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1. —#TFX (1) Fﬁﬁ:ﬁ‘]i&ﬁi#f&ﬁﬁi

N%N’ 5 i S€0)n CHg

Fd Y Fe Y’ﬁﬂ&*ﬂ%%ﬁﬁl%&iiﬁ%, BRTH=
ATFE, nREk0 1X2.

2. —FrHEBRAEER 1 rE =514 (1) REZ 5%,
@ﬁ%Ti(h)ﬁ%%z—(Wﬁg)xaﬁﬁi%ﬁw

SCH3
(2a)

EF Y H Y%ﬂlﬂi*!ﬂi‘f’%ﬁﬂii@ﬁiiﬁ%, BETFHR=
PR, BRTX (2) 56 2, 2-—f-2-VYEAEXLRAME

-
SCH;:,
(2¢)

Ed Yide Y2l€vm1ﬁ:;tié‘vl=ﬂl“'l, ¥ig2 2-—R-2-VE
AELRHTAED LS —FHFRATPTELHNAE 1, 2, 4- =R A ERHF,
HFAEERTANR .

3. —#HHNERAAEKX 1 HE=Z5T5H (1) REZGFFE,
BEATX (5) Ficea2- (BR) XLBHADFIATHEE,
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- TR -2-FREXLEAE:
F

F
0
SCHz
y2
(2c¢)
yi

EF Y &Y ENGEILHHE, FHFMEDE-HFRATE
HAEL, 2, 4- ZREERE, FAEEZRTRILRR.

4, —FOIEBAER 1 L =AW R S fe—FrHEE LT
BEXURAGEH ALY,

5. wBHERAEGHBUEY, AFFTEHALY.

6. RAEK 1 MBS = EHIXLERTHEE DAL,

7. eBAERHENRE, A FEBAZTTHA.
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Zfrd s, RH&H5%
RS RAMERABARGGEY

AERNFRE—HFG =k birddh, PRAAKRTE—FHEBLARTES
REAAX ARG ELRGHG=kiTEdh, AL FBTEAWHE
ARG HH, BiLHS PRKRETEDONEFE.

BRAARTHRAHN, FASHLBEAR. REABRES, FH8. X
BB BERIAAEMABAREINRABTERPUTERBEE, $4 8
FHREAER. Tihs REAATERIALLMAEAIRANELR
REBR. BEZBET, AT2FRA-FRABLFEAMNILETS
M, ARTHIvEERIREABWEBE ORI, AV TEUGEE, &
HRREAEBRpAANAAUETRIAZEN KB L. Ak, &
B A XS ARG HB.

A BERASRERARXGEY, SRHELEBAL T
i BEA S G ELEEI N, EXAFELORELERKE. B,
EEFRFFRXEARGFTEEED. Hd, 2PRBLGSH (B
A &4 Pik4 - I No.85369/1986 , B X % #) ¥ #% 4 - I No.223266/1991
REBPH) PLE_RAEFRGLL W (BALTHYHH - F
No0.163374/1984 , B &4 4| & #4F - 5 No.163269/1993 H £ $3%) 2
Liotg X Fridgibs.

BHOCENENAAREARE RN T EREALLARPRESEH
RAA@ R, HFANFFRERANGEEIXRIKBEAHK. B, 249
H—AEBHORARP—HAEABRKEBMA, T HEAPAZRBEAX
BAEAHELBNLAH:; 2B HHAREGGE B,

ANEEY, KEVASART — 2=kttt ir4 B8
REBFEARTTHEL. BXER, »TEX (1) frrg=iflt
PRESUEEPSREBAARRORTEHR, FARNAAEN
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&k, ABRhABHEFAR, ARTRTEALY.
Bit, FAURBT—HLTX (1) Freg=2sdh:

F
Ho \ F
NN $(0 Cllg

=N Yz

. Yl

A¥, Y& YHRRARE, #4831 Ki88F, HRFX
ZRAFE, nfREO0, 1X2, XahiHeld, aLHaLIUHES
RGO HY, ELESHEFRERERSDGHEF k.

FEPAERBET o ERX (1) AFH=2TERHIRAEHRABH
SRR

AEPERBT—HAAEARGT*, BFEOETBAXRRBE
HMEGHEX (1) AFG=d TR K,

RELAZAG=24i2H (1) RABRTEHA, ST E4L
HRBEAK, FAHEAZZLY, Bradissei g NInstA
.

EX (1) PHRFHEATFOER. K. SPREBET. ABRT P,
Rt B8R TFRRT.

MNEAZPZbrdd (1) GLTAHRORSY, RE22Hw LT
BRXOE. AT Epigd, Ael, SktH, FPE
&k, FRed TLRE RAREPLSE.

BRBAZXAG =k b4 H (1) KXEEHFETFRAAKBEREFRE
A IR FEANCEREIRFHERFHERS Wl E%
Rk, AEAG =14 H (1) KAEAHAARSBAREHGEL
WO BIEALE. KAXALOIEXLEL Y,

AEAG=cd4TEH (1) TER, #d, PTEAEBEELS:
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AP XREABRET, YRYHEZLEHGGAA.

AamE, X (1) PoAFo844P(la)TRAG R TFXEE: A
Baitst 2 -BRELEFES (4) PIATPRELE, AAKESTE
P HA RS (2a); AEALSHQa)RERL 2 - K- 2 - (PEL)
XLBITAEBQD), AT oitsHm2, 2 - —F-2-BRREZSRTL
W (5) PIAFTREAE 2, 2 -—f-2- (Falk) ¥L8Hi4
W (2c); AR ESHQ)ZLFRAXMERITAFAHESH ( 2c) ¥3K
LPRLBBRAEESH (3), s (3) PIA—A=KH. &
o 45 8| 9405 (1a), TEAFHEX (1) ¥nh 168548 0Ab)HFX
(DP n 4 2 548 1c). i, LTl LS HAb)RE &AL
Pr(lc). Mk, FAALESHa), (1b)F(lc)fm B L&\ 42b), (2¢)
FeG)LAHBTALERPFTERARAGHASH, BROEELRY
g

ThEkELGTRBERZH.

¥ B (4-2a):

4 2a)TRiBiE LS (4) PIATRAERNE.

XTFRHASH (4), X(4)PXHHTFOER, KPR TF,
APHZERRTF. Y #o VHARANARTEHOEL. K FRRT,
EAPHRARRT. Asd (4)F, AFXRAR, EXBEFRY!
F YR HRARRTFHALSH T, #l4 Aldrich Chemical Co., Inc.
E3F,

FNIPRAEGEAMNGH T O TARGLEL, b X R, 2
KEBBZAFTHER. AT, RATARGARKRER., LEAEHNOHH
FTOEBEEN L TRILZHE, N, N-—_FLFEE, 1, 4 - =%
Hfwfikwm., A PHEREEN LXRATH.

¥ % (2a-2¢):

B S (2a) 5 RARAMNEEMN ¥ R BT F4H488(20).

