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FTRAREZIAZAIODBILRB ZILEWT(FRe) 8KFH
Mg/ x HEALE  LHABR(WEBR)XZHLE > AEH P (R
) BAEAHMHETEATHIRIO0EIHARS - REMK T
A ML T AT RARAB LN EIT AR -6 FF &
HBETRERBRATERALAEHSEHZAMR B IEHS -
ERA—FE AL HSABILB EZIHEE(wHET
ARBI)ANBEH T (L XRTR) BREETHENH A K
Z &M T (o AR M2 Fo #7 & A A& & B (Dean Stark) X # & F
XA ET) BEATBRAEHNZIEORBEZIM T4 K
B A5 3(F B c) -
%%wgﬁm%%MUR%ﬁn44%ﬂﬁﬁﬂﬁwé7&%
) S BEAs T ER 'R kAL ww& W Kk #H & (Mitsunobu)-

RBE MEZAXBEABR 4B % =T8  —2£5H8K=
CEELAD MBBAATAZHFEFT (P X g 7
bR W B rkh) EEBBAET - 54 2R'K 2 &1y o
TR BT RBBEBEY B F A Eok & H8T &

FTRE > EHFBNN-_ TR P gl L &R
FRLAR ETAHBRZIELA(RBELERY) BEAKE G
TR EIC  BHFHS0CT » A4 RBLOHIU(FED)- £
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TRATERBESHFEAMR WA B LB EAILYEZ (W
LiOH#& NaOH) A M ZH R F (i w vk /T BE/K)
TERAZABRIO(Y HK) s X X -F2 b8 AALI-14
R R m)eAHER PO BEBILAWIRKBEIOT R 3 H
BREABYREDABDXER TR HEF R F ik H
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ARSI HEHe-RAZI-XE-AEE A9 g b &K
THRABR2HF T2 HEEM > A BEFEwIBmMFT X -
ode 2 H E M AE P 2[(S)-4-F K -vF ek ox -2-BR | 0% AR K
AARBX-RFAA-CBARIGS HBERELT (Wi

- B ERB P (oW Hokvh) BEH-T8C 0 a4
M BR3P Fa) o B H BEKREXKY EREE
[Tetrahedron Asymmetry (1999), 10, 1353-1367]> # A = T £
M-ZRAREE  RZAKRBZLEAZRTRE) TERK
MEGHEM ABFAMEI FTHBIRE 4 RILEHS
(FHD) - AL WMSTF A CRTRYLEERY Z — 78
AHEBEF (LR T ARFTEALEIRBER)-
e HSEh = BSBRABILRHE TR H6 i) < 4l
B AR ARAERIBEYEL A BT HELEER - R
Al 8 XX -SRI EHF BAEI-20CEFR(FH
) INFRAYAELEAKRREMES X > WwAELIFILEHSHE LK
b & mop il (F8d); IDRABFRER WS ERERX(F FHe) >

ZERBEST Hcd ex kKA THEIR BEFHFITLT AR
EETRATAKREZER wibtoHS5BILARILEHTZ AAZ1PF
W AT c By AP RO RBEESAR/REEY TR

EHEMARLIF RS R P M T AT (T EIA )

W TRFADFHFERLBA I CHEMNZIRBEESE B AEARK
BoR AP RIME AT B RAER - LS HWBRIZ & £ 4
B TH A HERHPLCR & » & 'H-NMR-% % 45 - 3 # #
FRERZHFLEGe1-(9-BK)-2,22-Z AT &) 3% %%
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XK6ZRAHFTo-RARG-FXEA-AHEEAATI A ERLL
TRARIHTZERSRKRAE M - Bk TR KA
BRAR2AREZRBERX  HAFE-ELESRTIHEBH?2
A O TARBPHERNZIBLESHI(F Ha) & kmit
SWMIBRHETRASRTFORAE2Y LA WI)R B K A B
- oha(FHEL) - B ELEMWATZFEARBEATRTLE R
b mS(FHe) Bl A 1R2F AM KM A& 5 5 # 1t
RABEHE(TBARET(F Fe) s RAFH > BEILEHE

TRBAEBT(THD . 23 K-k ibbHIRAFRLL-145
HEM)EAHER T BEAS LM TR EZEHBR
EHMREGUIBLEOMWORAKZRT BT ABEF R F
% % # > W HPLCR #F &% 4 & % -

IGAAL) BAGAA2) B2(ARDE Tt » X T A
HEFT LI FTiEER BEHETHDTRYERTH
T AR AL4-10 -

# AL 4
RS R4 R3 R4
O
a /
/O /O
H/Prot. H/Prot.
RS RB 5 RS
3
b \ R* / c
p Br/i
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R’ R°
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CHhtgq | THEAEI IR Lo PRERARLE &
A M F (Vilsmeier) P e AL Al > A X PO iR A BA M5 4 T
R¥E  whRABEIGERRTAZABEESLEEH A30T
BERBEBRIEBRABAEMN XA _RKFTEFTARITT &L
R EAWARLKZIGELE BRFAE_KRTKET BAEA
I8 CREH @ AREM(FHa): 54 THER =¥ 5%
M AR FI AN E 0 e A AIN-J& - N-st-3% 38 68 &
e o L RABAW A, REMT KEALABRBLBET
A LB B R BTHEEAAKRA-ERXHREE(ETA
) M AH-T8Ca At BAFTEHELSS K& (W NN-=
TAF MM AN-F 8 K- &b v )(F BEDRC)E A FF A &
ZHK-E e FH o BAERRRTRARSETHEASI A S &
ct o ek AT B B (ZXB)e ()= 1L ZACOR B
AEEF (R NN-Z F & Fakfig) BEKTAEHLIOOC -
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RS HO s H/Prot—0 S
9 — 10 ‘=

4- 52 £ - % i % « 5(R®=H)[Synthetic Communications
(1986), 16(13), 1635-1640; Helvetica Chimica Acta, (1933),
16, 121-129] & 4-5& & -3 i «& % 9(R°=H)[Jpn. Kokai. Tokkyo
Koho (2001), 2001048876A2]& & 4 8y - B b » 3 &4 -1,3-
—El ES-2 E LM A TEYRMAAR THRA-HEA#HL

BYPRE  ETABRZIGAEAEAILS) BEAOCAYT
BzEAEAM BARRBREE  BEHI00C 0 TA K
kol -ARER3(F Ha) sk -ZBRIEAMBMHEAHEE (Wt
R-F) LT HATHZIHEAEA (T H RE/R) KT A
WIART » TEARAE-XEkBA(F &ED) AT HHUAX
kS A AEH > £k F 0 BAE A£200C 2240C
Bl (F Bc)- A4 B BERBAM > KEvklSE %
TR Pl Ritvkeay P M H6(F 5 -

2-5 v BIA B LHR-2-RLHEX-SE-TEDR
o R EH (e Bk R 1,2-= FRA-T R 0 BHA-TS
CARAEBRZM HABEFRAARE  T4E REHS F 78
B B RO (F BEe)e B 80k — A A A K T 0 & 45 £ 20% 60
BExh > MRt o B = XK 3% H
e Y o AT AABE =0k FERIW Ak o KT
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£100°C-160C R » B BB TAAA L T A R X E R I(F
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Br/H

SH
c \[:;:]:?_:]-{7 Br/H
Br/H = \[:;::[:_:]

Br/H
S
o) 7
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BriH Br/H
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8 9 10

2-8 K -3-FRE-F&#1l A ETHBLLEESIEE LR
Ko TR KXLE[D]E%-7-826%5-1%-K 3 [b]e »-7-5
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6° 3tk F = i 47 41 J. Chem. Soc., Perkin Trans. 1 1983(12),
2973- 7T PR at F ok A2-2 X -3-FP AKX -FTEEN E KX (L]
w78 o LB AU TFTHFH T ANN-ZF AT 8K K
BE  AEHF(ww R k) TABRKERIHFE( A
AL A K) AR ABBRIAL(_EBA-T A1)
BREBAEAOCRERZIM  TAEAARKEAFTHRE NS E
AL e M2ERZRE TITHAETH BT EERERF (0=
hmk) BEAE200C R280C 2 M > TARFEAHAIELT
BRES3(H D) AAEH T (QeBE)l (e & R1LH X47)IT B
CHER  BEHFAFTRRERNIGBARABEETIM > THER
BB AT He) CRERRAINRBEENRE  AKRE K/
BREAOYHT ABRIAGLE(wERILHR) BEKE A
FTRAZHZEGABEZIR  TEHEAEAARXLEED-HREKSF
Fd) FHRAER kAR Fy  EHEFRZIGLE BE
£200C Z240C 2 M » # X P EABMETRAIBE Wik &
SR EMBYSATREE  BARRXLE(D]ED-T-BEHO(F
He)e fn RAZAPT M Z B W BAM » K E[b]ED-T-86T % #
AR T XLED]ES-T-EF MY T7(FHSD -
7-56 &k -K Evkwh & G4 B EH %A [J. Med. Chem.
(1987), 30(1)], 62-7) A #AM Lkl = F 7 F » 5-2 -4
TRMA2-ZA-3-FRE-FTE®] 140 £-858 C & &5 B
FRME (G NN-Z P& P aEflk) 4B HFE (o5 B b4r)
BEAOOCARI20C M » THEARXLERHHBKRS(F Hg)°
o P fE kR HACE R R RFAMARTER > BA
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#200°C » F A& RS- -7-5% &

-RK it
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B 5-%-T-5 8 X-Kitekwh & Mipl0o(F Hi)
AT

H
)
= 2
o 1
~
O

H
O

\o
b,c, d
- D) = 0@ =
E‘,‘ Br
(o) /

4 5
0 OH o) OH
h, i
f ont
CH,),.5 CHy)s — 2
Br
7 8
J ‘
O
CHy)yg )

%-4-‘\‘7Eﬁ%-%l&Z,Lﬁiﬁ-ﬂiﬁkd\%s y 6% 72 By
87212



1338686

M2 B K XS4y [RT. Am. Chem. Soc. (1988), 110(19),
6471-6480 ; US (2000) 6121397; PCT Int. Appl. (1999) WO
99/10339] - fo i f24PT M Z S K A M > 2,3-F 82> T# 1t
m F e 22,3-3% 4 2 B 3(F Fa) o
3-R-1-AR-FS5 > BAETRAZTHY ) TEAKERS

R T B M A 3-8 £ -1-F & & -3 4[Monatsh, Chem.
(1992), 123(6-7), 637-645]> A C 8k 5 2 ¥ B i 47 » Bp a5 &
FPRAZER WwhseBbAHEFETITRHER B2 $
RAL%E A » L& 4 58 R K (Sandmeyer R)& ¥ £ & 7 6 £ %
M T A R3I-B-1-2%-KS5(FHEb>crd) AM A4
PRl = S M AER » 3-i-1-8 K- R S5T 4k sk 3-58-4-F & £
-1-72 K -K6(F Be) o

23I-BRBRIABRIGEC ey A3- BB MUY 2L it R T
WF AR LA L F EE M Org. Chem. (1978),
43(11), 2167-70; Ger. Offen. (1977), DE 2633905](#% % f) - st
3-R-KXTFTERTHALARAAEUE A A deF k4o ik F ML
oty BB R AR E 09 B R4k A e A A BB (Swern) i 4 (2
MR-~ FTRHR/ZED_RKTFTR-18CEZTE) £ &M
w A EE o ML FR -k A 4 (Baeyer-Villiger) & 46 4 A 0 4o 12
BEEBR(40%)A BB (FHeg  h ) RARITHEZ BB
YER B 0 B 9T At A& & M 4 10(% %K) -
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Ho
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O
/& ; /KIOJ b /@)
Br Br
Br s J 3 .
1 @]

(0] OH O/H
OO+ d. e f
c —
- Br o) Br o
6
O 5
: 4
l 0
o’H
Br o
p/ 7
0

R-FRELEGY] R AERAEREZ — §-2H-sth R £
€ 4o #) [Can. J. Chem. (1982), 60(16), 2093-8] « WA ut vt B B
BT AABRTAREL BAELH200C 0 T A RI-R-B2(FHE
a)o e AARAT R H X EHEREAM » LS W 2T H KT
M 4n3(F D) o

2 MM ERRT o T HEF - A& B 4[US, (1999), US
5856529A1° iR AL A & R 3-IB AT EHS(F o) T HH K
B 6 B uAMARLTFILEYERH Kb b Ir ik k A (F
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Fdre> NoFoARBAM I B BERAM  BOTHAKRT
M 4 7(F B g) e

RAZ9
3
R R‘ R3 R‘ R R4
a b
O — o O
H/Prot H/Prot.” H/Prot.” \o
Br Re RG
1 2 3

3-8 -Br (P RO AAZ6 THHI AALO6 FRMHS
AT PR AAET AR FHMW2RO6 MAZ8) AFA

FHARETRE THAARAMGBH2 KA 5 L8 RN
AR G AMR-LEMEH A EHFE-SLH LY (A
A EERH  AEHF (o k) BKTERH-T8

T BEREHOATTRAABA K H A AHLE PRI
k(¥ %a)o AE2HAR=0H) ¥ %42id 8 M8E
ZPERAR BAEL-I8C AW AR IEARAEMN &
Z B AL HE A 0 4o AN-F 3k 9% 48 oh N-5 1t 4 % H,0,/NaOH >
B4 AW RvRH XA R E T [ &Synlett 1995 (09), 931-
932] > 1 B 2(A PR EAOHN)T HHH Kt § oy skt 4
M ARG X FiEBET RPARIFEZRRRFBAM B
e h2THAREBILRES EFRMH3I(FRED)-
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AAZ10
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\ R3 R R R
0] /O
/ c
0] —_— /o
H/Prot.” H/Prot.
6 5 6

R R R
3 4

Bl RAAFHEA —BRELX > TE—- SN AH2
HRASOBRRKAR  AIAREF I FARR S H ik - A&
FEB TP REHREZIRBAES TR BB R A4 (Y
f-BAK- R/ HE-—RR-EHZRBREAEW - £ Ll F
PO RBMHATESZERAEINE-—RLEAMWERS TR
ZAEE AMRLEMETAC FELRLHERY > &
BHRBW (S Ha)  &-FREAILGMITHAHL LRME
BAKRER B AR H BN (FED) - 4-FRELALLS
MITHAREY  RAREFIZFARKRCE T 5 4
AL S A A TS ORR R K (F ) %4 b 44T
FEB2 B ARARARFTEYHER(FE -
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FAE 1]

NH+ Br/CIJW/)/

/
SJ>/(CR9R1O)_7]/O
0

Sy
\b R*
AN
/

R
. )>/ (CRPR™)—OH s/§/(CR9R1o)2_ o
/’\\ d /k\N

R1

RN , -~—

BEgEElIEF LR TUAHREFY Lz FTER]_HG wiaF
By % B Px A B OBL AL AR Rk B A& K H & K  (Lawesson's
Reagent)[2,4-4 (4-F & & K % )-1,3- =% -2,4- = 5 v8 -2 4-
—ERALdh ] AERHF e T R) BEKFLEH60C REH
z@RABEZIH  BHERISHALSHE-RETEAMNE S
o d- B -RA-R-3-BAE- B TE2 BFAEER T (T X)
ERBHZBETGe@RBE) ThERELH3 L4 8
BXBS B AL 0 A4 B 4(F Fa)[tk & PCT Int. Appl. (1997), WO
97/31907A1) » 4-i2-3-BA-x BR B2 & Bty » R TR & F
& 2 F & % #% [ & PCT Int. Appl. (2001), WO
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01/79202A1]- vk 4 3B E & » wH A fibs2 4 > HEH F T
Bk & W fekdh 0 £ AR =R'=Hx ook 5(F Hc)e B 4 ° %
AR R/ZROTI ABILEMI BAREE(EZTEAL
SR AL AEHF (e Kk K1,2-—FRELIKR)
Bz AN —BRXRARMA_BLIRGKEEAS REAEFLO
CTARBOCZ M (b)) BR/K I ABILASMWITHRER
RG4S wH A RALE48 0 A TLEBRW A RS T (TR
C)e A BALEHIATHRBRILEMHS &hi)elbiBE
B s iDUARLIERE > RAESHCuUDE X 4 £ > # T & R
WAk P 0 A A AR A E-CORY; i) F A& RLi% &
bsg e RE » AL B X Hvhkh F(F Fc)e BAE » T v
R FEETAEZ R ER B ETRAEABREY R
Ao PHEBEE  ERAALHZEE ELARRAER
TAERELO AL BEALAMETAAL-TEATRARRSE
M(FT A A4 hwmkFRABREZIFEAFIFE S TRREE
¥ #] # X #] (Grignard reagent)R°’MgX R B » A x # + (40 T
B Xw Rk ) BEAOCRERM G ABAEZM » A H
KA EMRCO-% A8 - £ — B2 fk K42 RARLik &1t
24 R AR F (w8 AW &rkd)T A xEO(F H

d) - Lo H5K6> Av A4 A —ERALHET P TR

FrE R A S L&yt HWEHNAKREFYRIZF
ko dw A H T MHHPLCE 4 L B A7 > KA & % L 4B 47 4 1L
AR R B AT A% 9 HPLCE 47 5 # > B E &b R B 4
BB - BBAL S SR oAEN X TRALARB K8CRARL) T(R
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P AN R RE

7?12)'3(.1(/)5,7?13)—2.45/\#9) B GG A
o ARIAETWEZCUk) ¥ 2E KB L£-20C0R %

mZ R e RAbR Xk R = KB RE o IR

‘1’('!(3‘195_(“’7%"[%) é@gﬁi/mg\(&’if‘lzﬁfﬁfﬁ&z@°
HAE 12
9
S , Cl/Br ~0 0 HO 10
R4 + B O 4 2 d R
© R' \N R1/k\N
1 2 3

ClI/Br
—— S N Hz

R °N

i

BRER e 17T M2- 8 CAA B BR B 2R B > A A B P (m T B) >
KWHEABARBET A Ah-EL-LEEI(FHKa) 2-H ¢ &
BREBREE21F S o8y 0 AT A K EF S %o F k8 [ &PCT
Int. Appl. (2002), WO 02/062774 Al]- s kB3 2 F & » & 4F
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MAaiLsEss  RAEAHP (B Rm Bkd > BEHAE0C
AEBZM > TAEAR-—BZFASED) ATt A &TH
fEmBENRILYS WA FPHEBRBRE_RT R PEE
A2,0-—FTEMREALAT » BT A-20C AR F 52 E R
# & Z M [ 8 PCT Int. Appl. (2002), WO 02/28433] » 4% sk
PHRE_RRE AEH P (W RTEREF) BB
£-20CR+50C 2 M » AWk Pl ZXBAE® » 4%
Bl (e &rkvdh) BAEAOC A w frkvg T AR ZE 2 M (F
He) BE3T#E -~ S MR = mBEE6 £ 2%EAKMFR=R'"
MARKIABREBRRE > HEZHNABLLALHN KLY
AEFEHT (o Erkwh R CB) BT AL-15C RixH 2@k
i & 2 M [ 2 PCT Int. Appl. (2002), WO 02/062774 A1](%
%d)°%ﬁ%6’%¢R$%%R‘°’W£§xﬁ4&f?&%§ifﬁii)
gl kB IDUARLIEE » RFE HFCu()®B = A £ » & Bk
w9 Bkl P oo T A & KB -COR®; iii)d: F & #R'OLi
RAIEERE > HLBEE Ak P (FHd) - — 854
TRACKRET A AREY O oz Fik o 4ok £ 488 ok 43/
—RFTRRE KT EBALETBER-_ATHZIEARA
1P RA_RICERE AEH T (R FPHE) B LT
T (F He) BEBTTHALRABES _RES &4 8K
EAREBILEGMWZT AR BT ABEIRH K = BEB6H T
Z WM T(FHESL-

HEaEIR2- A 13- — 92X RBE > AEHF(wl8) &
HEBRBAET > TAMREALBNIOF K - %4 > BA10T
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Fa B8 FAHAAHLEFT LI F K wRACr (VK #
B ¥ > 4w 3§ #7 & & (Jones reagent)(Jones et al., J. Chem. Soc.
1953,2548)(# #%i) - B L EFIOTER R B E o) — & 88 A
ME AT ez h ik Wl ML ETRE KFE
-FISCRACZM(FHEDD RRBELT A ZREBHFFAT #
0 £ &R(R)-HK(S)-B58 ko A P Bl de -— F L4 & 4 & 32 >
H(S)-H% (R)-2-F X -CBS-"F ®,# ok & $F £ M 1L #H > #w
kv P ORTEBE A£-T8C RE R E 2 M1k Corey et al.,
(E. J. Corey, R.K. Bakshi, S. Shibata J. Am. Chem. Soc. 1987,
109, 5551-5553) - £ &L 644 68 & H — @A Les#
Trw o BEAZLae ATRAAE>ERALE Ly
Hod MAREFTRPpZIFiE > waEH FTHPLCE E LR
oo RERAF LB IT A ARE £ T L &4 4% e HPLC
BAr o HAEEHALLELZE-

BiLSHha 6RBR AILHS MEAXTHAKERXS
MR TCAR2)RICGAREI) X Pk & £ =
AFTRYTRE  ARGA(WZCLCR) BEEFL£#-20C
AEBRZE > XA MO R ZWELRERAEZXEZIR
o BEH T (o fvkvh ) BABRTANHETRREH S
Vil A Al
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a 3
1
CVBr
d
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O
4
2
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SRS c N d 8%74
—_— S —
N Cl OH
R1)\N R1/k\N F{1/k\N
5 6 7
R R RS Lo
O R
e —_— AN
ST S
7 — OH —— OH
N

BREBKEITRII- R ARES  EEHFT(WAREAXCT
R) EEBRAEAHNIEOABEMN  #BZUABBERE i
RE HBERBRBET BRATFEALSAHI(F Ha) 3
b REEMR 1R o-R Ro-RE4IGE S AEHF (T EE) &K
WAERBARBRET  AAERFTE-ELS A5 F LT L#N4
12 & E (% E b)[tt & Eur. Pat. Appl. (1987), EP 207453A2] »
e 3F R -E A SUN-RIBEMBEEHRAE » AEH P (T
FR) MHFAQARBAET THAFTRALASAHO(F o) [ &
PCT Int. Appl. (2001), WO 0119805A1] - & 7 £ 1t & #H 3 A6

(&
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THALRAZPTRERILEAHT B R —BREKREE (AR A
ML R B A AT  ARSOWIAET) EF e &

HMAARALEATLEK EER TSI HJD) 7 XIS
MmTT A — R IALKRMEGBEES wig AR A FH (o 48 B >
EEBB XK B THEA - FHEDETFTALS

M TEAC 48 F a8 A R e k£ BE A5 4 (Swern) (¥ 8 &/= F
SHR/IZLEA_R TR P -ISCE TR )ET R ALK
B8 wH Al BAMM  AEFP(WEFZTEHERK) £ F
NaH,PO, R 2-F A -2-TH X H £ KT AEAZERT(F He) -
RS8R A8§ B T3 AARI12Y 48§ o) 82 PF & &
- EY o ERERKRYEFILESEYH -

BALSm TR R A3 R6 48 % KT &A@ XS
e GRfl) TGRA2) RI1GA423) vk F i 5 8 & 5
SRR AEE  EAHARIFA(WZTE) BEHF A£-20C &
TRZIH RWwHEwRLRIGEALAREA=ZEXFERE A

B (W AR ) BREBETAZEREREZHN TGS ABE X

2

Y

2 2
R 910 R R
X.)>/(CR R7)7—OH 4 x)>/(CR9R1o)n——Cl/Br b x')>/(CR9R1°)n‘_—N
R — - L c
R1/k? R1/j\\ R1/,\~? —_—
1 3

2

9 1o
J>/(CR R d X')>/(CR9R1°);1—OH
RPN S

Y
5

87212 ' - 56.-



1338686

SR -vE Bl Eknf@a R T THALR A MY B
kntlf@ag R F o AAKEF LI FTE i —BET®E
Ragibmidiodi it whibip(FHHa) #HAiLipdET
RE(FHD) e (FHe) BHAAHBRIBULEGHWAHER
R BES wH A Mk AN Bk (FHEAD & TIHAR
AARZRKEERR/ARY bt kBRI AL THMHITH
b R M A A R B ROMgXR B » A EH ¢ (ko T 8 £ W &k
H) AAOCREHZ@BABZEZH > A% &8 E YR CO-
AR R -2 Ase AR XA ERE P (e
ZB X Rk )T A RES - ROCO- R AL TER » 4o 1k
AMALMABE T RE HFAE-1SCRACCZH - REL
TAZBEBEFXNEF > £ARR)-HR(S)-BS5 > ik T Al
—PEHEMBEASWEE > #A(S)-K(R)-2-F & -CBS-°% & M =&
HHUTHMBECH  AowBkdy REFBEZE-T8CARER
B & M > 4k $£ Corey et al. (E. J. Corey, P.K. Bakshi, S. Shibata
J. Am. Chem. Soc. 1987, 109, 5551-5553) % 4} > B2 b & 45 5>
HeA—M@AALEHETFC TRHAEE S HER LS L&d
Heefd AHEY Rz FiEk whaHEHLHPLCE B L E
Moo R KB LB AT A AL A R BS 0 A T A 4% % 49 HPLC
RAriEzndé BEOBLRRAIE BILOEHSHERAXT
Ak R @ R8I S (AL TOAA2)» R1GAA3) » v Kk
PR BAAAKRFTFRIYRE ABIAA (LK) &

WREEBEG-20C2 %8 ol w s fotis
J& o R Z KB AEH P (ww &k ) FHREAETRAR
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A TFTREBRZEFTERAEZEANILEGHZ FMH -
ZHEE

EFHHEEITH»H EZH # > T A # : Nichols JS et al.
"Development of a scintillation proximity assay for

peroxisome proliferator-activated receptor gamma ligand
binding domain" (1998) Anal. Biochem. 257:112-119 -

A #8 PPARa & # & PPARyZ 2 kK cDNA#% #& » ART-PCR%

MIFAABRBEH AEFRAFCRNA EHZHHERER - £
DNAZF#F HBERARAFAL W ARAEE  AAEER
Bt H Bk -S-4¢ 4% 85 (GST) & Gald DNA# A st & & ¥ >
# & Z PPARy(aal74-476) A PPARa(aal67-469)x Fe %% % &
PRt ¥ 42 (LBD) » & % A sb > 4% B LBDsx & & £ 7] &
APCREREBER2 R4 2 AR EBAZHAEN R&EZ
412 ADNARF 7l o T -

GST-LBD#& & &Z A W X3IA > RARGKGIL  RERXEF X
#£ E. colitg # BL21(pLysS) ¥ i 47 Ref: Current Protocols in
Molecular Biology, Wiley Press, edited by Ausubel et al.) o
A At B B8 2 o o

PPARa % %% #& 4 4 TKESO09 % # (50 mM Tris-HCI1 pH 8 -
50 mM KCl > 2 mM EDTA 0.1 % /£ 4 £ 15 b 8% 2 BSA R
10 mM DTT) - # &963LRAZX REF » 40EH L & X
GST-PPARa-LBD& & &% &4 K » # & 2104 £ SPAs% £ E
(Pharmacia Amersham)» X F A550 A (E EZdmm) &
MZAREARTTFRF LN - BA1300 gég 2548 - % &

87212 o .58
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CHARSGEOAH I LFA R B AHERAIHIHKEZL
F R EB > RSO A TKEY 47 - AR S ERBLES T > o
10000 dpm % 2(S)-(2- ¥ & % - ¥ & B % )-3-{4-[1,1- = W&
2-(5-F R -2-K A -Fek 4-RK)-T A AKX K }-F B K2,3-
S -2(S)-F A A -3-{4-[2-(5-F A -2-X K -Fek4-5)-T R
K)-XE[b]Ewp-7-X)}-ABEAS0HHA TFThA» RREARTT
Loy » BT B MM B - TANSEE TG A
63L JR #& & i 47 © # & Packard TopCount k #| & OptiPlates

UH

(Packard)Bl h 5 S B2 2 & - A0 AR E MW B L
TroAEFEHEGOLES - BHEREBLA=Z X KRB L1007
MZ10* Mg & m -

PPARY % 8% 4 4 4 #r £ TKES0 ¥ i# 47 (50 mM Tris-HCI pH
8> 50mMKCIl> 2mMEDTA: 0.1% % /% # £ J% B 8 < BSA
A 10 mM DTT)- # & 9635L R K & F » 140E & L % & 2 GST-
PPARY-LBD & & &% & H # 4 £ 1044 % SPA 3% # (Pharmacia
Amersham) VA E & 7@ 1 & A ES0M A - AR ZHEE
RTFT#FI)F o HIRA1300 g w2n 48 - B EL45H A E &
FOARXILAR LS AEHAXIHIGAEZIFHE R
50 A TKEY @4 - AKX S ERBEESF > ©10000 dpm=z
2(S)-(2-%F & & - X fr & )-3-{4-[1,1- = m -2-(5-F A& -2-% % -
Fok-4-K)- T REK]-FXA}-ABEASOK A AN KRB ART
FTRAINF LEFTHEBEREAFR - HAGES >
£ 9630 R & L4 0 B4 4 B F = ¥ 4 Packard TopCount k
#] A OptiPlates (Packard)f| & - FEH B M L2 0 A£10* Mi 42

87212 o -59.-
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HILEMBETEAZE - HEBERAHLA =R B ALI0''M
F10°ME & = M o
s B X EFRE S L E LA K

2 R H @ 6 (BHK21 ATCC CCL10)4 & £ DMEM 2 % #
oo R+ S AH10FBS £37C > 95% 0,: 5% CO, %k £ F o
o ENOILIRBEN F A L1044 /3L A > & 4 pFA-PPARy
-LBD 2% pFA-PPARo-LBD & BLH #¢ /v L & %o 5 H 88 B % #5 &2
MR BREET A XN (SEAP)Z A R E R A% AL Eanm
R -4 B o B 1E A #| A Fugene 6% #| (Roche Molecular
Biochemicals)T /& *» R AT B 2 Kok B 47 o 8 A £ 6. B >
Wi AR E GBEEILE 4 > R 10w /3L R = F & 4 A 96
LRBEF 24 HEStapim BE2 4L F% L1004
HEBEIIZEL AT LA LR MY XY 8 A (DMSO
BRAE0.1%) mpp B F 32 F 24 1% » B ISOMH 2
Lt & & 0 & 5 ¥ SEAPE 14 (Roche Molecular Biochemicals) o
ERXLEFERLGEH > HILEAF AwA50%FFPBS > 48 % /88
i X # % & % 8 Constant-Light 3 #| (Roche Molecular
Biochemicals)ih ix i tm f 3t BL %) & % % £ 88 R Ji - SEAP A&
ﬂ%y‘t%ﬁ@i’.%i’téPackard TopCount E B & - & % & + &8
EEFTRACESEAPH B AR SHYE AL T 2 4842
CHER  REYDHE TR ET @B EELERZERET o
# A XLfit42 X 46 A # ECso44 (ID Business Solutions Ltd.
UK) -
AERAILEHZ G BHBERZE) ZRA430.10MZ 50

87212 ' 60 -
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MWMZ ICsoff > # PPARa & PPARY# % £ 1 nM£ 10 uM -

1t &

it — % £ R0.1nM-50 uMZ ECsofd » $4F 1 nME 10 uM#

PPARo & PPARY -

%?Rgz%f;f(.‘zm{-}% .

