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EWMROTHBEIAN, BAMNGE®M P, BERZT 8B
1558 - AREFUS B, KEBRBEBUERHETER o &
BEERS®R, KERK, 2NE B R K% B, #2858
HeSO4), REBH 2, MB5-[3-(4-BE-3-FRAEE)A
B 1-2,4-18 W 4% = B (2.8¢,76% )0 BEWHZM -2 b m
BERY, BEEGBSE, 5% 147~ 148C o

% E Bl 47

3-F G B -4- (5-F B -2-F M -4-12 0 B & HEOH KRB (

5.6g) v # -B (5% , 0.5¢) R MW & Bk W (THF) (16001) 2 &
W, RIAREEERT, 8T R bE L KE - & 6o E
s % %ﬁ?&%%ﬁ@iﬁ%ﬁoﬁﬁﬁ%%?&fﬁ%ﬁﬁﬁéﬂ?%’*&
BH - i ZBZMm-2K (1:DBERZEH o, % 8H3-03-
PG E -4-(5-F # -2-K K -4- M B R E)RR AR, H

AU R ¥ BB A2 (CNS ) AMLEs (210X 29704 ) 78

( Smi -2 3B e B N Bvslsh B o3k )
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£~ BEABLEA (79)

IBMZE -CREEPEERZ, BAREBH S, 5880~ 81
T o
S E fl 48

R i2-(1,3-2 B mE-2-%)Z ]I FH (6.7¢) R
/O B W (THF) (60nl) > M@, E-30CARKT, ®WM
ETHE 2S5 ® (1.64,9.4ul) o B4 W R E B REILD
B,A B, R -30C W MW 3-(3-% &% -4-(5-F % -2-% & -4
SiE ok B O R)EEIAE (4.1g) R W E v mW (THF) (10n1) 2
BB o BRANB, REBESPYREBXBELNN - 8
REREWEAKT, AZBMZBEFTER - ZHZEE
WKW, Bz EME (MeSO0a), BERERBEREN o
BYWEFDRBEREERF MZBEBZE-SR(L:D)BEBRZE
B, BE2-[5-[3-9 & % -4-(5-5 & -2-F & -4- 150§
ERHIFEI-3-RMBE]I-LZI-ZBRE, AWK ED (4.5
Vo MW R EW B R ® (50m1) -/ & o W (THF) (30ml) P
c R BB E, MAE-B (5%, 0.5g), RIAXKEERT,
A RELBEGRE - BAMEBEER, BERTABREH
B, W B 2-[5-0(3-9 & % -4-(5-8 &% -2-% & -4-15 & §
E)R B IR E]-1,3-Z 1B %K (3.8¢, 75%), HZH®MZME
CER P EE Rz, BAEGHS, BE1I~82T o

k2EMaszEBEHEMA SR, B ®ME[2-(1,3-2 08 %
G -2-H)Z RIS RS B 3-M HE-4-(5-F % -2-% B -4-
o E R E)EFREREEBS 2IREEY, ETEGE

(o} i 38R o ) il B (N BN R o3 )

R

e — e — — n\\\4____
Daik —

AUSER A P EBERAZE (CNS ) AdHAE (210X 2970 % ) 79
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B7

BB (80)
C R . WA 2-[3-[3-F HE-4-(5-W E-2-FE-4-050
FEE)ERIERIAE]-LI-CWEG, AZMZIE D
o EE By, BEEBBA, BB~ 15T .

BOR b (5-Z B BR E)S EH (3.08) R A %k W (
THE) (Tom )z B BB, E-NCEARKRT ., WBHMAET
ﬁazaﬁ%«“ﬁ(l.em,s.gml)o?&%%mrﬁlmfﬁﬁééoﬁﬁ,
B30T WM AG-W B -4-[5-F % -2-F E -4- @A K
w ) R (1.0g)R T E KW (THF) (10a) Z BB » B &Y
R BOEGOTH B ALK o K, RRBESWEAKP,
N IR A L I P
HesO4), BEREBEBEREN BN ETDBEREEN
s mZBZE SR (OBEHRZEHR T, e T7-[3-F &
%-,4-(5—@g-z—tﬁ%—w&;ﬂu&fﬁﬁg)xg]s@&zﬁs(9.7
g, 85% ), AWRED °
NMR(S3 ppuit CDCla): 1.25-1.75(11H,mn), 2.29(20,t,d=
7 .5Hz), 2.40(3H,s), 9 55 (20,t,d=7.6H0z), 3.86(3H,s)

4.12(28,q,J=7.1Hz2), 5.03(2H0,s), 6.65-6.75(2H,m),
6.95(1H,d,J=80z), 7.38-7.51(3H,m), 7.95-8.08(2H,u)
52851

W 7 (3 WK -4- (5-F I -2-F E -4-15 W W K E)E
s g 7 B (9.6g) R 79 M Uk W (THF) (50m1) 2 ¥ %, M E
B W E E b % (0.96¢) K B E Bk W (THF) (50m1) 2 B

2@meo BAVPRETEARBEI>E, RE, Bk HEBT, MW

AU R 8 A 7 B B RARAE (CNS) AdHLAE (210X 297404 ) 30

( Sy Dr 2955 300 s e B Bt R o3 )
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4031748

A~ B (3 |
AK((nl) e FEYWEBBEER, 2%, BREFULRE

FABGUWERDBREREEN BMZBZE-D K (2:3)8F
BB G P, WA T-[3-F HE -4-(5-F % -2-% K -4-15
R ER)ERIRE, SEM-ZRITBELE R, BAR
S &, BB T78~79T o
2 £ Ml 52

B = B m W (DNSO) (4g) R =& B & (10nl) 2 ® &, I
“0C & -50C , MM EEEEII(CCI2)](2.9g) it = & B
B (l0n) 2B B - BADREAREIOZE, BB, @
CMOAT-[3-F BB -4-(5-F B -2-F E -4-15 0 PR E)EE
g B (L3R - EEE (15ul)Z BB o B A WROT R
304 W, R-200, MMAZSZ B (10.6g)c BAYWRMBE
XBEISE  KWEREBSWEAKT, WZIBZEET
BI o Z B Z B E LU M, OF 2 % Bk (MeSO04), BEHEE
REEREM BUBETDBREEEN o HZ®MZE-C
B (BB ER S, BET-[3-F &% -4-(5-F % -2-
R -4-ZW B EE)EREIRE, BZBRZBE-CK T EE
By, BAEE® S, B B4~ 65T o
2 £ f 53