AAERMGHFOERL HEREEAEY, Biéyr, T TR
f4047, SAETFRSEMLY, Btk = (V&R 3 (=
PEFARE) —fid, N-F£%%#H, N-RA-N-BRX-3is
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BB, N -RETHRHEE, N - RLERLHE E B (sulfonimide),

N-fluorosaltum, £.4t. f (xenone), N - ERREEF N - 888
. R ETHIGHEALEXMNHFEIE “ Onoda L% FP - T300,

FP - T500, FP - T700, FP - B300, FP - B500, FP - B700
## FP - B800 " ( H&.4%; Chichibu Onoda Co., Ltd.& = &) #
“ MEC-01, MEC-02, MEC-03, MEC-04, MEC-05~ ( & .%; Daikin
Industries, Ltd.t9 > &%) . KA FERLSHQa) A 2 - 20 X FH4L
AM. TRAGAEEMNGHTFEEL, 2 -Z8TK, 1, 1, 2 -=
ALK, &b, —RTFKR, L&, Z&LBPakH. b1, 1, 2

ZRLKARNRAY. EEBREHKAEL - BSCEZXHNBLEER
B A, #34#4%80 - 100 C.

ARERGHG TR, TURARINREB. BEHBRGHTE
#FRE, AR INY, SR TAEARALA, L84, 4%
R, KBHA, HRW, S, RTEHY, —FaRaLExFTLh
b -3 B -2

¥ % (2a-2b)Fo % B (2b-2¢):

RAEWQOELTRAHLESH2b)HE. XHHALT, 5MisH2a)
ABAGRALSHQoHEAIAM, L4 B(2b)FL44(2c)T @itk 4
WQRa)FHEHCL)E B L EREMNEEN TR Em4ME. 255 A A4
R, M, B 5 BB AT AL W —F (2a-20)FF B 69484l AALE3(2a)
SRASHD)HEAET, RAAEXMNGKERATFS 1 - 2 S S/ERLE
#Q2a), HNKEAEH1-15%F. ETEM, #a4kk1, 2-=
ALK, MEAEREHRFIHKE20 - 40 T. A2b)EAQONEE T, 4
RGBARHNAEARERNLASWRD)I-2 S5, HA4kk1 - 1.5 55,
HTEMNPEERE, 1,1,2-ZRTKEH 80 - 100 CRZ L A%k
8.

¥ B (5-2¢):

LTABEREH ( 5) PIATRREEHELAB(20). £IX
AT, HAFTREIARN, TAL L FRARAPLRERES

BT RAGTARIAZMNAZTHLSH (5) H1-2%%. AR
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EMNGATELHTE, N, N-_FATREM _TFTER. EAZEHL
REL-TSCEZFMNBPENZERLBA, HAHEE-20C- 50CHHE
H.

% B (2c-1a)

A HQR)EB SRS H(Qa) THI TR R4 —B R
W25 1 - 2B RFATFEAALHNPL - 4BERL, 2, 4- =34
BEBBELEEMNTAE2 - SERBALET, T-100CEZTETRER
TEEL1- 3008, FAFTREALHNGHFE=FERLEARLH =
FREHRLY. BRegt T oL ARMH, AR, LALE, RKHA,
BB ALH. A PHNREERAY. AR THEEEMNOER
%, >VE, L8, A8, ETH, #THIXRTH.

B % (2c-3) :

f5-H(la)L T it S Q2c)ilit 44 (3) &, EXHHER
T, #6449 (3) AL —BRESWR)E 1 - 2 BERFATFTELHN L=
PEEARBUY A= FRAARLBEENTE2 - s BRBALTA
B k. A%, —PERRALEN. ARAETSE, AEMNTRA
L&, wERmHEMM L TRG. RO T i EN, ARy,
RED, REH, BRI EAN. A PAAHZHNERN. BB
REZA-100CHAXEMNBEIGOERLEA, $INAAGEERZ- 40T
£50C.

¥ Bk (3-1a):

MiesH (3)orAsH(laI R g R EdsH (3)51, 2,
4 - Z 2R AREBLEEEZENTERGALETEE T RS, HEHEN,
N, N-—FEPEE, 0K N, N-_FPRLERI-FERATHK
SERER. BOHATOEARLN, AR, L84, EB4HA,
REFPRTARY. LEBERA O CHENFLINZRELEAR, #
MEEGEEND 20 - 60T,

¥ B (1a-1b):

Tkl 1 BRI SH(1a) b XK1 55, ik 12 3 TRALNR
BExP&EL5H>Ab). RAHNGH T ORI RIEXPER, SRLEA, LT
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%, STRWALE, WRLR, FZEKFFTALEHHN. THY
EMNHATEHEKG, —AFR, L8, P8, Kol EAEREA-
OTCEEMNGFLZAERLEAALS, 0C-S0CAKRANEE. &L
PR, TOERAEAN. RBANGH FOLE_SLH, L485A, B8
H, FeRAHN, KEHBHA.

¥ B (1b-1c)#= ¥ H(1a-1c):

HeP(1)yTAALH 1 BEREGAHGLSH(AD)E 1.0-2.0 %
¥, Rt 12 S FRAAMNEEHF. 4oL Tl 1 BRILA
H(la)5 £5 2 5%, ik 2225 B FRAANEEEF. AR,
BN, BANPEEZES WY (1a-1b)F7 B84,

TS H(la)f(lo)f, £RBEANBRTFARSK TS, Bad
MeSHAFBANRK. F—F @, KEBOL)EFRATFREEF R EMR—
AR FHET A Esfortk, EMNTHRE T F 595 F.

HeWA)EART—ARAHRBERTFHHAShA. LFEED
RTRBEBEA—ARTLEAFTAURNOET RS Bk Bms
. AFEREAZAGH T OELFERSRELY, 2R XS TFHEA
ARGEERSY, RAREVABRBNERAREN. HARALEY
AR ETAEDABAGRERGET, £EXHWHHEF4 “ Chiral Cell OD”
# “ Chiral Pack AS” (# &%, Daicel Chemical Industries & /%2 )
TR, A% EA “ Chiral Cell OD” . ET&#EENEN, 4
#ZEMEEE, BHFALT, hAADIHOERRGTASH T EDT
R-LEPLR-FAR. H5% AFERBRATAETZLHFHS 24
R, RAHFEANGH TOREAFERRBRAR (TH—-AHEFRK)
BAREE BEGHTERE (+) -BB- 10 - %8, (-) -B5-
10 -%®, (+) -3 -BHKB-8-8&%, (-)-3-2B5K-8
BB, (+) -3 -BHB- 10 -8, (-)-3-288- 10
BB, (+) -3-2BE-8-Z%8h (-) -3 -LBB- 8
—HEE. P, (+) -3 -EME-S-S&, (-) -3 -8
BA-8-%®, (+)-3-EBBK-8-BREMF(-) -3 -85
B- 8 -k,

7



o PR, WEH(D)ABAESRFHE. 5B TEitBe
Shh—ABkE (A, H, EHE5THEAS19: 1 HREZK
) LitATE %45 8 mikE,

REBAN)VEBAET AR HEZERTFHToh, LFERBE
MRETRARA SR AH LS Ba)aRgEAF S FE. b &7
VAR A 44 (1a) R (1b)6 X, 3 & M 4 R B 3T 3869 B4 B & & 4] &

AZRHEESBO)TARBNESHY, LARFANBOGETETEN,
hH, BEHN, BHN, KREM, EFH, 24N BHAPSAHMNAR
EBX. EXHHRAT, TARMABRFE L TRSORBMNLHSEH
. BAmE, BAANTRAS S THEFT A58 GAX0Ld
# (1) PRABRBHAAERTETAGLSN, HEMN, 2EMNF/
AR, ZRMNGPETAHALER, FRAALCEALBLEH (1)
TARBARLERARBAZFTRAPEXBIHEZHARLK, REEL
RANERGTRRNE. LHFTENHTOERSRALY, SHKRALR
B, KT HEPFHE.

