%ﬁﬁﬂﬁ%%f&,@%m%%ﬁéﬁiﬁwA%#%%LT
BLHBLMATR, ARERFETY, wRELTZELXF 8
TR XARLRABE RS FHEREOEFHH, NETUE—FHAE
AKXRANESWER LR, IMEALBOHNRER, SHEHEBHGHNE
BHE, A-FHRLABBERFEFHREARTGBETHHNEHN TES
AEPRAHHEFETHESHBLS DL BN, ANRZIELT,

BTHALAGREHENEA TARATHEAANAEFLE, B
e ATLME, ©FBHY. BHABAZEFFETHRSHT. Bk,
RERAS—FZEOUIERATERETHALINELSY, €4KEAHL
APUABRETFREFATHNRLENER. £F—F &, KA
RAEXK AR ABRETFREMETHNEELYGERGLLSYERE
HTHNKE.

AERAA—FTETRFHNEDFR LT HRLERBREF M XA
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BMEOBEN, BFEOREMREMHFHLEX I s Hm R4 AT
RSN ESMBER. RAFARE “£HERR” €%, XK
Fo @R AL REBY; ARG Y RFHERS TR LRy,
Fode k. R AR BE. KR, BR. RACKREASLRRY.

ARNFHEFREAABHEFUFRHEAREOBELAWHTATF
FABBARAAR Lo & B 6. IFHEHWHFTFaE, =RERTF,
W, BESH. EWFHFRGER. ARLEHFR Tk,

AEAHILESNTRA FTREARYFTEF, o THREBZETRRR
R FRHEN., RARBRERFEF AT G874 H g XL A
Bk kit it (Schierle ¥ A, Nature Medicine, 5, 97 (1999)). ix
FHEOUERNCRLAABE AR T ABITHANGERLENE
FEROERIAR., FIERLAAMBEFHEREARTOBTE NG E
R TFZWF A Chma kB GR HERRBBIOA LT %5520 m
JEFLT BT E R R KA.

R, REXAHLASUWRHEANETORETFH FREAZAGTHRL
REHFREREABEQBRERY Tk, TXELARS], FiHAY
S8 B EABRBGIKRGY LA T 0B AR A2 b AR
ZRGETHRD, TRADARELTHAARBLBNAEY. Edo
FARBRBEARA RN FTAIRE 8, LW TAEKRA RS BF, ERT TR
A BT H AL I RE) . TR KRB ORERLAYTEER.

AR KT X

AT EALSERBRRLA, 8 FHHEPREFEHP), XLk 5EHh
BIAL A T BB, T RAERBE A UEATH XREI AL A GG E,

£ 364 1
§-3-[2-(7T-f-1-BA-1H-F&5ok-2-R) -TBHARA]-5-f-4-&
AR BB T B
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7 % A:
S-R-2Q-FTHRIWE)-K Ty

C
I

o

TR TEA=XAB R 9B F -8 Q00ml) FoR TH
(50ml) RA-H &G4 30 (0°C) R R iR Bf A A4 T BE4T (12, 8g) . 0C HE 3k
FrIfgRed LB, REE 15 4P AR 2-Fouk-5-R KT8 (4
M J. Org. Chem. 1996, 61, 3402 By 4| &4)) (10g) &4 = Z &% (50ml)
BB, CCHAMFREY LN, REBMETEFFHI 90 4P,
A 7K (200ml) #e#e ik R 3R A AUAR. A IMHCL B84bK48 5 pH 1,
A BB LB Ox50ml) FER, AEKRESFHERE, TR AR
4£), WEHFRE, Bidbkik €5 (SO%BEBR B/ TR) shibF A dh, 15
B3 & B4R 6h Bl AR A0 A-4 (9. 13g, 80%): H MR
(400MHzZ,CDC1;3) & 3‘.70—3.81 (34, s), 6.20(0.3 H, 4), 6.30

(0.3 H, 4), 6.80(0.7 H, d4), 7.01 (0.7 H, d), 7.30-8.15
(3H, m).

7 % B:
1-8—F X -1

' N
c o

o)

0°CHRAME (15nl) A B 5-R-2Q-FRILHEA)-XFB
(4.43g) ¥ . HEHFERAMY 2 DB, REAKR/KHE, ABEKRTE
(3x15ml) EIRiZ W H Aok B R AER R ES G EBR, ¥z
AT R (RBRSR) , IR RS, it dhid 648 (0-SUBEBR B8/ T 4%)
SF A, RIAaEBARGIIFHEILASY (3. 04g, 81% ; mp
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109. 8-110.9°C; 1 R
(400MHz,CDC13) & 6.51(1H, 4), 7.28-7.32(1H, m), 7.41(1H,
d), 7.64-7.70(14H, m), 8.28(1H, m).
F % C:
2-[3-(0-RTHREEA-AAL)-T-F-1-84K-3, 4-—§-11-f %
ph-2-K]-T B4 T B8

\\,...ggo\<

85Chnfh T-F~F K Hvikvt-1-87 (10g) Fm (S) -2-FR A& T B4R T B
(22g) K9 iS4 24 N RE. BB RA Wit beig &8 (5-25%8
B LR/ Tte) shidl, FFE| R EaRed S AFHILAH (17, 1g, 64%):

" NMRJ(4OOMHZ,CDC13) 5 0.68-1.32
(6H, m), 1.50 (21H, m), 1.92 (1H, m), 2.15 (1H, m), 2.82-
3.40 (3H, m), 4.41 (1H, m), 4.68 (1H, m), 7.11 (1H,
m),7.35-7.52 (1H, m), 8.05 (1H, m).
7 3% D:
(8) -2- (T-R-1-FAR-1H-Fobok-2-4K) - T B4 T 88

0CH 2-[B3-(1-RTHREEA-RAX)-T-H-1-8K-3,4-= &
—1H-Fodeok-2-K ] - T B4 T 85 (8. 588) #9 % A &F (180ml) B4k ik &
ANGRERR (20ml) . HATFRAHBRE TR S 18 I, REA
B BR T8 (500ml) FesK (150ml) #AEiZ RA%. S EAVAFA K, &K
BEREREE, THREERE, LRIRE., BHEERKGS4HH
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144 (5.57g;97%) ;m. p. 111, 3-111.8C; [ 1¥D-52. 3' (c=1, CHC1,)
IR (BJ4K) 1731.4, 1649.5, 1593.2, 1229.6, 1152.8, 901.9cm™;

1 NMR (400MHz,CDC1l;) § 0.95 (3H, t), 1.48 (9H, s),
1.95 (14, m), 2.30 (1H, m), 5.55 (1H, m), 6.40 (1H, m),
7.15 (1H, m), 7.49 (1H, m), 7.61 (1H, m), 8.40 (1H, m);
BC NMR (100MHz,CDCl3) & 10.9, 24,8, 28.1, 59.2, 82,8,

105.7, 127.3, 127.8, 128.1, 129.5, 133.1, 133.2, 135.4,
161.8, 170.2; MS ES(+) 322.4 (M+H).

7 % B
(8) -2- (1-#-1-fA-1H-FEak-2-2)-T&

o

H (8)-2-(T-R-1-EAR-1H- R ok -2- ) - T B4R T 85 (322mg)
B R T (14ml) RS E 0C., A= ABEBL (3. Sml) H I AT4E R
AHBREER, BHHE LI, REBRERFZRAYFHMEDF
REF_RTRY. EARARETR, AMBRFL T 0= AR,
KRR E—CRYARR, SRFAES Lok, RELT
FRIZEAKERE. F3 G ERWKE S 47> (236mg, 89%); m.p.
159.6-160.1C; [alD-47.0" (c=1.01, CHC1,); IR(E4K) 1731.4,
1639.3, 1577.8, 1209.1, 1168.1 cm™;

'H NMR (400MHz,d6-DMSO) & 0.82 (3H,
t), 2.00-2.25 (2H, m), 5.20 (1H, m), 6.70 (1H, d), 7.49
(1H, d), 7.70-7.81 (2H, m), 8.18 (1H, s); 3Cc NMR
(100MHz,d6-DMSO) & 10.8, 22.7, 60.8, 104.9, 126.5, 126.6,

128.8, 131.6, 132.5, 133.1, 135.8, 160.5, 171.7; MS ES
(+) 266.27 (M+H).