7-[3-F & & -4-(5-F % -2-F £ -4-15 W B H H)F E
B R (3.8g), Z - B (1g), HE ZMBEKEWR P E (
sSonl )z B AW, BREAGHBEINE REELSDTUALN
. MK, Bz mE (Mes0s), BEREREM X
BAEM o BRUETDREEBR B ZBZE-S K (1:3)

(S D2 o i e N Brobsk B ow 3k )

AR RSB 7 BB F 425 (CNS ) AdiLA ( 210X 29704 ) 81
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A BABE (82)

ERZER P, BB 2-[6-[3-5 F E -4- (5-9 % -2-% & -
S-S W RO )R E 1D E ]1-1,3-Z B (3.98,04% ),
BWRED .,
NMR(S ppui® CDCl3): 1.20-1;74(10H,m), 2.40(3H,s),
2.54(2H,t,J=7.6Hz),'3.72-4.01(4H,m), 3.86(3H,s),
4.84(1H,t,J=4,7Hz), 5.02(2H,s), 6.62-6.76(2H,n),
»6.95(1H,d,J=7.8HZ), 7.36-7.52(3H,m), 7.95-8.08(2H,
m)
2 % fl 54

B (60% W F, 2.2¢), ROC, # KW ES, 4-=
B EK (8.8e)R5-F & -2-% & -4—%1&‘$ B (10.0g) R
NoN-Z B R BB BE OMP) (100aD) 2 BB . BE& WK EE S
BIAE ., RBEE & D E A koKD, WoNG®E R B %,
BB, A ERABYERBENE, BoRT R -0
B H B Bz, WHI-M 4-(5-F B -2-FE -4-1E W R E R
VB EE (14.0g, 81%), AEB B &, # % 155~ 156C ,
5 =

3-47 -4-(5-F M -2-%F B -4-vE 0 T OE KW EE (13.6
e), $ -B (5% , 2.0¢)R U9 W ok W (THF) (200n1)Z & & %
CRIKREEAT, EARGECRE. AW E 88
£h, BETAEERG, BE I -4-(5-8 & -2-% 3 -
A-NE Mk WO R )E B, B WK E Y.
NHMR(S6 ppmit CDClz): 2.38(3H,s), I3.53(2H,% s), 4.96

(2H,s), 6.35(1H,ddd,J=8.5& 3& 1.5Hz),> 6.46 (1H,dd,

(o P30 o B i e N B ok B ok )

AEEREERA PRBEFEZE (CNS) A4 (2102970 % ) 89

s, e e %i“r:
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A7
B7

A~ BHBA (83)
J=12.5& 3H), 6.91(1H,t,J=9Hz), 7.35-7.5(3H,mn),
7.95-8.1(2H,m)
OB B W (NaN02) (3.1e)R & (5al)Z B B ., M OE 5T
B, WM E 3 -4-(5-F B -2-F E 408w P & E )R
B (12.3g), Wb @ K& B (47% , 28.4g) % 7 M (150m1) -
BE (50 )Z B AW, HBZESWREBRESE,
WA E T B (21.38). B AW R 30FE I5C @ E M A,
B, REEMAS S (Cuz0) (0.05¢). 2 BB & W 1=
M., REEASWXREI0ONE, KRB, FOMER.

5 & ¥

c MHEBHW P, MEAK, MZBIBETENR, &8
Bs JE WA K 88 ¥ , 1 2 %2 1% (MeS04), BEBEZ#B E R
B, B EOTVRBEEEN. HZBZB-2kE (1:4)F

B O N

Y EH P, ME2-W -3-[3-% -4- (5-H %K -2-% % -4-18
R B E)FE RIS PR (14.2¢), % WK EW.
NMR(S ppmit CDCla): 2.42(3H,s), 3.16(1H,dd,J=14%&
7Hz), 3.39(1H,dd,J=14& 8.5Hz), 3.73(3H,s), 4.34¢(
1H,dd,J=8.5& 7Hz), 5.05(2H,s), 6.85-7.0(2H,m),
7.07(1H,t,J=8.5Hz), 7.35-7.5(3H,mn), 7.95-8.05(2H,
m) |
2 F G 5T

2-18 -3-[3-98 -4- (5-F £ -2-F £ -4-1% W B & %) F
E )T B PR (14.1g), 1,8-— B B B B [5.4.0]+ — -7-4

(DBU) (4.8g) R B % (150al)Z B & W, NOE 0T HE B &

(3D 2 o e B B BB o3 )

AR R B b BB K AREE (CNS ) Ad3LAE (210X 297204 ) 33
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A7
B7 -

Zv BEEASEA (84)

Mol B, BRERADE ANEBT, WZ®ZER S
B, ZBMZMEAKEW, £28% Mes0s), & EH
EREB LR E M, BEI-f -4-(5-8 3 -2-F & -4-15 @ &
EEVE B EE (100g), EWH-—HAK -FR A B
Rz, BEAEBBE, 5 %167~ 168 ,
2 % pl 58

=B TH®ZEEE®E(L.5,37.201), ROC, M
MZE 3R -4-(5-F % -2-F X -4-15 0k B G R )E KB (
9.38) R = B B 8% (20001) 2 W B P . Ba W R EE A
NB L, RUKBAEM T, BN OA2NE B (200n1), BE M- H

BB ¥R, —EFEE M KA, 2 %% (MeS04)

RBH. FARGUETWRERER. HZBZE-R
B B M2 BB, BB (B)-3-(3- -4- (2-% & -4-
Emk H O E )R B I-2-F M -1-8 (6.9g,80%), B = & W
G -EFRTBLERE, BAEGSM S, 5 134~ 1357C

(=]

\\3&

K& %352 BBEBMF R, (£)-3-[3-7 -4- (2-%
Bo4-1E W E EE)RE]-2-AR-I-BAEL - AL E S
A KRB, BB -4-(5-5 8 -2-% & -4-08 i 3 & &
HEE, E-_RTE-FTERYBES Sz, BARE GRS
W B 133~ 134T .