BEAARNHLSH (1) RAERAKEHY, A2 B ITHEAAE
TR RAOHE SR, SL4E, 4, HAKLERBHEL. %
RAAEXERAMNE, KXAG4H (1) XAAEHLH T4 0.1-1000mg/
X, &S5 - 100mg/X. HMNETR—ELH—K, LTUH2- 4%
8.

TRALISBEEHPZRNASTELBHE—EmBR, BT HEL
1, FEXRAHFRHR T EHEH,

FRERM 1

224 -=f-2- (FAL) $28 (2% Q2a-1)] #5454

%] 500ml 50g (0.262mol)&) 2 - §.- 2°,4-—RE 8 (i (4
1) ) HTFEERY, EkkAH TN 147g (0.314mol) F R AEH
1S % KER, REAZRTRE2IM. REEALREHN. AAERS
hFmAKF RS, RABRLSD ARG R, ERRIR A K fe bt o
EAGE, RERALARRETHE. HERERBREMN. JwibiSa 64

RipEME (93 - 95T, 3mmHg ) FHME, WFa 473z £ &K
8



AL H2a-1) (R 892%) .

'H - NMR ( CDCl; ) 3 ppm:

2.10 (s,3H), 3.77(d,2H), 6.80-7.18(m,2H), 7.92-8.20(m,1H).

L& 1
2-F¥HEA-2, 2, 2, ¥-wWEEIZR(LEH (2¢-1) ]
R R

1) AN-R-4-Fhatw2di- 2 -8 LS5 mALESH2c-1)

%1 20ml 0.5g (2.5mmol) 2’ 4’-—H. - 2 - (PRR) X8 (4d
$2a-1)) 1, 1, 2 -=ZRKLRERP, EAFEZAHSS8TT, o
A L7g (8.9mmol) N-& - 4 - PAM 4R - 2 - BB H( “ MEC - 027,
Bond, Daikin TEAMBAGNGF &), REERFEZEH 100 CTH
H30904. %6, EEARSWRANELR Y. RRGFAEWFELE
BE. REDBAEALEGE, RESULRERS. REGEWH L EKRK
ARFetofe b Kbk, RERMAKAKETR. REWZIHNAEERSE.
FAGHALHERLRARGAHARBRYERELRFE %58, ARFEH
0.30g Xk &R IFHILSHQc-1)(FEE: 50.8%).

'H - NMR(CDCl;)® ppm:

2.35 (t,3H), 6.91-7.05(m,2H), 7.94-8.00(m,1H).

2) AN - B AP E ( triflate ) S RLESH(2c-1)

% 20ml 0.5g (2.5mmol)2’ 4’-— 8. - 2 - (FHAX) XZH (4D
Qa-1)I W1, 1, 2-ZRTCRERT, EAFRBEHSOTT, A
3.0g (12.1mmol) N- A %% & = & ¥ 5 & & (“Onoda Fluorinate FP-
T500”,% && %, chichibu Onoda Co.,Ltd.% = %), RE £ AREE H 100
CTRHFE I, 2FE, HEERSGIRANELR Y. FREHE
EHhitEd k. FEWBERLMGE, RELH5CRERS. BRAEW
BEHRRAKFtafe i Kbk, REBLKAABETE. BERBREM.
FEANESDERAKGARRRGBEREERTEESE, KAfFI
0.28g X 3% & R eGIFAMILSH(2c-1) ( FH: 475%) .

g4 2

Bit2 - FHRAE-2, 2, - ZKEXTHR LS H(2b-1)] 44
9



2 -FRE-2, 2, 24 9EELR (LEH2c-1)) :

D2-FRAE-2, 2, #-Z8¥XT8 (42H2b-1)) 845

7 20ml 0.5g (2.5mmol) 2’,4-— .- 2 - (FRARX) 78 (Lo
#a-1)IE1, 2-—RKIRERTY, £ERT, A 1.1g (3.8mmoh)N
- K- 2, 4, 6 - ZFERTH=FAFHKE (“Onoda Florinate
FP-T300”, #&.%, Chichibu Onoda Co., Ltd.# * %), RELEHARR
ETREA 120, BEARSSMASNECLREY, BRARESREHSTE
hik. REXRREDRALEAR, RES5LRERS, RAENHEEHK
KRAKFotafo Kk, REALKARE TR BAEEXBEIEEHN,
WA E) 0.5g H X & dRAFHALSH2b-1) (F&: 91.7%) .

'H - NMR ( CDCl;) ® ppm:

2.10(d,3H), 6.70(d,1H), 6.80-7.20(m,2H), 7.95-8.30(m,1H).

2)2-FaA-2, 2, 2, ¥-9HELH (2 HQ2c-1)) &4
AR,

# 20ml 0.5g (2.3mmol)2 - PEL - 22°, C-ZHE LW (LS
(2b-1)I #1, 1, 2-=ZRKILREAETY, EARFZH 80 CThA 0.7g
(3.7mmol) N-F.- 4 - FERZL -2 -%&%E ( “MEC-02", B
o %; Daikin TAFRANMHEL), REAARFEZEA 100 CTHE
20 24F. AHE, BEEROWRANELR Y, BREGAZHTE
HEk. REDBEALELE RESCRERS. RAENZEHRK
RAflf Ak, REALKARETR. ZEZBEREN. 5
AR ERIGARKRGLRE L7645 8, ARiF5 0.26g
R EHRGFHEASH(2c-1) ( FR: 48.1%) .

KM 3

2 -FHEE- 224-ZREX LW (4P (2c-2)] G4 4:

ARAEZ#EA 1 (1 Haess %k, RR2EM G2 1.0g (5.4mmol) 4’-
-2 - (FRRE) $28 (e-H(2a-2)) ARALSH(2a-1), £
0.54g E & & RIF ML W Q2c-2)(F £ 45.0%).

'H - NMR(CDCl;)5 ppm:

2.37(t,3H), 7.15-7.22(m,2H), 8.18-8.20(m,2H).
10



E#A 4

4 -=R-2, 2-=fK-2- (FRL) £28 (4LH(2c-
3)) 654 R:

AREL#HEHM 1 (1) MG F%k, RALAHZ
2.0g(8.5mmol)2’,4’-— R - 2 - (F&HL) X8 ({bH2a-3)) AR
RS Y (2a-1), 35 0.60g £k & b K&FHELS P Qc-3) (= %
26.0%).

'"H - NMR(CDCl;)® ppm:

2.35(t,3H), 7.34(dd,1H), 7.52(d,1H), 7.68(d,1H).

kA 5

2, 2-ZR-2-FHA- - (ZAFR) A28 (8% Q2c-
4)) #54mk:

AR ZAEF 1 (1)ANGF %, ARXERGR 2.0g (7.7mmol) 2-
A- - (ZAFPE)XTLEH (LS4 P2a4)), mARA4EH ( 2a-1),
3] 1.0g K & B RFEEALSH2c-4)(FE: 48.0%).