F i R
3-12- -F-1-BAR-1H-F ok -2- ) -TBAL] -5-f-4-L 4
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— B AR T B

mdyék

¥ () -2-(T-R-1-AA-1H-F ok -2-4) - T 8 (15g) . 3-£ A
~S-R—-4-L X - KB T B (358 Tetrahedron Lett. 1994, 35, 9693
%] 4-%9) (12.9g) . HOBt (8. 4g) . DMAP (7. 2g) o THF (450m1) 44 $t 1R 4
HEIEO0C, REANEC(11.9g). £ 16 I ARKZRLMHBERE
TR, REBERSE., @itk &8 (30-60%55 B LB/ T.0%) stk f 4
. FEE ERRREAFHAEH (24. 68, 96%); |

'H NMR (400MHz,CDCli) & 0.92 (3H, m), 1.13-1.50 (9H,
m), 1.95 (1H, m), 2.25 (1H, m), 2.45-2.78 (2H, m), 3.68-
4.60 (5H, m), 5.50 (1H, m), 6.60 (1H, m), 7.21-7.60 (4H,
m), 8.20-8.31 (1H, m); *F NMR' (376MHz,CDCl3) ( ¥

F1% ) & -229.6, -229.7, -230.5, -230.6.
F % G:

3-[2- (T-R-1-EAK-1H-F ok -2- ) - T BE A K ] -5-F—4-FA&K

Rk T B8
\N\J\ 0/k
C/CQ N F
g 0

0CA 1,1,1-=ZZBfHX-1,1-=45.-1, 2-benziodoxol-3 (1H) -&R
(53.5g) &£ 3-[2- (T-F-1-AAR-1H-Fok-2-K) - T B AL -5-&
—4-$2 R - R BRACT B (47. 8g) 89 &K DCM (1. 2L) Ht x5k . B AT RA
ME OCHRFE 2, ABRIEHE, REMEAELAEEALK
B R AAARRBR AR 111 R P . REF VB, 8%
LERAREBKE. Be A MERRT R BLBREL) , Lk RS,
it i € 20-40%B B LB/ ) diiu k4, 153 & & B R4 8)
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rrEt4-4h (41, 9g, 88%);

'H NMR (400MHz,CDCl;) § 1.00 (3H, t), 1.29 (5H, s),
1.41 (4H, s), 2.01 (1H, m), 2.29 (1H, m), 2.61-3.05 (2H,
m), 4.77 (3, m), 5.50 (1H, m), 6.60 (1H, m), 7.20-7.34
(2H, m), 7.51 (1H, m}, 7.62 (1H, m), 8.41 (1H, m); *°F NMR
(376MHz, CDC13) ( BFH1% ) 8 -231.89, -232.30; ES(+)
453.1, ES(-) 451.1.

%34 2
5-3-[2- (- -1H-Frdok-2-K) - T BLEK] -5~ F-a-FAK-A

BT
O
N O o’k\
L2

S H
O XcHy ©

BRI E A-CEUN T HHE&H, 25734 ERK.
'H NMR (400MHz,CDCl3) 8 1.10 (3H, m), 1.31 (5H, s), 1.45
(4H, s), 2.02 (1H, m), 2.31 (1H, m), 2.60-2.82 (1H, m),
2.88-3.08 (1H, m), 4.75-5.28 (3H, m), 5.51 (1H, m), 6.60
(1H, m), 7.20-7.40 (2H, m), 7.60 (2H, m), 7.71 (1H, m),

8.42 (1H, m).; F NMR (376MHz,CDCl;) ( FFEie ) S
-232.0, -232.5; ES(+) 419.3, ES(-) 417.3.
%) 3

S-3-[2- (1-R-1-BAR-1H-FEok-2-2)-3-F LA THBAKL]-5-
F-4-FAR - R B T B8

O CHg
Cr’[:::]::;:L‘E/JL\N F
RuocHs ©

BRAEHRRAE A-C RN T &0, 2 BR324 ERK,
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'H NMR (400MHz,CDC13) & 0:83 (3H, m), 1.13 (3H, m), 1.30
(4.5H, s), 1.43 (4.5H, s), 2.55 (1H, m), 2.66-3.00 (2H,
m), 4.74-5.30 (4H, m), 6.55 (1H, d), 7.32-7.62 (4H, m),
8.35 (1H, 4d); YF NMR (376MHz,CDCls) ( BT+, ) 6 -

231.5, -232.1; ES(+) 467.4.
%% 4
5=3-[2- (I-fR-1H- b k-2 %) - KB A ] -5~ f-d- B &K
BRAR T

CH,
Jvﬁﬁa

F

""S=

CH3

BREMRERAE A-C M T 4660, BRI G ERK,

'H NMR (400MHz,CDCls) 8 1.01 (3H, m), 1.15-1.46 (11H, m),
1.98 (1H, m), 2.22 (1H, m), 2.60-3.04 (2H, m), 4.71-5.31
(3, m), 5.61 (1H, m), 6.60 (1H, m), 7.18-7.30 (2H, m),
7.52 (2H, ,m), 7.70 (1H, m), 8.40 (1H, m); *°F NMR

(376MHz, CDC13) ( FBFE4E ) 8 -232.0, -232.5; ES(+)
433.5, ES(-) 431.5.

£ 4] S
$-3-[2-(T-= R F R -1-FAR-1H-FSok-2-4) -TBELK]-5-£
—4-F AR - R BRAR T B

O CH,
- N o ’*\
WL
FsC "N F
o . H
NeH, ©

BREHRREAE A-C XM F k4840, HERE G EBK,
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lH NMR (400MHz,CDC13) & 1.01 (3H, m), 1.20-1.40 (9H, 2s),
‘;2.00 (1H, m), 2.30 (1H, m), 2.60-3.05 (2H, m), 4.75-5.26
' (3H, m), 5.48 (1H, m), 6.62 (1H, m), 7.22 (1H, brs), 7.62
'(1H, m), 7.65 (1§, m), 8.82 (1H, m), 8.65-8.72 (1H, m) ;

19 NMR (376MHz,CDCla) ( BT+ ) & -62.85, -62.88,
-231.85, -232.20; ES(+) 487.5, ES(-) 485.5.
k) 6

S-3-[2- (- & -1-AAR-1H-F &k -2-K)-T B KK 1 -4-H A
=5-(2,3,5, 6-W RARL) - K#d T B8

O CHs
< o 5 /kcH3
| \/J\ CHy F
Cl N = ﬁ 0 F
= o)
O cH, .

Z % H:
(s) 4-%%&%5&-4“?\‘4&-5— (2, 3,5, 6-WAEEANR) -KB&KRT

ey

EERAAT, ¥R (2.88) B mAZF (5)-3-F REAX-5-
B -4-F AR - KRB TER (18.6g) A 2,3,5, 6-m9 FUEE (9. 3g) ¥ £ K
DMF (250mL) EHER Y . R/E AR BB LB fo K& R AT HHZ RAY
18 I Bf. BREFAMEFAERESNER LR, Tk GRBR4L), ke,
BB K G 6 B8 IFAEE4 (21, 1g, 96%);

¥y NMR (400 MHz, CDCl;) & 1.43
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(SH, s), 2.76 (1H, dd), 3.06 (1H, dd), 4.67-4.71 (1H, m), |
5.12 (ih, 4d), 5.22 (1H, 4), 5.86 (1H, d), 7.35-7.38 (5H,

m); F NMR (376 MHz, CDCli) ( . KF#4% ) 5 -139.98,

-140.00, -140.04, -~140.06, -157.05, ~157.07; -157.11,
-157.13; MS ES (+) 486.23 (M+H).
Fik 1l