A FROGER XS THEN
TRARTEHEAERALEER

¥ 5y b &
it &=

AL X R 3% # F & % 2 1t 4 4 (3 > Rosiglitazone, Drugs

1999, Vol 57(6), 921-930) «

PPARa ICs, PPARy ICso PPARa ECs, PPARy ECs
T #5 BEMZH/ 9EREF/H  |[A0ERBH/H  [389% 4 % H/5t
T #5114 109 EMEF/H 4STEMEF/F  |TTEHMEF/5 608 € i 3 ¥/
T 119 BOEMEH/H |[IT9EHMEFT/H [T E/EF/F+ 60 E # 3 H/4
#1020 4EMER/A | TBERET/H  2TEMEF/H 209 £ F/H
T #125 3T0EMEI/A SISEMEF/H  |L6EREF/H  |S08E M E F/5
T #5143 SOEMBEH/A S2E/MET/H RUSE/RLET/F [SA3T L T/
R 4160 TERZH/A | REMRET/S (TISE/RET/A AN BB T/
% 164 OSEMET/I BAEMEF/IF  SBEMEF/H 281 /L F/H
T #195 AERZE T/ 925EMEF/3F  (SAEMET/H 1580% 4 3£ ¥/ 4+
#1102 ERET/H R0EHET/H RISEXRLET/H  |Q2EHET/H
Rosiglitazone |# &t 1090 E ML H/H |#iEH 405 % 4 3 H/4+
AL HRLBLE L THESLBERE  TAhRS

e 4o

EREFHAMY KR4

PR e ZARE O R R 0 BB ¥

ERE LB RB R BEBw ZRHA X

‘ﬁﬂiligf/é\/&_kﬁli%\/&’m"ﬁi B o 4o F

] 2K iy
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BRRAZAEARTAK L F Aoy Nk 4L
e R L BELETHEZY  FReEHZLEAKL > £ io
L@ aey o BEMN HM SEHRETREIARRNEEDY
W REREEZFFERLSH -

B REFTERXERRHDET  LCEHABREKEDE
HAoTHERAwLE ERXRBHERRETEY  FE - BRER
RELB FhH&EH Rt BREAEBABBEZIEHBE
AARABBEELEGORBD T i 8T R
HEAFXEREARMSABMRERBANATRE KoLk
HEBEHON T DERM) - EA AR ZRHRBEEHZ

WH A Dk Z B EAE BALE - F o AAEHER
Bzl ey RHMHHEw &k BR S8 HEREAY
e AAREZHSGRANHIE 0t RARLRAAH > H

AR BHEARYRBRAARAM S A8 -  AAEFEHZE S
BEA  HHE FOARARAAGAGHE HE > RiLwmHE - &R
BB REE  RBUBEWE > B&SHR RL-_SA%K%
FAT A4 -

— MR RAE o BB ARAAE > BEKE R
ERBER B LERZIBR BEWME o BEH - F
EH R B R RALRE TR LR MR

At HE  TERBRHNEE R EI & IHEEH
ZRBHRAIFBEAINKRNAZER AL » § K2
EEHCEN R AP ZMEHNERX - BRRAELE &Rty A

FTHIZTAEHNI000E L ARHHNIZTELZHI00E 4T F

87212 .62 -
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FE-REHN BT A TAHAEHNETELASTIE T HF X
T_‘Z— o
BEUMHNTLESENSH£0.1-500% % » £40.5-100% %
o) X (DL &4 -
AFTERAARARARBHEN - Kd R AET H X R
H A BB -
[ &% 5 K]

T #

AcOEt=2 B ¢ & > nBu,BOTf=— T £ # = § #& & & -

-

n-BuLi=@F T X 42 » DBAD=% §, —# 8 — % = T & » DBU=

1,8- =9 =38 [5.4.0]+ — % -7-% » DEAD=% §, — % # —

X
-
B O

B * DIAD=% . =~ % 8% — £ & & > DMPU=1,3-
-3,4,5,6-m & -2(1H)--% w2 &7 > eq.=% % » HPLC=1% M 4% % 48
B# » LDA=42 — 2 H X 8 Ik » POCL=8 £ 1t % » THF=w
# kv > TMAD=N,NN' N'-wy ¥ % & § — % & fx o

A 1

al] 3-(4-F A K -K 3 [blvEep-7-K)-2-(Z.E)-T R X -5 % &

Z B
0.537 % (2.00 £ ¥ F )4-% & £ - X 3 [b]-& = -7-8 [Ger.
Offen. (1998) DE 19711617 AllE S X R FEAISE H2-5/
BE S o b4 E2-20C4# > mA0.944% (2.20%8 % F)(1,2-=
LR L-2-82 K)= X K 4% 1t & [Tetrahedron 50(25), 7543-

56 (1994)] > % 0.415% (3.00& ¥ F )& Kax Bi 4y - £ &ty ¥

87212 ) <63 -
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RAEKRSYHRYE  BLALHEFTRLEAEARRBAETHEHN —
FoH —RmAMBE &2 &7 (Wittig)-3X #] & 5 8 47> £ -20
CTww it frifr - ZEABRRAABL]R  BREHAKRR
B At Ab (& B » T3 /AcOEt> 98 :2%9: 1) 4 % 0.586
FO(H HAE 2 TT%) 68 3-(4-% & & - % i [b]-k = -7- £ )-2-
(Z,E)-T 8. % -A % & » 2R T E I e
MS: 382.2(M)*, 291.2, 189.1 -
bl [shifse]-3-(4-F & K -X it [bleEn-7-%)-2-T & X -7 8
¥ B8

0.383 % (1.00% ¥ F)3-(4-F A A -KX £ [b]ek »-7-%&)-2-
(ZE)-Z R EA-AH B LB > &£ & KA T IEH20% 4 THF/
MeOH(1 : 1) /e A0.248% (1025 £ F )4 » AR BRiR o
BmiBESOC ~30541%  AHEFTR AABBRBAET
W — " £25C T ASEHHCI(25% K) B &R AW
Bl A LN > BAACOBtER(Z R); A #4 X B kit
M HAMgSO, L3tk BREARAE - T e Ak Bia
(& B » TH/ACOEt §9: 1%E4: 1)T 4 K0.366% (32 3%

Z 99%) 8y [4h i A& 1-3-(4-F R K -KX E [b]*E % -7-%)-2-C &
A-mEBVE > ZMEEH -

MS: 370.1(M)*, 311.2, 253.1 »

cl [ i #%1-2-T R K -3-(4-58 K -X i [blvEn-7-%)-FEEF
s

468 (12.6 X FH) [ H #]1-3-4-F & X -KX £ [b]-x %
R)2-CAA-FRIYBE AZAXAATERISOZEH & T

87212 o -64 -
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oo EEBRT - BEMWMA239EH —FH R16.03FH = A
LBt B — LB - AERTHHFSIHEZE  RERSGHEA
BK/IKFTEL  BA_RTRERIR - A H#H AR BE Lk
M EMgSOs L et » @R R AT A R492%L K &Ml - KA
ik B A AL (BB > T 0 CH,Cl, A MeOH) T 4 & 3.51 %
(i 299%)8y [4h iH 28 ]-2-T & & -3-(4-72 K -KX £ [b]£
R)RBRTE ER2X6EE-
MS: 279.1(M-H) -
d]l [4h ¥ 48 1-2-T & H5 -3-{4-[2-(5-F 3% -2- K X -vF ek -4-3)-
A AKI-KE[blekey-7-K}-5 8 F &S
0.282% (1.28 2 X ¥ )2-(5-F A -2-FX X --E4-4-%)-¢ 8
PCT Int. Appl. (2002), WO 02/18355 Al]iE # 12& 4+ THF » &

#O0C TFR030%8(1.07TE X F) [sH#&]-2-C & %-3-(4-%
h-KE[bE5-7-X)- A8 FTa > 03974 (1.50E L F)= X
B R032%(L.39E X F)DIAD(F R —#4 8% — £ & & )48 4
BRHE AR ALE  ETHEEFOIE 2 RERSH
ABEE 0 AELET - ik B H(Si0, T /AcOEL) > 4 =
KB TIF0.474 % (32 2 92%) ey [4 K sk ]-2-2 & £
3-{4-[2-(5-F A -2- X Ak -4-K)- TR A]-K E[b]E
A}-AEM TE > ZREHMKES -
MS: 482.4(M+H)*

el [SF ¥ 78 1-2-C 8 A -3-{4-[2-(5-F Sk -2-K s ok ok -4 )-

Z R A-KE[blvE-7-£)-F &

0.465% (0.97F % F) [ 4 #%1-2-2 & £ -3-{4-[2-(5-F

87212 ‘ =65 -
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2-XK ARk -4-K)-CT AK]-RE[b]ES-T-K}-FRYT
§BEAI0EH SR BAHETRBTEEMALOSESNFIN
LIOH-iz & A KR(1.SERXRF) A R REMWETETHHS
DNEF o BN L AHCI(IN)F fo Z2pH 4 3 X — & F I
FR R BAMHAMMMAKE LB LEIEEAE -
ik B # (SiO, > MeCl,/MeOH) " & % # > T470.200%8 (2 &%
2 39%)[ 4 H #1-2-T B B -3-{4-[2-(5-F K -2-% H -oF =k -4-
)L AK]-XE[b]En-7-X}-F8 > 2R EEHMERK -
MS: 466.2 (M-H) -

T ]2

al 4-% £ % -5.6,7.8-m9 H -%-1-8

1.00 %, (4.20% 3 F)5-% & % -1,2,3,4-w & -% [J. Org.
Chem. (2001), 66(5), 1775-1780] % 0.765% 4 (8.39% ¥ ¥ )—
AT AT RE  BEAZH_RTFT - BERAHZ0C -
BHEMA235E )093 L F)w AL &K - & R E
ERAOC THR#HI054 0 EA<SCTTHEEWMAN20E
HCI(25%# k) &4 £0C T#H #3054 > »248 » B K
AR R FIRERIKR - REA6A HA8 £MgSO L 8 > %
BEHETAEARIAOLA R e m  RBERWEHB > BOK/CE
ZEE=95:5" BROUWK/CETE=9 1)&EH% Y F0.73% (32
WZ65%)4-F B A-5,6,7,8- w9 RK-%-1-88 > 2% & F
MS: 266.2(M"), 91.2 -
bl 3-(4-% §, % -5,6,7.8-w9 H-%-1-%)-2(Z.E)-C A % -H

B B B 3-(4-F% A K -5,678-w &-%-1-%)-2(Z,E)-T f B

87212 o - 66-
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'IIJ}*P‘ B T Bs

A E la)r = 55 4-F & £-56,7,8-wm F-%-1-8
M (1,2-=zZ 8 X -2-B9C %)= X % 1t £ R J& [Tetrahedron
50(25), 7543-56 (1994)]°T & A& 3-(4-F% A #%-5,6,7,8-w3 & -&

-R)2(ZE)-ZRAA-AH B TE LTRECER mELVE
49 3-(4-F% & % -5,6,7,8-w & -%-1-%£)-2(Z,E)-C & £ -8 %
BMLUEB  ZRAECEMMIREEBELYTERNPETI LFAR
Bl WEsER) -

MS(¥ & ):367.3 (M+H)"

MS(Z #5):381.4 (M+H)"

cl [shi¥##1-2-T f % -3-(4-58 £-56,7.8-w0 f-%-1-%£)-5
BZ P &

2.55% #9 PA/C(10%) £ & T Aw £ 12.5% (34.1 %
F A K -5,6,7,8-w & -%-1-£)-2(Z,E)-2 & #£ -

X H) 3-(4-
SIS
B 0 mAIB0EA)FPE - KAKREH, LB RAEETB TR
WH2IH - A ELEBE > BAHAE  §T925%
HirEewm REBERBH(FE > TR/CETE=9: 1)G#%TA

A 7404 (B 18 2 T8%) 68 [4h K 4% 1-2- 2 B & -3-(4-5 £
-596a7,8'@ .‘TEL'-%‘; ) lﬁ EPEB ’ i%}‘é;{k °

MS: 277.2 (M-H) -

A1k #%1-2-2 F 2k -3-{4-[2-(5-F 2k -2- % 2 vk vk -4-2)- 2,

% 1-5 ,6,7,.8-m &7 - 7 - AY-F 8 BX T &5
AR B Ld) BT o > [ S AR 1-2-2 & A -3-(4-5 A
-5,6,7,8-v9 & -F-1-K)-HBE T ES 0 #12-(5-F K -2-% & g ok

87212 ' -67-
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-4-3)-Z B [PCT Int. Appl. (2002), WO 02/18355 A1]R & °
A vk PEFZ KB ARADIADZ A A(ER 4K - &

MBS )T A R[4 E % 1-2-2 R 2k -3-{4-[2-(5-F £ -2-% & -0
o 4K )T R K)-5,6,7.8-WH-E-1-K}-HEETE > ZaE
£ 48k o

MS: 480.5(M+H)"
el [Sh i 3% 1-2-T R K -3-{4-[2-(5-F X -2-K K -vEok-4-%)-2

z %]-5’67798-@ i{g-%-l-% }-rﬁ Q{i

VAR AL R Bl le)x ¥ B8R > [ K e ]-2-T & K -3-{4-[2-(5-%
R-2-X A -Eek-4-%)-T A %])-5,6,7,8-mK-%-1-%}-%
¥EE B4t 0 A A R[INE%R]-2-T R K -3-{4-[2-(5-F £ -2-K
A -vEok-4-K)-CT R K]-5,6,7.8-mH-%K-1-R )-8 & E

P

A

o B B 38 -

MS: 464.2 (M-H) -

B # 3

a) [Sh 7K A& 1-2-2Z R K -3-(7-#2 K -R #E[bl-kep-4-X)-HEK T

A

VAR P 2a)X 55 0 T-FRE-XE[b]Exn (L Hma XK
it [b]vE »-7-8% [J. Chem. Soc. Perkin. Trans. 1(1983), (12),
2973-1NRA F R R B ARBEANN-_ P H Tk + o £
FR TREBR-_KFEAFEABIP_RKFHRTYT > £0C TR
Mo T A RT-F R K-KE[b]Ep-4-8 o 7-%F & & -% 3 [b]
Eop-4- A (1,2-Z C AR A 2-HACR)Z XA BLE R R

47 £ 2-RBE PR E > mMERla)P R F B T A K

87212 o .68 -



1338686

3-(7-F &k -RX £ [b]vE 5 -4-%)-2(ZE)-T A A -A W 8 &

Bs o 3-(7-F R A -KXE[b]E-4-%X)-2(Z,E)-T A K- W B&

Z B vA 42 % THF/MeOH(1 : 1)£50C F&R > #M F #1b)

PRt 2 % BE o T A& & [ A 3 ]-3-(7-F A& -K & [b]E 5 -4-
R)2-ZzR A-mBFPaE TR X FTEARETR  HA

—YHRRARZALHMEE —_LERA _RKRFRY AERT

BT L) 2 & 5 T & R[4 H #%]-2-2 & K -3-(7-

ek -RE[b]lEn-4-K)RBTFE > ZEFTED -

MS: 279.0 (M-H) -

bl [4h i# 48 1-2-T A K& -3-{7-[2-(5-F & -2-K A -vk ek -4-%)-T

A HA]-KF[blgkw-4-K}-H 8K F &
AR B IA)PTE Z F 5 > [ShE#R]-2-T R K -3-(7-54 % -

KA [b]-E g -4-K)-F 88 P A B2-(5-F & -2-% & - = -4-
$)-2 8 K /& [PCT Int. Appl. (2002), WO 02/18355 Al]# w3
vk F EAZXBADIAD(ER —AK - R RE)IHF

A0 A E R[S AR]-2-T RE-3-{T-[2-(5-F A-2-X ARk
4-K)-ZREA]-KE[D]ED-4-K)-BHBRTE > ZhEHM
ol

MS: 482.4 (M+H)"

cl (4K 5% 1-2-T 8 3K -3-{7-[2-(5-F £ -2- K& -"E=%-4-X)-C
A AT-RE[blvEwy-4-K}-F 8
A A T Bl Le)pr ik o [5hK 48 ]-2-2 R A -3-{7-[2-(5-7 %

2-FK R -EH-4-K) TR AE]-KXE(b]IED-4-X}-AHET
Be 0 B AL vk A R[4 H 2 ]-2-T B A -3-{7-[2-(5-F £ -2-% &A-

87212 o .69 -



1338686

Rk -4-K)-Z A R]-FXE[D]EH-4-R}-BE > ZHEEH
'ﬁ/ E] Az °

MS: 466.2 (M-H) -

B ] 4
al2-(4-% = T A -X X)-4-8 F & vk =
6.04-% = THhA-BRXBEROGIETEF)IRS24%1,3-=

REAISEELF)ZRAY EA20EHBBEAY > £FET
BHSIE > BEA2NE - RAHETERE > B AZE
ML R ERLE - 2% HER20EHBABKF > B
MAZREMERZEBETHEMNISIE - REBRA M F 4
ANBEXF  BH2-(4-F ZTHA-XRX)4-RF A -E=k il =450
EHFFZT AT EABRER - RAH #4AKkRBE Kk
Mo AR KEEMEERLEARE S THE F6654A(EHZ
60.5%)#& & fs MMy - L ETHEA -

MS: 266.3 (M+H)"

b]3-(4-F A K -3-F HX-XA)-2(Z.E)-C & L -B W% & T &

BT plla)pr i 2 8% 4-% 8 4 -3-F 5L -% & [PCT Int.
Appl. (2001), WO 0140172 A1) (1,2- = Z & % -2-BAC £ )=
K #% 1L & R M [Tetrahedron 50(25), 7543-56 (1994)] » T % &
3-(4-F A K-3-FA-XA)2ZE)-2,aA-AKB i £
% & e
MS: 340.2(M") »

cl [ A #%1-2-T F K -3-4- A -3-F R -XE)-H 8 ¢ 8

0.7%Pd/ICE & R FiwET73%3-4-F &8 £-3-7 #£-X

87212 ' -70-
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K)2ZE)-Z A X-AH B LEQRIAZEFTINIOEF w &
kil o KA EH, BB ZERERHAZTETHEHFINEF - £
E L EBE o B ABERABYE TA4345(EH ZT79.4%)[ 5
w]-2-TARK-3-4-BEA3-FER-XA)-DBRLE > £28E6H
om e

MS: 252.2 (M%), 206.2 (M*-EtOH)

dl [S K 3% 1-3-{4-[2-(4- 5% = T 3K - KX &K )-vE =k -4- K F &
A1-3-F K- KX K}-2-2T & K% -

150% &[4 H 3 1-2- 2
LE(0.59ZE X X)) 190%
Rk (0712 L F)RI2SE AR BL(IEXF)ASEH LMK
Z e EO60C THEHLIN - 2 BAE BLAMHFZE
CHMAEBEBLEEWN ARSI 2(VV) ) R TR AR = T &R
b B EBAE - Bk THISOE L (2 #H 252%)85 [ 47
#]-3-{4-[2-(4-F =T HR-KXEK)EA-4-XFAK]3-7A-X
AI-2-ZRA-RBCE 2R MK G -

MS: 482.4 (M+H)"

el [4 iF 7% 1-3-{4-[2-(4-% = T A -K K )-vk =& -4- X ¥ &
KI-3-FR-XEV-2-THAFEK

140 4 09 [ 40 8 3 1-3-{4-[2-(4-% = T £ - % £ )-vk o -4-
AFAK]3-PR-FXA}-2-CAE-ABL T B (0298 % H)
ST FTE  mALEZH2NGg ARILEERER » LR BER
M AESSCTHHFIIE - ALHEFTRE > mALIZH2ZN

BEARKER ROSEH ot BB a4 53R - RERAY

87212 o -71-
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FA—HBIOZEF R FRER - REGAHABABKRE » £
K ELER 48 b LR A AR > TR FI30%E £ (3 H 098.6%)
G5 A& ]-3-{4-[2-(4-F = T A -XK K )--E4-4- X F &4

KRI3-FEA-XEX}-2-CTAREA-A8 » 2R EEHHM

MS: 452.3 (M-H) -

—-—
—

B #lS
[Sh 74 4% 1-2-Z R/ K -3-{4-[2-(4- 2 B K- KX K )-vEod-4- K F &
A1-3-FPA-XA}-HEK

ALK Bl Ad] AT - [Sh AR ]-2-T R A -3-(4-2K-3-F K&
KE)-ABTE(TH4))BI-RFTEA-2-(4-ERE-KE)%
d(EHAa4-ERR-FABEBERLI-Z— & A 8ME ¥ 4da)
PR )sA T F > EHBBLEZHF LA TAERME®]-2-C
AK-3-{4-[2-(4-Z A A-KXE)E2-4- X7 RHK]3-FEA-X
R}- BBl ATi#E—F elmmEoloel ik 25 %
£ [ FHR]-2-2 AR EAK-KK)-vE ok -4-
FTARE]3-FEA-KEA}-AEL» ZHREH K -

T -3-{4-[2-(4-
%
MS: 438.2 (M-H) -
6
[Sh i 8 1-2-T 8 & -3-{3-F 5K -4-[2-(4-= . F K -K K )-vk =4
A- R FE K- XAV-RE

BAALE PlAdIAT S | 0 (S AR ]-2-T R KA -3-(4-58 K -3-
FREA-XE)ABRLEBEB(FTH4c)BI-RFTEA-2-4-Z A7 &-

AR)EA(RH A4 ZATR-AAGBERLI-Z{ &80
MR R4 ) AREAY B HSEELEZHELE TA K

87212 ' 72
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[5hH 22 ]-2-27 A A& -3-{3-F K -4-[2-(4-Z R P E-KE)--E=%
4-BRFPARK]-XA}-mBE s T8 — % £108ME ¥l de]
Praf 2 3 8% > ST & [ F AR ]-2-2 8K -3-{3-F & -4-[2-(4-
ZRTFTE-XE)E42-4-RTAE]-XAX}-mE - ZREWH
# e

MS: 464.1 (M-H) -

B 7

a) [Sb il #1-2-T R K -3-3-F-4-5a X -K X)-% B T &

ATl la)pr il ad 8 > 4-F B A -3-m-FEE(Hma3-
F-4-R-FTERRFTALE BRE/THIR(1,2-2C2 8 % -2-
B 2 &)= X & # 1t & [Tetrahedron 50(25), 7543-56 (1994)]
TAERI-G-FRA3-AR-XEX)2ZE)-TAX-A% 8T
B > de B HI4c)PT a0 T A R[S EHA]-2-T A E-3-(3-A
BE-XEX)ABLE ZH2ERLMAE -

MS: 255.0 (M-H) -

b) [ iH 38 1-3-{4-[2-(4-F = T K -K K )-vE ok 4- X F §
Al-3-H-XXL}-2-CTARA-AH

Tl A4d]prat o [ShH E]-2-T ROEA--3-3-A-4-52 K
KEK)ABREBEHA2-G-FZTEA-XX)4-AF A -E4(F
Plda)) R & » AL hr > A BRBEZHE > A ER[IH

VA 38 4

-

2 ]-3-{4-[2-(4-F = T A -KXE)--Eok-4-X F R K]-3-5-X
A}-2-2RA-mB B ETiE—F &1 BEE #lde)Fi
Moo A R[S AR ]-3-{4-[2-(4-F = T A - A )k ek 4-K

Z 5 E B -

-

TRE]3-A-XE}-2-CAA-m 8

87212 | 7.
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MS: 456.3 (M-H) -
B 1] 8

[$h K 42 1-2-27 F & -3-{3-5.-4-[2-(4-= f T A -XK 3K )-vf o
AR F R ALK A-BE

AR)ABE CEB(TFTa)R4-RFE-2-G-ZRFEA-XK)-
Eok R R(BEMA4-ZRAPRA-REAGEKRLI- R A8 A
ME B da)Pr i) ALY A B H A A R[S
HAR]-2-TRK-3-3-R-4-[2-(-ZRFR-KA)-Fok-4-%
FRA]-XA}- B oE ATHE—F &1 #HME # de)
Prat 2 & 8F > T £ R [5hH4e]-2-T A A -3-{3-R-4-[2-(4-=
AFA-XE)EA4-AFAA]-XRA)-mE 2 6B
MS: 468.1 (M-H) -