5 =

B2 EMIZTEETHB AR, A-F B 5 -5-8 & -2-%

AUIEREMA P EBFEELE (CNS ) A4 (210297205 ) 84

( Smb i ot ) e B (- Bt B3k )
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e e e — B
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PP O R S S

A7
B7

& BEEASEA (85) |

Bs W M B E Y B ERKE, WHL-F KK -3-(5-9 & -2-
FH-4-ER P EE)XTFR, ZBZ2BE -CHRTHE R
2, BEEBBE, B8 121~ 122C .

2

E

kS8 %P 162 BEMMEA B R, 4-5 & & -3-(5-0 2 -
-EE -4 P R E)F PR BB B EZ RS BN KR
,ﬁﬁzl-aﬁﬁﬁ»s-(s-ﬂag—z-x%-zz—u%%ﬁﬁg)&&
BER, BZBZE-ZRYBER 2, BAEGH 5,
% B 135~ 136% .
RN

k2 EM2AZ BEMA SR, 4-F K E -3-(5-5 & -
2o E -4 R FREIEL BT RN - ETEERE
BOR M, M8 (E)-3-[4-% & % -3- (5-9 % -2-% % -4-12
W E)ER]-2-AH-1-B, AZBMZE-ZRHTE L
Ry, BEREBBE, #8137~ 1380,
. |

KB EPIZEBEES R, (E)-3-[4-F & & -3-
5 B -2-% H -4-15 M P R )R E -2-71 M -1-8 bl S b
SEGEETAGR K, B A-F HHE-3-(5-F % -2-%
Bo4- R R AR RKE, HZBRZE-ZRTEL R 2,
WA M E BB R, %136~ 137C .
% fle4

KB EMISZEBAMA S X, 4-[2-(2-% W % ) -5- 5
Hoo4-0E W P R M )-3-0 R ER P RN MM EZMS 28

(-2 o B i B B T 3 )
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A7
B7

A~ BEASH (86)

HBOROME, MM 4-[2-(2-%K 00 K )-5-F &£ -4-1Z 0k B OE & -3
- EHEBEBZE, AZBRZETBEER 2, B H 142~
1437TC o
o = m

REEMAT2EEHE SR, 4-(2-(2- W ®)-5-8
% -4-E R F AR 3-FREEEABZIBEEARLE LR
B, % /8 3-[4-(2-2-06 9 % )-5-F % -4-12 0 F &K &£ ]-3-
FREEIABZE, HZBRZE -CRTEES 2, B Y
88~ 89T ,
2 ,

3= [4-[2- (2-BE B 2 ) -5-F % 415 0 B & £ ]-3-% &
®E W B Z B (208), W E b ® (9.82) & W9 E Bk W (THF) (
2000 )2 BABH, B WEH R BN B (50nl). KB
BREWBEAKRT, NZBZBEETER., Z2B2Z8EE LK
Bk, fE Z MR (MeSO4) R B M, B E3-[4-(2-% W E)-
5-F M -4-1% M B K X )-3-9 H %X X W B (15.58, 87% ),
BHZBMZB-CH T EE Sz, BAEBBE, B %90~
100C o
2 |

3-[4-[2-(2-Bk U 4 )-5-0 % -4-15 08 B & X ]-3-9 &
¥ B IA M (14.5¢), = Z B (5.16g) R Z B Z 5 (150m1) =
BewF, RkAFT, BOAFHRBE 5.8) R Z 82
B (lonl)2 BB, RERASYRERMEIDE, MAB
W, Bz Mk (MeSO0) R W & . B P MM (3-[4-[2-(2-

(S| e ot e B N Byl B o3 )

AMTER B P BB R AR (CNS ) AR (210X 29720 )
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403748 N

B7

#o BB (87)

WO ) -5-F B -4-0E 0k B G X ]-3-F RO K I E 1M (
16.6g, 94%), HZBMZB-CH P AL R 2, BAEE
BB, #5100~ 101T ,
% £ Bl 68

BB A [3- [4-(2- (2-Wk 0§ 2 ) -5-F 3 -4-15 B B & % ]
3o % M )P E 1M (16.3e). KA ® (3.9g) R N, N-= M
20 BB (DNF) (100n1) 2 | & %, K80CH # 2 i, &
AR BiBzE R BYEBE RE, BE4-[4-[2-(
2-Uk B M )-5-F E -4-12 M R E|-3-FEEEITH (
12.5g, 91%), HZMZB -CSH+PELE R Z, B8 K&

BB, %94~ 95T

g

4-[4-[2-(2-sk U B )-5-F % -4-15 B P HH]-3-F &

FEITH (30.0g), 4NE R L& (150n1) R 2-8 & Z B (
150n)Z B AW, BREGERE2AE . RERS W H AWK
Ko, DB EBREARRE., B ZESUBY BB EKSE
C M E A-[4-[2-(2-0k A )-5-F K -4-0% W K K ]-3-H
S RITH (31.0¢, 96%6), HZMZB T BE R 2, A
BEEB®S, B B120~ 130T,
% E #fl 70
4-[4-[2-(2-0k U 2 )-5-F £ -4-15 g ¥ & % ]-3-9 &
% )T B (106e). B T (58.26). BEH (47.3e) BN,
N-= B % F B B (DHF) (100nl) Z @ & %, R65% 70T # #

4N, RERBESEDE ANk kP, MNZMKZIEEFTRER,

( Smf -2 ot b i B N Bvatl o3k )

AUGER B R P E B FAZE (CNS ) AdHAE (210X29720 4 )
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A7
B7

Ao~ HEBASER (88) |

ZHZEEE DKW, Bz W (Mes0a), AEBE 2 .