(BS) _3—% iﬂﬁ'ﬁlg-4-%£—5— (2, 3, 5) 69 ﬁliﬁtg) _)i &&T

—20C KA TF, 4% NaBH, (1. 65g) R #rAn A 2| 3-F AL -4-F A&
-5-(2,3,5, 6~ REER) - RBMRTE (21, 1g) 9 LK THF (220mL) 3
HERT, HBATHRHE I INE, BidmAtbi S AEERAERER
FLHF DOM#AEE, REAWEHFA DM BRERKE. £40HFHAMN
EBRM &K, TR GBS R, Bt &8 (10%-20%85 8%
L8/ Th) shibFd. 38 € BRI IFHILAY (14.6 g, 73%);

'H NMR (400

MHz, CDCl3) 6 1.45 (9H, s), 2.61-2.77 (2H, m), 3.16-3.36
(1H, 2 x brd d), 4.12-4.22 (2H, m), 4.30-4.33 (1H, m),
5.44-5.69 (1H, 2 x d), 6.78-6.86 (1H, m), 7.35-7.36 (5H,
m) ; F NMR (346 MHz, CDCls) ( FF&& ) 8 -139.87,
-139.89, -139.93, -139.95, -139.98, -157.02, -157.05,
-157.06, -157.08, -157.09, -157.10, -157.12; ES (+)
488.27 (M+H).

FEl:

(38)-3-RE-4-LX-5-(2,3,5, 6~ L EHL) - KB4 T B
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S

¥ 10%4eak (2.92g) BT AR BERLTHAGH 3-F &
BEE4-K-5-2,3,5,6-9 REAL) - KB T B (14. 6g) I K
MeOH (350mL) & ¥ . ARK Gx) Fofh & (5x) THELHit—F LA,
TR 2054, TERBIEBENFGIRBORE, 534 & Bk 3
AFRALAH (9. 58, 90%); *m NMR (400 MHz, CDCls) § 1.49

(9H, s), 2.35-2.43 (1H, m), 5.67-5.64 (1H, m), 3.37-3.43
(1H, m), 3.77-3.87 (1H, m), 4.28-4.63 (2H, m), 6.77-6.86
(1H, m); °F NMR (346 MHz, CDCl;) ( RFE1® ) 8
-139.95, -139.97, -140.00, -140.03, -140.05, -140.08,
-140.11, -140.13, -157.15, -157.18, -157.21, -157.23,
-157.27, -157.29.

S-3-[2-(T-R-1-ER-1H-F 5k -2-X)-THREAX]-4-H K
=5-(2,3,5, 6-v9 RAEEH) - K ERR T B

O CH,

oo Rlecy
3
cl N\;/H\N 0 F
= H
o 0
CHs .
F

WFHMAA M RERE S & P-C HE AR XuidsE, £A
(8) -2- (T-F-1-E AR -1H-F-Eah-2-2) - TR R F % A-B FriE 4 &
#) Fa (38) —3-RE-4- K -5-(2,3,5, 6-m AR EAR) - KB T8 (3
Bk I-1 FRAM &) 41E0. 2BERAGEBAKREY.
H NMR (400MHz,CDCli) 8 0.99 (3H, t), 1.33 (9H, s), 1.98-

2.03 (1H, m), 2.26-2.33 (1H, m), 2.70 (1H, 44), 2.91 (1H,
dd), 4.83-4.88 (1H, m), 5.05 (1H, d), 5.15 (1H, &), 5.47
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(1H, t), 6.57 (1H, d), 6.76-6.81 (1H, m), 7.25 (1H, d),
7.31 (1H, 4), 7.49 (1H, 4), 7.61 (1H, 4d), 8.36 (1H,
s) ;F NMR (376MHz,CDCl3) ( KT+ ) 8§ ~139.86,

-139.88, -139.92, -139.94, -157.09, -157.12, -157.15 . #
-157.17; ES(-) 597.3.

LY T

$-3-D-(T-=Z R FAR-1-FAK-1H-Fdhk-2-4) -THEL] -4-§
KR-5-(2,3,5, 6-9 BERL) - KB

O CHj
oA CHo
N 9 CHg F
FsC " N ° F
% o
0] \CH3 .

BERAMEEAE A-C AT HH 40, #8834 ER4K,
'H NMR (400MHz,CDCl3;) & 1.00 (3H, t), 1.40 (9H, s), 2.00-
2.50 (2H, 2m), 2.70-3.05 (2H, 2m), 4.95 (1H, m, CH), 5.10
(2H, 4&d), 5.55 (1H, t), 6.65 (1H, d), 6.80 (1H, m), 7.35
(1, d), 7.65 (1H, 4), 7.85 (1H, d), 8.70 (1H, s); F NMR

(376MHz,CDC13) ( RFE% ) 8 -62.88, -139.85,
~-157.13; ES(+) 633.3, ES(-) 631.3

FHEH 8
5-3-[2- (1-f-1-F A1~ Froboh-2- %) - T S B2 ] -5~ Fu-d- £

AR-RBR T B8
0
N O 0" CHj,
Cl N\)LN F
0
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§-3-[2- (1-f-1-FAK-1H-F ok —2-K) - T B K] -5 f-d- 8,

[ [ A e OH
O ;\ H 0O

¥ S-3-[2- (7-F-1-FAR-1H-Fdopk-2- %) - T B A ] -5-R—4-
FAR BT B (10g) 9 — S F 42 (500mL) S5 A4 2 0C, &défAeA
ZAEEBR (120ml) 2 OC FHRHEMFRAW 1, REA 2 DA
BREER. RERERBERSHHRATHBERET_RTREF.
FAHABRETR, NiarFLEN=AMER. REAZTRIZEAA
ENBE.45EF3 G EEKZH (8.5 97% ; IR (B4K) 1782.7, 1741.7,

1644.4, 1593.2, 1536.8, 1209.1, 1168.1, 1055.5, 840. dcm’';
¥ NMR (400 MHz, d6-DMSO) & 0.82 (3H, m), 1.81-2.25
(2H, m), 2.25-3.11 (2H, m), 4.15-5.60 (4H, m), 6.70 (1H,

m), 7.55 (14, m), 7.78 (2H, m), 8.15 (1H, s), 8.35-9.00
(1H, brm); *3C NMR (100 MHz, d6-DMSO) § 10.6, 23.0, 24.0,
24.6, 32.9, 34.6, 34.7, 47.7, 52.2, 52.3, 58.2, 58.23,
58.7, 59.1, 83.4, 83.5, 85.2, 85.3, 103.9, 104.5, 104.7,
104.8, 126.5, 126.6, 128.8, 131.3, 131.4, 131., 133.1,
135.7, 135.73, 160.8, 170.2, 170.3, 170.4, 172.0, 173.1,
202.6, 202.7; F NMR (376 MHz, d6-DMSO) & -226.70,
-226.75, -227.51, -230.5, -231.16, -232.61, -232.67,
-233.37; ES(+) 397.2, ES(-) 395.3.

Z & Lt
§-3-[2- (T -1-FAR-1H-F ook -2-4K) - TS BH]-5-F-4-F
R~ R B8 T B

0
N O 0" CH,
cl N\/U\N F
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ERATH S-3-[2-(T-R-1-FAAR-1H-FEok-2-%) - T % £
A]-5-R-4-FA- KB (100mg) 9 = FH (lnL) xR % HE 0C, —
RANN, N -3k — ook (42mg) , HECHRIERL 20 948, REE 30
SEHRNRREEER, MNTEH (60mg) 69 —F F L5 (0. 2ml) %, £BE
HRAE 18 JBf, REATRSE. Bitk & GO%BEEL T8/ T-50
% BB TBE/ TR) bRl R dh , 13 2] 355 K 6 AR AL A (65mg, 61%) ;

'H NMR (400 MHz, CDCl;) § 0.85-
1.01 (3H, m), 1.05-1.30 (3H, m), 1.95 (1H, m), 2.25 (1H,
m), 2.72-3.09 (2H, m), 3.90-4.18 (2H, m), 4.80-5.30 (3H,
m), 5.56 (1H, m), 6.60 (1H, m), 7.15-7.85 (4H, m), 8.21
(1H, m); *F (376 MHz, CDCl;) § -231.74, -232.08; ES(+)
425.2, ES(-) 423.3.

