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FARETE 2
-aRmAk ;
wi o -2,4- = F&-5- A £
4,6-= 9 Fhogprz2- £
4-F g2 .
4,6- = f fhwpvz -2- 5 ;
A5 LEABERBR L 5
1-(3- otk 2 ) 1Hosg ok 2- % £
1-(4- Foto-2-8)- 1 Hookoe 22 &
1-(3- 9 f Aol -2-40)-TH-oome -2- 2 <4
(4 9 B AR 2 ) T Hoook 24 £
.21

XI*esdh, 2+ X =0, Y=0, Z=S, A=-nxk, #
BAA T3 EL o

R1

-4 -

-5k o

2-RARTHE o

2-ZFHRATA i

Z-LLé’miEL;E i
% LiF-3
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2-LBAATE :F'Y
FAAT A P
2-F R AA P
222-= f. 04 ..
oRei-2,4-Z FR-5- W
4,6- = F oz -2- 4 @k
- A2 @
4,6-— F g -2- 4 W
4 R-S-LRAH AT 24 Wi
1-(3- fotnz -2- 4 )-1H-sfode 2- % @
1-(4- g otbrg 2- 2 )-1H-se mike-2- 31 WA
1-(3- 9 F Aoz -2-25)- 1 Hoveoe 2- 21 -
1-(4-9 & fwbrz-2-2)-1H-sf mp -2- 5 EY
-5 Kk %
2% 04 4
2-g Tk &
-—WERATHA £
-ZLRATA %
2-TBERATA £
NSNS 2
2-F /X AA 5
222-= f. L5 &
o -2,4- ZFR-5- 2 £
4,6- = 9 HKogez 2- 4 5
4-97 K wpuy -2- 3 &
4,6-— A2k £
42 RS- L EAH AT A 2
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1-(3- otk -2-4)- 1 Hogomk-2- 2% £
1-(4- otk -2-4)-1 Hoooms 2 25 £
13- otk -2- 4 )- 1 Hogeods 22 3
1-(4- F AR 22 ) 1 Hongoe 2o £
22

XMeed, £PX =S, Y=0, Z=S, A=-mzh, #

AT &

R1 R2
-5 P
2-% 04k EiF -3
-2 X THK -3
2-—WERATHE A
2-ZLAATHE EiF-3
2-TEBERLA LA A
SSE S A
2-F R A A L3
222-Z g .E L
wk afe-2,4- = FR-5- HA
4,6~ — 9 fovg -2- K ¥ A
4- 7 o -2- i 3
4,6- — g kv -2- K A
-2 A-5-TRA B AT R 2R i3
1-(3- fmkre -2- 8)-1H-of e -2- 5 EiE-3
1-(4-Foitrg -2- 45 )-1H-op mde-2- 25 A
1-(3-97 & kg -2- 3 )-1H-ome - 2- 2 -3
1-(4-97 & Hoobng -2-30)- 1H-mpmde -2- A
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-2 £
2-5 0Kk £
-8R TH £
2-=WERATE 4
2-ZLRATE £,
2-TEBLRA LA £
FAATR 0
-5 AR A £
222-=Z g A £
sk -2,4- = FR-5- 4 &
4,6- = & fhogreg -2- 4 £,
47 gz -2- £
4,6- = F ko 2- 4 £
4-F2 K-S5-LRAE A2k £
1-(3-Fokrg-2-35)-1H-goode - 2- £
1-(4- oz -2-4)-1 Heogo-2- 2 4
1-(3- 9 @ A wkrz -2- 45 )-1H-spme 2- £
1-(4- 9 F Fhowkrz -2- 2 )-1Hongode 2- 2 £
%23

XMesdy, £#X =S, Y=0, Z=S, A-z&/% #

AT 5 &L

R1 RO
ZFRLA &
2-5 Ak W g
-84 0% Wk
2-ZWRATHE m

45



97181815.0 oM P ZE40/691

2-ZLRATHE A
2-TERATE -3
TAREF A P
2-B R A& A
222-Z 84 A
ok g -2,4- = FF-5- 2 WA
462 F oo 2- 4 iE-3
4-F o2 &
4,6- = g Koz 2-4 A
4-f2 R-5- LR B AR 2K A&
1-(3- kg -2-48)-1H-sfod - 2- EiE3
1-(4-Foihrr -2- 25 )-1H-fok -2- 25 A&
1-(3-97 & Fhakwe -2-8)-1H-opmge -2- A&
1-(4- 97 kb -2-25)- 1H-opmde 2- 25 A
-5 TR F
-3 LA A
rEETA A
o FRATE A
2-ZLAATH A
2-LBAATE A
TARATA £
2-FRm A& #
222-= R A 0
ok ot -2,4- = FR-5- £
4,6-— 9 fhogpeg 2- 3 A
4- 1 R -2 A
4,6- — g A g -2- A =
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- ES-TEAE g2k £
1-3- Fwknz -2- 25 )-1H-sg o -2- £
1-(4- Fotera -2-8)-1H-sfode -2- £
1-3-9 g Aokrg-2- £ )-1Hookood-2- 2 £
1-(4- 9 B ok -2- 5 )-1H-og w2 1 =
& 24