FABRGYETIDREEEN. HZ2BZEBE-O8 (1:2)85

B2 BB P, M B A (4-[2- (20K W H ) -5-F 3 -4-1% 0% @

AE]-S-FEFHEITHEARK (107¢g, 91%), B R M-

R BE R, BEEGME, B 8A5~ 46T,

. |
4-[4-[2-(2-u I 3£ )-5-8 % -4-12 w B & 2 ]-3-0 &

FEITHRREABE (1008) 58 B % (30n1)-N,N-= 7 2 5 B I§

(DUF) (30ml) 2 W B, R100C, MM E Wt = 5 & (

B4.38). H A6 8 (60% W B, 11.66) R B %X (300m1)-N,N-
SEEEEB ONF) (3002 BAM. KBS MR ER
BIAW, AMEAK - 2ERRZMZEE . BB 22
B Z f B MK % W, £ Z % (MeSO04), BB @M 2. B
BWEWER =P EE (DUSO) (400m1) -k (40m1), M A &
o83 (14.16). BEMRI200CRHE10AH . R EES
BAKS, MZBZBETSR. 2B 2ZHEE X K% 8,
By Wt (MeS0a), RBEWEG 2., HBAKYER D & B
W (100m1) -5 7 B (20001), RKA AT, 5 XM AW &
fb 9 (NaBHa) (1.83¢). R EE & W ROCHH 005 @ , M
ANk kS, RoNGEBmERBYE, BEUZBRZBEEF TR
C T Z B R K% W, 2 Bk (MeS04), BB ME 2
CRWETBBEER BN, HZ M2 B (12BN 2
E R B, M B (£ ) -5-[4-[2-(2-0% W 2 )-5-F 3% -4-1%

PERE]-S-BEAFRE]-2-BEXRBERMB (35.1g, 33%),

(3 D200 ot e e (N B BB O S )

AR FE T BB R4 (CNS ) AdRLE (210X 29704 ) 38

AT U TR T ] -




TP O M R RS 3

A7
B7

o BEREA (go)

BEZBZE-CETYESE R, BEAEGBE, B BI5~
76 C

2 Z 72

RIABBEF, WKEEA(E)-5-[4-[2-(2-8k | & )-5

-@%-4-“%%EF‘%%]-B-EF'ﬁ%%]-Z-ﬁi%ﬁﬁ&%WﬁE.(
33.0g). LIP-301[HI R E e M (Pseudononas sp.) 8/ X
zBEE B E, TOYOBOK RN & # 1(16.5¢). & F i 44 (
33g). B ¥ (1650nl) R Z B Z W B (158nl). & & ¥ Bt 23
CTHBELIINE, RERSDETHRE, FHEERTUEE
By, MEHEDYDETHDEEEEF, EE%??IM;‘@%EZEB}
B, A (R)-(+)-2-Z B & & -5-[4-[2-uk mg & )-5-F & -
A-1E m B OF R ]-3-HEFXEIRBERE (15.98) L& W
DHPLCE T H B o, B & 96% eceo
NMR (& ppmit CDCla): 1.22(3H,d,Jd=6Hz), 1.26(3H,d,J=
6Hz), 1.6-1.95(4H,0), 2.13(30,s), 2.40(3H,s), 2.5
(2H,t,d=8Hz), 5. 86 (30,s), 4.95(1H,t,J=6Hz), 4.95-
5.15(20,0), 5.03(2H,s), 6.52(1H.dd,J=3.5& 20z),
6.65-6.75(2H,0), 6.9-7.0 (20, n). 7.53(18,dd,J=2&
10z)s [« 1p+12.4° (c=2.10, 2-7 B ).
E&%ﬁi’ﬁ%ﬁzgzﬁ}*, B (S)-(-)-5-[4-[2-0k W &
)-5-B B -4-1i2m BE ERI]I-3-FEFHE]-2-BEXBRER
B (19.7g)o B 16 & % ML HPLCE T E B M o 7, B R389%
€eo

AR Z A P BB EAESE (CNS ) A4 (210X 2970 % )

89
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A7
B7

&~ BB (90 )

WSA MM, KA B ASESEMWT288 2 (S)-(-)-5
[4-[2- (2-Wk U6 2 ) -5-9 B -4-1% 0 B H H ]-3-F & K % ]
- R B R B (10.7g). LIP-301(ei MM 6 B (
Pseudononas sp.)f & 2 B = b 05 05 B . TOVOBOK X &

1(16.5g) . 2 F B 4A(33g), B X (1650ul)R Z B Z % 5 (

158nl), BMAWR2CHHBAINK, REBEGDEF B,
FAERTUARERG. MBSV ETDREREER. o
ARBRBEREZERPT, BA (S)-(-)-5-[4-[2-(2-8 0§ & )
5o M o-4-02 M R R E]-3-FAXEI--BER B ERA MK
(13.98) o Bifb & W M HPLCE T E B B & # , B % 98% ee
CHEWECAREBE R, BAEEE S, 8500~
91T o
[a Jp-2.35° (c=2.0, 2-7 B )
2 FE Hl 74

(R)-(+)-2-7 B @ % -5-[4-[2- (2-0k 0§ £ ) -5-9 % -
4-uE B R E]-3-FAFERIRBRERAE UW.8TO)B R B @
Mol B (5%, 100ml), REEBELI2MNE . &M@ A K
N ZBZEEAER, 2B ZEE A KGR, &2 50
(MeSO0O R W i o B E TR SHEBF . B Z B 2 -2
B EBRZBH P, BE (R)-(-)-5-[4-[2-(2-1k I &
)-5-H B -4-1Z 0k F R M )-3-F EEEJ-2-BEREB P E (
3.25, 17%), MZBMZE-RABPELE B2, WA E &
BB, BB 83~ 84T ,

la Jp-3.08° (e¢=1.0,CHC13)

(-2 ol B Bk B2 )

AR R A P B B RAZE (CNS ) AddLiE (210X 2970 % )
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PET R TR D E  Se An  e - 3 i

433748 A7

B7

A BB (91)