EHH9
S—3- 2(75\‘1.&4&1Hﬁ‘“§%2}£) -THEL]-5-A-4-§
X - /% BE A BR

O
Clm\z)l\N F
= H
O \CH3 o
CRBEMET & LATRAMGEE446, 255380 REY
(51%) ; lH NMR (400 MHz, CDCl3) & 0.75-1.05

(68, m), 1.35-1.65 (2H, m), 1.95 (1H, m), 2.25 (1H, m),
2.75-3.09 (2H, m), 3.80-4.05 (2H, m), 4.89-5.30 (3H, m),
5.52 (1H, m), 6.60 (1H, m), 7.15-7.80 (4H, m), 8.25 (1H,

m); F NMR (376 MHz, CDCli) § -231.74, -232.08; ES(+)
439.3, ES(-) 437.3.

%5 10
$=3-[12- (1-f-1-FAR-1H-Fdboh-2-2) T B A ]-5-fit- &
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KR-KB 3, 3, 3-= A B

CRBALF & LAt de. HSERRHREY
(32%) ; 'H NMR (400 MHz, CDCl3) § 1.00 (3H,
m), 1.98 (1H, m), 2.13-2.52 (3H, m), 2.80-3.09 (2H, m),
4.09-4.30 (2H, m), 4.75-5.21 (3K, m), 5.50 (1H, m), 6.61
(1H, m), 7.15-7.82 (4H, m), 8.26 (1H, m); °F NMR (376

MHz, CDCls) 8§ -231.76, -231.80, -65.49, -65.54; ES(+)
493.2, ES(-) 491.2.

%#kp) 11
53~ (2= (1-f-1- A1 Foboth-2-%) - T B & K] -5-F—d- &
R BB 7

CH,

J\

lllll

\CH3

CRRAET ik LML R440, 5B 0KEY
(27%); *H NMR (400 MHz, CDCl;) & 1.02 (3H,
m), 1.05-1.35 (6H, m), 1.98 (1H, m), 2.25 (1H, m), 2.72-
3.05 (2H, m), 4.75-5.30 (4H, m), 5.50 (1H, m), 6.60 (1H,
m), 7.15-7.70 (4H, m), 8.25 (1H, m); *F (376 MHz, CDCl,)
8 -231.76, -232.12; ES(+) 439.2, ES(-) 435.3.

%) 12
5-3-[2- (1-F-1-FMR-1H-Fodeolk—2-2) - T BLEK] -5-F—4- 5
R-REX T &
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310
CI@N\E)I\N F
0 =\CH': O
CRERAEFELFRAAMGEIRMNEY. SBFHEHRZH
(53%) ; Iy NMR (400 MHz, CDCly) & 0.82-1.00

(3, m), 1.95 (1H, m), 2.23 (1H, m), 2.82-3.09 (2H, i),
4.80-5.28 (5H, m), 5.55 (1H, m), 6.60 (1H, m), 7.15-7.60
(8H, m), 7.68-7.85 (1H, m), 8.20 (1H, m); F NMR (376

MHz, CDCls) & -231.62, -231.89; ES(+) 487.2, ES(-) 485.3.
FHAH 13

S,8)-3-[2-(1-F K -1H-F ok -2-K)-THEAL]4-H K
-5-(2,3,5, 6-79 REEHA) - X BT Be

"0 CHs
N CH
N\)OL O tH F
~” N o) F
= H
o)
©  ch, .
F

A RERYE F ik P-C AR R MG EE, A (9 -2-(1-
FA-IH-FEok-2-2) T8 (A 55 % A-E T AR Xmeg L f2 N
- R A R T ERA S M) R (38)-3-RA-4-2E-5-(2,3,5, - RK
FE) -RBRTE BRFE -1 A4 &60) #1864, 2B/ 4E
wAhHhAHa EEK, ERAMRBIERS A-C RUGTEHEY, Ho
B35 4 & Bk,

'H NMR (400MHz,CDCl3) & 0.98 (3H, t), 1.30 (9H, s}, 1.98--

2.02 (1H, m), 2.26-2.32 (1H, m), 2.68 (LH, dd), 2.90 (1H,
dd), 4.83-4.88 (1H, m), 5.06 (1H, &), 5.15 (1H, d), 5.50
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(1H, t), 6.60 (1H, 4), 6.75-6.82 (1H, m), 7.23 (1lH, 4),
7.33 (1H, d4), 7.49-7.55 (1H, m), 7.68 (1H, t), 8.41 (1H,

d) ;1°F NMR (376MHz,CDCly) (  JGkF44% ) & -139.94,
-139.97, -140.0, -140.02. -157/06, -157.09, -157.12,
~157.14; ; ES(+) 565.3, ES(-) 563.3.

L HH 14
§-3-[2- (7-R-1-E AR -1H-F ok -2-X)-TH AL ] -4-H A
-5- (2’ 32 5, 6"@ ﬁiﬁtg) —&&? EE

0O

%,

F
F.‘

7 % M.
$=3-[2-(T-R-1-FAR-10-F Eobk - ) - T B KA ] -4- A&
-5-(2,3,5, 6-v9 LK AK) - KB

o
X 0 OH  _
Cl N\/U\ﬁ o F
0 0
- F
F

# 8-3-12- (T-f-1-FAR-1H-FEH-2-2) - T B &k ] -4- K
-5-(2,3,5, 6-v9 AR RA) - KB T B8 (7. 4g) 49 = F 4% (100mL) 35
BAHE 0C, Ao 50%= ABEBR A — £ F 5% (100mL) 35k, 0CHIEFF
FRAH 1N, REE2INAREBERETE. REBEREAFER
L HRBEHBERETF —AFRY. ELaILETR, ARk
HEH=ZARR. REAZTRIEBKREZEE, SEBIGERKRE
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# (6.1g, 94%); IR(E4k)1639.3, 1618.8, 1593.2, 1516.4, 1485. 6,

1219.4, 1168.1, 1106.7, 932.6, 830.2cn"; W MR (400 Muz,
d6-DMSO) & 0.80 (3H, t), 1.94-2.12 (2H, m), 2.55-2.61 !
(1H, m), 2.74-2.80 (1H, m), 4.58-4.63 (1H, m), 5.12-5.76
(3#, m), 6.70 (1H, 4), 7.51-7.78 (4H, m), 8.11-8.12 (1H,
m), 8.60-8.95 (1H, 3d); *C NMR (100 MHz, d6-DMSO) &
23.85, 24.52, 32.99, 34.67, 47.87, 52.81, 55.26, 58.25,
58.91, 74.43, 75.65, 100.10, 100.34, 100.58, 101.05,
101.29, 104.65, 126.51, 136.61, 131.31, 131.40, 133.04,
135.64, 135.68, 139.03, 139.18, 141.47, 141.62, 144.68,
144.80, 144.90, 147.10, 147.19, 160.78, 170.45, 172.07,
173.02, 202.2; *F NMR (376 MHz, d6-DMSO) & -140.57,
-140.60, -140.64, -140.66, -141.00, -141.03, -141.06,
-141.09, -156.78, -156.80, -156.84, -156.86, -156.96,
-156.98, -157.02, ~157.04; ES(+) 543.2, ES(-) 541.3.