'H - NMR(CDCl;) 3 ppm:

2.24(t,3H), 7.81(d,2H), 8.24(d,2H).

Lk 6

2, 2-ZR-2- (FaE) X8 (4HQ2c-5)) h4A:

) 50ml 3.8g (19.9mmol)2 - £ - 2, 2 - —REZLB(4L2%H (5
S 1) I FEERYT, ARREHTEN11.2g (23.9mmol) PAEH
15%KE®R, REEISTTRE 20, AEEBEREN. ARAR
ST AKX, REREGER., §45FERWEREAR Kb LKk,
REBALKGEETR. REREMNEMmE, HH3 3.1 £ E&dRiF
BAAW(2c-5)(F F:  78.0%).

'H - NMR(CDCl;) 5 ppm:

2.39(t,3H), 7.30-7.80(m,3H), 8.10-8.30(m,2H).

x4 7 |

2-(1, 1-=R-1-F&8L) FL-2 -4/ —RAEHK
LR (8 (3 - 1) 1 698

11



#1 10ml = ¥ £ 54 20ml w &k}, A 0.09¢g (2.3mmol) 60%
HAfA (AETRZEEL), REMAKIHSST. GAFRI BT, &
BN 0.53g 2.4mmol) = FERALERILY, RELAFHZETHRE 15
S, HEARRSHEFH - 10T, &k 5% 10ml 0.48g(2.0mmol) 2
“FERA-2, 2, 24 -ORELBALLEH(2e-1)IH Y Sk dE k.
L FRGIEOABNERAREIE . RAERSHWBAKRKTHA
LEBER., ZRPEALAAKPpEIERKEE, REMEKEEET .
AR L EN, AR 048g RF & HKAESH (3 - 1 )(
¥: 94.1%).

'H - NMR(CDCl;) 5 ppm:

2.28(br.s,3H), 2.99(m,1H), 3.48(d,1H),

6.81-6.94(m,2H),7.50-7.56(m,1H).

kP 8

2-0(1, 1-=ZRA-1-F&AR) PA-2- (¢-5¥R) x
LR (44 (3 -2) ) e554:

RRAL FAP 7RG T 3k, RZEBHE 0.54g (2.0mmol) 2 - F
BEk-2, 2, -Z8F T8 (LEH(2c-2)) w1 R ZAC4H (2¢-1),
2 055z AR EMRAFMILSS (3-2) (2 965%) .

'H - NMR ( CDCL ) & ppm:

2.28(br.s,3H), 2.85(m,1H), 3.46(d,1H),

7.04-7.09(m,2H), 7.51-7.54(m,2H).

F#A 9

2-24-REL)-2- (1, 1-ZF-1-98R1) VK
U5 (a4 (3-3) ) 944

AR L ZEH T RMNF %, REEAHL 0.60g (2.2mmol) 2°,4°-
—R-2, 2-ZR-2- (FRL) £28 (4 (2c-3)) mAREAL
S#(2c-1), 53 052g XK EHREMILLH (3-3) ( FE: 825
%) .

'H - NMR(CDCL;)5 ppm:

2.29(br.s,3H), 3.03(m,1H), 3.57(d,1H), 7.30(dd,1H), 7.42(d,H),
12



7.54(d,1H).

L&A 10

2-(1, 1-ZR-1-FRE)FPEA-2- (- (=Z4FH)
FR) AR (4 (3 - 4) ) B44:

RKRE LB T MUY H %, ARXEAHZ 1.0g 3.7mmol) 2, 2-
SR 2 -FREA- - (ZRAFR) £TE (L2H(2c-4)] HREL
H(2c-1), 3] 1.05g XX &M RFHELSH (3 - 4)F % 99.9%).

'H - NMR(CDCl;) 5 ppm:

2.29(br.s,3H), 2.85(m,1H), 3.50(d,1H),7.66(s,4H).

£ 11

2-(1, 1-Z8-1-98%) PA-2 - %4 x88 (&
% (3-5)) 8544

AAE ZEH T ARG TR, AREANHZ 1.0g (5.0mmol)2 , 2
“ZR-2- (FRA) X8 (4HQ2c-5)), @RS H(2c-1),
R 1.02g XX EHREEKSY (3 -5) (FE: 9539%) .

'H-NMR(CDCl;) 3 ppm:

2.26(br.s,3H), 2.85(m,1H), 3.46(d,1H),

7.32-7.49(m,5H).

L5 12

3, 3-Zf-2- (24 —F¥EX)-3-¥m2%-1- (1H,
1, 2, 4-=%-1-%) &-2 -8 (4HAa-1)]) G484

%] 20ml 0.48g (1.9mmol)2- ( 1, 1 - =K -1 - PRAEIFL- 2
- (24— BFER) FRLR (M (3 -1)IHN, N-=9
A TBEER T, MA 0.50g (7.2mmol)1,2,4- = F= 1.00g (7.2mmol) X,
KBRS, REESSTHRHE LS Mob. REEABBREEN. GBRLH T
MANTE, RERIAKPEPERES, FALKARETIE. X/
BEEBETEBGE .. B ORDESG AR RO RELRITE
FHAL, WL 0.44g L& RARFEEASB(1a-1)(EE: 72.1%).

®E: 122 - 123 C.

IR(KBr) Vv ma.cm™:3136, 1618, 1499, 1145
13



MS(FAB): 322 (M+H)"

'"H-NMR(CDCl;) ® ppm:

2.27(t,3H), 4.82(d, 1H), 5.28(d,1H), 5.78(s,1H),

6.71-6.88(m,2H), 7.71-7.77(m,1H), 7.80(s,1H),

8.09(s,1H).

£&M 13

3, 3-ZR-2-(4-EERX)-3-FHE-1- (1H- 1,
2, 4-=2%-1-K)FA-2-F44¥ (1a-2) ) &4k

RAL Zs 12 ARG F %, RARAGL 0.55g (2.4mmol) 2-
(1, 1-ZR&-1-F&AL) PL-2- (4L-RER) xAE (4
EH(3-2)), MRS H (3-1), F3 0.5z L& R[&EiHE
o (1a-2)(F£: 70.4%).

#®E: 117 - 118 T.

IR(KBr) v m..cm™: 3137, 1607, 1510, 1133

MS(FAB): 304(M+H)"

'H-NMR(CDCl3) 5 ppm:

2.23(t,3H), 4.73(d, 1H), 4.89(d,1H), 5.31(s,1H),

7.01-7.05(m,2H), 7.52-7.55(m,2H), 7.86(s,1H),

7.92(s,1H).

LM 14

2- (2 4-—R¥X) -3, 3-—K-3-P#HA-1- (1H
-1, 2, 4-=2=%-1-%) &-2 -8 ({L4s%1a-3)) 845

RBL5f#&M 12 ARGFE, RAEAHA 0.52g (1.8mmol) 2-
(224 -—fFH) -2-(1, 1-=F-1-F84) PARAL
Kl (3-3)), mrALSH (3-1), A3 045z L& H
AL W(1a-3) ( FHR: 69.2%) .