X I*esdh, g+ X =0, Y=Nwg Z-S A-=-pzi,

FEAT 7 &L

R1 R2
2-720% A
2-% LA FA
2-RATE A
2-ZFEATK RS
- LEATE A
2-TBERATE A&
FRAFTE A
2-F XA A
222-ZR8.0T4 EiF -3
ok v -2,4- = FR-5- A
4,6- =9 ghogmvz 23k FE
4 Hore 24 A
4.6-— R A2 A i3
7R TRABAE -2 LiF 3
1-G-Zntbrg -2- 4)-1H-sf s -2- A
1-(4-F ok pe -2-8)- 1 Hompe o -2- 25 i3
1-G-97 £ g -2- )-1Hosfem -2- Ak
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1-(4- 97 F kg -2- 35 )-1H-mgomde -2- 2 A
-5k #
-5k £
2-ZAETA =4
2-ZWRATK A
2-—CRATH =
2-TEARATHE £
FAEFTE £
- AmE 0
22.2-Z /T #
ok v -2,4- = FR-5- £ £
4,6- =97 Hepvz -2- 3K £
4-1 Jhopeg -2- 2 R
4,6-— g ke -2- =
- IK-5- LA g AR -2k £
1-(3- Fbr -2- 4 )-1H-ghode -2- 5 £
1-(4- fotkrg -2- 2 )-1H-g o -2- =
1-3- g7 g Ao rg -2- 4 )-1H-og e -2- 5 =4
1-(4- o G shong 2-4)- 1 Hooomk 2- 21 £
£25

Xessm X =0, Y=Nw&k Z=-S5 A-zRik

FEBA T 5] & L

R1 R2
2-52 04 A&
2-% LA i3
2-g A TK EiF 3
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2= PEATHE L ES
ZTRATHK WA
2-TBRATHE ¥ A
FEATE A&
2-F KAk LiP -3
222-z R TKk A
sk -2,4- — FR-5-3k A
4,6- = g7 Koz -2- 4 EiP -3
4-F R 2- iE3
4.6-— g A egre-2- 4 LiE-3
42 h-5- LR AEH A TR 24 i
1-(3- otz -2- 2 )- 1 Hosomss 2- E:S
1-(4- otk pr -2- 48 )- 1 Hoogmde 2- 1 A
1-(3- 7 o2 3)- T Hook o 2 74
1-(4- 9 & Hookrg -2- 4 )-TH-o e -2- 3 A
2-52 5% 0
2-% A R
-5 A THEk 0
ZWARAKATLE £
2-Z B ETHE £
2-umARATE =3
FRATE F
2-FRAA #
222-Z A THA #
ok o -2 4- = FR-5- 2 =0
6- = g7 fhoeg-2- K .
4-7 M egez -2- 4 A
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4.6 g AER 2 £
432 RS- LERHRBR 24 £
1-(3- R -2-2)- 1 Heook 2 £
1-(4- otk 2- 1) 1 Hosgo 2 £
13- P ek 2-R ) Hoogo 2 £
14 AR -2-5)- ook 22 £
%26

XIMess, 2+ X =S, Y=S, Z=S, A-pzi, #
EATHEL:

R1 R
FLk L
ALK P
TRRLE 7L
2-ZFRETE @ x
- ZRATE @5
-z ERATH @
FRAFTE .
2-F XAk @n
222-=Z 5.4 @
sk ol -2,4- = F7-5- 3L -
4,6-= 9 gz -2- 4 @ n
4-1 thogine-2- .
4,6- = g fhopvi-2-4 .
4-#2 H-5-L R A A i 2- 4 w5
1-3- & nhrg-2- 2 )-1H-sk nde -2- 2 w
1-(4- otz -2- 2 )- 1 Homg o -2- 2 -
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1-(3- 9 SRR -2-4)- oo 25 F
1-(4- 9 R -2- ) THokok 25 i
25Tk £
2% 4 £
-8R THK =4
- WRATE £
2-ZZRA LA 3l
2-TBmAALE £,
TEATA &
2-FRAA =
222-Z f. 4 &
ok wi-2,4- = #A-5- 5 £
4,6-= F Koz -2-4 %
47 A2 £
4,6-= g2 g
47 I-5-TERA B AE-2- 4 £
1-(3- -2 45)- 1 Homgok 228 &
1-(4- i -2-4)- Hoogos 2 £
(-7 fLknk 2R ) ook 2o A
1-(4- 9 ko 2-2)- 1 Hogok 2 £
A 27