B #9
[sh A2 1-2-2Z & & -3-{3-§ -4-[2-(4-B B K - X K )-ok o -4-

AFTARAE]-XKL}-BH B

M E B4 AT > [ShHR]-2-CT R K-3-C-R-4-%-X
A)-ABE LB (THTa)B4-RTFA-2-(4- 2R HE-KXE)-E =%
RE(EMABEI-EAR-BAXBRRALII-_RK REA > AME H
4a)Pr i ) AT RE P R A R BRAE Z F £ T & &[S F k-2
R KE-3-{3-R-4-[2-(4- 2R A -XA)-Ek4- X7 & K]
FA})-ABRCE LXATE#E-—F e AME Blde)rr il & & >
T R[N HE]-2-T R A-3-(3-f-4-[2-(4-2 /A -% %)
EA-A-EATRAE]-XKX)-AER 2R EEHH -

B

87212 -74 -
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MS: 442.2 (M-H) -
= 4510
a) 3-(4-F & X

-2-F R-XXHY2(Z.E)-Z R K -AH K T &
(1,2-— 2 & 4 -2-BA 2 % )= X & 4 1t & [Tetrahedron 50
(25), 7543-56 (1994)](35.5% > 82.9% ¥ H )R DBU(13.6%
9122 X F)HTHF(OO0ZE H ) B R AEARRBA T HH 10
N4 M ANA-F R KA-2-FA-FE(125% 5528 £ F) B
B REEMWAEDA T HIONE - ZHAEARRTRE » #
WA AcCOEtR dL > B A fa fo 8 NH,ClR 5 ik & B Kk # -
ABBERBMEHE BEBECGRRT) RGO RER
B ¥ th A (B B 0 T (ACOE) T 4 R 14.5% (42.6% % F
17%)i i & 4h » 2% & "B -
MS: 340.2 (M)*, 249.2, 147.1, 91.1 -
b) [sh i #e1-2-Z R A -3-(4-72 B -2-F K -K K )-& B T B
3-(4-F A E-2-FEA-XK)UZE)-TAX-A %8 T &(1
029 EF)H T E(S0E )X B & £10%Pd/C(250% %)
E&AL > ARBRE TER2I - B X HEAH - AR ERR
TFTABETARONIELQCAZTERF » 8l1%)uy Lo » £
RERWM THEFRELRAAT —FH -
MS: 270.4 (M+NH,)", 253 (M)", 207.2, 165.3 -

c) [5h i 381-2-C A A& -3-(2-F % -4-{2-[5-F X -2-(4-= g F_

K FE)Eok-4- K- R AV KXA)-BH B T B

i
HhH%]2- TR AE-3-G-£2E2-FRA-XL)-H BT B
(502 x 022 XH) > 2-(5-FA-2-(4-Z R FPHE-XHL)E%

87212 ' 275
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-4-%)-Z B (85% % v 0.3& ¥ F)[PCT Int. Appl. (2001), WO
01/00603 A1]R = X (78 £ ' 03ZE XL F)A A PR (2E
)L kB BRF  WATR KB T E UK 035
RHE)e Atrisfx LEBEHEBFOIE - ZHAERRT
ABE > THERKES R TUREREBHALEB  Bok
/ACOEt) » T & M 34Z 2 (T0M £ F > 33%)#2Mibbd 4% » £
M/ B K e

MS: 522.2 (M+H)", 476.2, 448.2, 270.2 -

d) [ 4%81-2-Z & &K -3-(2-F X -4-{2-[5-F -2-(4-Z 5 F
K -K K)ok 4- K- TR AV-XR)-BHH

HshH#]-2-T 8 A-3-(2-F K -4-{2-[5-F £-2-(4-= &
TE-XRX)Ed-4-R]-ZAA}-XRX)-BBEB4E £
704 £ F )4 THF/ P B2 2/1(750 % #H )= & ¥ » sju A1 N
LiOHA i & (3904 7 » 4208 ¥ ) - R & iR & 4 £ B 35 ;
B THHELISHE > MINHCIKERAEAAH TR o & 4
BRBRTRE  HEHWEHNL N HCUKX K (1% R 2 B 2 &
oo R KEBMACLE LB ER - BRAOMGAEBRE A AkK/B
R/ is  AREBEHNELER BABAALTTARTEK
AL ESHBOT L 6MEF > 93%) 2 & &HEM -

MS: 494.1 (M+H)", 448.2, 420.2, 288.2, 270.2 -

T 11
a) [ShiH 38]-2-T R A -3-{2-F 5 -4-[2-(5-9F &£ -2-% & -vx =&
4-R)-TRAK]-XK)-H BT E

BAME B 10c)P il 2 & 5 > [$hF 3% ]-2-2 & £ -3-(4-578 R

87212 - - 76 -
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2-F R -KEK)-AB A (T H10b)#m2-(5-F % -2-% & -of o
4-# )-Z B8 [PCT Int. Appl. (2002), WO 02/18355 Al]L = %

MEER AR _LEALETRE  TER[SE®R]-2-C

AA-3-{2-F K -4-[2-5-FP A -2-K A -vEok-4-5)-2 & £ ]-

KEX})-RB LB Z&&H-

MS: 454.3 (M+H)", 426.3, 370.2, 342.3, 279.2, 202.1 »

b) [Hh i 38]-2-Z F K -3-{2-F K -4-[2-(5-F S -2-% 5k ok o

4-R)-CT R A-XAV-HEE

AR HI10d)PT > [4M 0K 38 ]-2-2 A A -3-{2-9 £ -4-[2-
(5-PA-2-XA-Fok-4- L) ARX]- XA -BEH 8 &

LiOH& % » T 43 [5h # 3£ 1-2-2 8 & -3-(2-F £ -4-[2-(5-F £

2R A EAAR)CREEA)-AK TR -

MS: 424.3 (M-H)", 378.1, 329.1, 260.8 «

)12

a) [2-(4-5 = T A -KK)-5-F K -oF ok -4- 4 |-8 8 7 85
6.754 (3232 X F)ey [ 56 ]-4-8 -3-8A & - % B 7 &

[PCT Int. Appl. (2001), WO 01/79200]% 5.0 % (25.9% ¥ F )4-

FEZTR-BABEEANAIOEF B[EF > LIRS %8 Ak
Loy « BEAE - BTHEHELAREYH A8 94
BALSEI TEF  wAN025E H45-F LB RO AS

ENHBEFTER=ZFTE LRSI A mMK2)HF - ALHE
EBRE O MWMASAKBR AT AH0Z X R& - 2% > 28F K
% # ¥ 8 *‘"’%U\%E_T%W%&iﬁﬂx°)4,\F.Jf<%&1§:
REMAESB LB AR T A EMHRE - TI262%8 (2

87212 o -77-
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W ZT9%)[2-(4-F = T R -KXE)S5-FA-vfEod-4-L]-888 F
B Zw & E R
MS: 303.1 (M") -
b) 2-[2-(4-%F = T X -KJ%)-5-F K -Eeok-4-K]-2 8

6.2 [2-(4-% = T A -K H)-5-F & -vf ok -4-5 |-8% 88 F &
(204 £ F)M20E # THFX &k > /mw £20.93% (245 &£ F)
gt BiR EO0-SCTXAKA ~x#% RAo AR
RBERETHFEIIE  RPEFRICHEEZ BmSOEH T
BR OB R20%0 M K BB 4 > R A HEHOS ) - 244 > B
BREREH  BRAE B TFS55802%H 297%)2-[2-(4-
FEZTE-KRE)S-FPR--Ed-4-R]-C8 > 860H%58
MS: 276.2 (M+H)*
c) [4 7 38 1-3-(4-{2-[2-(4-% = T A -K K)-5-F & -v% =k -4-

A1-L R HEY-2-F R KX K)2-T R -5 BT A

BT PII0C)PF il 2 5 8 > [ H4]-2-C AKX -3-(4-8 4
TA-KXE)ABRCE(FH10b)MR2-[2-(4-% = T 4 -%

K)S-FR-E4-4-K)-ZBRR  EZXABRAREL_4EK

—CLEAET O TAERSHKR]-3-(4-{2-[2-4-F =T A-X

E)-S5-Fh-vEok-4-K]-ZRA}-2-FPA-XEA)2-TAA-A

BB > ZBE o
MS: 510.4 (M+H)", 464.2, 436.3, 258.2 o
d) [S 4 48 1-3-(4-{2-[2-(4-% = T B -K £ )-5-F % -0 ok -4-

Al AK-2-FA-KA)-2-C A A -HE
MR FLI0d)Z F 5 o [0 #%1-3-(4-{2-[2-(4-% = T £ -

87212 - 18-
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RE)S5S-F R -cEod-4-A]-CTRE}-2-FPA-XK)2-2 A %-
M ER C B5 A LIOHK 32 > WA 43 [9h 4 38 1-3-(4-{2-[2-(4- 8B = T
E-XE)S-FA-Fok-4-K]-2REA}-2-FA-X%)2-T &

e

-RE > 2R E R
MS: 482.3 (M+H)", 430.3, 408.3, 371.3, 323.3, 276.2, 258.2 ¢
T #ll
a) [2-(4- 2 B K- K K)-vEok-4-K1-T B

1452 (576 X2 F)4-8 F A -2-(4- 2 @ X -X L )-o% =& (&
W A4-B2 & L-B X H%&l,&L%{,%éﬁ’%ﬁ4&1?’{f'14a)ﬁfri'ii
TH)RA08L (B34 L F )R ALMAS0E I = F Z 4 £ 40
CTHHE2IH - 2% RERAMEANLRAKRZIRASY
ToBRMRIGISEAFZTEATABMER - RS H KA
Kk > BABRE > B A B KB NLIR - B AEE
THI3.4% (EH296%)[2-(4- B B A -X R )--Eok-4-%]-2
B 245 & B B .
MS: 243.2 (M+H)"

b) [2-(4- A R K -KXK)-okok-4-]-88 8

13 (53.62 X F) [2-(4- 2 & K -K K )-& o -4-4 -
i 208 R R AL (S00E ZF ) 20 # Kk R 120% 4 M 8% 2
et BEIO0CTARARHE - 4IHETTLAM - RA
R HEEANFEABRHCIK B R Y » A LB T B ERZ R

VAR BB RE M VABRELBE N S8 - in 8 A% > %2 F13.8
A(EHZ985%)2-4-E AL -K)Eok4-£]-28 > 2
XA e E e oo

87212 o .79
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MS: 260.0 (M-H) -
c) [2-(4- 2 B K -K K)ok -4- L -8B B T &

P

6.9% (264 £ H) [2-(4-B2 m & -X K )-vE=k-4-% )-8 B
BOSHEH4a-FAXRBREKRGH(HEAH)RTOEHBEERS

¢

FARFTEZFEZE R G Ao dh S0 0 o 045 8 & 4 KE
RP otk BEAE BREYARFZTEAFTARIER A
BOREE M EHBRERAE-TIF6.45% (32 #H 2 88%)[2-(4-
EAR-KE) Ek4-R)-BB T8 ZEEeEd -

MS: 275.1 (M*) -

d) 2-[2-(4-F A A-KXA)-E=k-4-K]-¢ &

KB I2b)FT A 5 634 (22.88 ¥ F )y [2-(4-B &
KKK )-vkok -4- K ]-BE B P B 0 X B AL 42 4R R R R 2-[2-(4-
AARE-RXEA)EA-4-K]-28 - THIZBemMmMKky
(E#H 285%) -

MS: 248.1 (M+H)" -

e) [sh i 38 1-2-T & A& -3-(4-{2-[2-(4-2 & K - 3K J )-vk ok -4-
AR1-T A XY-2-F R -KXK)-HEE T &
M E B 10c)PT il 2 & 8% - [ShiHe]-2-2 A& -3-(4-572 &
2-F A-XREX)ABCE (T A LI0b)E2-[2-(4-8 & A -X
K)ot -4-K]- T8 REZXBAER KB _CEBEHEAT

,-

&

BRFE » 7T £ R[N H#]-2-T R K -3-(4-{2-[2-(4-2 & £ -
K)kok -4-K]-THRA}-2-FPA-XRA)HBTE 24
H oo

&

MS: 482.3 (M+H)", 436.2, 392.2, 364.2, 320.3, 256.2, 230.2 °

87212 " -80.-
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£) [4h#H #%1-2-T & £ -3-(4-{2-[2-(4-B & £ - X 5L )-vF o -4-
Al-T R EV-2-FHA-XKX)-H 8

BT FI10d) T 2 F B > (4R ]-2-2 R K -3-(4-{2-
[2-(4-2 A K -FXK)-Fk-4-£]-TRA}2-FE-XX)-5H

B Z & VA LIOHE 32 » T 43[4 4 38 1-2-T & % -3-(4-{2-[2-(4-
AARK-FE)EA-4-X]-TRE}-2-FE-XK)-m&% > £
R E

MS: 454.3 (M+H)", 439.1, 371.3, 335.0, 258.3, 191.3 »
14

a) 4-R P A -2-(4-R-FK K )-F =%

BAMER A Z S H o - KBBR8 & A
BRI BARBFBEREAFI- BT E-2-(4-8-K R )-vE = >
EAE NN
MS: 244.2 (M+H)*, 187.2 -

b) [$hiF 42 1-3-{4-[2-(4-F - X K )-vE ok -4- K F & K ]-2-F % -
AEY-2-T R K-

L &5

\

~
N

g

BE
[$hF 42 ]-2-T R K -3-(4-7 8 K -2-F X -X 3)-%H B ¢ & (37
€ 0USEEF)NFT HL10b)) > 4-8 F H-2-(4-8-%K £ )-%
4 (443 > 0.18E £ H ) HELSIE AL > 018 E FIA R
Foymibdy BMFEARMALEGBEIN) BRAGAE F A0S

K

N EH ERBRT AR A& Y HIEN2NHCI KK (1/1)
T RLELEE - 2B KENXNLEBELEER K- - B4
HFBEABARBE K BAREBEMNELERE - ZHABRRTH
T REMARERB AL (BB > B TR /ACOEL) T & X 46

87212 -81-
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ER(O0IEZF > 68%)BMILS Y 0 L& &K -
MS: 482.2 (M+Na)", 460.2(M+H)", 432.3, 389.2, 317.2, 279.3,
211.3, 184.4 -
) [5h7# 3 ]-3-{4-[2-(4-R-KX & )-vEobk -4- % F A A]-2-7 %&-
XEY-2-CERA-B B

ALK HII0d) AT & % 5% 0 [ 0 42 1-3-{4-[2-(4- 8. -% % )-
Eok-4- KT RA]2-FTA-XR)-2-CARL-FB T B W
LiOHE 3 » A 3[4 iH 2 ]-3-{4-[2-(4-& - % £ )-vE ok 4- £ F
AK]2-FRA-XA}-2-28%2-F8 > Z%6r-

MS: 432.2 (M+H)", 386.1, 249.2, 218.3, 176.2 -

T # 15
a) [Sh 7H 4% 1-3-{4-[2-(4- % = T # - X A )-vE ok 4-A 7 &
AI-2-FR-XAEV-2-Z R A-F 8 T &

AR Bl 14b) AT i 5o [SM K 42 1-2-C A £ -3-(4-58 2 -2-

RAE)-ABECEBE(TH10b)MR2-(4-% = T £ -K £)-4-
RYE-Eob (TH42))RBE > A s Rmitérz a5 T
£ R[S H #]-3-{4-[2-4-F = T A -X £ )-vEek 4-£ 7 &
E]-2-FA-FXRA}2-CRA-ABL T8 2467k

MS: 504.3 (M+Na)", 482.3 (M+H)", 438.3, 271.3, 230.2 -
b) [sh A & ]-3-{4-[2-(4-% = T £ -KX £ )-vk ok -4- % 7 &
K]-2-Fk-XA})-2-2 4 4-m %

ALK 6L 10d) A 3k & 8% >[5 32 1-3-{4-[2-(4-% = T % -
RE)Eok - 4- AT RAA]2-FA-XA)2-2ZE4A-5F C

B > VA LIOHE 32 T #F [4h 4 38 ]-3-{4-[2-(4- 8 = T -2 £)-

87212 - 82
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Rk 4R FRA]-2-FPR-XA}-2-2ALA-A8 > Z&ER
S
MS: 454.3 (M+H)", 383.1, 320.3, 266.8, 252.3, 234.3, 166.3 o

T HlL6

a) [ AR 1-2-TF KX -3-{4-[2-(4-B B L -K H)-vEob -4- %

TR A-2-FA-XAL}-5 8K T &
TAR-XEX)-ABZE(EHI0b))HI-R FL-2-4-2 & % -

AE)ZA(BEMAI-BZRAR-BXBEARLI- KB > 4
ME A RS R)R B BB ARBmILYZ B L Th
M [9h K 38 1-2-2 R A -3-{4-[2-(4- 2 B A -% £ )-vE ok 4- 2
TERA]2-FA-XA})-ABRCE » 286Kk -

MS: 490.2 (M+Na)*, 468.2 (M+H)", 424.4, 257.1, 216.3 -

b) [S 7 #81-2-T A HK -3-{4-[2-(4- 2 B K -K K )-vk ok 4- 2

YA KR]-2-FAR-KE})-BH B

MR I 10d) AT 3 & B8 > [4h 04 & 1-2-T & £ -3-{4-[2-(4-
EFAEX-KE)EALA-XATFAA]2-FA-XRA)-mH T8
VA LIOH G 32 vA 3[4 A 42 1-2-T & & -3-{4-[2-(4-2 & % -

BK)-Bok-4- K FRA]-2-FRA-XK)-AEL > L8 6dmK -
MS: 438.2 (M-H)", 392.1, 348.3, 255.2

T 17

a) (S)-4-7% % -3-[(2S,3R)-3-(4-F & X -2-F £ -¥ #£)-2-Z &

KA -3-52 K- B B -°F ok oz -2-ER

(S)-4-5F K -3-ZR A Cag Bk -"F ok oz -2-81(12.458% » 47 %

87212 -83-
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EH)ADEMS)4-FX-3- TR A8 A-"Fok oz -2-5 >
A : D. Haigh, H.C. Birrell, B.C.C. Cantello, D.S. Eggleston,

R.C. Haltiwanger, R.M. Hindley, A. Ramaswamy, N.C. Stevens,

Tetrahedron: Asymmetry 1999, 10, 1353-1367)5 # &£ k = &

\\\

FlRRQIOEMF) EAXAT > LIEBZ A4 E-78C -
653(7.98%%’57%%4)’ﬁ,yxﬁﬁzo%éi’égfiﬁn)\iﬁ
BB ETRAM(I MER AR FTHEF 255+ » 502
XE) b RBBAERFELE-TOCAT - ROEMWA-T8C T
WHSOR &> LB LHAKES > LRAEHWAEIC FTHHE R
50948 » B 47 £ -T8C o vh #5455 4% fw A 4-% 2-9 &
"F (07 4TEE X )A B A R T E (208 )2 &
R RBBEREFAE-TOCAT - £ A9 R A% £-78
CF®HAS2 4 d-78CHBE0T > £ £0C T AHHHLS
I e REREGMBINKK/BREY » B f 7 ER -
ReeBREWERMABKREL  ARBEMELEE - X8 LK
RTHE  BBEEGHAERBEHGLIL(ZE  BLE
/AcOEt) » T 4 M 22.3% (45.6E X F » 96% )42 Zib A 4y » £
Bew o R HNMRA#E S  w BHH2z %2545
% o 4 4£ D. Haigh et al., Tetrahedron: Asymmetry 1999, 10,
1353-13674# % % 8% 4 % 2S,3R o

MS: 512.3 (M+Na)", 472.3, 447.2, 387.2, 327.2, 295.3, 267.3,

232.1, 175.1 »
b) (28.3R)-3-(4-% H A -2-F & -% £)2-2 f A 3-8 & -&
BR V&S

87212 . .84.-

o
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54 MY R4 (7T3E 9 » 3952 % H)w £
-3-[(28,3R)-3-(4-F A A -2-F A -X A )-2-2 A& £ -3-2 -7
Bl fit ]-o% ok g -2-BA(17.6% ©» 36%& 3 F )5 & &k ¥ 8 (87% #)
LR BBHERRFY - REMWAOC THMISHEE A #
ot BEAKRER(IOMTR - RREBRRTESE  ARY
ME A KRKRITECEE(N/D)F - 5B BABRLBELEXE
MR BENHERB A AR » EAHBBEHNESRE - %
HERBTH X BBRGUAEFRBHGILEE BT
/ACOE)T 4 K 8.6% (5L £ F » 69%)12 M b & 4 2 % % &
W oc BRI 'H-NMRAEEL > THE —EHe Ty o
MS: 367.2 (M+Na)", 362.2 (M+NH,)*, 327.3, 299.3, 239.3,
211.2 «

c) (28)-3-(4-F A K -2-F X -X A)-2-Z A XA -H 8 F &

ZLEABRQRIEH > 145 ¥ F )t £ (2S,3R)-3-(4-%F &

E-2-FR-XRA)2-CAA3-A A -BHTEGEL 1452 %
FIRZRABRBIEA)EARA TR AR k2 5ER
T oo RAEMAEOC THII0N4 > AAEBEBE T2, 8 o
BRI KT BOACE BRI - AR KR =k
Al O RBEEMARKERY P - CELER S Kk
T ERBMN LR - FZHABBRTHE  TERE &
FAEARR L (B XTI /AcOEY)TT £ K& 2.15% (6.5
ERXH AS%BRRILE Y 28 EE

MS: 351.2 (M+Na)", 346.3 (M+NH,)", 283.2, 276.2, 223.2,
195.5 o

87212 -85-
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d) (28)-2-Z A K -3-(4-# K -2-F Sk -KX X )-% B 7 &

(28)-3-(4-F R A -2-F X -X k)-2-2 a4 A -% 8% 7 & (3.6
o0 1EZF)A FaEG00EA)x mik » £10% PA/C(1 %)
TaRAC ARERBAT2E - B EHAH LEd i dR
TABETAER2LBAEELET » 1TT%) BB b 4 > 2% 6%
B TART S %y 5 H A -

MS: 261.2 (M+Na)", 256.1 (M+NH,)*, 239.3 (M+H)", 193.2,
151.1 «
€) (28)-3-{4-[2-(3-F -4-F -K K)ok ok 4- K F H A]-2-F 4

-RKAKV-2-T R K -F BT A

ALK B 14b) P ik & 5% > (2S)-2-TZ A A -3-(4-F A 2-® &
A )- A FEA2-C-R4-A-KE)4-R T A E R A
(B B 3-8 -4-F

“FBRREBAR R 13- R BB 0 M E B 4a)
#oAb by 2 F E T A R
)-vE ok -4- % F R A ]-2-F %4 -
B > Ex &y

B KA )Rk 4R PR AT]-2-F K

ww

(28)-3-{4-[2-(3- & -4- & - ¥
KE}-2-CRA-B K

£) (28)-3-{4-[2-(3-%.-

~ H

AV-2-T R A-F 8

AR BI10d) AT i % B > (2S)-3-{4-[2-(3-F-4-F,- % £ )-
Bk -4- R FAA]2-FA-XA)2-CAAL-BET & A

LiOH g 22 7T 13 (28)-3-{4-[2-(3- % -4-f - X £ )-vk ok -4- £ F
AE]2-FA-XA}-2-ZA2L-F8 > 24658 -
MS: 448.1 (M-H)", 402.1, 357.9, 308.8, 283.5, 254.8, 222.8

T 18

87212 - -86-
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a) (28)-2-2 A, K -3-{2-F K -4-[2-(4-= f F A -% & )-+% =&

4-A P RE-XAYV-R B TP A
ALK B 14b)p7 ik & 8 > (2S)-2-CT A A -3-(4-57a £ 2-F &

R A)ABRTE(EH17d)84-8 F £ 2-4-Z 5 F £ %

E) R4 RB(EM A4 AT AR A BKERLI-ZAHF
BE > AR Blda)pr il ) 3t A s BR b Rt ik v 2 B A 0 T &
M (28)-2-T R A -3-{2-F 3 -4-[2-(4-Z R P A -% 2 )-vk o
AR TFTRE]-RXRE)- BB PE Z8ERE-

MS: 502.2 (M+Na)", 480.3 (M+H)", 434.2, 420.2, 392.0, 283.1,

242.1, 181.2
b) (28)-2-Z & K -3-{2-F K -4-[2-(4-Z H T £ - % & )-vk o
AFRA]I-XEV-HH

ALK #I10d) AT - (2S)-2-T A A -3-{2-F % -4-[2-(4-=
ARTER-XRE)Ek4-AFARX]-XA)-m8k P8 > RALiOH
B T4 (28)-2-T A A -3-{2-F % 4-[2-(4-Z R P A -%
B)-BEA-4-XTFARE]-XRA)-A8 > 2 4é B -

MS: 488.2 (M+Na)", 466.1 (M+H)", 420.1, 371.3, 307.2, 269.2,
217.2, 187.2 »

T 4#19

a) (S)-4-% A& -3-[(28)-3-(4- ¥ A A 2-F A -X A)-2-2 & £ -

P B I8 -3 = o -2-ER

ALK I 17c)PT i % 8% > (S)-4-% 2 -3-[(2S,3R)-3-(4-% &
E-2-F R -KRA)2-C AL 3o A -B ik A5k i -2-8 (F
FITa)) A Z LA AR EBE BT EE > T4 KB HAL S

87212 -87-
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h b & E R -

MS: 496.2 (M+Na)", 491.3 (M+NH,)"*, 474.2 (M+H)", 428.3,
352.3,251.2, 175.2 -

b) (S)-4-F K& -3-[(28)-2-C F A -3-(4-58 £ 2-F H -% £)-2-

T E I -R AT ok wg -2-ER

ALK BI1TA)AF K o (S)-4-%F £ -3-[(2S)-3-(4-% &k 2-F
E-XE)2-ZAA - A]-"Fokog-2-80 > £10% Pd/C L &
LA E R AFREILE Y » 256 ki .
MS: 382.1 (M-H)", 324.9, 305.1, 282.9, 261.8, 255.2, 221.4,
175.6 -
€) (S)-4-5 & -3-[(28)-3-{4-[2-(3-f %X £ )-vE ok -4- 2 ¥ &
A1-2-F AKX ALV-2-T R A -5 86 fE 1-7F ok vz -2- A

MR BLL0R BT # 4 8 > (S)-4-% % -3-[(2S)-2-2 & £

3-(4-5K-2-FR-RXA) A A]--Fok g -2-80 > ®[2-(3-£ -
AE)E k-4 R)-F B R G[2-C-R-K K )oK ok -4-4 -

B2z ® # > AC. Lambert, R. Pepis, Interational Patent.
Appl. Publication No. WO 8900568 (A1), 1989): H = Xt &
TR _AB_CEEZH A TEA(S)-4-F % -3-[(25)-3-{4-
[2-C-FR-FXX)-vEok 4- R PR A]-2-FPA-X R£)-2-2 & 2% -
R OEE i ]-vF ok g -2-8F 0 2 B & B B o

MS: 613.3 (M+Na)", 591.2 (M+H)*, 561.4, 487.2,465.2, 419.2,

368.1, 299.3, 211.3, 167.2 -
d) (25)-3-{4-[2-(3-K -% £ )-vE ok -4- 2 PR HA]-2-F K -XK
A1-2-C R -/ &

87212 o .88
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(S)-4-5 & -3-[(2S)-3-{4-[2-3-R-KX £ )-"E = -4- % 7 &
A]-2-F A -XAX}-2-C A A -5 a8 flk]--%F =k vt -2-89 (80 %
o0 14088 £ F)ix# 4k A THF+ (0.8 # ) # A IN NaOHE
(0342 » 350 X F ) £0C F2. 8 o R MR 4 448
ANk AR/MHCIY » BA LB ER R - ROHHAEE R K
BRBAKRK BERBMELE - SHABETAERS2E £ (120
MEHFE O BI%NIEMILE Y 0 R EEE
MS: 454.2 (M+Na)®, 432.1 (M+H)", 345.1, 269.2, 241.2,
187.2 -
£ #20
a) (25)-3-{4-[2-(4-F - K K )-vE ok 4- X F F A 1-2-F 4% -
A1-2-T R K -5 8 TP &