% = @ 75

(S)‘(-)-5-[4-[2-(2-"ft”ﬁ%)-5-ﬂ3§-4-U%'U% B g & |
]-3-@%%5]-2-%%&@5%%(3.55g)”§fj§‘5ﬁ§?ﬁﬁ
B (5% , 100ml)d . BREREBRBEIONBE, B A k&,
HENZBZEET R, SBIIBEBUKE B, 285
f'}?{(MgSU4)&?%§f§o%Wﬁﬁ@ﬁi}%ﬁ@ﬁo B Z 82 -
SR (1B E 2B @+, BE (S)-(+)-5-[4-[2-(2-5k I
B)-5-F £ 402w B R E-3-F EEE]-2-FE R W

(omipr o ot ) o B N Bv s v 3k )

Be (3.03g, 91% ), HZBMZB-SRTPBEEE, B &R
B, WEB0~81T, [a Jop+3.03° (c=1.0, CHC13)
. ,

b L T y———
B 0 i N

(R)~(-)-5-[4-[2-(2-Bk I 2 )-5-8 % -A-05 M RO K

I
J-3- S R B )-2- B R B P B (3.15¢) R Mk % (50m]) 2 {
BBE, RER, WHEE 24 BELRTBE (2.3¢). B }
EWEREINN ., REBSWBE A KD, bl oNG i E R '
B, BEUNZBZBETEN. ZRZBEE W K%
Bzl MeSONRBH . BYEFDRSEER . B 2
BZBE-2H (1:DBBRZEBR T, BB (R)-(+)-5-[4-[2-
(2-Bk W 3 ) -5-5 2 -4-15 0k B G 3 ]-3-F & K & ]-2- (4-
BEEBREE)RE T (4.3, 93% ),
NMR (O poni® CDC1l2a): 1.7-2.05(4H,m), 2.41(3H,s),
2.63(2HJLJ=7HZ),3.81(3H,S),3.87(3“,5’,5.03(2H,
s), 5.06(1H,t,J=6Hz), 6.53(1H,dd,J=3.5& 2Hz), 6.65

“6.75(2H,n), 6.9-7.0(2H,n), 7.41(2H,d,J=90z),
AM TR R iR ¥ BB £42% ( CNS ) A3 ( 210X 2970 % )
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PP O H S AR RT3

A7
B7

Ao B (92)
7.54(1H,dd,J=/2&1Hz), S.ZQ(ZH,d,J=9Hz)
[0 JD+8.06° (c=1.0, CHC!2)
K2 EMI62EBERA B R, B (S)-(+)-5-[4-[2-(
20k W R )-5-F B -4-05 W B G E]-3-F AR E]-2-F L
OB BB, M8 (S)-(-)-5-[4-[2-(2-Bk 0 % )-5-8] % -4-
R R ]-3-F A EE]-2-U-BEABAE)RR T E
o [a Jo=-8.09° (c=1.0, CHCI1)
2 P78
(R) = (+) =5-[4-[2-(2-0k 0§ % ) -5-5 % -4-15 ok B & %
|- R EI-2- (W EEBAE)RB T (4.255) 2
/9O Bk (THF) (80nl)® W %, B -65% -70C , % A& (R
)it 10 ., REBEGWHEHAK-CNEBT, LNZBZESE
T®ER. ZBZ BB WL KER, B28% NeS04) R B 4
CBUEARREREBEN. BZ2BZE-CF QDB M2
BB, B (R)-(+)-2-1 F B & £ -5-[4-[2-(2-0% 0§ &
) -5 B -4-0% W B G OE ]-3- B E % IR E BB (3.0g,
89% ), HFM -EAMTELE S, BAREGH R, B
110~111C 6 [oa IJp*+5.30° (e=1.0, CHaOH) |
& = 5 79
KB EHMIsTBEEMRB B R, @ (S)-(-)-5-[a-[2-(
2-Wk U B ) -5-F B -4-0E ok F OGO ]-3-F K OE £ 1-2- (4-8
FEABEE)RB P A, BB (S)-(-)-2-0 ¥ M & &£ -5-
4-[2-(2-% W 2 )-5- % -4-0% ok B G B ]-3-F B OF £ IR

(i - 29008 o B e e (v B bsh B oS )

AMGEREB A P EBEFAZAE (CNS) AdHLAE (2102970 % )
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A St 2 i o -5 B iy

~
Puing

D P O e

‘403748 A7

B~ ARBEER (1 93)

BEH, BAM-EABRTES S, BAREGH L, &
B110~1117C |
[a Jp-5.41" (c=1.0, CHa0H)
% % il 80

BET#REB 2B B (1.6M, 15.6ul), B -15C ,
WMER (1,3-Z 18 % -2-2 B %)= % % | (10.74g)
REEEM (100D ZBAWST . BB SWREERELL
B, MOA3-F & E -4-(5-F % -2-% B -4-15 0 B & E )R
BB (6.74g), ME0TCHMBEIIABR, RBERERS Y E A KK

T, NZBZIEBEETER., ZHZBEBKRENLO.ING B .

KBEWA G RGN, B2 EH (HeSO04), BERH = B &
M. BE2BREDETVREREN . B ZBZ B -0
B2, vOBBZED P, EE2-[2-[3-F K & 4 (5-
M 2R E 415 M W R K)EEIZ W E -1, - 1E %R
(4.848), Z W IR EW . Kl K EY (4.84¢) 5 B W & 5k

(90m1)o W EE B B B, M A -5 (5% , 509 ®E, 1.8g)

RIKRREZRT, ETRRGCELCRE., BLH &S8R
ER, BERTURG. Bz W REYDETW RS RERE H
c HZBZE-CSK (1:3, v/V) BB 2EH$, BHE2-[2-

[3-F & 2 -4-(5-9 & -2-F # -4-1E B E R IEXEH]Z 8]
SLL3-Z R (3.03:8,37%), HZBMZE-SRTEE S

Z, BREGBHEE, BEBEIO~IIT,

£ J

2-[2-[3-F & & -4-(5-F ¥ -2-F % -4-1%2 k 5 & £ )

AUHR R BEFARE (CNS ) A4 (210X 297204 ) 93

(e B B [ B 2k )