WE: 143 - 146 T

IR(KBr) v m..cm™:3138, 1587, 1518, 1105

MS(FAB): 354(M+H)"

'"H-NMR(CDCl;) d ppm:

14



2.27(t,3H), 4.87(d,1H), 5.82(d,1H), 5.93(s,1H),

7.23(dd,1H), 7.32(d,1H), 7.83(s,1H), 7.90(d,1H), 8.20(s,1H).
E# 15

3, 3-ZRK-3-¥&HEE-1-(1H-1, 2, 4-=v-1-

A)-2- (- (ZR FR)ER) B~ 2 -8 (4% ( 1a-4) )
69 4 B,

(1,

AR5 &S 12 M FE RREANE 1.05g (3.7mmol) 2-
1-ZF -1 -FEE) PA-2-(4- (ZAFH) (1)

FALR (LeH (3-4)), AFRRAEEH (3-1), %3 0.48¢
& dhizmisHm(la4) ( £ 365%) .

BE: 110 - 112 C

IR(KBr) v macm’™: 3010, 1620, 1515, 1122

MS(FAB): 354(M+H)"

"H-NMR(CDCl;) 8 ppm:

2.24(t,3H), 4.77(d,1H), 4.92(d,1H), 5.52(s,1H),

7.61(d,2H), 7.70(d,2H), 7.86(s,1H), 7.95(s,1H).

% &H 16

3, 3-ZR-3-9HE-2-%X-1-(1H-1, 2, 4-

Zek- 1-%) H-2 -8 ({£4W(1a-5)) H44:

ARLE LAEH 120G FE, AREANZ 1.02g (4.7mmol) 2 -

(1, 1 -ZR-1-F&8E) FE- 2 -¥XERATHE (442 (3
= 5)) AmARAEMALEY (3 - 1), 75 0.54g £ & Skt E ks B (1a-5)(F

.

38.0%).
#E: 130 - 132 TC

IR(KBr) v m..em™: 3135, 1516, 1498, 1135

MS(FAB): 318(M+H)*

'"H-NMR(CDCl;) ® ppm:

3.14(t,3H), 4.89(d,1H), 5.28(d,1H), 5.94(s,1H),
7.33-7.37(m,3H), 7.49-7.51(m,2H), 7.74(s,1H),7.83(s,1H).
L 3&H 17

15



3, 3-ZR-2- (24 -ZREX)-3-FHRLE-1- (11
1,02, 4-Z%-1-%)F-2 -8 (LeHdcl) ) G

#7 10ml 0.5g (1.6mol)3, 3 - —f -2 - (24 - —FEL) - 3
“FEA-1-(1H-1, 2, 4-=Zv-1-£)&- 2 - (s
#(1a-1)] HFHERT, A 0.01g (0.03mmol)= K 442 5 44, Rk
ERTAEH DM 0.53g (4. 7mmol)it AL £.69 30 % K%, Frff R4
BEZRTHRHE 16 I 0. AAERSH T A 10 % 650458 M AR
RAGBEFGEMAN. REZEEA ML LTH. SET L RS N R
REHARKFotefo hRoik, FAAKARLE TR BEEBR LR
M. REGHFEAIG AL S, AmFs 0.8 X & A A AL 2% (1c-
I(E£: 74%).

wmh: 158 - 160 T

IR(KBr) v m..em™: 3136, 1617, 1503, 1323

MS(FAB): 354(M+H)"

'H-NMR(CDCl;) 3 ppm:

3.22(t,3H), 5.17(d,1H), 5.34(d,1H), 6.11(s,1H)

6.74-6.89(m,2H), 7.65-7.71(m,1H), 7.79(s,1H), 8.06(d,1H).

k&5 18

3, 3-ZR-2-(4-8XR)-3-9882-1- ( 1H
1, 02, 4-=2-1-%) F-2 -8 (LiMHlc-2)) HA A

RAAL LHEM 17 NG Tk, RREBGL 0.35g (1.2mmol) 3, 3
"R 2-(4-RER) -3-9A-1- (1H- 1, 2, 4
SE®- 1 -K) A- 2 -8 (LA H(1a-2)] R A4 (1a-1),
3 0.13g L& J kML H(1c2) (% 333%) .

BE: 169 - 171 T

IR(KBr) v n.cm™:3135,1605,1514,1324

MS(FAB): 336(M+H)*

'H-NMR(CDCL;) 5 ppm:

3.17(t,3H), 4.84(d,1H), 5.27(d,1H), 5.90(s,1H),

7.02-7.06(m,2H), 7.46-7.49(m,2H), 7.83(s,1H),
16 :



7.88(s,1H).

L#kEH 19

2-(24-—RFE)-3, 3-—4A-3-F#8t-1- (1H
-1, 2, 4-=2-1-R) &-2 -8 (4a2PH1c-3)) 8544

RAL ZEH 17 MG FE, RRZEAHZ 0.40g (1.1mmol)2 -
(2,4-—fFE)-3, 3-_8-3-¥&8L£-1-(1H-1, 2,
4-Z-1-%)A-2-8(4EeH31a3)), mFE4eSH(1a-1),
73] 0.40g £ & Sk H(1c-3)(E R 91.0%).

HE: 147 - 148 C

IR(KBr) v n..cm™: 3040, 1588, 1514, 1337

MS(FAB): 386(M+H)"

"H-NMR(CDCl5)d ppm:

3.23(t,3H), 5.21(d,1H), 5.97(d,1H), 6.38(s,1H)

7.23(dd,1H), 7.35(d,1H), 7.81(s,1H), 7.83(d,1H), 8.12(s, 1 H).

% 3E4 20

3, 3-ZRA-3-9Yssik-1-(1H-1, 2, 4-=v-1
“R) -2- 04 (ZAFPR) RA) /-2 -8 (et Hdcd)) 8
BB

RAL Z&EH 17 MUHSF %, RRZEAHZ 0.20g (5.7mmol) 3,3-
ZR-3-FHAE-1- (1H-1, 2, 4-=Zwk-1-£)-2- ( 4-
(ZR&TFH) £X) ®- 2 - B (bé4H(1a4)) , mRZLAH(1a-1),
72| 0.12g £ &AM AP(Ac-4) (% 532%) .

& 185 - 187 TC

IR(KBr) v n..cm™: 3029, 1619, 1521, 1326

MS(FAB): 386(M+H)"

'"H-NMR(CDCl;)  ppm:

3.21(t,3H), 4.90(d,1H), 5.33(d,1H), 6.13(s,1H)

7.61(d,2H), 7.65(d,2H), 7.83(s,1H), 7.89(s,1H).

%4 21

3, 3-ZR-3-Ym#AE-2-%XX-1-(1H-1, 2, 4

17



"= 1-X) H-2 -8 (aH(1e-5)) HE A

RAEZEH 17 ABGF ], RERAHR 0.17g (0.6mmol)3, 3
SR -3-FRA-2-%2-1-(1H-1, 2, 4-=e-1-
A) &H- 2 -8B (4iHdas)), w1 R RS (1a-1), 73] 0.08g £
&R S P (1e-5) (Z£: 46 %) .

mE: 85-86T

IR(KBr) v n,,cem™: 3023, 1617, 1510, 1320

MS(FAB): 313(M+H)"

'H-NMR(CDCl;)® ppm:

3.14(t,3H), 4.89(d,1H), 5.28(d,1H), 5.94(s,1H)

7.33-7.37(m,3H), 7.49-7.51(m,2H), 7.74(s,1H), 7.83(s,1H).