ALK H14b)2 & 5 > (2S)-2-Z 8 B -3-(4-7 £ -2-F & -
RAE)ABRFE(THITd))RA- R FE-2-4-R-KX L)
(%wmm&@’ﬁﬁ%ﬁ%&@w@zﬁﬁ’amﬁ

(28)-3-{4-[2-(4- & - K & )-+k =& -4- fk1-2-% K -
A}-2-2a%k-mBTE ERFTERE -

MS: 446.1 (M+H)", 342.2, 279.1, 242.2, 219.3 »

b) (28)-3-{4-[2-(4-K -F HK)-vkob -4- KA F H A ]-2-F £ -X

A}-2-2 K -B &

ALK H110d) BT i 0 (28)-3-{4-[2-(4- K - K £ )-vk ok -4- &
TARA]-2-PA-XAX}-2-2ARX-H8 PAEALIOHE = » T
]-2-9 %X -X

F(28)-3-{4-[2-3- R - X A )-vEok 4- % 7 & £
A}-2-CA%-m8 > 286H LTHHE/ACOET & &

-

87212 o -89
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VAL R B & b R o R YE A E 8 F Bs X # ¥ M HPLC(Chiralcel
-0J) > Hr¥ME S i$98.9% -

MS: 430.2 (M-H)", 384.1, 293.1, 255.2 -

T 21

a) (8)-4-5% & -3-[(2S,3R)-3-(4-F A A -2-F A A -% #)-2-2

A K -3-52 & % g A ]-7F ok wr -2-AR

B KB 17a)pr 5 5% > (S)-4-F R -3-2 A &£ 2 s & --3
g 2-BR (A B (S)-4-F R -3-Z A L T LT ek g -2-
&F > JL D. Haigh, H.C. Birrell, B.C.C. Cantello, D.S. Eggleston,

R.C. Haltiwanger, R.M. Hindley, A. Ramaswamy, N.C. Stevens,

Tetrahedron: Asymmetry 1999, 10, 1353-1367)#14-% & £ -2-
TREA-FTERRE  EHZLHERARZAMB -_ETAMZ 5
B A R(S)-4-F K -3-[(2S,3R)-3-(4-F R A -2-F A A-%X
B)2-CHRRE3-BA-BmA]-FoLog-2-80 2R % & HE
e R H-NMRE# 2 > w Zh —BAEEE - #2
T 4k D. Haigh et al. Tetrahedron: Asymmetry 1999, 10, 1353-
1367% = & 2S,3R -

MS: 528.3 (M+Na)", 523.3 (M+NH,)", 488.3, 442.4, 311.2,
239.3 -

b) (2S.3R)-3-(4-F £ K -2-F F A -X $%)-2-2 f & -3-5 & -

# B P &S

AL T BILTO) P it & B > (S)-4-%F % -3-[(2S,3R)-3-(4-% &
B-2-FRAE-KE)2-ZAA 322 -F k&% ok g -2-5
AT RACSM A T B P R A2 o T & & (2S,3R)-3-(4-%F & & -2-

87212 " -90-
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TRE-XE)2-CRAA3-AA-REL PE 2 2eénmm-g

8 'H-NMRAGE S T — (8% — sk #ak 4y o

MS: 383.2 (M+Na)", 378.2 (M+NH,)", 343.2, 311.2, 283.2,

239.3, 163.2 -

) (28)-2-Z A A -3-(4-52 L -2-7
(28,3R)-3-(4-F AL A -2-F A £ - %X £)-2-2 & % -3-5 4 -

ME T E (100 £ > 200 ¥ F )& ¥ KA (150% % -
2ERXF)VAREABYQEF)ESOXARA T &1 32 10%

BE TFOSIE o ki B

Pd/C(20% %) 5 4 38 35

Bl e ok BT K - G WmEA kK B S fim ik (1/1)

MLBELEBEER R - REYERB A AK/B(1/1)k =

R BABRENESLIE - ZRARRTHE > T KL 6
M BAEREBW &I (FB » BT 5 /AcOED)T 4 & 43

ERA(NTOMEF > 85%) B ML o4 > 2% 26 548 o

MS: 277.1 (M+Na)", 209.2, 195.3, 181.2, 177.2, 167.2 -

d) (28)-3-{4-[2-(4-R -K K)-vEok -4- K P H A 1-2-F HL-%

A1-2-T & X -F 8 TP As
ALK B L4D)FT i & 8% > (2S)-2-2 A A -3-(4-52 £ -2-9 &,
XKE)-ABE T B M4-5 T K-2-(4-8-K £ )-+& o (%

l4a)) R J& » 3 A % BR 46 BB AL 47 2 A & 0 X A A& (2S)-3-{4-
[2-(4-R-FXA)-F k- 4- A FPARX]2-FTARL-XA)-2-2 &
R-ma Ta > L% emn -

MS: 462.1 (M+H)", 416.1, 305.4, 251.2, 174.3 «

€) (28)-3-{4-[2-(4-F -K K )-vkok -4- % F K ]-2-F G L -X

87212 ) .91
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Ai-2-Z R K*-5H

AL RE BL16d)PT # » (28)-3-{4-[2-(4-F - K 4 )-ok ok -4- £
FTRE]2-FARAA-XA})-2-2 8 X-%5 8 7 & % LIOHE
B AR (2S)-3-{4-[2-(4-R-KX R)vEok 4- A P E KL ]-2-F &
A-XA)2-2a%-meh > 2682 -

MS: 446.1 (M-H)", 400.1, 356.0, 329.8, 281.0, 255.5, 227.0,
192.1 -
T 522
a) LS)-4-f%‘%-3-[(28,3R)-3-(4-%‘1—“’g’uﬁz-Z-i-X%)-z-cii&

3-Fe R -% ag K |-oF ok ox -2-AH
AMRE BT (S)-4-F £ -3-ZRA s & 7% ok w2
2-E(AEM(S)A-F A 3-Z A A TR Tk k280 0 A

D. Haigh, H.C. Birrell, B.C.C. Cantello, D.S. Eggleston, R.C.
Haltiwanger, R.M. Hindley, A. Ramaswamy, N.C. Stevens,
Tetrahedron: Asymmetry 1999, 10, 1353-1367)#14-% & A -2-
R-TERBG-FTAA2- 8- Yoz @ 8:T Kimachi, M.
Kawase, S. Matsuki, K. Tanaka, F. Yoneda, J. Chem. Soc.
Perkin. Trans. 1 1990, 253-256)» # = 2 fx & = W BR — JE
TREMZ AL > TAEK(S)4-F £ -3-[(28,3R)-3-(4-% & £
HKA)2-ZERA 3R BEA]TAR 28 2 &G
AR o R H-NMRA# S > w B2 — %5 E% .
A ¥ E A 2S,3R 0 4k # D. Haigh et al. Tetrahedron:
Asymmetry 1999, 10, 1353-1367 -

MS: 532.3 (M+Na)", 527.2 (M+NH,)", 446.1, 381.2, 315.1,

87212 -92.
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287.2, 243.2, 178.2 -
b) (28.3R)-3-(4-F H A -2-K-F A)-2-Z A R -3-5 -/ &

il
AL E H117Tb)pT it 4 5% 5 (S)-4-%F % -3-[(2S,3R)-3-(4-% &

E-2-R-XE)2-CAA3-5 2k -Bagah]--Fokog-2-80 04 F

FoAbfn 32 (3 F B F )R & K (2S,3R)-3-(4-F A £ -2-5-%

K)2-ZRA-3-2A-B8 Pas 28 6ERE - 4kE HNMR

KR THE—HE—EH B -

MS: 387.1 (M+Na)", 382.2 (M+NH,)", 328.2, 319.2, 279.2,

203.2 -

]

)-

tufy

) (28)-3-(4-F A K -2-8 -X £)-2-Z & X -5 &

B

it
Y
o
g
3

LK # 17¢) (2S,3R)-3-(4- %X & £ -2-4 -3

N
B-REA-RBRVERZ LA = S8 ¢ A

g
v

g
K|
& 2

(28)-3-(4-F A K -2-R-XA)2-2 a4 4-m @ 7as
A

MS: 371.4 (M+Na)", 366.2 (M+NH,)", 303.2, 269.2, 222.2,
187.2 o

d) (28)-3-(2-K -4-#Z K -X X)-2-C & K -FH 8 F &%

—FHRGEEH > TIEXLF )R = AL BB — 2 8 (&
BA46% > 43Z I » 165 % F)w £ (2S)-3-(4-% R A -2-5-%
%)-2-&%%-%@&?@5(1.1%’3.2%;‘%4)%;%?%(34
EHVEARATI AL BT - BROWAERB SR TR
S/J\H%’ﬁd)\;zkyk/;';ﬁgyk(l/l),,@yx;i‘?%iﬁﬁx;;}:oiﬁ,
SRR A KRKR/IBR(/ )b s > 3 £ BB S8R - B

87212 o 93.
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87212 o -94.

FRBTXZEH > TERREEY » L% 1B &I (B
B B EH/ACOE)T £ R 0.6% (2.3% £ 5 » 74%) 84 42 5 16
e & B o
MS: 281.0 (M+Na)*, 276.1 (M+NH,)*, 251.3, 213.3, 187.2 -
e) (28)-3-{2-K -4-[2-(4-F - X K )-vE ok 4- L 7 H £ ]- %

A1-2-Z 8K -% B, P &S

FALE 4 14b)> (28)-3-(2-f -4-52 A - X £)2-Z A L -5 &
FTERA-RTE-2-(4-R-XE)Ek(FHl l4a)R & » Az
AR BEACH B AT » T & & (2S)-3-{2-8 -4-[2-(4- & - ¥
E)-Eek-4- A FRAA]-XA)-2-2A K- BB TaE 2%
& B 7% -

MS: 466.1 (M+H)", 407.2, 371.4, 344.1, 300.2, 269.2, 187.2 »
£) (28)-3-{2-% -4-[2-(4-F -K £)-vE ok -4- % F HA]-% 2 )-
2-Zz a2 k-1 8

ALK HL10d) AT i 0 (28)-3-{2-F -4-[2-(4-5 - £ )-vk ok
4-X FRA]-X }-2-6§L9;§-fw§?§smiomzzz’yxﬁa% '

(28)-3-{2-R-4-[2-(4-R-K %k )-vEk 4- KA 7 R A]- K £ }-2-
LREA-AE - ZHEEH -
MS: 452.1 (M+H)", 420.9, 399.4, 371.4, 299.7, 265.3, 237.0,
190.2 -
£ #1123
) 1-ZA-3-CRRAP R HA) X

HAREA (17T 1238 £ F)HNN-Z F 4 7 & i (40% )
ZHRT 0 A3 A-B (1488 > 1235 % F)%AN,N-=
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W%W%%M%ﬂﬂi@ﬁ’EﬁkﬁTut%EJtT%
H500 4 AISptEhm AT AR (14.65 4 5 1238 % F) o
MRE2C FTHH3054 0 AEBBAE TI2)NE - Ak
REQSOZEI) MR A LB ER &k - 2465 3% B4
BRI R EARBMELIE - ZHAE TEAASGE
o RREAE R L (BB > B R)T A K243% (1145
XHE > 93%)12MLod o %6k .

MS: 212.2 (M+H)", 183.1, 91.2, 65.1 »

b) 1-i8-2-Z K -4-(X A F & %)%

H1-ZH4- (XA FAL)K(5% > 71% ¥ F )3 THF
(2008 )X B ik + w AN-R 3R 30 8B 2 B (16.3% 925 % 7)
&%%ﬁ@m%M°ﬁ%éﬁ%ﬁ&?%#&bﬁwéwé
8 T e N B BE R 44 (3.6 %) & 10% NaHSO; & & & (400 &
) ARZIREMBHIONE > BE ALK E - %48
KIBATLHTEER - RAGERB IR AKE B Kk 2
Eﬂ&ﬁiﬁﬁ°E&RTﬁ%@WTiﬁiéw’ﬂa
FHEM BB > BLHE)TARLITLLGSTE ST » 83%)
WAL S Y Zh b

B
MS:292.0 (M)", 290.0 (M)*, 212.2, 91.1, 65.2

)4-F A A-2-7 K -Fm

E-BuLizh @482 1.6 Mz & (44.4E 3 > 69.98 % F )£ 10
DAEA A EL-R-2-T R A (KA T R K)-%K(18.5% » 63.55
RHE)H & ATHFQ2E )L HHE A (-85CIERR F - 82
ME-BSCTTFTHHFINE > EAXAT > MANN-= 74 F

87212 ' -95.
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Bl (2552 " 3304E X F ) HA B R B EHFE T8 - L
7k %% T e ANH Clig o KR R (TOEH) > RS MIX = & T
EIR R IRASMERM A E KA £ REL SN E SR o
RBBRTHEER TERFTEH  LAFHE WS IL(E
B R TI/ACOE)T £ & 11.9% (49.55 % F > 78%)4 i 1k
=M Zwr e e

MS: 240.1 (M+H)", 91.1, 77.1, 65.2 -

d) (8)-4-% A& -3-[(2S,3R)-3-(4- % G A -2-Z A -X %)-2-2 &

A -3-58 K -% 8k K 1-0% ok oz -2-8

BAAE B 17a)pr ik 0 (S)-4-%F & -3- TR KT K-k
2-EA(H M (S)-4-F X -3-Z A 4 T mE & -oF ok ox -2-80 A D.
Haigh, H.C. Birrell, B.C.C. Cantello, D.S. Eggleston, R.C.

Haltiwanger, R.M. Hindley, A. Ramaswamy, N.C. Stevens,
Tetrahedron: Asymmetry 1999, 10, 1353- 1367)82 4-F &, % -2-

R-TERBR AZLKRZABB —-ETAMELT » 7
B % (S)-4-7F K -3-[(28,3R)-3-(4-¥ R £ -2-2 £ -% %)-2-2

ARX-3- K- BamA)--FTokog-2-80 0 2% 60% o &IE
‘HMM%%%’mﬁ%%%i—ﬁﬂ&&%°%ﬁ%ié
25,3R> 1R # D. Haigh et al. Tetrahedron: Asymmetry 1999, 10,

1353-1367

MS: 526.3 (M+Na)", 521.3 (M+NH,)", 486.2, 381.2, 309.2,
281.2,253.3,178.1 -

e) (2S.3R)-3-(4-F¥ H A -2-Z A -X %)-2-Z A A -3-52 2 - &

B T &5

87212 -96-
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PR K #ILTb)PT i > (S)-4-% % -3-[(2S,3R)-3-(4-% & £ -2-
CHE-KXE)2-ZRA3-BA- BTk w-2-80 AT &
Ly R B (A FEEF)> T & % (28,3R)-3-(4-F R % -2-2 4 -

B)2-CTAX3-2R-A8 VTEs Z86RE - RIE
'H-NMRﬁ’éE‘%f‘% TR R - JEH Rk R
MS: 381.2 (M+Na)", 376.3 (M+NH,)"*, 341.3, 295.3, 253.2,
225.3 o
f) (28)-3-(4-F¥ A A -2-Z - %X R)-2-Z & & -5

e
BALT Bl 17c)Pr il (2S,3R)-3-(4-¥ R £ -2-2Z £ -% £ )-
CAKX-3-ZX -HEE TE A= A E= 7, B BR
oo T A RQ2S)3-(4-FRA-2-TA-X£)2-0H & -
TE » Z86E5%KI5E -
MS: 365.2 (M+Na)", 360.2 (M+NH,)", 297.3, 283.2, 237.2,
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249.2, 208.1 -

1) (28)-3-{4-[2-(4- & - K K)-vE ok -4- X F H £ 1-2-2 % -%

AY-2-Z 8 k-7 8

BALE B L0A)FF i > (25)-3-{4-[2-(4-F - % K )-ok ok -4- &
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& Bk -

MS: 454.3 (M-H) -

T #] 40

[ohif A& 1-2-2 &, 5k -3-(3- £, -4-{2-[2-(4-F & 4 - %X £ )-5-7

Aokt -4-X-T AKX A)-H 8

BT BILA)AT S > [ K 38]-2-C R A -3-3-f-4-5a £ -%
B)-RBCE(FHT7a)R2[2-(4-F R A -KK£)-5-F £ -k
h-4-K]-TBE (B M B (s Ak ]-4- 3-8 2 - -7% B F & [PCT
Int. Appl. (2001), WO 01/79202] & 4-F &, & -% ¥ & i » 1 4

KHI122) R 120)) R & > s w3 f vk wh % 3 # = ¥ B & DEAD
(TR -ARB_CTB)X B A T4 R[S HE % 1-2-2 & &
3G {2-[2-(4-FAA-KA)S-FRA-kek 4-R]-2 &
BY-RXE)-BEBR T8 £ T8 E bl de)prit » i — ¥ e

87212 T - 110 -
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o [ A )-2- 2 R OA -3-(B- R -4-{2-[2-(4-F A £ - X
B)S5-FR-Eok 4-L)-ZAA)-XA)BH8H > LE%6H

MS: 460.4 (M-H) -

T 41

[ 7 3% 1-2-0 & & -3-(3-8,-4-{2-[2-(4- % H K -% £ )-5-%
K-vkok 4-R]-ZERAV-X R)-F &

89

N

3

MK FILA)PT > [958 ]-2-2 & A -3-(3-F -4-5
K)-RE BT HTa)R2-[2-(4- 2 B & -K £)-5-7 £ o
h-4- K- B R (M A [ H -4 3B KB T
[PCT Int. Appl. (2001), WO 01/79202] & 4-2 & % -5

5
s B

%

e AR HI122)R12D)FT i) o fivkd b #H = %

B ADEAD(E R 4B — L 8)X 5 £ - T A R[S AR ]-2-

ORAE-3-B-M-4-{2-[2-(4- 2 B £ - K £ )-5-F & o ok -4-
BI-CRA-XE)-RB T8 L TAME Hlde)pf it i — &

86 T £ B[S 4]-2-T A A -3-(3-R-4-{2-[2-(4-2 B £

RE)S-FTAR-EA 4R TERA-KXR)BH  ZhoB

Koo

MS: 470.2 (M-H) -

T 4] 42

[5h 0k # 1-3-(4-{2-[2-(4-% = T A K K )-5-F & -of ok 4.
Al-ZRAV-EXE)2-2 8 k-1 8

BMREPIT)PT > (5K 3]-2-2 R A -3-3-F-4-Fs £ -%
R)-% BT 8 (F 0l 7a) 8 2-[2-(4- % FETE-KE)S-7 %-

87212 o 11 -
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w§v£-4-}g]—cﬁ§~(?f§'112b))}iﬁ A gk F o EH =K
M ZEDAD(E 8 =~ % B — 2B )Z & & > T & &[4 4 2% ]-3-
(4-{2-[2-(4-%3T£=-3;€£<)-5-‘? Eokok-4-R]-TRA}-3-
M-RE)2-TRA- BB B L TRAME #lde)rf it it — &
AL Tk R[S H AR ]-3-(4-{2-[2-(4-F = T A-%X £)-5-9
Bk 4R CRA}3-R-XRA)2-CALA-FE 2 &6
] 72
MS: 484.3 (M-H) -
T ] 43
[Sh 74 #21-2-2 & % - 3-(3-&-4-{3-[2-(4-5‘-FA&%-X%)M
Al-B A XY -KXX)-% 8
AT BILA)PE S o [Sh 3 ]-2-2 R & -3-(3-F -4-58 & - %
K)-ABR LB (EFT7a)#R3-[2-(4-B & £ - RKIK)-"Eek-4-41-
A-L-BERE (KM AR TA2(4-BRA-XK)& & (52
B4-R R K- XM RL3-Z R &8 - 2|4 F # 4a)5 it )
RETPI28)EC) R K AF) A Bk b » £ F = %8
&EDAD(?&L%Q&__Z,%){@& T A R[N R ]-2-2
3R -4-{3-[2-(4- B R AKX K)okt 4R ]-5F &

a %
E}-XA)ABLE > ATHEMEblde)r kit — % & 1t »
EORI A ART-2-T R A -3-3-R-4-(3-[2-(4- 2 F £ -% £ )-
Bek-4-A]-BAK)-XA)-BHE o T REEBH

MS: 470.2 (M-H) -

-

T 5] 44
[5h iF 78 1-3-(4-{2-[2-(4-% = T B -3 #)-5- T -k ok -4-

87212 ' 112 -
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Al RARAY-I-F-XA)2- 2 8 A-FE

A E B IA)BTHE > [ H%8]-2-2 R £ -3-3-F-4-58 £ - %
E)BBE(TFTa)R3-[2-(4-F = TA-X£)-5-7 & -
k-4 K)-B-1-HR B (R HE Prmai2(2-(4-% =T 4 -
RA)S-F K-k ek 4R - B (38 2-[2-(4-% =T A-X%
B)-5-F A -kek-4-KR]-Z 8 (X H120)] & Prosras & & 4
MR T EOCTF) REETHI3a)EDMkAF) o f
R P 0 EHZ KM REDADZ 4 A (£ R 4 8 = 8 ) -
T I AE)-3-(4-{2-[2-(4-F = T A -% £)-5-7 & -k
H-4- K] BARKYI-R-XR)2-CARX-mEE > AT@

— ¥ A BT Hlde)Fr ik 0 T A K[ E % 1-3-(4-{2-[2-
E-FKE)S-F A -vEok 4-%1-% & £ )-3-/5-%
E)2-TEAL-BEE > 286 F -

H

MS: 500.3 (M-H) -

B ¥ 45

a) [5h7F381-2-Z F Ak -3-(4-48 £ -3.5-— F R X £)-H & &
Bs

MK Bl la)pr st 4-F B A-3,5- 2 F £ % m #(1,2-- 2
A A -2-81 T 3k )- = X 4 {b & [Tetrahedron 50(25), 7543-56
(1994)] » T & M 3-(4-F & £ -3,5-= 7 & - X %)-2(Z,E)-¢ &
A - %R T Es- 3-(4-*%%%-3,5-:.@?f&-?ﬁf&)-z(Z,E)-céiL
B-AH R B 4o K Hlde)pr i 816 0 T & &[4 4 7% ]-2-
CAK-3-(4-A3S5-—F k-2 RA)-HE B LEE 23X | &R
A i Ak e

87212 o 13-
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MS: 265.2 (M-H) -

b) [5) 7% #£1-3-(4-{2-[2-(4-% = T K - % 5 )-5-F % -ok of -4-
Al-Z A K}-3.5-— Fh-RA)2-2 %

MK BIIA) P > [9hH2]-2-2 B & -3-(4-78 £ -3,5-=
FTA-XEA)RABR OB R2-[2-(4-%F Z T A-X£)-5-7 & -5
R4 K- (RMI2D)R B » A Bvkwh ¥ o 4 = KB
ADEAD(Z R~ A B — LB )Z B 4 vk & K[54 5% ]-3-(4-
{2-[2-(4-F = THA-KXA)S5-F A -vEok-4-£]-2 & £)-3,5-

2-LREAK-REETE  THME Flde)pr ik g
€ A& R[S E3]-3-(4-{2-[2-(4-F = TRA-XK)-5-F 4 -
Bk -4-R]-CAA}3S5- PR -RXK)2-2ARA-BE - 2
ENCANE I
MS: 494.4 (M-H) -

T %] 46
[5h i #% 1-2- L¥L£:3(4{2[2(4Erﬁil§*£:)-5-‘?i!sg£
d-4-X1-TAXYVI3S5-—FHR-XA)-FE

B

MK BILA)PT i > [ShH 3 )-2-2 R & -3-(4-52 £ -3,5- =
TEA-XX)& & BT B (R H1452) L 2-[2-(4- 2 F £ -% £)-5-
TR-Et-4-R]-CT 8 R (E WA (5 5%]-4-8 3-80- % &%
7 8 [PCT Int. Appl. (2001), WO 01/79202]% 4-& & £ -5 %
Mg MMEFII22)RI2D)FF k) A Bvkog & > it & =
AWM ADEAD(E R 8B — 2 B )Z B & » T & &[5 H
1-2-T R K -3-(4-{2-[2-(4- 2B A -K £)-5-F 4 ok ok -4-
)i&]-z,iyg}-&s-;‘?%-?ﬁi&)-rﬁé‘iaé‘é’ﬁ\iif’f*fﬁw’%ffﬁl%)

87212 o 114 -
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PRt i — % g4L 0 A A R[S H#]-2-T AR
AAE-FXEK)S-FPE-Eok-4-K]-TAK}-3,5-=7F %-

\
/

AK)-RmE - 2% R SGHE R -
MS: 480.3 (M-H) -
£ 7 47
[t 72 1-2-2 8, A5 -3-(4-{2-[2-(4- 2 & A -K % )-5-F % -v§
A -4-FR1-T R HAKV-3-FR-KK)-H 8

ALK B LA)PTHE > [Sh 7 32]-2-C R A -3-(4-48 £ -3-F A& -
FXER)ABLBE(TH4c))M2-[2-(4- 2B A -K£)-5-7 & -
Rk -4-K]-TEHR B (R W a [5hE ]-4-08-3-80- % 8 T B
[PCT Int. Appl. (2001), WO 01/79202] & 4-8 & % -5 ¥ &

Be > ALK H12a) R 12b)) Ak > A w Rk ¥ 0 3 H = X
M ZADEAD(ZE R~ 4B —CEB)X B A > T £ R[4 H%]-2-

Z R K -3-(4-{2-[2-(4- A-XEA)S5-FRA-vEek-4-K]-2
AKXY3I-FA-KXE)-RBRCE » L THMET plde)rf it i —
T e A R[S HR]-2-T R K -3-(4-{2-[2-(4-2 F % -
KE)S-FA-Eek-4-K]-ZAX}-3-FA-XRL)-Bm8 2%
ke B -

MS: 466.3 (M-H) -

E 48

a) [P A #2]-2-Z A A -3-(4-5 X -3-F A A -XA)-5H & ¢ &

AT L) R > 4-F A RX-3-FRA-FT&HE(1,2-2 &
A K-2-BA T &)-Z X 44 & R & [Tetrahedron 50(25), 7543-
56 (1994)] > T &£ R 3-(4-F A %X -3-FAA-X £)-2(Z,E)-¢

87212 o - 115-
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Ah-AHEBE LA - 3-(4-FREA-3-FRE-XE)-2(Z,E)-C
AX-AHELCE  w R P4k A RAL 0 T A R[S HA
#]-2-CRA3-4-RAI-FTREA-XRX)AKRLE 2£E
B 78

MS: 268.1 (M)* -
b) [$h i# 5% 1-3-(4-{2-[2-(4-% = T A& -K K )-5-F & -of ok -4-
Al-T A AY-3-FRE-KK)2-TAK-HH
AR B Ld)PT R o [ShHR]-2-T R A-3-(4-2K-3-F &
A-XEA)mB L& #2-2-(4-F = TEA-KXE)S5-FA-Ed
4-K]-TE(EHI20)D)R B Aw &k b £HF = XBE AR
DEAD(E R — 4 8 — LB )X H £ 0 T A &[4 F #%]-3-(4-
{2-[2-(4-F =T A-FXA)S5-FA-Fek-4-%]-TRHK}-3-F
BRA-XA)2-CAA-RBECE LRAME ¥l de)pr ik i —
e o T A& R[S H AR ]-3-(4-{2-[2-(4-F = T A -K K)-5-
FA-FA4-4-K]-TREAE}3-FTRE-XL)2-TARE-F

B EXwesatEag

MS: 496.4 (M-H) -

& 5] 49

[oh 7F 78 1-2-T % K -3-(3- %, -4-{2-[2-(4-B & H - K K )-vF =%

AT R AV-KXK)-H B
ALK LAY A >[5 42 ]-2-T ROA-3-3-R-4-58 K& -XK

K)-RBECE(K Fl7a)f2-[2-(4-F A A-KK)-Fk-4-%X]-
CEHERBEB(EHMBEI-RAFTEA-2-4-ZF/E-XKL)-vg =& (F #
5) ®REFIZ)EDNZIRAE) AW Rk ¥ > EH = XB