PN TIT T

17m




TR O E N m R IHE

T
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403748

A7
B7

Ao~ BABLA (94)

FE]ZE]-1,3-Z W EE (2.73) R 2 B K & & (50% ,
Thwl)z B AW, REOTHEIAK, REBE DT A& E
B, BUWEAAKD, DB BEHABRE, BE U8RI
Bt 17 % I o Z Bt Z B /B oL K %6 ¥ . fF 2 % 4% (MgSO04),
EERBEBREA, BHI-[3-F AL -4-(5-F E -2-% B
405wk RO H )R X IFH M (2.09g, 86% ), EWHZ B Z
B-CRTBE R, BAEBMNE, B 85~86T, |
2 = fl 82

3-[3-FE B -4-(5-H &£ -2-F#F 4- B FHKE)FXHE

1A B (1.79¢), ;b (O.Bg)\» Z B E (0.62g). & ALZE
BT 8 (0.79g), Kk (12nl) R = & 7 & k35ml)2:ﬁ &,
REBBEISAE . EEETFU>SR, MKRKE®R, 2%
e (MgS04), BEEBR KR EN . FRAZZHMREY & TV
BEEEW. BHZBZEB-SK (1:3,v/vV)EBRZE&H P,
BB 2-2 A HE-4-(3-F & & -4-(5-F & -2-FE-4-15 ¥
moE )RR IT W (2.08, 94% ), -
NMR (5 ppubt 0001§)= 2.14(3H,s), 2.12-2.31(2H,n),
2. 41(3H,s), 2.78(2H,t,J=80z), 3.87(3H,s), 5.04(2¥,
s), 5.27(1H,t,J=7Hz), 6.70(1H,dd,J=8& 2Hz), 6.71(
1B, d,d=20z), 7.00(1H,d,J=9Hz2), 7.42-7.47(3H,n),
7.99-8.04(2H,n)
% % P 83

2-Z M FE B -4-(3-5 F F -4-(5-F #F -2-F F -4-15 ¥
B E)FE R IT M (2.0g), 6N B (24n1) R = 18 %% (12u1)

(S e oo e B (v Bnmlesh B o3k )

AL R T B B R AZAE ( CNS ) AdALAs (210X 29740 % )
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PTG e R~ S

A7
B7 -

Z o~ BBASLER ( 95) |

CRED, BERBEOIE . RME A mE A Ay
CRIBEGTER . ZHZBE UK AW, 2w

Mmu,%%%%%@ﬁmo%%ﬁZMMﬁwm,MA
CEREAM A0S, 2001), BEBREE 150w, g
REDEAKT , WZMZBEAER., Z Mz @B Y i
B BZER (MeS00), BRERBERBM. B2
REDETDREEES . G ZMZW -2 % (1:2,0/0)

-~

B2EH D MB2-BE -4-(4-BE 3-RaExn)T g2

(" Smbpr 26850 o sl B A B el 3 )

B (0.73g, 60% ),
NHR (& ppuit CDC1a) : 1.29(30,¢,J=7Hz2), 1.81-2.17(2H,

). 2.70(2H,t,=80z2), 2.84(1H,d,J=5Hz), 3.88(3H,s)

, 4.13—4“.19(1H,m), 4.22(2H,q,J=?Hz), 5.50(1H,s), ;l
6.70(1H,dd,J=7& 2Hz), 6.72(1H4,s), 6.84(1H,d,J=9Hz) Il
2 % pl g4 :
DB E -4-(4-m & B AR E)T M Z M (0.73g) ;)
REBH (KN 0 TORTR (2501)2 B4 %, 8 5 |
i&Mﬁo&ﬁﬁ%%¥RﬁE%ﬁo%%@xm¢,kL
HEBEABRYE, BEUNZBZEETER. 202 @ e
AREH . R28E8 (eS00), BERBE BB M. 5
Z WKk EY R

Y

V/IV)IE R ZE B E@S—[Z-M-’}‘%E-S—ﬁa%"%E)Z%
J-2,4-18 m %% = § (0.2¢, 289 ),
NMR (S ppui CDC1s): 2.12-2.16(2H,n), 2.73-2.83(24,

m), 3.89(3H,s), 4.80(1H,dd,J=8& 5Hz), 5.563(10,s),
AR LR F BB £424 (CNs ) AdBLAE (21029705 )

|

|

l

l

|

|

l
WORE R B Z B Z B -E (104 g
|

|

|

|

|

l

|

95



< Smo B R - 3R

-~
guig

RET R SR O

- TR

403748

A7
B7

#~ BB (g6)

6.70(1H,d,J=2Hz), 6.72(1H,dd,J=7& 2Hz), 6.86(1H,d,

J=9Hz), 8.21(1H,br s)
2 FE f 85
e g kb (1.41g), ROTCT, S XRMEA-Z B & -5-

MO -2-% BB (15.0g) R Z B (100 ZHF B . BRED

REEBREIAE, BB, REEAREIIMIFE. BREERS

wEAKS, MRoNEBP Rz, BEI-(5-F & -2-F & -
A-VEmE K )Z B (13.0g, 86% ), HZBZE-2 K T HE

Bz, EAE®BBR, ¥ H101~102C .,

S
e

BE -%& =28 (DEAD) (4.71g), RUK LA T,
ME1-(5-F 2 -2-F F -4-18 % B)Z @ (5.0g), &BE (
3.75g), = Z B (PhsP) (7.1g) R W &k M (THF) (30nl) 2

BePP, REBESDYREZERBSIKFR, TLHRER

W, BYRETWBEEEN. BZ2BZE-SK (1:4,v/v)

W zEHS, BE3-F EHE-4-[1-(5-9 & -2-F &F -4-

o

12k BE)Z E B 1F P B (4.48g,54% ), BZ B ZME -2k
HEHE R, EBE®ME, BE104~105T,
2

k2EMI3zEEHEA SR, 3-FRE-4-[1-(5-F

H-2-F HE-4-EREIZAREIZFFRBEBREZIR=CE
#®

MR ®E, BE3-F 8 & -4-[1-(5-F & -2-%

ZERIBERBMZE, AR -EVARTEERZ, BAE

B %, B E 121~ 122T,

-4-15 B )