%4 22

3, 3-ZR-2-(24-—R¥RL) -3 -FRAEHEBE- 1
-(1H-1, 2, 4-=s-1-%£)%7-2 - B¢ (4L49(1b-1)) &
R

© 10ml 150mg (0.47mmol) 3,3- =%, - 2 - ( 2°.4°- —fEL) -
3-FWAEA-1-(1H-1, 2, 4-=2%-1-R)F-2-M (4
E#(1a-1)] SR FRERT, EERT A 114mg (0.56mmol) /&) §,
HETR, RERH 094, ARLERSH T AKX, REAEEER.
ERBEAR 10 % BARARAKERF 10 EBAKREREERE, RE
AXRABERETR. REEMBLEN. HESRBERES: TEY
10: 1 89R4-% ) BRI B L} 47 8,58 2540, 362 5] 64mg X
& & AR AL B (1b-1) (k2B h(1b-1A): (1b-1B)=2.5:1 1 ( > #:
40 % ) .

L4 23

3F 27 B4k (1b-1A)#2(1b-1B) 89 4 55 :

W1lg3, 3-ZR-3- (24-—fFL) -3 - PR3
A-1-(1H-1, 2, 4-=s-1-2)%- 2 - U443 @Ab-1))
By EREELRTE#5 B (&#H: “ ULTRA PACKSI - 40B” ,

Fid: %, Yamazen Co., Ltd.8§ =%, 26 x 300mm, &if: 8ml/min ,
18



¥ K 254nm I, AAAHRLERG: FHAY19: 1, H4F3 418mg (2
#: 38%) L& AKIESRKAD-1A)F242mg ( FH: 22 %) £EH
- 3E 21 B4k (1b-1B).

13tk (443 ( 1b-1A) )

wWE: 154 - 155C

IR(KBr) v ma.cm™: 3150, 1617, 1505

MS(FAB): 338(M+H)"

'"H-NMR(CDCl;) 5 ppm:

2.71(t,3H), 5.09(d,1H), 5.31(d,1H), 6.12(s,1H)

6.78-6.89(m,2H), 7.60-7.66(m,1H), 7.76(s,1H), 8.12(s,1H).

2)4E s pkdk (464-#(1b-1B)]

& 152 - 153 C

IR(KBr) v n..cm™: 1618, 1505, 1113

MS(FAB): 338(M+H)"

"H-NMR(CDCl;) 3 ppm:

2.78(t,3H), 4.92(d,1H), 5.31(d,1H), 6.07(s,1H)

6.80-6.89(m,2H), 7.60-7.67(m,1H), 7.84(s,1H), 8.16(s,1H).

%364 24

#¥3, 3-ZR-2-(24-—REE)-3-F8E-1- (1H
-1, 2, 4-=24-1-%)#FA-2 -8 (4LsHAa-DyER (+)
Fo (- ) M4k

¥ 50mg 33-—RK-2- (224-—R¥E) -3 -FHL-1-
(1H-1, 2, 4-=%-1-%) &- 2 -8 (&&PHAa-1)) 55
M EELAEE# LHfTF K4S B “ Chiral Cell OD”, H &%, Daicell
RFLEFBRAGNGER) . SRS TRUATR: FA%H=-19: 14
AR, AAEME GRS E, F3 20mg £ & HAE( - ) FHE(F £
40.0 %, HFHE: 99.4%ee) , NMERKEHESZ, 3 21mg
XERE (+) FHE (FE: 420%, LFHE: 99.2%e.e.) .

DE-3, 3-=f-2-(2°4#-—RERA)-3-9&5L-1-
(1IH-1, 2, 4-==-1-X)&F- 2 -8 -)-s&%H01a-1))

19



[a]p=-65.0° (C =05, A®A)

E: 154 - 156 C

IR(KBr) v macm™: 3136, 1618, 1499, 1145

MS(FAB): 322(M+H)"

'H-NMR(CDCl3) 5 ppm:

2.27(t,3H), 4.82(d,1H), 5.28(d,1H), 5.78(s,1H)

6.71-6.88(m,2H), 7.71-7.77(m,1H), 7.80(s,1H), 8.09(d,1H).

2) (+)-3, 3-—&-2- (2,0-=RX%) -3 -F&E
-1-(1H-1, 2, 4-==%-1-%2)F-2-HBL((+) -4&&
¥ (1a-1)] :

[a]p®® + 64.6° ( C =05, A®A)

#E: 154 - 156 T

IR(KBr) v maccm’™: 3136, 1618, 1499, 1145

MS(FAB): 322(M+H)"

'H.NMR(CDCl;3) & ppm:

2.27(t,3H), 4.82(d,1H), 5.28(d,1H), 5.78(s,1H)

6.71-6.88(m,2H), 7.71-7.77(m,1H), 7.80(s,1H), 8.09(d,1H).

£ 34 25

#2-(2°, 4 —§KFL)-3, 3-—R-3-FRE-1-
(1H-1, 2, 4-=w-1-%)&F-2 -85 (4£&H1a-3)) 45
B C+) $ (-) FH&K

g5 L4 24 MM &, X 100mg 2- 2. 4-—RFEE)- 3,
3-—f-3-¥HA-1-(1H-1, 2, 4-=Z%-1-%)&F-
2 - 8 (4% a-3)) shl#EThT, AREMARATE 48mg L
Gtk (- ) F#fk (% 48.0%, AFHA: 99.1%ee.) F 41mg
EEBE (+) FHk (FE: 41.0%, LFHEE: 99.3%ee.) .

DE-2-(24-—fEFEH) -3, 3-—R-3-F&E-1
(1H-1, 2, 4-=2=%-1-X)A-2-H(--4&4¥1a-3)]):

[a]p-87.5° ( C=0.02, F&)

wmE: 120 - 123 C
20



IR(KBr) v m..cm™: 3138, 1587, 1518, 1105

MS(FAB): 354(M+H)"

'"H-NMR(CDCl;) 3 ppm:

2.27(t,3H), 4.87(d,1H), 5.82(d,1H), 5.93(s,1H)

7.23(dd, 1H), 7.32(d,1H), 7.83(s,1H), 7.90(s,1H), 8.20(s,1H).

D+ -2-(24-—f¥EX)-3, 3-—RK-3-F&5EEL-1
- (1H-1, 2, 4-==%-1-%X)F-2 -8 -4LsPAa-3)x

[a]p?® + 85.0° ( C =003, V&)

®E: 121 - 123 °C

IR(KBr) v ma;em™: 3138, 1587, 1518, 1105

MS(FAB): 354(M+H)"

"H-NMR(CDCl;) ® ppm:

2.27(t,3H), 4.87(d,1H), 5.82(d,1H), 5.93(s,1H)

7.23(dd,1H), 7.32(d,1H), 7.83(s,1H), 7.90(d,1H), 8.20(s,1H).