87212 o -116 -
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BDEAD(E R -4 8 —CLE)X AL TAEAE®ZR]-2-T

A& -3-3-M-4-{2-[2-(4- B R A -X K )ER-4-%]-T &
R}-XA)RBCE  TRAMET Flde)r & — % & 1
B [SH #R]-2-T R KA -3-3-f-4-{2-[2-(4- 2 A A-KX &)

Eok-4-R]-CRA)-XA)AE® > TR LB

MS: 456.3 (M-H) -

F 550

[sh # 41-2-T & & -3-{3-8 -4-[2-(2-# 45 - F K -ok ok -4- 1 )-

BT BII)PT R > [ShH#]-2-T RE-3-B-R-4-2%-XK
A)- BB TEBE(FH T7a)Bm2-2-#42-F X-vEeok-4-2£)-2 82
RO (R M A (2-# 4 -F K K-+ = 4- % )-8 8 ¢ &
[Collection of Czechoslovak Chemical Communications
(2001), 66(12), 1809-1830]#1 = 4L 42 48 - 2§ #] 12b) B
) A Ak ¥ 0 EH=ZKXH ADEAD(ER -4 8 = C
BE)Z 0 T AR HR]-2-TARE-3-(3-R-4-[2-2- % 2
-PARA-CER-4-R)CRRA]-XEA)-ABLE ATHAMRE
lde)Pr il Wit — & £ 46 0 £ R[S H &]-2-T AKX -3-{3-A

(2T R A R4 R)C AR KA)-AE o 2
¥ B A
MS: 428.3 (M+H)"

T H 51
a) [sh i A& 1-2-C R Ak -3-(4-72 K- -1-2%)-& 8 ¢ &
ARl Ta) A ko 4-F RA KB (LM B4R -E-1

87212 ST 117 -
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oYX RE BB ANN- TR PR £Z R T)H(,2-
Z LR K-2-8BAC ¥ )-= K441 & [Tetrahedron 50(25), 7543-
56 (1994) 1R F& » T 4 R3-(4-F A £-%-1-£)-2-T & %
(ZE)-A W ER L Bs - 3-(4-FRAE-%-1-%)-2-T R KX-(Z,E)-
%W BT B e B 2c) T M H B AL 0 T A R[N H AR ]-2-T &
3-(4- K -E-1-K)-RBELE 0 ZREFEW

MS: 288.3 (M), 242.2, 215.3, 157.2 -

b) [$h ik #1-2-T 8 HK-3-{4-[2-(5-F HK-2-K K -vE ok -4-JK)-

LR AX-F-1-X}-F &

BAAE FIId) AT o [ShFH e ]-2-T A K -3-(4-52 K- -1-
R)-mBmoes f2-(5-FA-2-XK-Fok-4-K)ZEBERA
[PCT Int. Appl. (2002), WO 02/18355 Al]# @ &k ¥ » #
ZXBADIAD(E R 4B BB AEAT > T 4E R[HSHE

#]-2-C R & -3-{4-[2-(5-F A -2- R K-k ek-4-K)- T AK]-
A-1-A)-ABME ATHEMETF le)riiniet— ¥ &b

B o (S E = 1-2-T 8 K -3-{4-[2-(5-F & -2-K 3k -oF o -4-
X))z aRx]-%-1-XA}-A&k > ZHEEHGK B -
MS: 462.3 (M+H)"
£ %] 52
[5h if 4% 1-3-{4-[2-(2- K #[1,3]-=°"F 78 -5-5K-5-F K -vk ob -4-
R)-T R IK1-3-R-KKLV-2-T f % -

ALK B IA)PT A (S 3 ]-2-T R A -3-B-R-4-58 K -K

R2)-BEBLE(THTa))m2-(2-KX £ [1,3]-=-% ¥
R-vgEok-4-K)-TERBEEBA[sH®E]-4-2-3-BA- K8 F

87212 o 118 -
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8 [PCT Int. Appl. (2001), WO 01/79202] & ¥ it [1,3]- = *% %,
S-HRRANKBRER BAM TR I220)KR12b)F i) A w &k
P A ZAMADEAD(E R —AB B H A T
A O[S K AR ]-3-{4-[2-(2- % £ [1,3]- = "8 % -5-% -5-F & -k

- 4-K) TR A]Z-R-ARAI2-CAL-BETE 0 XM
T Hlde)pr il it — % &b > T £ & [5h 4 % 1-3-{4-[2-(2-% i

[1,3]- = "% 7% -5-8& -5-9 K -vE ok -4-%)-T & £ ]-3-/ -2
AI-2-ZEAA-AEE > L &6EHEH-
3

MS: 472.3 (M-H) -
7

[5h iF 3% 1-2-2Z & 5 -3-{3-# -4-[4-F % -2-(4-= f P &£ - %
A)-vE ek -S- R FRA]-XXV-5 8k

AR Id)PT 0 [9hH 3% ]-2-T R £ -3-3-4 -

E)-AB OB (THTa)Rm[4-FH-2-(4-ZfF £-KX )%
A -5-K]-FTERE Ao &k ¥ EtH = KXW AEDEAD(ZE
A LB AL TAER[HE®R]-2-T A K-3-(3-
4-[4-F KR-2-(4-Z R FA-XA)-Eok-5-2FAL]-X
A CE  ATHAME ML) - £ 0 T4 &
[5h % & 1-2-2 R & -3-{3-f -4-[4-F % -2-(4-Z ;7 £ -X
K)Eok-S-AFREA]-XA)-Amd > 2R X E&EHE -

MS: 482.2 (M-H) -

}gtr.(%&h»
4

54
a) 3-(4-F R A -3-F - X A)3-f A 2- BB A & -5 8 2 B
CGEsim AR RAEY)

87212 T - 119 -
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LDAEZATR A THEHMG > #A41875£HBOEELF ) ET
KA ER(1.6 MAA L)W E3I34GIEEF)_R & £ %
A20EH £ AKTHF » £-5C FTX#HBHBERT - A4 %H £-78
Cx# > mA438% & & R % -8 B ¢ & (Tetrahedron (1982),
38(17), 2733-9)(30E X F )M 10£ 4 THF » 3t # # 4 # # 15
%ﬁoz&’MAumm¥i%8$p$@@ﬁa&ﬁ4-
BER-FTE FTRRBEABRBEERATHE)NS.6EELT)RAISE
F THF 2 20 % 4+ 1,3- = 7 % -3,4,5,6-w £ -2(1H)- s& » &
(DMPU)IR &4 » H R B iR &4 £ -78C FTH #3054 » &
AOC T304 - 24 > mibf o) AL KE R T IE AL
TN LB ER R - BRAGAMMUAK » BB K
Mk EERERBEEBEMNELE BAREIE RO AT B
EREM(ZRFR-ZCRUI(V/IVBEERER) TE49%5 8
3-(4-FRAA-3-A-FXA)3-£2 A 2-ERAL-mE B (kY
BREAMBYZREY) Z8EH(GEHZ83.3%)-
MS: 376.0 (M)"

b) [sh A #81-3-(4-F R X -3-F-X X)2- 2 H A -5
4.9%3-(4-FRE-3-R-XA)3-BA2-BFEAX-
BE(FHBREBRYWZIRAEM)IZ3EELF)N258 # = 5

SH B R (KRB)F mAN23.8F = T BB (26.5
BISESF R TR - BRAE0C TR, » 4B
T2heF e 2% RERAOMEIANK BEHMHELAZRS
M oo A S A

gﬁﬁ
Q)
b

gl
PR OB
P

o

a‘a’ﬁ M@r
Rd

%iTﬁWiﬁﬁm’i&ﬁ%%i%’
RAMEY B ERM AR Fr B E s o T23.274 4

87212 S -120.-
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Ha]-3-(4-FREA3-R-XA)2-EmAk-AmECE 24
& b (32 % % 69.7%)
MS: 360.2 (M)*

) [ #1-3-3-R-4-Fe K- K K)-2-BH A X-H 8 L &

0.55% 10% Pd/Che Z 3.7 [4h 7F 3= ]-3-(4-F & % -3-/ - %
K)2-Z A AA-RBKRTE(1026€ £ F )30 4 THFZ &
RE AAEHMEHNRRXATHS AEFTRIRELRBAT -
EE AR BEALE - LB BELRBRAEL T
F2.7 [ A #]-3-3-R-4-2 K -XK)2-BERAX-HHCT
50 ZRGRMAKGCEHRX97.3) -

MS: 269.2 (M-H) -

d) [h7H 48 1-3-{3-F-4-[4-F X -2-(4-Z f F 2 -K 3L )-vE =&
S-EATFTAREA]-RAI2-ERAALA-AH

ALK LAY AT 3 o [5hH A ]-3-(3-M-4-72 K -X RK)-2-F
BARE-BBR A M[4-F A -2-(4-Z R F A -% £ )-vE o -5-
A]-TEBRE  Aw &k ¥ E£H = X# REDAD(E f =
KB LB HE O T R[S H R]-3-{3-5-4-[4-F £
2-4-ZARFE-XA)EA S AFTAA]-XR}2-EHAR
-REBR LB TTHAMT Hlde)r i —F 816 > XA R[S A
e ]-3-{3-A-4-[4-PA-2-A-=ZRFEX-XRA)E%-5-XF &
A]-XAX})-2-EmAK-mE > 2R %5 B -

MS: 496.2 (M-H) -

183
pis

& 4555
[ 5 74 #% 1-3-{4-[2-(3,5-=— ¥ & A% -

+

< )-of ok 4o F R

87212 " 121 -
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AI3-R-XAV2-CEAE-BHE

LR ) 14b) ATl 0 [Sh K 38 ]-2-2 R A -3-(3-f,-4-5¢ & -
XA)BBOB(EHTa))Re-&-F £-2-(3,5-= 7 & 4 -

%)-%a&fif@(i‘i%93,5-:.‘?%9;%-%26&&;};&1,3-;%@
Bl BB R4l ) ARBERBICFIAEALAT T4
A [ A 3 ]-3-{4-[2-3,5- = F A A -X £ )-"E ok -4-4 7 &
EI3-F-KA}-2-CRA-BB B LBME plde)pi ik &
—F et T A R[S E]-3-{4-[2-3,5- = F AL -KA)-
Rk -4 R FAR]3-A-FXA-2-2AA-B8 Z %60

# -

r=>

MS: 460.1 (M-H) -

£ 456

[5h H 28 1-2-Z B A -3-[3-8-4-(2- K B -vf ok 4- 2 F F R )-%
ALK BITAb) T S o [5h i 4% ]-2-2 R & -3-(3- f-4-58 & -
ARA)ABR OB (T HTa)BA-RF A -2-% 2 - ok & & (2

AR KABERLI-ZRAE > AT Pl4a)prk) » a2
SR BALSF A ET > TAR[IIE®]2-0 & % -3-[3-1
“4-(2-K K -vE ok 4- K F R R )-% R BT B T EME
de]pr il it — & b o A R[S H A ]-2-T R & -3-[3-£-4-(2-
AR-EAARTFTAEA)-XA-HE ) 2% 6E@ -

MS: 400.1 (M-H) -

£ 457

[8hH % 1-2-Z B A -3-[3-F,-4-2-#H 15 -F X A -vE ok 4-2L F
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AK)-XK-B &
BALE Bl 14b) AT i [Sh il sk 1-2-T & B -3-(3- 5, -4-7 & -

+
2

R)>-ABBECEBE(TWTa)BA4-8 F £ -2-445-F £ -k ok &

i

E (KM A4-FPRA-BABKERL3-— & &E > B4 E 5 42)
W) ARBEERBACZE LT » T A R[S H%]-2-C
AA-3-[3-F-4-Q2-H1E-F XA -vEok 4% FRE)-XA-

TR bldelr i — F B4k 0 A R[4 K 4k ]-2-
AR-3-[3-A-4-QC-HEa-FR-Edk 4-ATPARL)XE-B

OB oM o3
(\‘ ~
o]

P

%o OZRECEM -
MS: 414.2 (M-H)" -
E #5158
a) ShiAE-3-(4-F% G A -2-T f B -X X)-2-2 & & -3-58 % -
B L Es [ R 2 R A ]
LDAZ % fif 45 v 1338 # n-BuLi(1.5 M @ 4 )% 2.85% 4

(20002 X F )= 2 R E#HI0E S & ATHF > £-5C F 2 & &
FTSM> Tl )e #H A 4E-78C1# 0 Aw A 10% # & k THF
Z281E2#HR0EXF VAR TE T8 ARG MEH LA
é;iﬁ@iTlsh\éjﬁ’yxﬁﬁi%?éé‘é@{—’%’f%m&?)ﬂ > 2.05% (8.0
CEA-FTAE-2-CAA-F (U A2-58 £ -4-% 5 4-
FER LA ;*;,54;;4-%??@%-2-5\-@%-%—?@%%5@&% ’
# Chemical & Pharmaceutical Bulletin (1998), 46(2), 222-
230 2- R -4-F R A-F e 2R LR shibdy o 4y
NN-=Z ¥ % Faafig > 100C]> ;A#20% # & K THF» & F 1
N e kIR E T HRHEIONEE R EIR A YR AL 4
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BER P B EOC 0 BIAACOEtR IR —k » Ak » A
BB 4 b 3R 0 3 KE FE % o bk ik B ¥ (SiO,y & 4 /AcOEt=
9: 1% 1: 1)?&5&3.09%(&%299%)% g H ik -3-(4-F &
E-2-TRE-FXEA)2-CEAA3-2 - A OB [FHn i
Mz ReHm] EREZEY -
MS: 371.4 [(M+H)"-H,0] -
b)3-(4-F R K -2-2 Ak -K #K)-2(Z,B)-C & K -& 4 8 ¢ #
326 (839 X H) [ #]-3-4-FAA-2-2AEL-X
E)2-2RA3-2L - A LEB(EHREBRMLZIRAEM]A
0152 (0.84E % F)4-F X s 88 > £ 200% F 7 X F 1@ i 30
A4 KRB E ARk EH(SIO, 0 T4 /AcOEt=95: 5% 4 :
DT &£ m2.125% (#H 2 68%)693-(4-% & £ -2-2 & £ -%

K)2ZE)-ZREA-HETE 2R L5 6d -

MS: 370.1 (M)*

c) [shi#3]-2-T A K -3-2-Z & B -4-52 A -X A)-5 B T &
0.90% 10% Pd/CA & F iw £4.49% (12.1% & F) 3-(4-%¢

ARA-2-TRE-XE)2ZE)-LAA-AH BT E » 5480
EHCH - RARBEH,» BB A A TB T tik #42.)
B o AR R L E @B IEKBEEHR B T35 %460 - 4
# B 47 (Si0z > TH/AcOEt=95: SE 1: 1) 4 & 3.414% (32
WX 99%)[5h K AE]-2-T R A B3-(2-T AR A4 RA-KXL)B
BR LB » 2R% & o
MS: 281.0 (M-H) -

d) [sh i #%1-2-2 £ HK-3-{2-T § K -4-[4-(5-F % -2-% & &
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d-4-K)-T R A]-XA)}-5H &

BT B L) - [ShH3%]-2-T & % -3-(2-2 & £ -4-5
A-RXE)RBCE » B2-(5-FA-2-X 4 -vkok-4-)-2 8
[PCT Int. Appl. (2002), WO 02/18355 A1]R f& » # v & vk %

ToEA=ZKXBADBADZ A A(FER—HAB % = Ta)
THEMR[SAE]-2-TRE-4-[4-(5-F A-2-K & -vF ok -4-4)-
CRRK]-KXA})-RBRCE > L THME G le)pr i 4 5 & —
T EAL o T A R[S HE]-2-T A E-3-{2-T 4 K -4-[4-(5-F
B-2-RXA-Eek-4-%)CAR]-XA)-BE > Zhkm o
MS: 454.3 (M-H) -

B # 59
[shiH #61-2-Z A K -3-(2-Z & K -4-{2-[5-F & -2-(4-Z 5 F
h-KAK) kot -4-R]-TERAV-XR)-BH
BT A IR > [ShiE3%]-2-T A X-3-2-C A £ -4-5
K-RKE)-BBRCE(F H S8c))M2-[5-F £ -2-(4-= 5 F 4 -
K A)-7E-¢-4-%1-2 8 R B [PCT Int. Appl. (2001), WO
A m

01700603 A1JR K& » # w &vkwh F » £ 4 = %X 2 DBAD
FE(EA-HB_F=ZT8) TLAU H®]2-2aR
E-2-(4-Z R P& -% % )-ok = -4-
CBS THME Fl le)pf ik i — ¥ &
& &[S R ]-2-2 B A-3-(2-2 & B -4-{2-[5-9 %
i

A-KXEA)Ed-4-A]-ZAA)-%22)-m8 0 2

MS: 522.3 (M-H) -
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[5h 7 #81-2-T R K -3-3-F K -4-{2-[5-F 4 -2-(4-= £ F &

A-KA)-vkot 4-R)-ZERXV-XH)-F 8

AN T HILA)PTH > [(9hH3%)-2-T & £ -3-(4-58 £ -3-F 4 -
XE) BB OB (FH4c)Bm2-[5-F £ -2-(4-Z 5 F £ -3
B)-oRok-4- K ]-C 8RB (R M B [543 ]-4-78 3-89 & - X
B ¥ & [PCT Int. Appl. (2001), WO 01/79202]& 4-= £ ¥ &,
3 -
it
i
RE)-Bok-4-R]-CRA}-XA)-B B T8 T 54 F 4 de)
PRl & — % g4 T A R[5 H %]1-2-2 & % -3-3-F &
42 [5-FE2-A-ZRFAA-KA)vEk-4-%]-2 & A4 )-
KE)-AE > 2R % 6H -

MS: 508.3 (M-H) -

R

RAERBRAE AT B 12a)R 12b)FF ik ) > A w Aokah F o
AZXMADEAD(E R —#4 B LB B A T4 &[4
R]-2-T R K -3-(3-F £ -4-{2-[5-F A -2-(4-= L F & % -

3P

£ 461
[P #81-2-2 R 4 -3-(3-5.-4-{2-[5-F % 2-(4-Z 5 7
AAE)-vEebk-4-A1-Z R AV-X B)-5 &

pl
i

BMAAE VI IR > [ShF %)-2-2 R & -3-3-4-4-% & - %
R)BE LB (FHTa)R2-[5-F £ -2-(4-Z 5 F )
E]-CBRBBEBa[srEm]-4-83-mA-Lm 7

& [PCT Int. Appl. (2001), WO 01/79202]& 4-= §, T & & - %

Vg o -4 -

RERME - M E P 122) R 12b)FF i) > % w & ok 4 &
# R DEAD(¥ £, — % B B LB ) A T A R[S #]-2-

i\
Jin
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bzt
o
N
(V8]
pl
»
[
‘»n
'
_.a
s

=t 2-(4-Z fF R A -H )oK
4-R]-TRAR-KXE)-RBECTE O THME #lde)rr i & —
TR B33 -4-{2-[5-F & -2-(4-
SRFARE-RE)EA-4R]-CRA}-FR) AR LA G
"

MS: 514.2 (M+H)*

% ] 62

[Sh 4 48 1-2- B2 B F -3-{3-F E £ -4-[2-(5-F £ -2-# 45 -9 X
A-vEok-4- L) BA]-XHAYV-5 8

BT BIId) AT 0 [ e ]-3-(4-5 £ -3-F A £ -X
E)2-ZA ALk -mB LB [(EHae EAAL-BBKCE
(Tetrahedron (1982), 38 (17), 2733-9)& 4-% & % -3-F & 4 -
FE O RAMES4alE )R Hm2-(5-F L -2-H 45 -9 X & -
ek -4-K)- B R B (R A [ R]-4-8 3B K- KB T
& [PCT Int. Appl. (2001), WO 01/79202]& 4-F £ -5 X &
Be o M F H122) R 12b)pF i) » A w fvkag b » £ K = %

W B DEAD(¥ & — A8 = LB )X H A& > T & &[4 4 2% ]-2-
BEHARA-3-{3-F AL -4-[2-(5-F £ -2-H42-F % & vk ok

£
4-KR)TREA]-FXA-RBRTE > THAME Flde)ff il & —
T adt o TAER[MHE]-2-2HAKL-3-{3-F & H%-4-[2-(5-
TE-2-H42-FREAE-4-K)-CZARX]-XRL)-A8 2 4
& & oy B B2
MS: 470.2 (M+H)*
63
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[5h i 3% 1-3-(3-F,-4-{2-[2-(4-= R F £ -X A )-vk ok -4-£]-2
2.8

AKY-RKE)2-BHAK-H B

MR B I AT o [ AR]-3-B-R-4-2 K -K%)2-8
ARX-BB LB (TP SAc)B2-[2-(4-Z R F &£ -% &£ )-vk o
4-R]-CBRABEBEMA4GR TR 2-G-ZRATFTL-22)%
4 (K #l18a)&k 4a)) M EH 132a)E I3 K E » Aw &
kP 0 EHZFXMADEAD(F R 4 M L)X H A

A

T & R[S AE]-3-3-R-4-{2-[2-(4-Z R 7 £ -% £)-vk =
-4-%]-a§L%}-X§)-2-¥ﬁ%?:u%-ﬁwxaa T M T b
de)Fi i i — F B AL 0 T A R [ H % 1-3-(3- £ -4-{2-[2-(4-

ERAFE-FA)EA-4-L]-ZARA}-XRA)2-ERHAR-B
B 2 & & E -

MS: 498.2 (M+H)" -

% ] 64
[Sh % 48 1-3-(4-{2-[2-(3,4-= F & % - % 3£ )-5-F 4 -vf ok 4.
Al-CR KRV FPRA-XR)2-2 8K -5 &

MK PILA)PTH - [4h B 321-2-2 R 4 -3-(4-58 & -3-7 &
E-XR)-A BT (F #482)) 1 2-[2-(3,5-= % & 4 -
HK)-5-F AR -vEok-4- K- B R B (B B[4 5 2% ]-4-82 -3-
&R A -/% B8 F & [PCT Int. Appl. (2001), WO 01/79202] & 3,5-
= ¥ R K& -# K& i (PCT Int. Appl. (1992), WO 92/09586
A AR EHF120)R120)pF i) Rw kv F > £ H = X
¥ & DEAD(# % RE L B)X B A TR [
2 ]-3-(4-{2-[2-34- = PR A - K % )-5-F -k -4-£]-C
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AE}-3-FRALA-RXA)2-ZAL-R8k T8 THRME H 4e)
Prifl i€ — % &b v A& R[4 4 1-3-(4-{2-[2-(3,4- = F & £ -
E)-5-FTR-Eok4-R[-ZRAA}3-FAL-X£)2-2 &
-RE o LR R E R

MS: 500.3 (M-H) -

<
r=n

T

Y

e

T #65
[Sh 74 2% 1-3-(4-{2-[2-(3,5-=— % & Bk -% &)
X2 A8 XV-3-F R A-XH)H)-2 )

ALK B Ld) BT 0 [ 5K AR 1-3-(4-58 A -3-F RO - X%
B)2-R B A A-Am e[ HeRAmat-aee s
(Tetrahedron (1982), 38 (17), 2733-9)& 4-% & £ -3-% &

én
5
i
53
L
&

-/\ ’ﬁg‘%-

TE MK S4alE ] ] #2-[2-3,5-— F A A -%
)-5-F K -vR ok -4- K 1T B R R (B M8 [ H sk ]-4-58-3-
B A - /% BZ T & [PCT Int. Appl. (2001), WO 01/79202]& 3,5-
= P R K& -# X & i (PCT Int. Appl. (1992), WO 92/09586
Al)’%ﬁ{u%‘*{idlZa)&le)P)’rifi)’75’;‘095(."7”:":%‘?’ﬂ'ﬁ’ﬁ_-’:’-
M BRDEAD(Z R — 4 8% — L B)X A £ ° T 4 &[4 5
2 ]-3-(4-{2-[2-3,5- = P A A - K K )-5-F £ vk ok -4-£ ]- 2
AA-3-FTARA-XA)2-Z2RAL- AR CE R THRME
Blde) P i i — % &b » A& &[4 4 4% 1-3-(4-{2-[2-(3,5-= ¥
AK-FE)S-F Rk 4-£]-CRA)3-FTARA-KL)-2-
AARAA-FEE - ZH60EHE-
MS: 514.3 (M-H) -
] 66
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[k if #%1-3-(4-{2-[2-(3,5-= F R -2( 3 )-5-F 5k -vk ok -4- 2 ]-

CAKY-3-FARA-XX)2- B RE L -FE
MK L) RT o [Sh K s ]-3-(4-52 &£ 3-F A R -X

%)-2-5’%%%}3-%&&6@5[%&%5ﬁ-n’éit,z%-é%&‘ia

(Tetrahedron (1982), 38 (17), 2733-9)& 4-2 &, £ -3- ¢

TR AT I S4alEC)pF i ] B 2-[2-(3,5-= F & -K £)-5-
PR-Fok-4-A]-ZBUH AN ER]4-23-FAL-KET
& [PCT Int. Appl. (2001), WO 01/79202] & 3,5-= % # -z 3

3

AR (R B 3,5-= F 4 -% gk A NaSH, NH,CI# N,N-= ¥ # 7
RERE) > AT H12a)RI2b)FF )R & » 5w Bkl & o i
ﬁiX%&DEAD(ﬁﬁL}'&E&LCE&)‘(#&"ﬂ’iﬁi[f’l“iﬁi
ii]-3-(4-{2-[2-(3,5-;‘?ia-x%)-&‘%%-vgvi-4-£]-a§u
A}-3-FRAA-XA)2-Ema % -R B LB 0 T MR # de)
PR & —F &4 > A& A [sh 4 3 1-3-(4-{2-[2-(3,5- = F & - %
B)-5-FR- Bk 4-A]-ZAA)3-FRAA-XK)2-25 &
A-AE > ZRH%6EE

MS: 482.3 (M-H) -

T P67
[Sh iF 4% 1-3-(4-{2-[2-(3,5- = F Sk -35 3L )-5-F & ok ok -4- 3t |-
CAAYI-FRA-XR)2-2 84 -F %

BMEOIDPR L o [ShH%]-2-CAA-3-(4-8 £-3-7 &
KAE)-A B T8 (F 61482) 0 2-[2-(3,5-= F - % 2 )-5-
TA-Eok-4-R]-T B R B (B 8 [4h#Hs]-4-38 3-89 2 - &
B ¥ & [PCT Int. Appl. (2001), WO 01/79202]%3,5-= % % -

A -
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r“’

MO BR R (R B 3,5-=— F X -F BF A NaSH, NH,CI# N,N-= ¥
VAR

Ew.