7 % N
$-3-[2-(T-FK-1-HAK-1H-FEHh-2-X)-THEL]-4-KK
—5-(2,3,5, 6-v9 fERA) - KR T B

o)
N o Ao
Ci N: ”j\ﬂ/\o F
0 O

ERAT, ¥ S-3-[2-(T-R-1-RAR-1H-FEok-2-K) -T B &
£]1-4-8AK-5-(2,3,5,6-09 FLRAL) - /K& (100mg) 49 =K T4 (1ol)
BRAFE 0C, —RAAN, N - A — ket (35mg) & 0C FHEL
B 2004, REEINSHABRREETE, WATH Qg 89 —R Y
55 (0. 2ml) 3B, TRBEHRL 1800, REATRSE, Bili e
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(20%5% B T8/ ThR) shiL s, 2] & & B4R HFEMEH (42ug,
41%); TR (E4K)3294.6, 3075.4, 2946.7, 1731.6, 1641.1, 1622.0,
1588.7, 1512.4, 1483.8, 1436. 2, 1369.5, 1331.3, 1274.2, 1217.0,

1169. 3, 1102.6, 940..6, 902.5, 831.0, 783.4, 707.1, 688.1;
'H NMR (400 MHz, CDCl;) & 0.96-1.00

(3H, m), 1.99-2.08 (1H, m), 2.25-2.32 (1H, m), 2.81-2.87

(1H, m), 2.97-3.15 (1H, 2d4d), 3.57 & 3.70 (3H, 2s), 4.74-

5.10 (3H, m), 5.43-5.49 (1H, 2t), 6.58 (1H, 2d), 6.71-82

(1H, m), 7..25 (1, 24), 7.30-7.51 (2H, m), 7.62 (1H, 24),

8.37 (1H, 2d); °F NMR (376 MHz, CDCls) & -139.73,
-139.75, -139.76, -139.79, -139.80, -139.81, -139.82,
-157.12, -157.14, -157.18, -157.20, -157.23, -157.26,
-157.29; ES(+) 557.2, ES(-) 555.3.

F ) 15
$-3-[2-(T- K -1- AR -1H-F &k -1- %) -7 B RE]-4- K
=5-(2,3,5, 6-W AAEAN) - KB T B

5Ty

CRAEM G F ik NFriEafn ey idfe, A S-3-[2-(T-R-1-EAK-1H-
Fodoh-2-K) -TBAKE]-4-8AK-5-(2,3,5, - RAEAL) - R B4
&6, BF3 G EBKZ 1% ; IR(E4KR)3289.8, 3056.3,
2937.2, 1731.6, 1645.9, 1612.5, 1588.7, 1517.2, 1483.8, 1431. 4,
1369.5, 1269.4, 1174.1, 1102.6, 1031.1, 940.6, 893.0, 831.0,
711.9, 683. 3;
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'H NMR (400 MHz, CDC1,)
§ 0.96-1.01 (3H, m), 1.71 & 1.26 (3H, 2t), 1.92-2.08 (1H,
m), 2.21-2.32 (1H, m), 2.79-2.83 (1H, m), 2.94-3.12 (1H,
2dd), 4.02 & 4.15 (2H, 2q), 4.72-5.06 {3H, m), 5.41-5.48
(1H, 2t), 6.58 (1H, 2d), 6.69-6.83 (1H, m), 7.24-7.31
(1.5 H, m), 7.46-7.51 (1.5H, m), 7.62 (1H, 2d), 8.37 (1H,
2d); ¥F NMR (376 MHz, CDCl;) & -139.75, -139.77, -139.80,
-139.80, -139.83, -139.86, -157.08, -157.10, -157.14, -
157.16, -157.18, -157.21, -157.24, -157.26; ES(+) 571.2,

ES(-) 569.4.
364 16
§-3-[2-(T-R-1-HAR-1H-FE o -2-K)-T B AX]-4-AK
-5-(2,3,5, - REAX) - KB & B

SRR A L5 E N AR, K S-3-[2- (T-R-1-RAK-1H-
Foiok-2-K) - TR EAKR]-4-ARK-5-(2,3,5, 6-09 REAL) - LB A
&y, HEFIHG EEKRFEH (74%) ; IR(E4KR)3298.4, 2965.6,
2940. 0, 2868. 3, 1731.4, 1654.6, 1623.9, 1598.3, 1511, 2, 1485, 6,

1270.6, 1168.1, 1101.6, 937.7, 819.9, 717.5;
'H NMR (400 MHz, CDCls) & 0.84-1.00 (6H, m), 1.53-

1.65 (2H, 2q), 1.95-2.03 (1H, m), 2.26-2.32 (1H, m),
2.79-2.84 (1H, m), 2.96-3.14 (1H, 2dd4), 3.91 & 4.05 (2H,
2t), 4.75-5.12 (3H, m), 5.41-5.46 (1H, 2t), 6.58 (1H,
.2d), 6.70-6.82 (1H, m), 7.25 (1H, 2d), 7.30-7.50 (2H, m),
7.62 (1H, 2d), 8.36 (1H, 2d); ®F NMR (376 MHz, CDCl3;) §
-139.76, -139.78, -139.80, -139.82, -139.84, -139.86,
-157.06, -157.08, -157.12, -157.14, -157.17, -157.19,
-157.23, -157.25; ES(+) 585.2, ES(-) 583.3.
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R®EH 17
S-3-[2-(1-®/-1-A A -1H-F&ak-2-K)-TB AL 4-HL K
—-5-(2,3,5, 6w SRR -RBL 3,3, 3-= R-A B

/\/CFa
N\_/U\

E

CRAER G N E LA, N S-3-[2- (T-R~1-FA-1H-
Fobok-2-2) -TBL AL ] -4-BAR-5-(2,3, 5, 6-m9 SLEA L) - X4
. 25133 468K FH (39% ; IR(E4K)3303.6, 2965.6,
2929.7, 1746.8, 1644.4, 1618.8, 1593.2, 1516.4, 1490.8, 1367.9,
1255.2, 1157.9, 1137.4, 1106.7, 1009.4, 942.8, 835.3, 712.4;

'H NMR (400 MHz, CDCli;) & 0.96-1.01
(3, m), 1.93-2.01 (1H, m), 2.19-2.62 (3H, m), 2.84-2.90
(1H, m), 2.95-3.14 (1H, 2dd), 4.20 & 4.32 (2H, 2t), 4.72-
5.09 (3H, m), 5.40-5.45 (1H, 2t), 6.58 (1H, 2d4), 6.70-
6.81 (1H, m), 7.25 (1H, 2d), 7.34-7.51 (2H, m), 7.62 (1H,

2d), 8.36 (1H, 2d); F (376 MHz, CDCl;) 8§ -64.49, -65.53,
-139.67 -139.69, -139.73, -139.75, -157.17, -157.20,
-157.23, -157.25, -157.28, -157.31, -157.33; ES(+) 639.4,
ES(-) 637.6.

KA 18
§-3-[2-(1- R -1- A K -1H-F & ohk-2-K)-T B KX ]-4- X
-5-(2,3,5,6-09 BERL) - KB F & B
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0 CH3
CH3

08
§=

CRAEM S F ik N LML, N s—3— [2- (7-F-1-FAK-1H-
Fodok-2-K) - TBERA]-4-8AK-5-(2, 3,5, 6-79 REHK) - KB &
¢, > ERHEGEEKREH (33%; IR(E4KR)3283.1, 2980.9,
2929.7, 2878.5, 1731.4, 1654.6, 1618.8, 1598. 3, 1511, 2, 1485. 6,
1373.0, 1332.0, 1275.7, 1214.2, 1173.3, 1111.8, 978.7, 937.7,
901.9, 825.0, 712.4; g NMR (400
MHz, CDCl3) & 0.96-1.00 (3H, m), 1.13-1.17 (3H, m), 1.24
(3H, d), 1.98-2.06 (1H, m), 2.24-2.31 (1H, m), 2.73-2.78
(1H, m), 2.81-3.12 (1H, 2dd), 4.73-5.12 (4H, m), 5.41-

5.47 (1H, dt), 6.58 (1H, 2d), 6.72-6.84 (1H, m), 7.25
(18, 2d), 7.31-7.50 (2H, m), 7.62 (1H, 2d), 8.37 (1H,
2d); *F NMR (376 MHz, CDCl;) & -139.75, -139.78, -139.80,
-139.81, -139.82, -139.84, -139.86, =139.88, -157.04,

-157.06, -157.10, -157.12, -157.16, -157.18, -157.21,
-157.24; ES(+) 585.2, ES(-) 583.3.