=& 26

BREHG3, 3-=Ff-2- (24-—fFEL) -3 -FHE
-1-(1H-1, 2, 4-=%-1-%X)&-2 -8 (--1tstH
1a-DIEAEG-3, 3-—f-2- (24-=£F%) -3 - PHBt
X2-1-(1H-1, 2, 4-=%-1-R&)F-2 -85 ((-)ksh
(le-1)) : ‘

gL LHAEH 17 BN F ik, A 59mg (-4 P (1a-1), F 5] S4mg
EE K- e B(e-1)(F £ 83.2%, HFHE: 99.7%e.c.).

[a]p?®-28.0° ( C = 0.25, @®)

ZE: 102 - 103 C

IR(KBr) v ma,em™: 3136, 1617, 1503, 1323

MS(FAB): 354(M+H)"

'"H-NMR(CDCl;) 3 ppm:

3.22(t,3H), 5.17(d,1H), 5.34(d,1H), 6.11(s,1H)

6.74-6.89(m,2H), 7.65-7.71(m,1H), 7.79(s,1H), 8.06(d,1H).

L4 27
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BEAAAH)3, 3-Zf-2- (24-—A¥X)-3 -9z
“1-(1H-1, 2, 4~-=-1-X)&F- 2 - B(+)-42H1a-1))
SRME)-3, 3-ZR-2-(24-—FEL) -3 -Faat- 1
-(IH-1, 2, 4-=2%-1-£)"-2-8((H)~- &P

HRABE KEH 17 MMEGFE, K 100mg (+)-464%H(1a-1), F3
107Tmg X & K (+)- 4B dc-1) ( FR: 973% % F &4 &
99.5%e.e.) .

[afp® + 28.4° ( C = 0.125, &®)

®E: 102 - 103 °C

IR(KBr) v ma.cm’: 3136, 1617, 1503, 1323

MS(FAB): 354(M+H)"

'"H-NMR(CDCl;) 5 ppm:

3.22(t,3H), 5.17(d,1H), 5.34(d,1H), 6.11(s,1H)

6.74-6.89(m,2H), 7.65-7.71(m,1H), 7.79(s,1H), 8.06(d,1H).

%34 28

(32- (2°4-—fER)-3, 3-—fK-3-Y8mA-1-

(1IH-1, 2, 4-=24-1-K)&F-2-8(-) - &M
3)) 4R

HEL EEH THRESFTE, Nd48mg ()-2- ( 2,4 - —fER) -
3, 3-ZR-3-FHE-1-(1H-1, 2, 4-=Zek-1-4%)
A= 2 -8 ((-)-4EP1a-3)), 75 38mg £ & BKGMLEB()-
Ac-3)(F#: 72.7%, XFHE: 96.9%e.e.).

[a]p?-29.5° (C =01, F&)

BE: 165 - 167 T

IR(KBr) v macem™: 3040, 1588, 1514, 1337

MS(FAB): 386(M+H)"

"H-NMR(CDCl;) ® ppm:

3.23(t,3H), 5.21(d,1H), 5.97(d,1H), 6.38(s,1H)

7.23(dd,1H), 7.35(d,1H), 7.81(s,1H), 7.83(d,1H), 8.12(s,1H).

334 29
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H-2-(24-—_8¥XE) -3, 3-—Ff-3-958L-1
- (1H-1, 2, 4-=Z=-1-X)&%- 2 - B((+)- &&6¥(1c-3))
65 8- A%,:

HREL ZHEM 17 BEGFE, Adlmg(+)-2- ( 22,4 - —RXR)
-3, 3-ZR-3-¥HEEA-1-(1H-1, 2, 4-=-1-%)
- 2 -8 (#H)-14H0a-3)) , 73 33mg L& HEEALS(+)-
(1c-3)(E#: 73.8%, X F5E: 100%e.e.).

[a]p®® + 30.2° ( C - 0.04, FH&)

#E: 165 - 167 T

IR(KBr) v m..cm™: 3040, 1588, 1514, 1337

MS(FAB): 386(M+H)"

'"H-NMR(CDCl;) 8 ppm:

3.23(t,3H), 5.21(d,1H), 5.97(d,1H), 6.38(s,1H),

7.23(dd,1H), 7.35(d,1H), 7.81(s,1H), 7.83(d,1H), 8.12(s,1H).

% &4 30

#3, 3-ZR-2-(#-RERX)-3-FH&E-1- (1H
-1, 2, 4-=Z%-1-%) &- 2 -8 (4Le#Uc-2)) 2 BAMH)
Fo (<) B4

#¥S50mg33-—R-2- (&-RKFEX)-3-FH8L-1- (1H
-1, 2, 4-=%-1-X) &-2 -8 (4LsHUc-2)) #tl&E
22 4 &% £ 3475 B 4 & [“Chiral Cell OD”, A %%, Daicell ¥ T
PABRAENGFR], RATRKR: FAE=3: 1AEDME, AahiLk
Mg a 452, 75 23mg £ &BEGFHE (PR 46.0%, LF4k
JE: 99.8%e.e.) ., MEEZLBENE S L, 53 20mg £ & JK(CAH
w(F£: 40.0%, XFHEE 99.0%e.e.) .

DH)-3, 3-ZfK-2- (4-LXX)-3-Faiseit-1-
(1 -1, 2, 4-=Z2%-1-1%) &- 2 -HH+H)- (o#H0c-2)):

[a]p?® + 27.0° (C=0.1, ¥8)

wE: 103 - 106 C

IR(KBr) v n..em™: 3135, 1605, 1514, 1324
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MS(FAB): 336(M+H)"

"H-NMR(CDCl;) & ppm:

3.17(t,3H), 4.84(d,1H), 5.27(d,1H), 5.90(s,1H)

7.02-7.06(m,2H), 7.46-7.49(m,2H), 7.83(s,1H), 7.88(s,1H).

2) ()3, 3-ZR-2- (#-FEE) -3 -Fasit-1-
(1IH-1, 2, 4-Z%-1-%) &- 2 -8 (4P c-2)):

[a]p?’-31.0° (C=0.1, V&)

®E: 102 - 105 T

IR(KBr) v ma.cm’': 3135, 1605, 1514, 1324

MS(FAB): 336(M+H)"

"H.-NMR(CDCl;) 3 ppm:

3.17(t,3H), 4.84(d,1H), 5.27(d,1H), 5.90(s,1H)

7.02-7.06(m,2H), 7.46-7.49(m,2H), 7.83(s,1H), 7.88(s,1H).

%4 31

#3, 3-—f-3-FsHsit-1-(1H-1, 2, 4-==%
-1-X)-2- (- (Z&FR)XR)FH- 2 -8 (&4 (1cq))
2 B B(H) e () A &

WL THH 30 MMEFE, KS0mg3, 3 - =& -3 - FRsk
E2-1-(1H-1, 2, 4-=Z2%-1-%)-2- (4-(=Z=FX)
¥£) F5-2 -8 (iLd(lc4)) B FREH, BRFBBEAERATS
18mg £ & S () AR ( F£: 36.0%, XLFHEE 99.5%e.e.) o 25mg
& {ECTFHE (FH: 50.0%, LFHE 99.4%e.e.) .

HNH3, 3-—fK-3-Fusit-1-(1H-1, 2, 4-=
-1 -%) -2-(4-(ZRAFR) XX) /- 2 -8 ((+)-fdd
(1c-4)] :

[a]p?®+20.5° ( C =01, F¥5&)

¥E: 147 - 150 T

IR(KBr) v maccm’': 3029, 1619, 1521, 1326

MS(FAB): 386(M+H)"

TH-NMR(CDC);) 3 ppm:
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3.21(t,3H), 4.90(d,1H), 5.33(d,1H), 6.13(s,1H)

7.61(d,2H), 7.65(d,2H), 7.83(s,1H), 7.89(s,1H).