Ml ) M EH 12a) R 12b)FF i) A w Gkl ¥ v i
AZXBADEAD(E R 48 LB AL THEA[SHE
3 1-3-(4-{2-[2-(3,5- = F £ -% K)-5-F K-kt -4-%]-2 &
E}-3-FRAA-XE)2-CAA-mB T8 £ THME #lde)
PRat i —F B4k 0 A R[4 H 3 ]-3-(4-{2-[2-(3,5-= F % -%K
K)-S-FA-Eek-4-K]-TRA}3-FTRA-XR£)-2-2T &4 -
RE > ZHREEHM-

MS: 468.3 (M-H) -

568

a) [Sh i 281-2-T R K -3-(5-T R A -2-R-4-5a Bk -RX %)-H 8

Z B

BT la)prd » 4-FREA-S-CAA-2-A-FE[EH A
5-T Ak -2-7-4-5 X -5 8 [PCT Int. Appl. (2001), WO
01/90051 AL]AR F £ ik > RE4EH T HF]IR(1,2-=C & £ -2-
Bl k)= X KX 4 1L & R & [Tetrahedron 50(25), 7543-56
(1994)] » =T & R 3-4-F A X -5-T & # -2 K £)-2(Z,E)-
RKX-BH KR CTE -3-4-FAREL-S5-28%-2-5-%
A)2ZE)-TARX-AHBRCE  WwE L)AL T
R[S HR]-2-TARKE-3-5-TREA-2-R-4-2E45-XR)B
BR LB - &6 MGk
MS: 299.2 (M-H) -

b) [4iF381-2-Z R K -3-{5-TRK-2-8-4-[2-(4-82 R AL -K

A)-vkok-4- X F ERX|-XA}-H 8
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MK B4 P 0 [ShiE3%]-2-0 & £ -3-(5-2
A -RE)RBR BRI AT A2-4-BARA-KA)E
TRBEHM A4 ERAE R XERRIZ- R G AT
Blaa)pf it » AL k¥ EH BB LZH L o T A K[ H
)-2-T AR -3-{5-CRA-2-F-4-[2-(4- 8 F & -% £ )-ok ok
AT RE]-RA)- BB B > B THME B de)ff it M i
—F e £ R[S EHHE]2-T R K -3-{5-2 & £ -2-
4-[2-(4-R AR -RAA)E4 4 A TFTAL]XRA)-FE 23
w & B
MS: 486.3 (M-H) -

-l

Rk

T 69
[5h 7 3% 1-3-(4-{2-[2-(4- 5, - K 5k )-5-F % -vk ok -4-% -2 &
AY-5-THEA-2-F -XE)2-LEA-F

BR
BMMT B4 > (4B 3 ]-2-T R A -3-(5-2 & & -2-

—G %‘

A-fE R -RA)-M B L8 (K 01 682)1 8 2-[2-(4- .- % £ )-5-
B-Rok-4- K- 8RB (B8 [ 5 ]-4-8 3-8 £ - % B
7 & [PCT Int. Appl. (2001), WO 01/79202] & 4- & - % %

ﬂ?&

Be o BT BI12a) R 120)FF it ) 0 A W K vk og b o tH =X
B RDEAD(E R~ # M — L &)X A & > T 4 &[4 4
8 ]-3-(4-{2-[2-(4- R -K K )-5-F & -f ok 4-£]-2 & £ }-5-
CRE-Z-R-FE)2-CRE- BB & £ T HME H 4e)
PRt i — % 46 v A& &[5 4 1-3-(4-{2-[2-(4- & -X £)-5
TE-Eek-4-K]-2z a4 P-5S-TAA-2-A-XR)2-2 A £ -

ME > EX%EE M-
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MS: 508.1 (M+H)"
£ %70
a) [Sh i 7€ ]1-3-(3,5-= A -4-5 X -X X)-2-Z & R -H B ¢ &

BT Flla)prd > 4-F G A -3,5-— R -F (2 #Hg3,5-
= #-4-% ¥ -% B [Journal of Medicinal Chemistry (1989),
32(2),450-S]1 & F R ik e N ] B (1,2-= T & &£ -2-
B Z &)= K K # 1 £ R M [Tetrahedron 50(25), 7543- 56
(1994)]°T & MR 3-(4-F R A -3,5- = f-X £)-2(Z,E)-¢ & % -
B L BE 0 3-(4-F R A-35-— f-KXA)-20Z,E)-2 & £ -
M B L BS 0 de F Bl 4c) AT ik AR BAb 0 T A R 3-(3,5-= F-4-
FR-KE)2(ZE)-CEAA-BHB LE -4 7T 81t &% B K
R 3-C5-—R-4-BE-KRL)2ZE)-TAA-B B
BB B AR3-3,5-— A -4-2 A -XK)2ZE)-T A K-F
Mo BL o 3-(3,5- = R -4-5 X -K EK)-2(ZE)-T A A -F B B
PA/CH Ba 8L F &4 > T & R[4 4 3% 1-3-(3,5- = fL-4-% & -
RE)2-ZAR-AE > TENTLE T BESI 384 -
BMALET  THER[IHE®]I-3,5- = f-4-5 £ -%K £)-2-
CRA-REBLE  ZRZTEHMEHK -

\\

EFL

A

MS: 274 (M)*
b) [4h 74 38 1-3-(4-{2-[2-(3,5-= F F B -% 2L )-5-F % -o% ok
A]-T A HKY-35-— f-KXA)2- TR RA-H B
AL E BILA) AT o (50 5 #1-3-(3,5-= fL-4-%8 £ -3 % )-2-

P
CARX-HETE » #2-[2-3,5-= F R-% £)-5-F & v ok

A
4-K]-C B R B(E M A ]-4-00 3-8 & - K B T B
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[PCT Int. Appl. (2001), WO 01/79202]% 3,5-= ¥ & & -5 %
& M (PCT Int. Appl. (1992), WO 92/09586 A1)#i L & 4 12a)
B A2b))Fr ik > e Hoekeg F 0 # A4 = X B RADEAD(F £ =
R LB HAE > T A R[S #&]-3-(4-{2-[2-(3,5-= F
AAR-KK)S-FR-vEok-4-%)-T R L)-3,5-Z A -% £)-2-
CRE-BBELE THRME4e)PF i —F &1t &£ &[5
H AR ]-3-(4-{2-[2-(3,5- = F L & - K B )-5-F & -oF ok -4- 2 ]-
CARE}ZS-ZR-XA)2-Cat-m8 > ZEERR -
MS: 506.1 (M-H) -
71
[5h H A8 1-3-(4-{2-[2-(4- R - KX K )-5-F H -vk ok 4-2 ]-7 &
AY-3.5-— R-XE)2-ZEHA-AE

AL T LAY AT o (S R ]1-3-(3,5-= A-4-52 k- £)-2-

I\

CRA-BBETE(EHT0a)8m2-[2-(4- 8 -% £)-5-F £ -%
4-R]-T B R (B A [shH )40 -3 - R 8L T S
[PCT Int. Appl. (2001), WO 01/79202] % 4- & -% ¥ 8 fi -
PR #l122) R 12b)FF ik ) > A w Bvkwh P > £ A = X B AR
DEAD(Z R A4 8% — L 8)X A 4L > T4 K[ F%]-3-(4-
{2-[2-(4-R-KE)-S-F A -vFok-4-R]-T & %1-3,5-= f. -
E)2-ZRE-ARCE > THEMET b))l — % &1t -
BR[O R ]-3-(4-{2-[2-(4- R - K £ )-5-F £ -0k ok -4- 4 -
CRAIDS-ZR-KXE)2-CRA-BH > ZRLEESH
E 7%
MS: 480.1 (M-H) -

A

Shi

H

87212 T -134 -



1338686

= 1 72
a) [S7F 48 1-4-[2-(5-F A& -2-# 45 -F X K -vE ok -4-£)-Z &
- K 3 [b]-g o -7-8%

0.275% £ | (K #162)22-(5-F K -2-H42-F K 4 --%
A -4-K)-ZEB(IBEEHF)ZA6EFFTERF » BAHO0C T 1
0.210% 4-58 K -3K 3£ [b]vE % -7-85(1.18% £ F ), 0.309% = ¥
(118 X H ) 20.238% (1.18% ¥ H)DIADAg 4 & 52 - %
AL is o BB IBO R o B A Bk > AACOEt=
& I > A NaOHsk # » B vk 7k A NH,CLE & ik #8 > & 5
BR& E Sk BB AR # Bk B IF(SIO,» T /AcOEL
=8/2) RHE A A0.201 £ 2L b& 4 » 2 & & -

MS: 394.1 (M+H)" -

b) [ShiA#&1-2-C f Fh-3-52 3K -3-{4-[2-(5-F & -2-4 45 -

K-vg ok -4-F)-CEA]-XE[blEw-7-K)-% 8 T &
LDA#THFZ % » REZEF B H #H 50.102% =
E(1OEZ ZF)R0.61E# 1.5 M BuLi(& % )A 2% # & %
THF» £-10C FT-A 4 £-75C# A ANEH1E F THF20.121
RCARBMBCE092ELF ) L BEBHI0N4 0 5%
B R EH R BH-T5C Fh ANEH2%E 4 THF ¢ 2
0.120 7 £ it % 5 2 [ 5 48 ]-4-[2-(5-F £ -2-H 45 -F %X % -
Kok -4-K)-TRA]-KE[b]EH-7-8(0.305E L F)> BB
B E T BREI05 4 o 4 A &k /NH,Cld » W4
Awm;%im’a*%’ﬁ%&éiﬁﬁ’ﬁwﬁﬁ’ﬁ
Z Hik B (Si020 @ 4 /AcOEt=7/3) T 4 & 0.139 % 42 # 1t
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(B R/ Hp-BE ) ZMEE %
MS: 526.3 (M+H)"
c) [sh ik #%1-2-T F & -3-{4-[2-(5-F A -2-# 45 -F % 3 vk ok

A)-L R K]-KX 3 [blekwnp-7-K -5 8 T &
0.138 52 L at # fif X [4h 4 4 1-2-2 & £ -3-#& £ -3-{4-[2-
(5-F K-2-#42-F XX -vEok4-£)-TAE]-K & [b]E»
E}-AB LB 023EELF)sAI3EH=ABBEY &
OCTFTROAITEH=Z AR (10E B)EE » BRELOC
TAEABHEFANE > STLCHA TR LY HE LY - R AR
& 4 B Bl N Bk /ACOEt/NaHCOs % » # 4% B A Kk ik (K 48 %
PHE~8) B A B Kk » EAABKA L3R $AKEE - B
i B # (SiOy » T 4% /AcOEt=82/18)7T 4 % 0.090 %, 40 # 4b &
oo 28 EH
MS: 510.4 (M+H)" -

c) [Sh % 781-2-T R, & -3-{4-[2-(5-F % -2-% 45 -F X & vk =

4-K)-T A A V- K # (bl -7-2% )% &

0.089 5 b it B fis 2 [4h 4 42 1-2-T & £ -3-{4-[2-(5-F %
2-HAE-F R ARk 4-K)-CRA-KE[D]ES-T-£)-F
B LB (0.1752 £ F)ix# 1.1% 9 THF/EtOH=1/1% » #.0.53

EHNaOHGBE )R E > ARBEBETHRELIE « R AR
4 BB N K /ACOEU/HCI(FF)F » A B i kik » 4 58
K PR EAEZTH - T IW/ACOEtP £ 8 > T 4 & &
#0074 2Bt o 4 28 & %8 » mp 126-27C -

MS: 480.3 (M-H) -
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B 73
[Sh i 7% 1-3-(4-{2-[2-(4-% = T #t - % £ )-5-F & -of ok -4-
AT R AV-H-1-X)-2-Z 8% -F 8

MBMROIT2HEM 2R AEDS H P 2 -8 £ -%-1-
B RN A4-F2 K -RKE[b]E»-7-8 » R2-[2-(4-F = TR -%
£)-5-F K-k ok -4-K1-C B (F #112b)) B X 2-(5-F £ -2-%
B-FRA-Eek-4-K)-2 8 24 & H 4 mp90-93C -
MS: 516.4 (M-H) -

T 74
[ 5t H #% 1-3-(4-{2-[2-(4-% = TR -KK)-5-F & - ok -4-
AR AKX E[b]Ew-7-£)-2-2 G & -5 &

BT PIT2f 0t 12 e a)d B b 45 A 2-[2-(4-8 = T 4 -
AR)-S5-F R-Rok-4-£1-2 8 (F 4] 12b)) R £ 2-(5-F £ -2-
HA4a-FRRA ek 4-R)2 8, 24 & E 5 > mp 152-154°C -
MS: 522.4 (M-H) -

T # 75 '
[$h 74 #%1-2-2 & & -3-(4-{2-[2-(4-& & # A AK)-5-F K -ox
-4- KT A KY-K (bl -7-K)-2-Z A A -FH &

MM T HI2 R > 25 % Ha)F 48 A 2-[2-(4-8 5 4 -
RKA)S-FHR-vEok 4.2 K- B (AT HADRA2-(5-F £ -2-
HAL-FTRE-Eek-4- L) 28> 28688, mp 120-22°C -

MS: 508.3 (M-H)" -

T 76
[ShF & 1-2-B & G £ A -3-(4-{2-[2-(4-B & £ R IE)-5-F % -

87212 T -137 -
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Rk -4-R-T R AV-EK-1-%)-5 &

AT B3R M > 12 k% Fa)d £ M2-[2-(4-8 & £ -%
B)-5-F R -vEok 4K )-TEB(REH AR K2-[2-(4-8
E-XA)S-PTHAE%-4-%])-28 AAFTHEDFALHD

ABBRIERRKCALABRCLE » 296 0K

MS: 516.4 (M-H) - |

T H 77

[hiF A% 1-2-2 § Ak -3-(4-{2-[2-(4- 2 H Bt - X £)-5-F & vk

d-4- K- A-E-1-R)-F 8
ﬁMﬁWﬁ%ﬁ%’fw&%%waxaaﬁ B T & B A
ARAKXLHLE 296858 111-13C -

MS: 504.2 (M+H)" -
£ 478
[Sh i 78 1-2-T 8 A -3-{4-[2-(5-F £ -2-% 45 - TR - w4
A)-C R RA]-%-1-A}-H 8
MM EBII2ME > FhE S Be) b 4B Rh-K - 1-BRAL-5

A-XE[b]E%-7-8 > 246 &8 > mp140-41C -

MS: 474.3 (M-H) -

T 579

[Sh i #%0-2-8 8 G A5 -3-{4-[2-(5-F & -2-% 5 vk ok -4- 2 ).

A A-XED]En-7-£)-/ &
&%mnﬁ%’ﬁ£&%n¢&Mwaggqqy@&
- EBE(LTH )R AR2-(5-F £ -2-H45-F % & vk ok
)-LB o RASHEDTERALRBE LERAC AL

4:4;
W*ﬁ!‘

87212 ) -138-
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BEEL LB 0 ZH G & E R > mp73C o

MS: 482.2 (M+H)*

B %] 80

[5h i 7% 1-3-{4-[2-(5-F B -2-3% % -vk ok 4- £ )- 2 G K ]- %

-1-AV-2-H A -F B
MR T OITOR M 2 £ 5 BFa)d ;U2-(5-F £ -2-% £ ok ok
“4-K)-TEE (R F H 1R K 2-[2-(4- B2 m A -KX A)-5-% % -k
H-4-R]-CE O RASEDT A A ALARER LBERA LS
ARABBLE Z9&6EM 5 95-99C -
MS: 474.3 (M-H)" -

B )81
[Sh it AR 1-2-F @ IK -3-{4-[2-(5-F 3% -2-# 45 - P 3 vk ok 4.
X)»-z e k1-%-1-%1-5

MAEPIS BAESHEDT AT ALK LB RKC &
KLHTE  2HE88 5 155-56C -
MS: 462.2 (M+H)"

T 5] 82
[Sh i 48 1-3-{4-[2-(5-F £ -2-# 45 -7 XK -k 4-H)-7 &
Al-E-1-XV-2-FBARX-BH &

ﬁM%WM’QE&%M¢M%i§%$C%KﬁWi
ARBLE L9688 > mp 123-24C -
MS: 488.3 (M-H) -
B ] 83
[ i 7€ 1-3-(4-{2-[2-(3,5- = 7 K - % Jt)-5-w A v o -4- 3t ]-

87212 o -139-
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LAKAL-KXF[blE5n-7T-%)2-2 & X-5 &

AR B2 3 0 {2 & FHa)d 4 R 2-[2-(3, 5-=— ¥ & % -
FAE)S5-F Kok -4-%1-T 8 (R T 70b)R K 2-(5-F £
2L -F XK Rk 4-R)-28 o 2680 mp 148-50

B

C .
MS: 526.3 (M-H) -

% ] 84

[SF i# 7% 1-3-(4-{2-[2-(3.5-= F § % -% &
A-T R A}- Kt [blkey-7-%£)2-F G 4A-5 &%
MMEHI8I (25 |b)P X 7 &L BEE
KB LEE > 249688 > mp156-57C -

MS: 512.3 (M-H)" -

E % 85
[5F /4 3% 1-3-(4-{2-[2-(3,5- = F § £ -% £ )-5- T -eE ek 4.
AT A AEY-XE[blE-7T-£)-2-BRA%-5 &

MMEHIBI FASEDTAERARBER CERR L
AABHLE Z2HER > mp 150-52C -
MS: 540.3 (M-H) -
B 1] 86
[5h i #% 1-3-(4-{2-[2-(4-% = T # - % #)-5-F & _of ok -4-

A1-T & AY-%-1 A)-2-EREA-F &
ﬁm%mn’@ﬁﬁ%m¢uﬁﬁﬂ%%ﬁ5%§ﬁa
AABBCLE 29 EEH% > mp 75-85C -

MS: 530.3 (M-H) -
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£ 1] 87
[5h i 4% 1-3-(4-{2-[2-(4-% = T B -K £ )-5-F 5 -vf of -4-
A]-CHEY-KE[blED-T-£)-2-FBARL-% K

BUERT4 FEASEDF A RALBEIERAT
AABBCIE ZH6EE mp76C -
MS: 536.3 (M-H) -

P

B ]88
[SF iF 7% 1-3-(4-{2-[2-(3,5- = F &L K -K £ )-5-F 5 -k ot -4-
AI-CEALY-F-1-%)-2-Z 8 %-5H&

BMEHE s Fa)b  Ma-2 h-%-1-8RK4-5
A-Ki[blEm-7-88 » 28 & &8 > mp 133-35C o
MS: 520.3 (M-H) -
£ ] 89
[$h 4 32 1-2- ¢ -3-(4-{2-[2-(5-F K -2- K A -vF ok -4-% ).

ENP
CEHK]-F-1-X}-F 8
BMMEE BESHEZDTRACALBEHRLERRAS
ARXBELE > 249 6B 8 > mp 140-43C -
MS: 460.3 (M-H)" -

£ #] 90
[t i 38 1-2- 2 § Jk -3-{4-[2-(5-F A -2- K %k -vf ok -4-%£)-2

A 1-K 3 [bleg o -7-% &
BT HFI8I 12 £ $Bra)d n4-7 L -K it [b]oE »-7-88 %
Ré-#k-%-1-88> 24 & E % > mp 146-48C -

MS: 466.2 (M-H) -

87212 o - 141 -
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1 91
a) [P ih #£1-2-2 @ K -3-[2-F 3 -4-(4-F & -2- 5% 3k -of ok -5-

AT ERHA)RXK-H 8 T A

AR HI10c) P - [Sh il ]-2-T & & -3-(4-72 £ -2-7 %
A)-BEBETEE(EFL10b))E (4-F K -2-% % -vk ok -5- 2 )-

¥ 8 R K& [PCT Int. Appl. WO 02/80899 Al]° # = X B & &
—HRBR_CTEXAELET > TA R[N H%]-2-T & £-3-[2-
FTR4-(4-FA-2-XA-Fok-S-RAPARA)XE]-5&

>('>_'h

B > Z A/ E Y o
MS: 440.2 (M+H)", 396.3, 227.3 -
b) [S i #81-2-2Z & 3K -3-[2-F 5 -4-(4-F 3 -2-% 2 -of ok -5-

AP A E)EXR]-H &

ALK BLL10d)AF s >[50 74 421-2-T & & -3-[2-F £ -4-(4-
TE-2-XEA-EA-5-KPREA)-XA]- A8 8 ALIOHE
B oo RF[SE#]-2-T R A -3-[2-F £ -4-(4-F £ -2-3% % -

ek -S-APRRA)KRA]-BE > Z&Ew -
MS: 434.4 (M+Na)", 412.2 (M+H)", 315.1, 228.3 -

T 492
a) [ iFj A% 1-3-{4-[2-(2- & - X K )-4-F & -vk ok -5- 24 7 g
h1-2-F A-XXV-2-C A A -%H &% T &

ALK BI10C)PT i - [Sh 7 38 ]-2-C A A -3-(4-5 £ -2-7 &
E)- BB B (FHI0b)M[2-2-R-K % )-4-F & v o
-5-%]-F ﬁ%fiﬁé(iﬁuﬁaz-g-@ﬁ”aﬁﬂ;&z-g-

87212 o -142-
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—CEXHEET T RSN %]-3-{4-[2-(2-8 - %
TA-vBok-S- AP HA]-2-7 £ -% A}-2-TRX-HE L

B » 28 &g o

MS: 496.2 (M+Na)", 474.1 (M+H)"

b) [$h i 4% 1-3-{4-[2-(2-F - % £ )-4-7 # Rk S-R PR

Al-2-FR-XAV-2- 28 -5 &
AT B LOd) AT it o [$h 34 3% 1-3- {4-[2-(2- &, -

-vg"i-S-ii“Pil.J-_]-Z-WE-X}E}-Z-CQE-%&LEEPX

¥

LiOHRE 2 - vk 7 [4h 4 4 1-3-{4-[2-(2- &, SR )-4-F K ok o
SR T ARK]2-FR-ERI-2-2 R £ - NE > L8854 -
MS: 468.1 (M+Na)", 446.2 (M+H)*, 371.3 -
 # 93
a) 1-iR-2-8 -4-(X A P & H)-%

BALK BI23b) A ik o 1-f-3-(% AEX)RHFHEMH1-£

S(KREFTARL)-X BAA. Durrani, J.H.P. Tyman, J. Chem.
Soc., Perkin Trans., 1 1979, 8,2079-2087) 1A N-i& 3% 34 B2 & fi
R RRABEET TAERL-R2-R4- (XA P& L)
o LA Em o
b) 4-F% R K -2-F -% 8¢

AR B 23c) P it 0 1-38 2B A (KA P A KK 1
n-BuLi& N,N- = ¥ # Waﬁ}}t&m—*\mgg‘[“’kﬂrﬁ‘#&iiﬁ"ﬂ'i
MA-FRK-2-A-Fa 2468
MS @ 230.1(M)"

a

©) (8)-4-F & -3-[(28,3R)-3-(4-% F A -2-F-% £)-2-2 &
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3-8 Ak - B Ak 1-oF ok vk -2

AT Bl 1Ta)pr it (S)-F A -3-2 & £ T & 4 -oF ok ox -2-
B RM(S)-FA-3-CRARE L A-"Fekw-2-80 » & D.
Haigh, H.C. Birrell, B.C.C. Cantello, D.S. Eggleston, R.C.
Haltiwanger, R.M. Hindley, A. Ramaswamy, N.C. Stevens,
Tetrahedron: Asymmetry 1999, 10, 1353-1367)84-2F & £ -2-
R-FTHRE  AZLBRZFEE L TEAMZH LT >
T A A(S)-4-F £ -3-[(28,3R)-3-(4-F A A -2-R-% £)-2-2
AE-3-ARA-BEA]-Fokg-2-80 0 2 & &0k o 448 H-
NMRAEZE > wH ERH 2 —%AEE - B2Y T4

28,3R> 4k #£ D. Haigh et al., Tetrahedron: Asymmetry 1999, 10,

1353-1367 -
MS:516.2 (M+Na)*, 476.2, 435.3, 419.3, 387.1, 330.2, 203.1 »
d) (2S.3R)-3-(4-F & X -2-F-%)-2-2 Ak -3-5e K -% B

¥ &5
MALE BILITO) PR 3+ (S)-4-%F 5 -3-[(2S,3R)-3-(4-% & &
-2-F-K K)-2-2 & BA3-Fh-mmt]Foa w2 BTG
16 d 70 F B K 1 > T 4 &% (2S,3R)-3-(4-% & ®-2-F-X
B)2-CAK-3-HRL-BHTE Z86R® - KHEH-NMR
WS TIF—B% —EH 24y o
MS: 371.3 (M+Na)", 331.3,303.2,279.2, 242.2 -
€) (28)-3-(4-F R A 2-F-X £)-2-T f K -5 & 7 &
MAE BILTC)pr i > (28,3R)-3-(4-%F & £ -2-4,-% £)-2-

C?L%J-%'ﬁ’é%-rﬁﬁﬁWﬁ‘éy;(}_&}&f?if&i’:‘iitﬁéﬁi?ﬁi
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B T AEMORS)-3-(4-FAA2-A-X££)2- 28 4-BF @

0 L8 E KR -

MS:355.2 (M+Na)", 350.3 (M+NH,)", 333.3 (M+H)"*, 245.3 -

) (28)-2-2 & K -3-2-F -4-5e R - ¥ Bh)-% 8 P &
BA4E B 17d)p7 ik > (28)-3-(4-F & £ -2-R-X %£)-2-2Z &

E-RBTE > £10% PI/CE & » T £ & (25)-2-2 & &
3(2-R-4- R -KE)- R TE  ZAE R -

MS: 265.2 (M+Na)", 260.2 (M+NH,)*, 243.3 (M+H)*, 197.1,
155.3 «

Ak

g) (8)-3-{4-[2-(4- % - % 5k )-vk ok 4- 3£ 7 5 K ]-2- 4. - %

Ai-2-2 &0 -HE 7 Es

840 K ) 14b) B it » (2S)-2-2 3-(2-fL-4-78 K % 2L)-

S

EiRP
REL T B MA-R T R -2-(4-F-%K )& ok (F 4 142)) & -
1 5 B %&théwz.#ﬁT’Tiﬁk(S):%H [2-(4-& - X
K)-Eek-4- A FHA]-2-8 *z%}-2-a’£mik-ﬁwé‘a?§5’i
%R e e

MS: 472.0 (M+Na)*, 450.2 (M+H)*

h) (8)-3-{4-[2-(4- & - % % )-vk ok -4- 2 7 A& 1-2- 8 - X

A1-2-2 &8 %-7 %
A E I 10d)FF o (S)-3-{4-[2-(4- &, XK K)vEok 4.1 W

AAE]2-R-XK)-2-ZAA-AEE Fas » HLIOHE 52 » T %
(S)-3-{4-[2-(4-R- K A )-vE ok 4- % P R A ]-2-f-K £ )-2-
CAKX-BB > X% 6 E.

MS: 436.1 (M+H)", 390.9, 304.2, 261.7, 241.3 -

87212 S - 145 -



1338686

B 5 94
a) 4-F A -K 3 vk wh

Hue4r(2.68% » 1942 L F)ANN-_ 7 % 78l (8%
HF)ZHRF > A E-KiEvkah(2.64 0 19.4% % F)H
NN-— FHPEHEEBEH)ZER " 2CRARAZI T U-£
A-KEtvkwhx #2 #H R ° G. Kneen, P.J. Maddocks, Syn.