kb 19
S-3-[2- (1-F -1-f AR -1H-FEhk-2-2 ) -THRELE]-4-HK
=5-(2,3,5, 6-9 REAK) - KR X T 8

¢/©

17

Cl
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CREAEFE N AR E MG TN S-3-[2- (T-F-1-R A -1H-
Faok-2-R) -TBAX]4-RAK-5-(2,3,5, - RAEAL) - KB #
6. 28734 E B4R (36%; IR(E4K)3285.1, 3061.1,
2951.5, 1736. 4, 1650.6, 1626.8, 1593.4, 1512.4, 1488.6, 1388. 3,
1280.8, 1174.1, 1102.6, 937.7, 835.3, 748.2;

'H NMR (400 MHz, CDCl;) & 0.93-1.00 (3H, m), 1.93-
2.02 (1H, m), 2.24-2.28 (1H, m), 2.86-2.92 (1H, m), 2.99-
3.19 (1H, 24d), 4.74-5.14 (5H, m), 5.40-5.44 (1H, 2t),
6.57 (1H, 24), 6.70-6.84 (1H, m), 7.23 (1H, 4), 7.34-7.49
(7H, m), 7.61-7.63 (1H, m), 8.38 (1H, 2d); *F (376 MHz,
CDC1l3;) 6 -139.72, -139.74, -139.78, -139.81, -139.83,
-157.06, -157.08, -157.12, -157.14, -157.18, -157.20, -
-157.23, -157.26; ES(+) 633.4, ES(-) 631.6.

3 36451 20
S-3-[2- (6-#-1-fAK-1H-Frdok-2-K) - T Bt AH] -5-K-4-§
R-R B4 T B8

pesNRey

% 0:
4-F-N-FE-XF Bthk

Beay

# 4-RETFTBLE (4. 50g) 9 —F. F 5 (10mL) 0CEE P i im 8M ¥
Bty LB R, A HIER 16 Do), REXLET., AIafEBEAN
AR (10m]) #HEZH A FRABEBR OB ER=ZK 3x20nl), AHK
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(10mL) 2o A #uAn, T3 MgS0) F A TR, F2a EEKRNEIFH
14 (4. 33g; 97%) :

'H NMR (400MHz, CDC13) & 3.00 (3H, s), 7.40 (1H,
brs) 7.40 (iH, d), 7.70 (1H, d).

# % P
-FTRA-4-R-N-FEAEXT K

# 4-F-N-F R K FELA (3. 1g) 49 THF (30mL) B& F Am A E-T
A 42 (30. 1mL 2. SM TARER) HERBER 45 047, REAHFHER
EO0CHE2;AARFEMN-FEATBERE.270l) . REBDRLER
2B, AHEEER, HK@0nl) A IMHCL BRALIZERE pH1., A
BB T BE R BUE IR 3R (3x50ml) , A UK (20ml) # ik, FIR MgS0)
HETRE., Btk G AR L FHIEED, FIEKE
B4k &g @1 AR 4 (2. 13g; 59%);  'm mm (400Mmz, cpCl3) §

2.90 (3H, s), 4.25 (1H, d) 5.60 (1H, d4), 7.35 (2H, s),
7.60 (1H, s).

Z % Q
-F B E-4-R AT A

Foa

OH

B -FHRAA-R-N-FARXRFTBREG. 994 10M 8
(30ml) &9 54-4h 18 o BF. A 3iERAW 5 A 1A sk B S48 R ARAL.
RERBEB LB RAZIER, A IMEMBIL, ABBRLEBERIEEY
FRARBGTREFNERR., REFERTEARE. BIREH
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Bt 2-F Bt A -4-RAKTFBR (2.22g, 75%);

'H NMR (400MHz, CDCl3) 86.65 (0.5H, brs),
7.50 (2H, m), 7.65 (1H, m), 7.85 (0.5H, brm), 8.05 (1H,

m) .

3= [2- (6~ i1~ B A1 Frb k2 ) T B AK] -5-Fmt-8,
K BB T 8

O

CRAER 5 F ik A-C PR AR KM TE, KN -FHE-4-AXK
B (R ik 0-Q ATiR 4] &4 84 @it 4 &R HPLC 5B A2 ¢
AR A B @@42]&, 1y NMR (400 MHz, CDCls) &

0.97 (3H, m), 1.90-2.31 (2H, m), 2.65-3.30 (2H, m), 4.20-
5.75 (4H, m), 6.65 (1H, m), 7.40-7.60 (3H, m), 8.29 (1H,
m), 9.20 (1H, br); *F NMR (376 MHz, CDCl;) ( &F

1% ) & -229.80, -232.07, -232.43, -232.58, -232.78;
MS ES (-) 395.26 (M-H).

S-3-[2-(6-= R T A -1-FR-IH-FFak—2-4) - T BRA]-5-&
—4- A - R B AR T B

O

LR RAER B ik A-C AR AR R XMy itAE, K 2-F kA
“4-Z R FTEAETB (A 57 % 0-Q AT AR E RN T EMN4-Z KT
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AXTRHAGH) # &0, 2B A2 G &BRGHFHELLY 5%, £

—¥); 1 NMR (400
MHz, CDCls) & 0.99 (3H, m), 1.90-2.30 (2H, m), 2.60-3.50
(2H, m), 4.20-5.75 (4H, m), 6.80 (1H, m), 7.50-7.90 (3H,
m), 7.92 (1H, m), 8.40-8.60 (1H, m); “F NMR (376 MHz,d6-

DMSO) ( RF+1% ) 8 -63.60, -63.61, -63.65,
-231.67, -231.80, -232.06, -232.18; MS ES(+) 431.26
(‘M+H).

L34 22

(5,8)-3-[2-(6,7T-= R -1-R R -1H-F H ok -2- % )-T Bt £
A]-4-FAR-5-(2,3,5, 6-v9 FLREE L) - /K BLAR T BS

: PN
CJ@;?N \/ﬁ\u AN F
AN

ik R
6—— .- 3H-F K ik —1-F

cl 0

0CKATF, £ 18- 4345 NaBH, (5. 2g) 3 - )Lm A F) 4, 5-= £,
AR — 9 BL BT (20g) #9 %7K DMF (100mL) B35k, R R AHEHRE
FiR A, FREAK/IMECLF, SRKERNFE ERIRE Y, 5-=
R-2-BPREARXFTR)FAZTR. B AREBE T MY pTSAH T
F (200mL) F # /£ Dean-Stark &#4 T CRIZLmIER) MM A 18
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¢W.%Kﬁ%¢%iim%¢ﬁ&%%ﬁéémﬁ 34 & FK
& 8 AFEAL A4 (14. 0g, 75%); 'm NMR (400 Muz,d6-DMSO) & 5.40 (2H,
| s), 8.05 (1H, 8), 8.15 (IH, s).
FikS:
32&56”Q3H%$ﬁﬁ%1§ﬂ

cl o
J
Br
¥ 5, 6-=—R-3M-F Kok -1-8 (1.45g) « N-if sh 26 B T Bk
(1. 27g) Fo B AL & K F BLiT R4 69 845 30ml) RE R B K 1
B, 45, AK. EKERIZANRASY, T Gidkdd), itikH
Rég, 15286 B4 AnM1a4h (1. 82g, 91%);

¥ NMR (400 MHz, CDCl;) §

7.36 (1H, s), 7.77 (1H, s), 8.03 (1lH, s).

ZF % T:
4; 5_:‘§h—2;? %g‘j&?&

o)

Cl
' o
Cl

OH

3% 3-i2-5, 6-— 8- 3H-F R 5k wh-1-88 (2. 0g) /& SWHC1 K& (10mL)
Fa 80% @B AKIER (25mL) F K REBAMENR 2 DB, BREIEH AT
RERHBRETEROETY, TR GABRLD FRE. KA FRERKRNM
DOM/ Tl ¥ Frédda ik, 1534 & ERe) 8147881044 (1. 13g, 73%);

'H NMR (400 MHz,
CDCl;) & 6.66 (0.84H, s), 7.95 (0.16H, s), 8.05 (0.84H),
8.12 (0.16H, s), 8.14 (0.84H, s), 8.41 (0.84H,), 10.41
(0.16H, s), 11.07 (0.16 H, brs).