AR R A T BB £ AR (CNS ) AdHlAE (210X 29703 ) 96
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TP R P

A7
B7

% H 5“5’53“%5?@*-5-&43;;;;

~
T

Ao~ AR (97)

=

kKB EP Mz EEMB SR, 3-F &% -4-[1-(5-8
E-2-F R -4-E WM E)ZAEIEEBZENEL - BT B
EFE R KM, B8 (E)-3-[3-F & % -4-[1-(5-F % -2-
¥R -4-13 B E)ZEEIEEI-2-F B -1-8 .
NMR (S ppui® CDC13): 1.44(1H,br t;J=6.5Hz), 1.75(3H,
d,J=6.5Hz), 2.28(3H,s), 3.88(3H,s), 4.25-4.35(2H,
m), 5.37(1H,q,J=6.5Hz), @.23(1H,dt,J=16& 6Hz),
6.52(1H,dt,J=16& 1.5Hz), 6.8-6.95(3H;m), 7.35-7.5/¢
3B, m), 7.95-83.05(2H,m)
5

kB2 EMISZEBRE SR, (B)-3-[3-F & £ -4-
1-(5-F % -2-% % -4-W R BE)ZHEEIFEH]-2-F I -1-B
WEB - BB T AL RE, BE3-8 &% -4-[1-(5-
M -2-% R -4-E R E)Z AR IREE, BAH-BFA B
FHEE B2, BAEGM S, 58152~ 153C .
2 2 #.90

# B AL B (60% ¥ P, 8.43g), ROT, & KR MEL-%

#

BOEE-3-H E R AR 46.40) R B EEE B =Z8 (

[1

e W

&

50.3g) M N, N-= B & B B B (OMF) (190nl) 2 & | o 1
BOERRE IS %ﬂ)\lNiﬁﬁ&(lﬁ)tP, HEEUIBRSZ
B i T WM ., Z M 2B EMNKEHE, £2%1% (MlgS04),
BREE@EREREM Pﬁ?@Z?ﬁHﬂfﬁE%ﬁﬁﬁﬁﬂfé‘%H@ﬁ?o

HZBZB-2k% (1:3,v/v)ZBEZ2EHT, B8 (E,8)-5-

AR R A P E B FEAZE (CNS ) AdHLAE (210X 29704 )
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A

403748
AT
B7

£~ BYAHH (98)

(4-% B & & -3-8 & X £ )-2,4-% — % M Z 6 (38.3g,
59%), HZMZEB-CRTAERZ, BAREEN S,
K5 % 85~ 86T .
e

KEEMATZERBE F R, (B,8)-5-(4-% B & &£ -
S-REEE)-24-R - B BZBETRLERRE, &7
5-(4-BR #E-3-F X HE)HI)KXRBE 2 6,
NMR (& ppm# CDCla): 1.25(3H,t,J=7Hz), 1.61-1.66 (4H,
W), 2.32(2H,t,J=7Hz), 2.56(2K,t,J=7Hz), 3.88(3H,s)
. 4.12(2H,q,J=THz), 5.46(1H,s), 6.66(1H,dd,J=8&
2Hz), 6.83(1H,d,J=9Hz) A |
5 = i 92

5-(4-% % -3-F WM F K )R B Z A (27.92¢). % BB (
20.82g) . W B B (22.9g) R N,N-= H £ B B B (DMF) (
1400 Z B AW, RIOCHEISAE, REBSY T WA

BRHG. BHWETHVRBEEER, B ZBZ2EBE-2 &K (1:6,

VIV BB ZER T, BEES-U-FHFAEE-I-FEFXE )R
B Z B (31.64¢,84% ), |

NMR(O ppu® CDC1ls): 1.25(3H,t,J=7Hz), 1.61-1.66(4H,
m), 2.32(2H,t,J=7Hz), 2.56(2H,t,d=7THz), 3.88(3H,s)
, 4.12(2H,4q,Jd=THz), 5.12(2H,s), 6.84(1H,dd,J=8%&
2Hz), 6.72(1H,d,J=2Hz), 6.80(1H,d,J=8Hz), 7.28-
7.47(5H,m)

2 £ 1 93

(Sl D2 ot s ok B N Bv b B o3k )

AHGER BB F BB F A (CNS ) AdRLAE (210X2970 4 ) 938
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_—— <~

wwwww



- R O 1 S B

A7
B7

A~ BEAAHR (99)
KE2EAIMIZEEHRB IR, 5-U-FHFHE-3-H &
FRI)IAEBEZIEHERER _Z2BEETHS. ERETRBZ R
RE, "M illisktmnttTERRE, BHO-4-F B &
E-3-HFEHXE)-2-BRECK 2B .
NMR (& ppuft CDCla): 1.27(3H,t,J=7Hz), 1.43-1.79(6H,
n), 2.55(2H,t,J=8Hz), 2.73(1H,d,J=60z), 3.88 (3H,s)
, 4.12-4.17(18,n), 4.23(2H,a,J=7Hz), 5.12(2H,s),
> 6.63(1H,dd,J=8& 2Hz), 6.72(1H,d,J=20z), 6.79(1H,d,
J=8Hz), 7.26-7.46(5H,n)
‘W%%"W‘Jtl?ZﬁEl‘ﬁﬁﬂﬁiﬁ, 5-[4-(4-%@%%—3-
HFERE )T E]-2,4-5mig R ETELERERE, &
Bo5-[4-(U-BHE-3-FBEFE)T E]-2,4-15 MKMW, &
MEBZEBZEBE-CRPBERZ, EREBRRBE, B E
115~ 118%T
ER.EY

2EHMIZEBEEHERIARN, 4-FHF A E-3-Z &%
PR EBBREZES2ZERREE, BEB4-F R E R -3-8
SHEBZE. EVERAR-CRTYBER Y, BH R
B R, BET4.5~75T,
8 = 5l g

1&%%%472757&@@73‘?‘3, A-K B g E -3-H § &
EEBEZEBEETRELELHEERE, BB 3-(3-28 % -4-8 X%
E)A B 2 8 .