2)()-33-—RK-3-FVHsA-1- (1H-1, 2, 4-==-1
—R)-2- (#-(ZAFRIERIE- 2 - B(()- o (lc-d)):

[@]p®-20.0° (C =01, P5)

BE: 153 - 154 C

IR(KBr) v m..cm’: 3029, 1619, 1521, 1326

MS(FAB): 386(M+H)"

"H-NMR(CDCl;) 5 ppm:

3.21(t,3H), 4.90(d,1H), 5.33(d,1H), 6.13(s,1H)

7.61(d,2H), 7.65(d,2H), 7.83(s,1H), 7.89(s,1H).

L&A 32

BEEAAFHSEAMNHEC)3, 3-—R-2- (24-—_5f%
A)-3-95%8E-1-(1H-1, 2, 4-=Zw¢-1-£) F- 2
- B ()~ sP(le-1)] :

¥ 20ml 1.0g (2.83mmol) (+) - 4B (1e- 1) FHEEHE T, £ 70
T FimA 10ml 925mg (2.97mmol) (+)-3-BHk - 8 - HMIF HHXE
W, MBAIOTTHRMI054. ERERSYAHISOTE, HAWN
M, E25CTRHEZR. ARGHKAIIRKE, REAFASRAR
TR, HRFI 940mg £ E HK(-) - AW Ac-1)8(+)-3-2H M - 8
- HEBE (AR 50.0%, AFHE: 64.0%ee) . (-)-AH(lc-1)8
BERAAFAGTELSE, A 216mg £ & &K - W (1c-1)
§(+)-3 - RHER- 8 -H&E (£ 11.5%, £LFHE: 98%ee.) .
CIFTRR T ARG 10 %S RERAFHNBEESR, REALBRLE
ER. FRBABARPplapERESE, REALKARETE. BE
L AEMN, FINHRYAFARELE, WA LEREKCE -
oY (le-1)66mg ( FH: 6.6%, LFLHE: 98 % ee.) .

[a]p?®-28.0° ( C = 0.25, A&HE)

¥E: 102 - 103 C

%75 33
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HEERXKRBHAIIRABEHR

A 10 % B 4 (fatal)fe & 69 Eagle’s MEM 3 # £ (A5 S5 8
FEBEE) T, WARERREGEFEHHPREH 2.0 x 10* A% 8/ml
8 a & LHRE ATCC 44859 , kit 96 LEBAH TG HALRLARRA
1501 . AB A 37T CTARARAIERMAIESR 20 I oF. 38R 8 kB,
EHEEHRETIUAEN S EMP RS EIH O EAEEHBANR
. S5 A FOER%ETRLALEA (hyphoid) P BB LETFHBE
BROXLEHIBRAL, REZFGELA%XBRIAMINGEYG EK
WHEEMmgml). Z2FRLEL.

&1

ot 5 y! v? n R A 4] 2R (ng/ml)
) 303 ] - - 250
4P (1c-1) F F 2 62.5
() _H&#dc-l) | F F 2 31.3
(+)- E#H(1c-1) F F 2 >1000
4 (1b-1A)) F F 1 62.5
44 (1b-1B)| F F 1 500
i.4-#(1a-1) F F 0 7.8
| S (1c-2) F H 2 250
(+)- HA&¥(1c-2) F H 2 >1000
() Hb#0c2)| F H 2 62.5
#.4-% (1a-2) F H 0 62.5
e#(1c-3) | QI Cl 2 31.3
() KEWUAI) | Cl 2 7.8
(+)- Ke#1c3) | Ci 2 >1000
fs#(1a-3) [ () Cl 0 3.9
E#(1c-4) | CF, H 2 125
(+)- KS#h(lc-4) | CF; H 2 >1000
(-)- ®EH(Ac-49) | CF, H 2 62.5
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.&-#(1a-4) | CF, H 0 15.6
6-%(1e-5) | H H 2 500
oWw1a-5) | H H 0 125
= #.4 34

SELE LT TR § o

1 pH L8 % 2] 7 65 RPMI 3% 5k & 1640( 25 S BB A B Lrim K 4
HBE) P, A 0.165M3- ( N - G%K) IRAREALE+%, FEAK
RSB WA REH 3.0 < 10* A~ ¥/ml o538 ¥ F IFM 40808, A4
96 FLAEH ARG AL R AR Y 20001 . KRB /£ 35 C T2 24 0,
BERRE, AA5RARFV RGN BEML, RIWHYIS%HE
B RKGFEFHRE(pg/ml). ERXLE2.

%2

o F 5 Y! Y? n FARY % R A (ug/ml)
- 3 - - - >64
4 (1c-1) F F 2 32
() fesdc-l) | F F 2 16
(+)- e (lc-1) F F 2 >64
&eHm@Ab-1A)| F F 1 64
#.45-#(1b-1B)| F F 1 >64
oM (1a-1) | F F 0 4
.44 (1c-2) F H 2 >64
(+) f5#(de2) | F H 2 >64
() HEHAc2)| F H 2 64
a-#H1a-2)| F H 0 16
oM 1c-3) | Cl 2 32
() ®EHU3) | Cl 2 32
(- KE#Ac-3) | ¢l Cl 2 >64
fe-#(1a-3) | Cl 0 2
fe4H(1c-4) | CF, H 2 >64
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(+)- #4¥1cd) | CF, H 2 ~64
()- #*&%1c4) | CF, H 2 >64
.44 (1a-4) | CF, H 0 16
eH(1ce-5) | H H 2 >64
.2-# (1a-5) H H 0 16
f&# 35 H M
(-)-fS-#(lec-1) 50mg
PRy 80mg
L 33mg
ﬁf)gﬁ'ﬁi Smg
- 855 % ] 2mg
&3t 170mg

EREARHHMRAFRFT kM. BANTARE SR ARBRA
MABBRE XN M.

LM 36 BEHM
(-)-H4#(1c-1) 50mg
L= 4K 2mg
.48 150mg
B 46mg
i g S 2mg
CRds 250mg
HERRSEN1TRE, FREREMN.
L&A 37

(-S4 (1c-1) 50mg
L 600mg
ERRH 270mg
BPEHBRLEH S0mg -
Eriasnit 30mg

&t 1000mg
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AALREAGEMNEAERSF EEH.

£ 49 38 Ml

(-)-At5- 4 (1c-1) 50mg

5 i & B AT Smg
L 250mg
8 9Smg
&t 400mg
EALEARGHNEFTRTEHE.
L& 39 EHMN
(-)-%&B(1c-1) Smg
246 % AR 85mg
H—8 10mg
nEE 25mg
EH R A K ¥
CRil &3 1ml

RAALEZARGERNRA TG LHE.

%34 40 BBk A B EH

(-)-f5-#(1c-1) 50mg
NEH 5000mg
XK A% B 8,4 10mg
AT 14.5mg
EH R &K ¥

&3t %3t 100ml

BAALRARHBRAFTENRBERY 284S,
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