Commun. 1986, 16, 1635-1640) - & B 2°C F # #5045 4% 1% -
ASHybEm AT RBBI3LTH > 194 L F)#H2CTF - %%
BAE2C FHEMHEI0N48 > AEBBAE FTLSHE « A A
KRB QROEH ) m iR A T B E IR R o iR A 8 E R4 A
BRE=ZR BARBEMNELER BEHAETERR EH
EAERRBAHGILBE > SR)TAE R4IL(19.2F £ F
99%)iF b ot 0 & & HK -
MS: 224.1 (M)"
b) 4-F & & -K it vk vh -7-8%

B AKNN-— P % Fafk(12.1% » 1662 £ F )i & & &
T AEHRLAHFTRAEEmEBBR Y (1144 0 7158 F
H) b BEFLBELALBIOC » £10°C FT305421#% > XA
30248 X E M ARNN-Z FHTEROEII)F 24-F & &
Rk HIERO3L LT EF) RERBRAYWEELSE
TFTHHEI0» 4 B#E mwHh F1000C - £100C F104 48 4%
RAMAESSTC T A A3 8 > AH4 E10°C » R 25%E: 8L 43 K

-

SR F A A T AL BRI o R IR 4o 0 B BR
WA RIBERBE  BAKE  EAREMNESE - 2R
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THBEEH TEARKFES  ETRERE W& LB F
S I /ACOEt=19/1)T £ M 1.8 4 (7€ £ F » 17%)42 % L &
Yo 2wk o

MS: 252.1 (M)*

c)3-(4-F A K -Kitvkoh-7-%)-2Z-Z /B -H 1 8 T 8

(1,L2-Z TR A-2-BAZ R )= XL R (2.04% - 48FE £ F)
B DBU(0.8% » 522 £ F)ATHFU0ZE £ F )2 4% % » £ 5%
RBERBERXATHEBEIONE£[(1,2-— 2 A& L-2-BA2 £)=
Kb £z ®# > ALK.K. Bach, H.R. El-Seedi, H.M. Jensen,
H.B. Nielson, I. Thomson, K.B.G. Torssell, Tetrahedron 1994,
50, 7543-7556] e AN4-F R A -K E vk ey -7-82(0.8% » 3.2
EEXEH) BRAMAEAGAE FTBRI2ZNE - AHAEABRTE
b5 REMATBRTLERIK > Aiafe Y NHCKA R & ik 45
BABARE K - AREERBMESLIE > ZHABRRT
HE BAGYUAERBH &AL (BB » &% /AcOEt= 9/1)
TAMROSARL2EXH > 69%)I2HM Lo 4 » 2 8 6 54 o
MS: 366.1 (M)", 275.1, 173.0 -

d) [ 4%1-2-Z R A& -3-(4-# K -23-— F-K Fvkop-7-5)-

7 B T &

3-(4-F R A -R vk -7-%)-22-Z R A -5 % 8 ¢ & (420
% 1.15%3@@)%?@(17%%)&10% Pd/C(100% # )k
A > AEREBEBR FT2008 « B EBAH ZHARET
KE BREGHEBW (B » T /ACOEt=4/1)T & £ 2405
2086 X H » T5%)th 42 ML b4 0 Z 4 6 mid o

87212 - - 147 -
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MS: 279.1 (M-H)", 265.2, 141.0 -

e) [h 7K #%1-3-{7-[2-(4-F - (K K )-vF ok -4- A P & £ 1-2,3-=

- %
f-Xitvkwh-4-R1-2-Z & A -5 B T &

AL T Bl 14b) AT i - [Sh K 48 ]-2-T R & -3-(4-72 % -2,3-=
-Kitvkog-7T-%)-RBE B> H4-KFE-2-(4-AXK)-%
d (EH l4a))R B> BB Rsribér £ T 0 T & &[4
A ]-3-{T-[2-(4-R-KX A )-Ed-4- A FAK]-23-28F-X
Erkvg-4-K}-2-TRA-RBRTE > ZREEY
MS: 490.2 (M+H)", 488.3 (M+H)", 442.2, 414.2, 249.2 -

f) [5h i 48 1-3-{7-[2-(4-K -K FK)-vE ok -4- K ¥ & K ]-2,3-=
f-Ritrkeh-4-K1-2-2Z A K -7 8

B E 1 10d) A7 > [0 A AR ]-3-{7-[2-(4-R - K &)k =%
4-K PR A]23- R - KBk -4-K)-2-T A K-

)
SN
E ok -4-

B > A LIOH& 3 A 13[4 38 3 1-3-{7-[2-(4- 5 - % £ )--
EPRE]23- A -Kitvxvh-4-A)-2-CAL-AEE 24
& i o
MS: 458.3 (M-H)", 340.2, 283.2, 255.4 -
B #1195
a) [$h i 4%1-3-3-% Rk -K it okot-7-R)-2-Z fA-H 8 T
B

S (0.5% » 20.6% £ F)hw £3-(4-%F R & -5 i ok o -7-
£)-2Z-TRE-F % B L8 (0.8% 0 2.18
W7 B Q6% F)EATHF(13E 44 )£ B B
oo B miRE240C > H B R AIF IR B 2

mﬁﬂm
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BB AKRBHRR mABRIISEF(Ix 428X F)ER
BRAMBEBFEI2]F  c BRAHEOC > B W25%NBEER
KERANEMABRSELE - RAMWUATLELEFR R
HRAWMLBLUEBARNUKREZLR  BAHAENLELE-
B AT ARZEAILESHO0.TTE » 2168 EF > 99%)
ATAHAFT - % 9 FEHE—Fai-

MS: 354.2 (M)*, 237.2 -

b) [ ik #%1-2-Z A K -3-(4-F8 B -Kibvkep-7-%)-& 8 F &

ZFHM@AEH 0T X F )R =AM T EA@iLd
(46%%: & > 3.3 4 > 12 L F ) Z[5M0H 4&]-3-(3-F R % -
Kitokwh-7-X)-2-CRAEA-AE FE(0.85% » 2.4 £ H)#»
AT HQSEHFI)EAXATIAALABRRFT REMWAERK
BETHFONTF A KKRF  A_RKRFRFEFRZK R
GMERMABRE  BABEBEMELERER  ERRTH X
EE T A REEH AREFREEWHHLIALH B Tk /AcOEL
=4/D)T A R04SH (LTEEF » T1%)HFEALEY 0 £E R
A
MS: 263.0 (M-H) -

-
—

\

c) [4b i #81-3-{7-[2-(4-R - K K )-vF ek -4- K F A K ]- K vk
g -4-K}-2-T A K -H BT B
LT B 14T i o [4h K 32 ]-2-T R A -3-(4-578 K -K i vk

wh -7-K)-F B P B M 4-8 F K-2-(4-R-FK K )--E o (F #
lda)) R & » A B 46 Rt ibdr 2 B AT > T £ R[4 H

B 13- (7-[2-(4- F - K )-vk ok 4- K T R & |- K 3t ok v -4-

87212 T - 149 -



1338686

Ri-2-za k-mEaves Z2HEEH -
MS: 489.3 (M+NH,)", 472.2 (M+H)", 426.3, 325.3, 225.3 »

d) [sh i A2 1-3-{7-[2-(4- K -K A& )-vk ok -4- K F A ]-K ¥ 7%

h-4-k}-2-C - H

LR B110d) 0 [9h K AR 1-3-{7-[2-(4-R-%K 2k )-vE ek -4- 4
AR]-KiEvkh-4-%})-2-ZT A L-% 8 Fas ) LIOHRE
oo A A R[S H AR ]-3-{T7-[2-(4-R-K K )-E ek -4- K F R
A]-KErkwg-4-K}-2-C2RE-FEE > 28 686EH-
MS: 456.2 (M-H)", 410.2, 340.1 -

-

1796
a) [5h if 42 1-2-Z F A& -3-[2-F 3K -4-(5-F &K -2-% K -vf ok -4-

AT RAE)-KXA]|-HBK T B
ALK Bl14b) > [ShiH 2 ]-2-T R A -3-(4-F £ -2-F %
K)-RHBE(THI0b)Mm4-8FEA-5-FR-2-XA-F4 R
f& [PCT Int. Appl. (2001), WO 01/19805 A1]) > B 4 R #h

47 2 T > WA £ [ H #]-2-T & K -3-[2-F % -4-(5-
FTE-2-XEX-EA4-XTRRX)-XAX]-ABRIE LLEXR

i o

MS: 462.3 (M+Na)*, 440.4 (M+H)", 394.3, 229.2 -
b) [4h i 7% 1-2-Z F K -3-[2-F K -4-(5-F 3 -2-5K 3 -of ok -4-
AP AK)KXEK]-BHE

BALE BI10d)Pr a0 [4h 0 56 1-2-T & K -3-[2-F £ -4-(5-
PIR-2-KK-Eok4- X PR E)FXEX]-mE B ALOHE
oo TAF [ E R ]-2-T 8 K -3-[2-F K -4-(5-9 £ -2-% % -

87212 o 150 -
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Bk -4- R FREA)RKA]-AE > ZRERRE -
MS: 434.2 (M+Na)*, 412.3 (M+H)*, 313.2, 229.2 -
B 97

a) [sh iF 4% 1-3-{4-[2-(4- x A )-S5

-'e
phe
qu.
HE-
I
e
_E

-
A1-2-FP A -XAV-2-Z A A -HE
FAALE Bl 14b)FF it o [4h K 5 1-2

- R K
-RKE)-RBRCE(EHA10b)®4-8 F L -2-(4-F-% #£)-5-F
3k -k & (JP 62178590 A2)R J& » A s B 4 R s L 49 5 & F >
T o [9A A]-3-{4-[2-(4-R - KR K )-5-F 3k -vE ok -4- £ F
AK]-2-FR-KA}-2-T & A
MS: 496.1 (M+Na)’, 476.3 (M+H)", 474.2 (M+H)", 263.2

ZJE&’EE./X @a%"i%°

b) [ ¥ 4% 1-3-{4-[2-(4- K IK)-5-F K& -k ok -4- K F §

£ -
A1-2-F A -XAXV-2-C A HRA-5 &
AR #10d)AT 0[50 22 ]-3-{4-[2-(4-& - % % )-5-9 &
Rk -4- KPR A]2-FRA-XA)2-2AL-BECE A
LIOH®E 32 » T /7[5 42 ]-3-{4-[2-(4- 8- X £ )-5-F % -vf wp
A-K T RK]2-FA-RA}-2-2RA-BH

MS: 468.3 (M+Na)*, 446.2 (M+H)"
T #98
a) [Sh A #81-2-2T A, K -3-(4-{2-[2-(4-F A 2 - % £ )-5-F & -

Edk-4-K[-C A HKY-2-F R -KA)-H 8 T AES

BALE B 10C)PT it > [4hiH 38]-2-2 R & -3-(4-72a £ -2-9 &
AR)>-ABECEBE(EHI0b)H2-[2-(4-F & £ -% #£)-5-7 &
Rk -4- R ]-T B R B ([ H R4k 3B & - R B P A

87212 S -151 -
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[PCT Int. Appl. (2001), WO 01/79202] & 4-F & £ -# ¥ &
Be > M E A 12a)RI2b)pF i ) A= X R § § - % B —
FETEIAGET  THEAR[E®]-2-2 & % -3-(4-{2-[2-
4-F REA-KE)S-FP A -vFok4-%]-THRE}-2-F 4 -

~

R)- BB LE > ZXEEDHH -

b) [ohiF 4 1-2-C & B -3-(4-{2-[2-(4-F & B -2K 3 )-5-F % -

Rk -4-K]-Z AR AYV-2-FPRA-RXR)-HE

ALK B 10d) AT o [5h 4 4 1-2-2 & & -3-(4-{2-[2-(4- 7
AK-KE)S-FR-Fok 4-R]-ZARE)2-PRA-XR)-BE
T Es VALIOHKE 32 » 3T & & [$M 4 38 ]-2-T & £ -3-(4-{2-[2-(4-
FTRE-XEX)S-FT A -E4-4-£]-TAE}-2-PE-XX)-5

B 286 o

MS: 478.5 (M+Na)*, 456.5 (M+H)"
499
a) [4bif 4% 1-2-Z & % -3-(4-{2-[2-(4-F & 2 - 2 )-vk ok -4-

AT HEV-2-F R -XA)-H 8 ¢ &

AR Bl 10c)F7 it > (404 36 1-2-2 R B -3-(4-72 £ -2-9 %
)-R B T B (F #10b)) i 2-[2-(4-F & A - %K 2 )-vf =
e B (EHm4-FAR-BAEXERALI-Z & &
Fhlda)prit) TARI-RFA-2-(4-FRA-X A
PRk BARTFAI3)ZI3D)FH AR A=K
FERA—HABE R =ZTEIELET  THE R[S H %]
H-3-(4-{2-[2-(4-F R A-KL)-vEokd-K£]-2 & £ )-2-
-RE)RBRCUE 0 ZREEE N

AP
- R A
-4- %

pa

87212 o -152-
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MS: 492.3 (M+Na)*, 470.2 (M+H)"*, 424.3, 396.3 -

b) [sh K 3% 1-2-2 f 2 -3-(4-{2-[2-(4-F & A& - & )-v& ok -4-
Al-TRHAEY-2-FA-KXH)-H 8
BRALE B 10d) BT i o [4h34 32 1-2-2 & & -3-(4-{2-[2-(4-F

AK-KE)Eok 4-R)-TAR)-2-FR-%XK)-5 8 T B W
2- -3-(4-{2-[2-(4-F & %

LlOHﬁiﬁ ’ ?T,f%’_[y’\ Lg(‘
b2-F R -KE)-FE O ZAER

iH A% ]-
RKAE)-Ek-4-K]-T AR

RE

o

MS: 440.3 (M-H)", 394.1 -

E # 100
a) [sh i A2 ]-2-T & K& -3-{4-[2-(3-F f Ak -K B )-4-F & -k
A -5 P R K-2-F A-KXKLY-FH BT B
ALK B 10c)pr it o [4hH 38 ]-2-2 B A -3-(4-58 X -2-9 &
XE)RBRCEBE(EALIOb))R[2-3-F & A -% £)-4-7 £ -
Bk -5-K]-FERB(EMAE3-F R AL -% K&k [PCT Int.

Appl. (2002), WO 0100433 A1]R2-R-Z & £ & R
AR B 33a)R33b)Fr i) EAZXMARER _EB-_F =
TEXAAE > TERMMHE®R]-2-T0 &L -3-{4-[2-(3-F & 4% -
KE)4-F R -Eak-5- P RA]-2-7 4 -
ERFEEH -
MS: 492.3 (M+Na)", 470.2 (M+H)", 426.4, 339.2, 255.2 -
b) [shiF #81-2-Z £, & -3-{4-[2-(3-F f Ak -K £)-4-F 3 vk
A -S- K FERHA2-FH-XAL}-5H &

AR PI10d) AT i o [P R ]-2-T R A -3-{4-[2-(3-F &

%
s

- BT OB

87212 o -153 -
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K A)4-F A -EA-S- BT RA]2-FE-XA})-HHRL
B VA LIOH B 32 » 5T 43[4 4 48 1-2-T & 4% -3-{4-[2-(3-F & & -
FKIE)4-F R -k S-ATFPAA]2-FRA-XL}-A8 24
& ik o
MS: 440.3 (M-H)", 394.1, 255.3 »

#5101
a) [sh 7K 3% 1-3-{4-[2-(2,4-— R -KX K )-4-F K --F ¢ -5-X F &

A1-2-FR-XAV-2-2 & & -5 B T &

BAE P 10c)pT i > (M 4 ]-2-T A K -3-(4- £-2-F &
-XA)-&
T A-4-7F
A R BEBR LB 0 BAM R H33a)R 330 ) A ZXB AR
N,.NNNUN'-w9 F R EF R F Bk AHELE D AERIMH

BB (E #10b))#2-(2,4-— R -X %)-5-F & £
B2 R B(BRHA24-—R-BH XK AR2-8-C

e ]-3-{4-[2-(2,4- = R - K X )-4-F Kk -k -5-% F & K& ]-2-
TE-RXA}-2-CaKL-A8
MS: 510.4 (M+H)", 509.3 (M+H)*, 508.3 (M+H)"

BR LB » 2 & 86K5E -

b) [sh i 42 1-3-{4-[2-(2,4-— &K -KK)-4-F 5K -vk ok -5- X F &

A1-2-F A % A12-2 8 A -AE

200 K B 10d) AT i+ (31 34 48 1-3-{4-[2-(2,4-= R -% & )-4-
FA-EA-5S- X FRARA]-2-FPR-ERA}-2-CAL-5 8¢ B
VALIOH & 2 » T 45 5| [ 4 4 32 1-3-{4-[2-(2,4- =~ & -R K )-4-
PR k-5 RTRR]2-FA-XRA)2-CAE-A8

~-

& B 2
MS: 478.1 (M-H)", 432.2 -

87212 ST 154 -
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B #1102
a) [sh 7K 7% 1-3-(4-{3-[2-(4-F = T K -K H)-5-F & -of ok -4-

R1-BEALV-2-FA-XHX)2-C R EA-HE8 T &

AL E ) L0c) P i o [4h I 4% ]-2-
-RE)- BB CE (R 10b))HI-[2-(4-F = T £-X%)-5-7
R-Eok-4-K]-H-1-BRBEEMAFPRBRBK2-[2-4-F =T
BR-KRK)-S-F A -vEek-4-K )T E[F A2-[2-4-F =T X-%K
£)-5-F K-k -4-K]-Z 8 (F 4 12b)] R F 42 5% 6 £ ° # ot

A

C OCHREEF IBa)E X R A) 2 XA B A

N.NNNUN'-wg F R ER A BBKEAEET » T A R[SH

w]-3-(4-{3-[2-(4-F =T EA-XE)S5-PE-E4-4-%]-8 &

BI}-2-FAR-XEX)2-CARX-REBRCE > Z86E6%8 -

MS: 546.4 (M+Na)", 524.4 (M+H)", 425.5 -

b) [4h i} 38 1-3-(4-{3-[2-(4-% = T K -K X)-5-F % -0 ok -4-
A1-BEHA-2-FR-XX)2-CAK-FH &

ar

ALK PI10d) AT > [Sh A AR ]-3-(4-{3-[2-(4-F = T %-
E)-S5-FR-FA4-K]-BARX}-2-FA-XAX)2-CAX-F
T

pe

L ES VALIOH & 32 > T /3 [4h 78 52 1-3-(4-{3-[2-(4-% = T % -
KE)S-FA-Fek4-K]-BAKX}-2-FA-KXX)-2-TH ¥-
RBEL 2% &R

MS: 494.4 (M-H)", 450.2 -

£ 41103

a)4-F¥ § A -2,6-— F 3 -Fmt

AMEF23d)A i 0 4-F2 K -2,6-— P R-FRATHAR

87212 o - 155 -
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B> ABEN L HAET TAEARI-FTRRA-2,6-2F £-F &
EREe R -
MS: 241.2 (M+H)", 181.0 -

b) (S)-4-%F% ¥ -3-[(2S.3R)-3-(4-F H HK-2.6-= F K -K K )-2-

& B I 358 K -7 Ak B 1-7F ok ok -2-EF

AR B 1 7a)pr i > (S)-4-F X -3-T R K T & K -oF ok og
2-ER(AERM(S)4-FR-3-TRAEACEHBA-vFobeg-2-80 0 R
D. Haigh, H.C. Birrell, B.C.C. Cantello, D.S. Eggleston, R.C.

Haltiwanger, R.M. Hindley, A. Ramaswamy, N.C. Stevens,
Tetrahedron: Asymmetry 1999, 10, 1353-1367)#L 4-%F & #
26-—_FHR-FTHRAE ARZILRAZARBE-_ETREAMX
BT o T & &(S)-4-F £ -3-[(2S,3R)-3-(4-¥ & % -2,6-=
FPREA-XE)2-CAA-3-ZA-FaEX]--Fekog-2-80 Z 4 6&
A% o RIE'H- NMRA# L > wHERHZ —HBAEY -
# A ¥ x4 2S,3R » 4k 4 D. Haigh et al., Tetrahedron:
Asymmetry 1999, 10, 1353-1367 -

MS: 526.3 (M+Na)", 486.3, 358.2, 309.1, 281.2, 237.2 »

¢) (28S,3R)-3-(4-% @ % -2,6-= F K -F £)-2-Z F K -3-5 %

- % BV &S

AR P 1T0)FF # 0 (S)-4-3F & -3-[(2S,3R)-3-(4-% & £
2,6-—F K -RX KA)-2-C R A -3-5 K -5 e A ]-cF ok owx -2-
B > A P RAL e A P EE P R T 4 &(2S,3R)-3-(4-F A £

2,6-—F A-XEX)2-CAKX-3-A-HB FTE L 860%
> k¥ 'H-NMRE 3% % » T3 — %8 — ¢k 2 &4 o

87212 o - 156 -
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MS: 381.2 (M+Na)", 376.3 (M+NH,)", 341.2, 313.2, 213.3 -
d) (25)-3-(4-F% A &K -2.6-— F K -K X)-2-T F K -5 8 P &

BME B 17c)pr i » (2S,3R)-3-(4-F & A -2,6-— 7 £ -K

E)2-CRA3-BA-ABETEAZ LA RN Z ABEET

BE T A RQS)-3-4-FARL-2,6-—FR-KXHE)2- TR E-

BTV E: 286K

MS: 360.3 (M+NH,)", 284.1, 201.1 -

€) (28)-2-Z F, K -3-(4-72 K -2,6-— F X -KK)-H & 7 &
BALE B 1Td)FF # 0 (2S)-3-(4-%F & K -2,6-— ¥ £ -%

A)2-CHAKA-H B FAEAL10% PA/CE A » T £ & (2S)-2-
CHRE-3-(4-2A-26-—FRA-XAX)AHKTE 26K
B

MS: 275.2 (M+Na)*, 270.3 (M+NH,)*, 253.3 (M+H)" -

) (5)-3-{4-[2-(4- R - K K )-vk ok -4- K F & K 1-2,6-=— F 4 -

Z!l

AV}-2-THE-HE T E
AR Bl 140) AT K > (2S)-2-T 8K -3-(4-78 £ -2,6-—F £

"R RKR)ABR T EERA-R T AE-2-(4-K-FK X )-7E =% (K # 142))
R ARBERABACZHEET T KR(S)-3-{4-[2-(4-
-FXRK)E2-4- A FARAE]-2,6-—FX-XKX}-2-2A%-5
BRYE > 2#846HH-

g) (S5)-3-{4-[2-(4- R -K K )-ohobk -4- F & % 1-2,6-= F 4 -

-

XAY2- 28 K- B
BALE B 10d) AT i > (S)-3-{4-[2-(4-F-X K )-vE ok -4-% F
AA]-2,6-—F EX-XKX}-2-2 A X-F8 Fas > ALIOHE

87212 o - 157-
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oo T AF(S)-3-{4-[2-(4-R-FA X )-FE4-4-% 7 AHK]-2,6-=
TER-XRX}-2-2@%5-"mf > ZXHEeB -

MS: 444.3 (M-H)", 381.0, 309.2 -

£ 4104

a) S-R T A -2-(4-8-KX K)-F & -vf o

H2-(4-8-KXK)-4-F K -vEo4-5-K]-FE(643F £ » 2.7
EEH R A4-R-BXBER2-R-C 8L T TE BAM
T #1332)R33b)AT ik - A Kekh(4EF)T > £-10TC & &
RATFThANBHE=RKOGIOKH  S4EELF) RARA WD
BWHI0ON 4 At B B ARE®R/IKKLI/L BT R
YR e KEBUANZR FTIRAER R - BAOMAEBRBE A kKB
R/ =k » EHREBEMERIE > BEBHPELETTARE
TARZBEASGHGISE L ' 23E L HF > 86%) Z & & B

e

\

MS: 262.3 (M)", 240.2 -

b) [2-(4-R -K K)-4-F K- ok -5-K1-ThF

THEELRABMEZT L 3TXF)WES-R T A-2-(4-% -
KA)FRERBISEL " 23EXF )N THQRISEH) &
RY ~ BREERZLBETHFLIONF - o Nty s 85
R E R/ AR/ E T8 > EF AN R o KB AT B
EFR—RAL RO HBE A KK/IBEK/)R I £BR
i Lk BEFHNARLETAE TARBELE X
TAEHREBA AL (B > 3B % /ACOE) I & £ 3705 %
(1.SZEXHF » 65%) i MiLed4 o ZX%6HM-

87212 o -158 -
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MS: 249.4 (M+H)", 224.5, 217.5 -
c) [2-(4-R -FX K )-4-F Jk-vE ok -5-K1-T &8
[2-(4- R -K % )-4-F 3k -vFok-5-% )-8 8 300 £ > 1.1%8
EH HEMABR-G-R-KXE)4-Fh-Fek-5-£])-TH > 8BAM
FHI3b)pF i) A Bvkop (4589 ) £0C F R F MK -
Rk HEAEMREE(IMER AW ER kT 2.88H >
8EXH) - B LA LRERRBAMABEREBE THH
16y BF o YA MeOH & 7k 7K v & 3 8 A » YA AcOEt — 4% 3 B >
AR KT R (/)M » AARBRAE LHEKR  EABEEHYT
M EY > TAMOHY WAL B L 2T A BE - %
HALETAE  BAYEYRERBRALKEE AR
/ACOEt) A % % 240% £ (0.95E X H » 84%)12 M b &4 » 4
= ¢ B g -
MS: 254.3 (M+H)", 228.3 »

d) [ F 381-3-(4-{2-[2-(4- K -K 3K )-4-F & -vF o -5-5%1-Z
ARY-2-F K -KEKH)-2-Z A K-& B T B

AR B 10c) Pl > [Sh i 4E]-2-T A K -3-(4-52 K -2-9 %

A)-ABECE(EF10b) B 2-[2-(4-F -% £ )-4-F & %

o -5-K]-TEBRRE > AZTHBANNNN- o XA FHR-&
B fE £ T 0 T A &[5 A ]-3-(4-{2-[2-(4- R - K K )-4-¥F
KBk -S5-K]-CARA}-2-FEA-XE)2-2AX-FH

B © 2 &6 R

MS: 490.2 (M+H)", 488.3 (M+H)"*, 444.2, 356.3 -

e) [4h 7 3% 1-3-(4-{2-[2-(4-F - K X)-4-F K -vE =k -5-%1-C

87212 o -159-
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AAV2-PR-ER)IL AL B
BALF B 10d) A sk > [ 50 04 8 ]-3-(4-{2-[2-(4- 8 - % £ )-4-

FR-Eek-5-R]-TRA}2-FTHA-XRX)2-CAL-F8 2
B> VA LIOHE 52 > <7 4% 2| [4h 4 32 1-3-(4-{2-[2-(4- %
FTAR-Eok-5-K]-TARA)}-2-FR-X£)-2-Z &
3 - AGE A

MS: 458.3 (M-H)", 412.2 -

wﬁ\
H
g

B #1105
a) [Shi381-2-C A H -3-{2-F %k -4-[4-F £ -2-(4-= 5 7 4 -
AHA)-oEok S K P RA]-XA-BHE &

*Q 'f’x( _ﬁ- ’ff' 14b)Fﬁ i [9,‘ /#] Z}E] 2- Z ¥L 3 (4 ;«z }E 2- EF %
FE)ABELEBE(RAI0b)ES- R FPA-4-F R 2-(4-Z 4 7
B - K& )-»kE ¢ R & [PCT Int. Appl. (2002), WO 0292590

Al]» A BB R B Z B AT > T A R[IH%]-2-2 &

B-3-{2-FR4-[4-FA2-B-ZF 7 A-KXA)Er-5-4F
AR KA} R 24867158

MS: 530.3 (M+Na)*, 508.3 (M+H)*, 256.1 -

b) [ ¥ 7%1-2-2Z A K -3-{2-F 5 -4-[4-F £ -2-(4-= F F 4 -

AE)-Eok-S- R P AA-XAV-AH
ALK PL10d)PT i > [4h05 22 1-2-T R % -3-{2-F £ -4-[4-
A]-XEX}-BH B

FA2(U-ZRATHE-EL)Ed-5- 7 &
£ -3-{2-F & -4-[4-

ZBg > YALIOHKE 32 T 13[4 4 3£ ]-2-2 &
FE-2-(4-Z 8 F 2 -2K £ )-o% = -5- AFPARA]-XA}-A
B 22X % 6 E 5

87212 T - 160 -
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MS: 478.2 (M-H)", 434.3 -
£ 41106

a) [SF i# 3% 1-3-(4-{2-[2-(2- & -% % )-4-F & -k o -5-3%]-2
B AL-2-F A -XR)-2-ZTE A -5 8 ¢ A

K Bl 10c)PT ik [9h 4 4% ]-2-2 A & -3-(4-78 £ -2-% &
ME LB (KB 10b) M 2-[2-(2- & - % £ )-4-F & g
LERB(EMmaR-Q-a-%21