(5,8)-3-[2-(6,7T-— R -1-H K -1H- F =B ok -2- % )- T B £
1-4-8AK-5-(2,3,5, 6-m9 AEAHL) - KB &R T B
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ORANL

HASWREBE 7k F-C AT E K E LA, #A
(8)-2-(6, T-=F-1-FAK-1H-FEdk-2-K) - T A5 F %k A-B 3%
AR KLt A2 AN 4, 5-— R -2-F B A -X T8 (BB F % R-T Ak
BB A RH) A (38)-3-R X -4-£K-5-(2,3,5 6-mRAELL) -
BRI T BE (B % H-T AR 41860 4l &0, 9 5R3 4 6Bk
FREALA Y (94%, RE—F); IR(E4K)1784.5, 1734.7, 1650.1,
1610.2, 1585.4, 1515.7, 1490. 8, 1426.0, 1216.9, 1172.1, 1092. 5,

933. lcm™; 'H NMR (400 MHz,d6-DMSO) & 0.80 (3H,
t), 1.90-1.98 (1H, m), 2.04-2.12 (1H, m), 2.55-2.79 (2H,
m), 4.56-4.71 (1H, m), 5.08-5.41 (3H, m), 6.67 (1H, d),

7.56-7.59 (2H, m), 8.07 (1H, brs), 8.25 (1H, d), 8.85-
8.95 (1H, 2 x d), 12.73 (1H, brs); F NMR (376 MHz,d6-
DMSO) ( RFE4% ) & ~140.93, -140.95, -140.99, -
141.01, -141.04, -141.07, -141.10, -156.76, -156.79,

156.82, -156.85, -156.89, -156.91; MS ES (+): 577.14
(M+H) .

%] 23
S-3-[2-(T-R-1-RAR-1H-F &k -2-R )-T B KA1 -4- KX
—5- (2) 3) 9, 6-w ﬁg‘ﬁlg) —&&% o By

O D
AN 0]
\/ﬁ\ i
Cl N v (0) F
0 0

F
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CREAEFHNFRAMNGEENEYN. 2 EXIGEFHKR>
H (24%) ; IR (E4Kk) 1639, 1586, 1518, 1485, 832;

'H NMR (400 MHz, CDCl;) & 0.96-1.00 (3H, m), 1.22-
1.37 (6H, m), 1.51-1.55 (1H, m), 1.66-1.72 (3H, m), 1.90-
1.95 (1H, m), 2.00 (1H, dd), 2.26-2.34 (1H, m), 2.79 (1H,
2dd), 3.03 (1H, 24d), 4.73-5.11 (2H, 2dd), 4.89-4.94 (1H,
m), 5.45 (1H, 4&d), 6.57-6.60 (1H, m), 6.71-6.81 (1H, m),
7.24 (1H, d), 7.42-7.50 (2H, m), 7.62 (1H, dd), 8.39
(1H, dd); F (376 MHz, CDCls;) § -139.74, -139.76,
-139.79, -139.80, -139.82, -139.84, -156.96, -156.98,
-157.01, -157.04, -157.09, -157.11, -157.15, -157.17;
ES(+) 625.1, ES (-)623.3.

g‘\ j@lﬁd 24
S-3-[2-(T-f-1-E AR -1H-FEak-2-F)-THREAX]4-AK
-5-1(2,3,5, 6-v9 KA /X8I X B8

O
A 0 O F
N o F
C H H
0 0}
CH,4 F

~
F
CREM G FENFFERMGER4E. BRI ERKRF
#1(40%) ; IR(E4R) 1639, 1509, 1485, 841; -

NMR (400 MHz, CDCl3) § 0.96-1.01 (3H, m), 1.56-1.89
(9H,m), 1.97-2.02 (1H, m), 2.27-2.32 (1H, m), 2.76 (1H,
2dd), 3.02 (1H, 2dd), 4.74-5.16 (2H, 24d), 4.88-4.92 (1H,
m), 5.44 (1H, 4ad), 6.57 (1H, dd), 6.70-6.82 (1H, m), 7.26
(1H, d), 7.41-7.52 (2H, m), 7.73 (1H, d&d), 8.37 (1H, dd);
F (376 MHz, CDCls) § -139.75, -139.77, -139.80, -139.83,
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-139.86, -157.01, -157.03, -157.07, -157.09, 157.13,
-157.15, -157.19, -157.21; ES(+) 611.1, ES(-) 609.2.

L34 25
S-3-[2-(7-&K-1-BAR-1H-F&ok-2-K)-THE X1 -4-H A
-5-(2,3,5, 6-W@ BEAHN) - KRB S —4H-vthwh—4-B% B3

| o O/Q)

/llll

CH,
E
CREAEFENARXMAGEENEGEN, S BRIAGERK®
4 (41%); IR (E4Kk) 1644, 1509, 1485, 827; 1y

NMR (400 MHz, CDCl3) § 0.96-1.01 (3H, m), 1.43-1.91 (4H,
m), 1.95-2.03 (1H, m), 2.27-2.35 (1H, m), 2.84 (1H, 2dd),
3.03 (1H, 2d4d), 3.41-3.54 (2H, m), 3.78-3.94 (2H, m),
4.77-5.11 (4H, 3m), 5.44 (1H, dd), 6.59 (1H, 4&d), 6.72-
6.85 (1H, m), 7.25 (1H, d), 7.32-7.51 (2H, m), 7.63 (1H,
dd), 8.35 (1H, dd); F (376 MHz, CDCl;) & -139.68,
-139.69, -139.70, -139.72, -139.73, -139.75, -139.76,
-157.06, -157.08, -157.12, -157.14, -157.17, -157.19,
-157.22, -157.25; ES (+) 627.2, ES(-) 625.3.

S A645) 26
§-3-[2-(T-R-1-EAR-1H-FEok-2-K)-T B EAK]-4- A&
=5-(2,3,5, 6-WEREER) - KBE T8
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EREAEFE NARE MG IEEHEN, FERHGERKE
4 (72%); IR (E)4K) 1644, 1509, 1489, 832; 'H

NMR (400 MHz, CDCli) & 0.84-0.91 (6H, 24d), 0.92-1.00 (3H,
m), 1.79-2.02 (2H, m), 2.25-2.33 (1H, m), 2.80-2.91 (1H,
m), 3.03 (1H, 2dd), 3.73 & 3.87 (2H, 2d), 4.74-5.10 (3H,
m), 5.43-5.47 (1H, m), 6.57-6.59 (1H, m), 7.69-7.81 (1H,
m), 7.24 (1H, d), 7.44-7.51 (2H, m), 7.62 (1iH, dd), 8.39
(1H, 4ad); *°F (376 MHz, CDCl3) & -139.75, -139.78,

-139.80, -139.81, -139.83, -139.83, -139.85, -157.04,
-157.06, -157.10, -157.12, -157.16, -157.18, -157.22,
-157.24; ES(+) 599.2, ES(-) 597.3.

L b 27
S-3-[2-(71-R-1-H AR -1H-F &k -2- X)) -TBRAL]-4-F X
—5-(2,3,5, 6-v9 AL - 3- KB By

/[ji?
0
\v/u\ o) F

F
CRERAEFENFEAEMAIEHEN. S EF/IGERK>
M (23%); IR(E4K) 1644, 1601, 1518, 1485, 832;
4y NMR (400 MHz, CDCls) & 0.77-0.89 (6H, m), 0.96-

0.99 (3H, m), 1.41-1.55 (4H, m), 1.97-2.03 (1H, m), 2.26-

2.34 (1H, m), 2.81 (1H, 2d4d), 3.04 (1H, 2dd), 4.75-5.12

(4H, m), 5.43-5.46 (1H, m), 6.56-6.59 (1H, m), 7.71-7.84

(1H, m), 7.24 (1H, d4), 7.32-7.51 (2H, m), 7.61-7.63 (1H,
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m), 8.37 (1H, ad); F (376 MHz, CDCl;) & -139.80,

-139.80, -139.82, -139.84, -139.86, -139.88, -139.89,
-139.92, -157.02, -157.05, -157.08, -157.10, ~-157.13,
-157.15, -157.18, -157.21; ES(+) 613.1, ES(-) 611.3.