AHGER A FEBEAZE (CNS ) A4S (2102970 % )
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AT
B7

FET PSR O e H o I S 3

A~ BB (109

NMR (8 ppuft CDC1a): 1.24(3H,t,J=7Hz), 1.44(3H,t,J=
THz), 2.57(2H,t,J=7.7Hz), 2.87(2H,t,J=7.7Hz), 4.09
(2H,q,J=7Hz), 4.13(2H,q,J=7Hz), 5.54(1H,s), 6.69¢
1H,d,J=8.4Hz), 6.70(1H,s), 6.84(1H,d,J=8.4Hz)
% = f

KZ2EHM2ZEEMHRBBAR, 3-(3-ZFE -4-B % H
)ﬁ@ﬁ%ﬁi%ﬁ?ﬁ*ﬁ&ﬁ, BEBH3I-4-ZHRFGE-3-Z&ZE
)W M |

NMR (O ppuft CDCla): 1.23(3H,t,J=7Hz), 1.45(3H,t,J=

THz), 2.58(28,t,J=7.6Hz), 2.87(2H,t,J=7.6Hz), 4.09

(20,q,J=7Hz), 4.12(2H,a,J=THz), 5.11(2H,s), 6.66 (
1H,dd,J=8.3& 1.9Hz), 6.76(1H,d,J=1.9Hz), 6.82(1H,
d,J=8.3Hz), 7.23-7.61(5H,m)
% = plos

KRS EPIIZEEMA AR, 3-(4-% 9 & % -3-2 &
FR)AMBEREEB4-(4-F FRE-3-ZHR L) 2-
BETHRE. EVEZBZHE-BAB-CRTALE S 2,
B E R B, %62~ 63T,
2 F /M99

kB EPATZEBEEB B R, 5-02-(4-% F & % -3-
ZRERIZE]2 - WG HETR LA GRE, M
B5-[2-(4-B % -3-Z REK)Z HE -2, 415 G —f . &
WHZBZB-CREYELE B2, BARBRBE, BB

1545~ 155°C o

(o P2 i B N Bl OB 3 )

AMER LA BB F A (CNS ) AdLKE (210X 297404 ) 100



PET P TR O S I -3

AT
B7

B~ BASLEE (o1)

2 £ #6100

KEEM 2 BB MM R, 3-% 5 8 & 4-5 & 2
KPR BB M EZ M 2B RE, BEA-F R KR -3-
FREBRBZE. BV EZM-CHTEER 2, B A
BB OB, #5% 95~ 06T .

2 % Bl 10

K2 EMITZBENB SR, 4-%F FE £ -3-5 & &

HEBZBEETRLEL R, BH3--B% -4-0 &%
EVABZ B ., -
NMR (3 ppult CDCla): 1.24(3H,¢t,J=THz), 2.57 (2H,¢,J:
7.6Hz), 2.86(2H,t,J=7.6Hz), 3.86(3H,-S), 4.13(2H;és
J=7.20z), 5.58(1H,s), 6.68 (1H,dd,J=8.2& 2Hz), 6.77
(1H.d,J=8.2Hz), 6.78(1H,d,J=20z) |

KRS EMNLEBEHMNA R, 3-(3-F % -4-9 & % &
B ZEHFR RERE, BE3-3-FF &% -4-8 &

XRE)VABZHBE.,. EWEHEETHE B 2, B A s R,
Y5 B 49.5~50.5C |
2 %= §l 103

K2EMILTEBHNAIR, 3-(3-F B E & -1-9 &
REI)A B ZEE R BB B 4-(3-% B & X -4-F & % 2 ) -
C-RETRZE . EVWHZRZE-CHETBEEL 2, B
BB R, B3~ 04T,

2 F fFl 104

AMRR LA 7B B RAZAE (CNS ) ALK ( 210X 29704 ) 101
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PET P TR O S I -3

403748 » A7
: B7

A BEASLA (o2)
KB EATZERBA AR, 5-[2-(3-% B & & -4-
RERR)ZE -2, - R W ET R E R E, B
M5-[2-(3-FE-4-F EEB)ZE1-2,4- 18w = 5 . &
WERAR-CHEFEERZ, BAERBBA, B 5121~
122 .

RKEeHEMzEBEEHAFIRN, TEREX T REBERE

, BRA-FRERE -3 5-Z HEXTFR, EVEHZBZE-

ok P EERSZ, ESEBRBE, BEHBE5~66TC,
% = @106
Mli13zEBE B HMEA AR, 4-F F & & -3,5-=

SF
W
¥

BBMEZBRSZHEERE, BE4-% 7 8% -

#
t
H
H W

()
(]
1
|1

#r

EERBZE. EPEHZM-CRPEE R 2,

o, BB 68~69T o

N
i

H

1334

i

RS EMMIEBRASR, 4-FF H&£-3,5-2 &
MEBEEBZBETRLE LR E, BA (B)-3-(4-% 7
EE-3,5-ZREAEE)2-AH-1-B. EWAEZ 8B ZE-
ERTAELE S, BAERM R, B BT2~73C,

£ = pl 103

Z2EMAZBEEMRBBD AR, (E)-3-4-F B & & -3,

/i
S REXE)-2-THR-1-BUAEL-_&ELtHEETE LR
B, BHA-FRAL-3,5-_FAERER., EYE Z®

ZE-ERPHEE R, ERAEBRRE, BB 114~1157T

( Smf P 2k 3 o e B Bt RSO )

MR R F BB R AL (CNS ) AdALE (210X 297204 )
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whérein R stands for an optionally substituted
hydrocarbon residue or heterocyclic group; ¥ stands for
"a group represented by -CO-, ~-CH(OH)~ or -NR’- (wherein
R’ stands for an optionally substituted alkyl group); m
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an alkyl group; ring E stands for a benzene ring having
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each other to form a Bond; with a proviso that the !
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N

wharein R’ stands for an alkyl group; ocr a salt
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