)-4-F K -oE ok 5.
AK]-TEHMWRA2-R-HXBEKAR2-A-L 0B L B8 2 B - #8 18

% )-
e -5-%k ]-

T%*”gff"J3-”‘11)/3’»3313))@"1T:bii)’ R4 E 4 104a) R c)Ff it ) » 3 = ¥ B

.&ﬁgm LB S ZTEIHBEAET T & R[S K %]-3-(4-

12-[2-(2-R-KEK)4-F A -vEok-5-£)-CAKL)-2-F &

R)2-ZRA-BBHRTE 28 6%H

MS: 510.3 (M+Na)", 490.4 (M+H)", 488.2 (M+H)", 350.3,

296.4, 250.3 o

b) [ 4 # 1-3-(4-{2-[2-(2-%, -

AKL-2-F R -KXA)2-ZE A -5 &
AR FI10d) AT i [5h 0§ % ]-3-(4-{2-[2-(2-f - % £ )-4-

FTRE-EAS-B]-CAAI2-FEA-XL)2-Z2AL-F8 2

XIA)-4-F K -vf ok -5-K1-2

§ © VALIOHRE 3 » T 4[4 4 38 1-3-(4-{2-[2-(2- & -
FR-E2-5-R]-CARA}2-FRA-XA)2-2a%-F8k 2
EO A& 1

MS: 458.1 (M-H)", 412.0, 255.2 -

45107

a) (8)-2-Z A, K -3-{2-Z K -4-[4-F £ -2-(4-Z . % £ -2 2 )-

87212 S - 161 -
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Bk -S- AT AKX RA}-FHEE TP
MK B 14b)PT > (S)-2-T R & -3-(2-2 £ -4-5 £ -%

B)-RE T a(FH23)RS-RFA-4-F £-2-(4-Z R F 4-
2 )-E = R & [PCT Int. Appl. (2002), WO 0292590 A1]#
KB R BT ZHELET > TERGS)2-CEL-3-(2-2 £
4-[A-F A -2-G-ZATFTA-KE)Eok-5- 2 7 RE]-KR)-
AEFE » 2860
MS: 530.3 (M+Na)", 508.4 (M+H)", 343.3, 300.3, 259.3 »

0) (8)-2-Z &, K -3-{2-Z K -4-[4-F £ -2-(4-Z f F A -3 2 )-
Bk oS- R P RA-KEAY-H B

AR B 10d)FT i > (S)-2-T & % -3-{2-2 £ -4-[4-7 &

2-(-ZRTFEA-FXEA)EAS- AT AR

I-X & }-& 8 7 &
A-4-[4-F K -2-(4-

ALIOHRK 3 » T £ (S)-2-2 & £ -3-{2-2
ERFTE-XE)Ed S RFPARX]-XL)-B8 > 2% 6 8

2

o

MS: 516.2 (M+Na)", 494.2 (M+H)", 429.0, 371.3, 256.1
45108
a) (S)-3-{2,6-= F 3 -4-[4-F % -2-(

T
bt
Fal
B
e
ad
o
1

5-R P R KT-XKV-2-Z R A -F B T As
ALK Bl 140) P i > (28)-2-Z R A -3-(4-F £ -26-— % &

R K)- BB T B (K 103e))mS-5 F A -4-F & 2. (4- =
¥ k- JK)--E= R & [PCT Int. Appl. (2002), WO 0292590
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a) 2-Z A K -3-(2-F K -{[4-F A -2-(4-Z FF K -K F)-vk ok
S RT-XE-F ARV XA)- A T Es (A3 Hoe L4
et Z R A )

ALK B 10c)pT i » [Shih 48 ]-2-C RO A -3-(4-72 £ -2-F 4
K)-A BB (K #10b)) [0 74 52 ]-[4-F £ -2-(4-=
FTAEAR-KXKE)E=-5-%]-%X%-7 8 R E&[PCT Int. Appl
(2002), WO 02/062774 A1]» # = T AN,N,N',N'-mg ¥ % &
Rk AET  TAKR2-TAEREA-3-Q-FA-{[4-7 4
2-4-ZRTFE-FXE)Eeok-S5-R]-XA-FARAEL-XHE)-5F
BB » 2 HEHRERIARDZIREY  Z8ER

RE

MS: 606.2 (M+Na)*, 584.4 (M+H)*, 540.3, 508.3, 356.3 -

b) 2-Z A K -3-(2-F K-{[4-F K -2-(4-= H P I -K K )-vF =%

SRR RER-FAAV-XK)-H B (= 48 3 #hae B A 404
4@(/%94@)

A R B 10d)Pr it 0 2-T 8K -3-(2-F & -{[4-F £ -2-(4-
ZRAFTE-KE)E S5-K]-XEX-FAREA}-XX)-HE T 85
(A E St AN RASH)ULIOHE 2 » T 13 2-

CRE-3-2-FEA-{[4-F X -2-(4-Z A F £ -8 2L )-v% ok -5-
RI-XEA-FEREA}-XA)-BHEE 2 A Hee ZHISE®

ZREM HBEEBKk -
MS: 578.2 (M+Na)*, 556.2 (M+H)*, 512.3, 493.2, 441.1,
332.1 -

87212 S -176 -
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B ] 124
a) [oh i #1-3-[1,3]-=— 5 4£ -2-3k-1-[4-F K -2-(4-Z . F & -

AR)-Fek-5-K]-F-1-8

HA4-FE-2-BG-ZRFE-XRA)-vEok-5-8(130% % - 480
# X F . PCT Int. Appl. (2002), WO 02/062774 Al)# @ &
R (10ZE ) 8 % Ao A 0.5 M(1,3- =934 -2- % )4 bt A m
Ak (132 6TIMEFT )X 5%  EBBBAETZEKL
R o RAEMA3OC FHHESH B > X480 49 NH,CLix & (10
EH)RL  BALBKRLBER-_R - BRAEGOHABBE LB K
BRG M BABEMNESE - BRBEHEEHLTAERISSE
L(AT8 M X FH > 99%) 12 i o4 - 2% & B B o
MS: 388.2 (M+H)", 330.5, 275.4, 248.5 -

b) 3-(4-{3-[1.3]-=~-F )% -2-K -1-[4-F K -2-(4-= F ¥ & -%
A)-okok-5-K]-BAKV-2-F A -KXH)-2-C R AE-5 B T B

(e ¥k Z M B RE M)

ALK B 10C)PF ik > [$h 04 48 1-2-2 B & -3-(4-58 £ -2-F #
- XK )ﬁéﬁ&ﬁa(“ﬁ*ﬁdmb))m[&l‘/#} % 1-3-[1,3]- = "% ¥ -2-
A-1-[4-FR-2-4-ZRAFTE-XHL)Eot-5-%]-5-1-8 K

e r AEZTHANNNN-wPRA TR _BBEZHELET

T A 3-(4-{3-[1,3]-="F 42 -2- % -1-[4- P L -2-(4-Z 5.7 £

-xg)-ag%-s-g]-a@ﬁg}-z-w A-XE)2-2za%-AEC
A R EHBRAMBINE I REY o Ak &k o

MS: 644.4 (M+Na)", 622.3 (M+H)", 370.2, 268.4 -

€) 3-(4-{3-[1,3]-=— "5 4% -2- K -1-[4-F % -2-(4-Z 5 % & - %

87212 S 177 -
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AK)-vEok-5-X1-BAKV2-FRA-XA)2- 2R A-AE (=
FEH B B MR A )
RAEE 4 10d)AF i » 3-(4-{3-[1,3]- =5 %5 -2-% -1-[4-F £

2-(4-ZRAFAR-FXA)E-5-K]-BAL)-2-FA-K2%)-2-

AX-BBCE (= EHk ZHIPEEDZRLS DA
LiOHE 22 » T 433-(4-{3-[1,3]- =% % -2- & -1-[4-F % -2-(4-
AT R-KE)-vEok-5-X )-8 A L}-2-F A-K%)-2
7

- &,
BRLUE 2 _HEHRIBIINEEZ RO Ak

\\\

% -

& R e

MS: 592.4 (M-H)", 548.3 -

4125

a) 2-[(4-F K -2-F K -KX K)-2 X -FRA]-TH T & (=4

FEHBR EIMBILH D REY)

HTHRIEBEQIEH 2212 L F ) w &k (1258 H)
ZHER WA M 2R A BEEA Y Bk m(11.68 #
322X F)E-TE8CARA TRISH 48X F A o HHI10
DAER A0 AR IE A ANA-F R A -2-F K- e (540 22.1
EXF)A @ Rk (125EH )2 m &k > 3£ £-78C F # # 20
INBF o B A A o) RAL&(60EFH) R A mim 8

Ni

B e A N KK/BR(I/I)ALRE AW AT B CE (R =
A BB A kKRB R/ )k B R
B BRRBBEL  BRGHANERE W HAL(BE
/ACOEt)TT £ R 3.4% (9.9 XL F » 45%)12 fa it & 4y » 2 = #&
FHBABNE R ZREY AR T EH -

st

é L

}
o
-~

87212 - 178 -
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MS: 365.3 (M+Na)", 360.3 (M+NH,)", 325.4 -

b) (E,2)-3-(4-F¥ G % -2-F R -% #£)2-Z % -B 8 ¢ B
H2-[4-FRE-2-PEA-XA)RLEA-FPAR]-THZ8EGA4
50998 ¥ F U EBSEEMZIRAID)AT
HRTPHmBEOGIEN)ZER AR BEB(N4ESF) BRAY
ZIOOC @& XA THHEISIE - RERSGHAHERR
BE O Ak KMo B E KRR/ DAZEKTE BT

AG R~ KBALBLEBEER  RAEMGHEBE A KK/IBK
(/1) #s » BABBESN LELEE - BREEEZN LRYGY
A B M AL (BB 0 RIE/ACOE)T & & 1.9%(5.9% ¥

1

H > 59%)89 (E,Z2)-3-(4-F A A -2-F A-XX)2-2k-AH &
LB Z&E o
MS: 342.3 (M+NH,)", 325.4 (M+H)", 225.5 -
c) [Sh i 4e1-2-(4-52 K -2-F k- 3 )-T B T &5
AR B 118a)pr it » (E,Z)-3-(4-F & £ -2-9 £ -% #£)-2-
LEA-AWE LB £PAd/CHET &1L » A 4F [ H & ]-2-(4-
R-2-FRA-FTE)THCLE Z2886KHE -

MS: 254.4 (M+NH,)"
d) [shH #1-2-{2-F K -4-[4-F KX -2-(4-Z= R T A -X %X)-vF
o -S- R PR A]-FRAY-TE T B

LR P 14b) AT L o [Sh i A ]-2-(4-52 K -2-F A -F K)-T
BB HS-AF AR 4-FPRA2-G-ZAFE-XRL)E=% B
[PCT Int. Appl. (2002), WO 0292590 Al] > # 5 & 4& & st 1k
B Z B AT o TH[HE®]-2-{2-F £-4-[4-F £-2-(4-= &,

87212 -179.-
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FTE-XEX) Bk S-APRA]-FA}-THRLIE Z2EH -
e) [4hiH 4% 1-2-{2-F K -4-[4-F KX -2-(4-=Z= A T K -KX K )-"F
o -S- AP AR K]-FAY-TH

AL E B 10d) A o [4hH 381-2-{2-F K -4-[4-F % -2-(4-

ZATFTEA-KE)EAS-AFTAR]-FA}-TEHZEE MU N
NaOHE 3 > T /3[4 4 321-2-{2-F % -4-[4-F7 £ -2-(4-Z £ 7
B-KXEK)vEo-S-APRA)-FR)-TE > 286845 -
MS: 462.2 (M-H)", 311.2 »
£ ] 126
a) 2-[(4-F A A -2-F A -X X)L X -FR]-RBE F A (=4
Ed e RMS R AY)

AT 125a)FF i > RER P EE AL £ &/ X

A A
o Bf4-FRE-2-FRA-F&Aw Rk R E TIF2-[(4-
FRE-2-FR-XE)-REA-FE]-RE®E & & =15 #ar
BB FHEMWZREGY  ZRFZ EH -
MS: 393.3 (M+Na)*, 388.3 (M+NH,)", 353.3 -
b) (E,Z2)-3-(4-F R A -2-F K -XKK)-2- XK -A W 8 F &
8 4L B Bl 125b)FF ik 0 2-[(A-F A A -2-F R - H)-£ A&

B

D

PE]-REBEFPE(HFEHBRAIBIHEDZIREM)AR
BREA_FHFEETYTRE > T4 KREZ)-3-(4-F & K -2-

BR
FEA-XE)2-AEA-AHBRFPEE Zx&H -
MS: 370.4 (M+NH,)"
c) [Sh i se1-2-(4-72 K -2-F K -F X )-R B
FE ALK H] 118a)pf i » (E,Z)-3-(4-%F & &£ -2-F 2% -% #£)-2-

87212 o - 180-
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RA-R B TP E APACHET &AL > T 43[4 H 5 ]-2-(4-
FR-2-FRA-FR)RBRPEE > ZRIFEH -
MS: 282.4 (M+NH,)"

d) [ 521-2-{2-F K -4-[4-F % -2-(4-= H F A -K K )--F
-5-KF A A A -R BT A5

AL FE Bl 14b) AT & > [5h i e ]-2-(4-78 A -2-F K -F £)-R
B P BEHS-R P A 4-FEA2-G-ZRFE-XKX)-E4 R B

[PCT Int. Appl. (2002), WO 02/92590 Al] > # % 8 4& & #& 1t
SHEET 0 T &I HAE]-2-{2-F £ -4-[4-F £ -2-(4-=Z &
FA-XE)Eak S-RFPAK]-FER}-RERTEE 2886
MS: 520.4 (M+H)" -

e) [Sh i 48 1-2-{2-F 3K -4-[4-F K -2-(4-=Z= R P K -KX K )&
o -S-A P RA]-FRY-K

B #110d) A7 st > [5h 74 48 ]-2-{2-F & -4-[4-F & -2-(4-
ZRAFTHE-EXRA)ERS-ATPAREA]-F XA

NaOHE 32 > T #F [5h i 48 1-2-{2-F & -4-[4-¥F

B P A 0 3N
%-2-(4-Z R F
BH-RKE)-EA-S-AFPRE]-FRA}-REE » 2X & G5 -
MS: 504.3 (M-H) -

o]

' 127

a) 2-(4-{F A HK-[4-FHK-2-(4-Z A FHA-KK)-vEok-5-K1-
TRKY-2-FAR-FHR)RBER P ES (=48 Ik $fnk B AR 2
Z R Ee W)

BALE B 10C)PF it » [ShH A ]-2-(4-F A -2-F A-F R)-A

B P ES (B Ml 126c) [ #H 2 ]- B A R-[4-FR-2-4-=H F

87212 S - 181 -
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E-¥RA)oEok S-R]-FTEEE(ET# 1212) # = THEAE

B2 R
NNNNNN-m Y RAEFR_FERAELET  THER2-MA{RA

E-[4-FA-2-4-ZRAFA-KA)E=-5-%]-FAK}-2-F
2-¥A)RE® I FE T EE TR RS
#h’jﬁ. \/[b;{k

MS: 560.5 (M+H)", 421.5 -

b) 2-(4- {38 B R -[4-F K -2-(4-=Z f T A -K K )-vE ok -5-%1-
AV-2-F K- R) A (s BRI g R '

o) $
BFALE W 10d)PT ik 0 2-(4-{3B B A -[4- P H£-2-4-Z R T £

KE)--Eek-5-K]-FARE}-2-FEA-FE)- K&K F s (=#3F

ok M E W RASMALIOHE . » T 132-(4-{38 &
A-[4-FE-2-G-ZAFX-XE)Fok-5-X)-FARKL}-2-F
-FR)-RER  Z o REHBREBINHEWZRED 0 B

&8 0h -

MS: 568.3 (M+Na)", 546.2 (M+H)" - '

B 5] 128

a) 2-(4-{R B K -[4-F X -2-(4-= F T A-KK)-oF =k 5 K1
P EY-2-FR-FR)THR OB (—EH ZHRILHED

Z R A1)

A E B 10c)FF ik > [Sh 32 ]-2-(4- L -2-F A -F £)-T
BB (R B 125c)Mm[sh#HR]-ZRAEA-[4-FA-2-G-ZAF
B-RXE)E4-5S- K] PEHERE(EF 121a) A= TH AR
NNNNNN-mPRER_ALBEEFET > TAEKR2-(4-{ER

87212 S .182.
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E-[4-FHE-2-4-ZRAFA-XK)Eok-5-£]-FARA}-2-F
A-FR)-THCE  Z_#HEHRIHBIEELZIRLE
Mo ERFE R

MS: 532.5 (M+H)", 345.4 -

b) 2-(4-{EK Bk -[4-FK-2-(4-Z f P A -KX A)-vkok-5-5%17-

FTARA-2-FR-FR)-TEHR (4 TS HEH R
a4)

AME W 10d)FF K > 2-(4-{F A RX-[4-FR-2-4-Z A T A
-RKE) B -SR] FRA-2-FPRA-FR)TEHE (=M F
Hok EMIF W ZREMW)ALIOHE 2 » T132-(4-{3% &
B-[4-FEA2-A-ZRFA-KRA)Eok-5-%)-FPRAL)-2-7

R-FA)TH > Z_#EHeIHRIIEnDIREY A
= 6 R

MS: 504.4 (M+H)"

£ 4129

a) [4 i 48 1-2-(2-F 2K -4-{1-FP K -1-[4-F X -2-(4-Z R F & -

AAR)-vEek-5-FK1-Z A KY-FR) T8 T &

BAE Bl 10C)PT o [ShiF s ]-2-(4-F £ -2-F A -F £)-T
B L B (K #1125¢)) 8 2-[4-F £ -2-(4-Z R 7T A -K A )-vE =&
-5-% 1-7 & R B [PCT Int. Appl. (2002), WO 02/062774

Al AZTHBANNNN-w PR FR_LMmELALT
T A [ AH AE]-2-(2-F K -4-{1-F K -1-[4-F £-2-(4-=
FTR-XEA)E2-S-A]-CRAEA)-FEA)-THLE L 460
AR e

87212 S - 183 -
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MS: 520.2 (M+H)", 284.1 -
b) [S i 52 1-2-(2-F HK -4-{1-F S5 -1-[4-F K -2-(4-= 5 F & -
A )k -5- K- RAEY-F X)) THE

B ALE B 10d) BT 1 0 [4h 0K 38 1-2-(2-F

“4-{1-F & -1-[4-
FE-2-G-ZRFTE-RXA)E4%-5-%X]-TRE}-FE)THR
L& ° A3 N NaOHE 32 T 47 [4h 4 42 1-2-(2-F K -4-{1-F %
1[4-F K-2-(4-ZRFA-KE)-E-5-%]-CTRKE}-F

K)-THE » A& &k -

MS: 492.3 (M+H)"
B 4130
a) [Sh i 2 1-2-(2-F K -4-{1-F K -[2-(4-= A F A - K K )-7%
o -5-K1-T R AEV-F K)-K BT B

LR B 10c) AT > [ 4 48 ]-2-(4-72 K -2-F £ -F X)-&
BE F B (B #]126c)) 2 2-[4-F X -2-(4-Z R T R -K L) =&
-5-#1-% -2-85 R J& [PCT Int. Appl. (2002), WO 02/062774

All) # =ZTHBANNNN- o YR EFR _LBIEZIHL
T oo T AR HER]-2-2-FR-4-{1-FEA-[2-4-Z /R F £-
KE)Eek-5-K]-THRE}-FR)-RAETE 264 -
MS: 548.4 (M+H)" -

b) [4hiF #£1-2-(2-F K -4-{1-F K -[2-(4-Z P K -K K )-v§
o -S-Kl-T R AE-F ER)-KE

ALK FI10d) AT 2 > [5h 74 48 ]-2-(2-F K& -4-{1-F % -[2-(4-

ZATFTE-KXE)E-S5-R]-TAAE}-FR)ARE T E A
LiOHE 2 » T 1F[ 4 #H 38 1-2-(2-F X -4-{1-F % -[2-(4-=

87212 - - 184-
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FTAR-KE)Eek-S- K- ZAA}-FH)-AHB ZHERR
MS: 532.3 (M+H)"
5131

a) 3-(4-F & K -2-F A -X AX)2-THE A -3-fe X-BH B T BS

(= E e MM RE )
AR B 125a)pF W 0 T & K -8 8 ¥ & (V. Franzen, L.

Fikentscher, Ann. 1958, 617, 1-10)xA — B H A ek + & F
& BAR4-FRE-2-FA-TEHEAGAR %S T RE > £-78
CTEB3INKE  TH3I-4-FREA-2-FEA-KXK)2-TAKX-3-
FR-RBETE Z_REHBRIBIEERDZIREGY 3
% &R

MS: 395.4 (M+Na)", 390.4 (M+NH,)", 336.5 ¢

b) (E,Z)-3-(4-F 8 FK-2-F K -XK)-2-TA KX -BH W 8 T &

ALK H125b)FF 0 3-(4-F A A-2-FA-KE)-2-TA A

S3-52 K -R B T ES (AR JE Hak AN M 2R A M)A
BB AN P HRPTERY R T4 REZ-3-4-FEE
2-FR-XE)2-TRAA-AHBK TE > 246k -

MS: 372.5 (M+NH,)", 355.4 (M+H)" -

c) [Sb i a8 1-2-T K -3-(4-78 K -2-F A -KX K)-H B TP &
AALE ) 118a)pr it » (E,Z)-3-(4-%F & £ -2-F £ -5 %£)-2-

‘(‘“ET
*3‘*“‘

-F BT B 0 APA/CH LT B AL 0 TR K 2 ]-2-
TRA3-(4-7A-2-FR-KA) Aok Tas > 2460

N

MS: 284.4 (M+NH,)"

d) [s i 481-2-T F A -3-{2-F K -4-[4-F K -2-(4-= 5 F 4 -

£l

87212 - 185 -
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RA) ok S K P RA]-KXA)V-FH 8T &
ALK ] 14b)pr s[5 4 22 1-2-T & K -3-(4-5 % -2-F % -

XE)ABR PEES-REFP A -4-FR2-G-Z A FE-KK)-

& ¢ & F& [PCT Int. Appl. (2002), WO 0292590 Al] > # #

L
e R B AL A AT TAR[SMHE#]-2-TRE-3-{2-F 4
4-[4-F K-2-4-Z R FPA-XE)-vE4-5- AP HRA]-XK}-
RETE Z8EEKY-
MS: 544.3 (M+Na)", 522.2 (M+H)" -
e) [4h i #81-2-T A FK-3-{2-F K -4-[4-F K -2-(4-=Z f F % -
AI)-vEok-5- K F RA]-XA}-8H 8
AL K B 10d) P73l o [Sh 4 4R ]-2-T & & -3-{2-F % -4-[4-

FR-2-(4-ZRATE-KA)vkok-5-£FRA-AK)-P8
¥Es > Al NLIOHE 32 » TH[4MH #]-2-T R KX -3-{2-F &
4[4 R2-(A-ZRATR-ER)EE-S-RTAL]-KL)-

AR 2R &EH -

MS: 506.2 (M-H) -

T4 132

a) 2-T & HK-3-(4-{3ERX-[4- P X -2-(4-Z R F A -KX K )-v§
A S-K]-FRALV-2-FR-XK)- BB FE(— Mok 2
A ) R /D)

AR BI10c)pT il > [ShH2£]-2-TRE-3-G-BL-2-7 X
A)-ABE FEE(FAI3le)m[sbE%]-2m A-[4-F £

2-(4-ZRFEA-XEK)Eok-5-X]-FERBE(E#H 1212)) #

ETHANNNN-m P AEFR_ABEREFLET T4 K

87212 S . 186.-
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2-(4-{KAKX-[4-FTE-2-4-ZRFE-KXK)-Ek-5-%]-7
FARF-2-FA-FR)TE CEs » 2 — 48 JF $ sk & 44 %
M iREeMH AR ERE -

MS: 584.5 (M+Na)", 562.4 (M+H)", 370.4 -

b) 2-T A K -3-(4-{3EBHK-[4-F A -2-(4-=Z R FHA-KKL)--&

op S5-K1-FEEV-2-F K -K A OEE (=48 JF ¥ me £ 4% b

"X IR A W)

AT B 10d)AF - 2-T A A -3-(4-3B @ A -[4-F £-2-(4-

ZRFTE-KXE)E-5-K]-FTREA}-2-FEA-XA)AEKT

BE(—fEFHBEBIINARDZRESH)ALIOHRE Z » T

2-TRA-Z-G-{ZAA-4-FPER-2-G-Z R FA-XK)E=%
A]-PRA}-2-FPEA-XKX)- AL > 2 45 Hue & HI

Az ReEMH  EZRERHE -

MS: 546.3 (M-H) -

#4133

(S % 48 1-2-T B K -3-(4-{2-[4-F K -2-(4-= A F 3k - XK X )-

Bk -5-K1-Z A K1-5678-wmF-%-1-K)-%H 8

ALK B 1d)PT 0 [Sh K #2]-2-2 R K -3-(4-5 % -5,6,7,8-
A)-HEE FE(E W 2c))H2-[4-F X -2-(4-Z A F

jus} B
- R )=k -5-£]1-2 8 R & [PCT Int. Appl. (2001), WO

li'“ﬂ\
’*)*r

01/00603 A1) # w &vkwh ¥ - £ F = X A DBAD(F & =
BB B ZTE)ZIAFAE S TER[NH®]-2-T R K-3-(4-
{2-[4-F X -2-4-Z R FA-KXRE)--E=-5-%X]-C & % }-
5,6,7,8-m & - -1-K)-H B P& » X THME H le)pr ik i

87212 -187-

-
'



1338686

—F et A R[S HR]-2-T R K-3-(4-{2-[4-F Kk -2-(4-=
AP A-FKE)-vEk-5-K])-T & #1L)-56,7,8-w F-%-1-%)-
REL & EG

MS: 532.3 (M-H) -

] 134

[ 74 4% 1-2-2 F K -3-{4-[4-F & -2-(4-=Z R F K -X K )-%
o -5- K P A H]-5.6,78-mmH-K-1-K}-5F

LK B 14b) Fr i 0 [ 4 UH #% ]-2-T & A -3-(4- %
-5,6,7,8-w f-%-1-%K)-" B T E (K H 2c)M5- L F £-4-F
k-2-(4-Z R P A -K %)-vE ¢ R A& [PCT Int. Appl. (2001),
WO 01/00603 AI]JANN-— P # P s flic ¥ » A % B 46 4 &
T T AR A®R]-2-TRE-3-{4-[4-FEX-2-(4-Z R F %-
K A)-vE ok -5-KX ¥R K)-5,6,7,8-m H-%-1-%}-% 8K F
0 LTHEMET F le)pr & —F &4 - T & &[4 F 5 ]-2-
R -3-{4-[4-F £ 2-(4-Z A T L -E A )vEok-5-% F &
A1-5,6,7,8-m &g -%-1-k}-A8K > ZHEE -

MS: 518.3 (M-H) -
£ 45135
[oh i 4% 1-2-Z F K& -3-{4-[2-(4-= F. F A -KX K )-vE o -5- &

¥ A #£1-5.6.7.8-m H-X-1-A)-BH &K

A E Bl 14b) BT o o [ 44 4% ]1-2-T A K -3-(4-5 %
-5,6,7,8-m & -%-1-K)- BB FE(FH2c)ES-KF A
R2-d-ZATFEA-XRA)EARBE(EHAaR-G-ZAFA-X
3k )-vk o -5-% ]- ¥ 8 [PCT Int. Appl. (2002), WO 02/62774

87212 o 188 -
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AR Pl e R > ZCHEA R Fie) ANN-ZFHF
MRt o ABEBEZHFLET 0 TEAMMHKR]2-TAE

3-{4-[2-4-Z AP A-XE)Ek-5- X 7 R AT-5,6,7,8-m
H-%-1-KR})-ABRTFPE > X THAMNT )i E— % &
& PE R[S EE]2-TREZ-{(4-[2-(4-Z R FA-XK)-
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The present invention relates to compounds of formula (1)

0

wherein R' to R'%, X, Y and n are as defined in the description and claims, and

pharmaceutically acceptable salts and esters thereof. The compounds are useful for the

treatment of diseases such as diabetes.
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