% &%) 28
$=3-[2-(T-R-I-FAR-IH-F Foh-2-K)-T B AKX ]-4-H K
-5-(2,3,5, 6-w9 R AR ) - K BRI % B B

ERBAEFE N AREMATENEH. HBRE G EHAF
M (11%); IR (E4K) 2936, 1645, 1509, 1489, 1093, 939, 827;

'H NMR (400 MHz, CDC13) & 0.96-1.00 (3H,
m), 1.42-1.60 (11H, m), 1.68-1.81 (1H, m), 1.82-1.91 (1H,
m), 1.95-2.04 (1H, m), 2.26-2.33 (1H, m), 2.77 (1H, m),
3.03 (1H, m), 4.74-4.93 (2H, 2m), 5.09 (1H, dd), 5.45
(1H, dd), 6.57-6.59 (1H, m), 6.71-6.83 (1H, m), 7.24-7.26
(1H, m), 7.31-7.45 (1H, m), 7.48-7.50 (1H, m), 7.60-7.64
(1H, m), 8.38 (1H, 4Ad); °F (376 MHz, CDCl;) §-139.33,
-139.36, -139.39, -139.42, -139.76, -139.78, -139.80,
-139.81, -139.83, -139.86, -156.64, -156.66, -156.69,
-156.71, -156.97, -157.00, -157.03, -157.05, -157.06,

-157.10, -157.12, -157.15, -157.18; ES(+) 639.2, ES(-)
637.3.

%k 29
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§-3-[2- (7- f-1- F R -1H-Fr ook —2- ) - T Bb B K ] -4- A%
-5-(2,3,5, 6~ RLRHAE) - KB 2-2K-3-F R TAEE

' HaCICHa
X (o] CH
LI
Cl Y F
0 = 0
\\CHS .

F
CRARA L7 E NFRLA MG EEHEN. SRR ERAKS
# (24%); IR(E4R) 1731, 1649, 1591, 1514, 1485, 1098, 929, 827,

'H NMR (400 MHz, CDCl;) & 0.80 (3H,
d), 0.88 (3H, d), 0.96-1.00 (3H, m), 1.07-1.17 (3H, m),
1.63-1.71 (1H, m), 1.97-2.03 (1H, m), 2.25-2.32 (1H, m),
2.75-2.87 (1H, m), 2.93-3.12 (1H, m), 4.63-4.95 (3H, m),
5.08 (1H, ad), 5.42-5.46 (1H, m), 6.56-6.59 (1H, m),
6.68-6.82 (1H, m), 7.30 (1H, 2d), 7.41-7.55 (1H, m), 7.63

(1H, 4), 8.36 (1H, m); *F (376 MHz, CDCl;) & -139.39,
~139.41, -139.43, -139.45, -139.77, -139.79, - 139.82,
-139.85, -139.87, ~-156.67, -156.69, -156.71, -156.74,
-157.03, -157.05, -157.09, 157.11, -157.14, -157.16,
-157.20, -157.22; ES(+) 613.3, ES(-) 611.3.

4] 30
$-3-[2-(T-K-1-FAR-IH-FEHh-2-K)-TORAK]-4- AKX
—3- (2’ 3J 5’ - gaﬂlg) _&& Z—KE\"Z“?)E%JE;EE

Q CHs
(o) CHg
0 F
= F
N
C E O
0 “NcH a F H
F
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F ik U

® §-3~[2-(7-f-1-FAR-1H-F btk —2-%) - T BB A ] -4- K%
=5-(2,3,5, 6~ R AAK) - KB (100mg) 49 =& F 5 (1ul) 355 % Am
-FEAA-2-K12,2, - KB R K LALES (P8 Tetrahedron Letters
1993, 34, 323-326 AT &4)) (103mg) W3R Tk (ml) 35 3%., TEH
HARREH IR, RERERSE, Bits &# QSRR TE/TR)
%4&9&0%%.iaii%ﬁ%é\%ii%a%/:ﬁ‘?%?%&%ﬁ%#i&——
Tl R34 & B R M ARM LS4 (65ng, 53%) ; IR (B14K) 1731, 1690,
1654, 1516, 1485; 'H NMR (400 MHz, CDCl;) & 1.01
(3H, t), 1.68 (6H, ds), 1.99 (1H, m), 2.25 (1H, m), 2.82
(1H, dd), 3.05 (1H, 4d), 4.85 (1H, m), 5.00 (2H, m), 5.42

- (1H, m), 6.56 (1H, d), 6.80 (1H, m), 7.19-7.35 (7H, m),

7.49 (1H, m), 7.61 (1H, m), 8.38 (1H, m); ES(+) 661.33,
ES(-) 659.33.

F#4 31
5=3-[2- (T-R-1-F AR -10-F E ok -2- X ) - T B A A ] -4-H K
=5-(2,3,5, 6-wI BIAKFIK) — S BR 2-F 3 -3-T -2-BE B

CRBRAEFE U A L2446 CEHELY = A=
LB AN R ERAMY, 1, 1-=FARBRL 2,2, 2-=Z K B4
ATMBERBM . Org. Chem. 2001, 66, 7568 Frik#l&ud). %
HE G ERKEH (0%,
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'H NMR
(400 MHz, CDC1l;3) & 1.00 (3H, m), 1.60 (6H, s), 2.01 (1H,
m), 2.30 (1H, m), 2.50 (0.77H, s), 2.59 (0.23H, s), 2.77-
3.14 (2H, m), 4.75-5.20 (3H, m), 5.51 (1H, m), 6.60 (1H,
d), 6.80 (1H, m), 7.20-7.40 (2H, m), 7.50 (1H, d), 7.65
(1H, d), 8.40 (1H, s); F (376 MHz, CDCl;) & -139.7s,
-135.79, -139.81, -139.82, -139.83, -139.86, -139.89,
-157.03, -157.05, -157.09, -157.11, -157.13, -157.16,
-157.19, -157.22; ES(+) 609.29, ES(-) 607.26.

£ 4] 32
(8) -3-[2- (7-R~1-F AR -1H-F S oh-2-4) - T BB -4-AK
=5-(2,3,5, - RAXENK) - FERA-F L BB

A

?i&ﬂ%ﬁ%N%ﬁ%Mﬁﬁﬁﬂ%%.%%ﬁﬂé@@%?
5%47(67%); IR (E)4K) 2970, 1645, 1514, 1495, 1093, 997, 943, 836;

'H NMR (400 MHz, CDCl;) & 0.95-103

(3, m), 1.94-2.03 (1H, m), 2.21-2.32 (1H, m), 2.85 (1H,
ad), 3.05 & 3.16 (3H, 2 x s), 3.32 (1H, m), 3.61 & 3. 72

| (3, 2s), 4.73-4.98 (2H, 2m), 5.18 (1H, 4d), 5.40-5.49
(1H, m), 6.56-6.59 (1H, m), 6.69-6.81 (1H, m), 7.36-7.62
(4H, m), 8.37 (1H, dd); *F (376 MHz, CDCls3) & -139.99,
-140.01, -140.03, -140.04, -140.06, -140.09, -156.94,
-156.96, -156.99, -157.02, -157.08, -157.01, -157.13,
-157.16; ES(+) 586.2, ES(-) 584.2.

Cl

SbAE F]AE A AR 5| AL A E .
BRARBMBRT RALPHRS THAFTE, 2 TUARKMNGEMT
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HHIHATER, NaR{EHNARLALS I FT R AECETETEL
REMHALYG. B, BARIRXLAGEE G ERRARBLKRE,
ARG LLAL LR RAFHRYGRAERETRBE,
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