X Moy, X =0, Y=S, Z-5, A-z@m%k #

BEATF5E L

R1 R2
2-5204 A
2-% K Wi
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-8R TH TA&
2-—wEA Ak iE Y
2-—LEATH 1P -3
2-TEmRATH B3
FAEATE FA
2- B A A
222-=Z 8.5 b3
ok i -2, 4- = F7-S- 5 L3
4,6-=.F o 2- 2% A&
4- P S 2- A &
4,6- = F Shogvr-2- 5k A&
42 -5- LR g A2 A
1-(3- otk -2-4)-1 Honke 2- 2 7
1-(4- oo -2- ) 1 Hosfog 2- 2 A&
1-(3- P f Ak oz -2-%)- 1 Hoook 2 LiES
1-(4- 9 A okrz -2-2)-1Hoogod -2- 4 FA
-5 A
2%k =t
-5 4R A
-—waACE A
- LEATHE =
2-ZEREA T A A
FAATA A
2-F Ak R
222-Z R A £
ok wk -2, 4- = F7-5- 2 =
4,6- =W s ogrvr 2- 4 £
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4P R DA

4.6-= FABR2A
LR FEFL LS
1-(- § 24 ook 24
1-(4- 24 ) 1 Hoogo 24

1-(3- 8 & g r -2- 4 )- 1 Hogo -2- 21
1-(4- 97 & Howtrz -2- 21 )-1H-sfonde -2- 3

%78

AT 5 &L

£
-

2=,

£

X I*esdy, 2+X =S, Y=S, Z=S, A

L&, #F

R1 R2
2-5274 :E:S
2-% Tk FS
2-2 A% LS
22— FRATL iES
2-—LEATE LiP -3
2- LB AR LA 7
INCSE- NS L2
2-F R A A A
222-zZ A CES
sk o -2,4- = FR7-5-F w A
4,6- = w7 Jh opvr -2- 4 S
A Fogvz 2- 4 A
4,6- — g g -2- 3k A
K-S LRAH AT 2R A
1-(3- gt rg -2- 5 )-1Heog o -2- 35 L
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1-(4- gz -2- £ )-1H-sfmde 2- 2 Y
1-(3- 7 & hooppn -2- 35 )- 1 Hoogomde -2- .
1-(4- 9 Fhopenz-2-2)- 1 Hookomk 208 .
-2 0% 5
-3 LA %
-2 A TK £
2-—WRATE &
- RATHK £
2-zmaL TRk £
NGE R FS &
2-A A &
222-= 8. &
ko -2,4- — FR-5- 4 &
4,6- . Hoprr -2 &
4-99 o2 %
4,6-= AR -2 A 5
-2 A5 LREBATE A %
1-(3-Fkmz-2- 24 )-1H-sg s -2- 35 4
1-(4- Gt wz -2- - 1Hosgm 2- 21 %
1-(3- 9 & ooz -2- - 1Hoofom -2 &
1-(4- 9 koo -2- 24 )- 1 Hoogo -2- &
%29

X e o8, ;;:PX=S, Y=S, Z=S, A=1®i,
AATHEN:

R1 R2

2B TE &
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ok ek -2,4- = FR-5-

6- = 7 Fhogvr - 2- Ak
AP Foegrg 2-
4.6-— gtk -2-
7S LRA TR 24
1-(3-Frtkne -2-2)-1H-op me-2-
1-(4- otk -2-25)-1H-spme -2- 1
1-(3-9 f Ahwbrg -2- - 1Hoopmde -2- 1
1-(4- 9 A kg -2- 20)-1H-o e -2- 31
2-3204%
T-HTE
2-g8 4Tk
2-—wEACHE
2-—RaATHE
2-TBARATE
TAATA
- R A&
222-Z f.L A
ok -2,4- — FR-5- &

N
B
B

N
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10

46- = F oz -2-4 &
A-T g2k %
4,6-= AFR2A a
A2 RS- CREHAER DA &
1-(3- g akrz-2- 2 )-1H-gk o -2- 21 5
1-(4- ez -2-2)- 1H-okode -2- 4 4
1-(3- 9 R Aotk 24 )- 1 Hoogomd-2- 51 4
1-(4- 1 8 ghootkr -2- 2)- 1 Hoogom 2- 5 4

Fok 1 - 29 degiebth i, ©A189 N-RAh A8 N-Bdeah g .

J E LT B BREH) w45 WO 95/34554 5o WO 95/15324 o firsk 75 ok
SR AR R RO RAT A RAACEH, T AR SR A A 8
febdy, Bikdeik, ARIET 5 a4 693518 RAE A £4089 F kT B
1% RAXIIRAF Y RATIA M B, 7T vAF) & AR Z 9P 69464,

T 3| b EF @A RLR, R R A Z . Mpﬁ%@
&, mingEss, hEFoe, decqtgaig, DBUjkE 182
Ze 38 ER[5.4.0]+ — 2% -T- %5,

BAH

Al [403-z 4 & A wikz 2k (sulfanyl)-3- 97 ez -2- K - P B3

FRAETF, A 1,3-/ s 52(432.8g, 4mol) & 3¢ 2% 74 47(691g, Smol)
¢y LSL gk, K £280°C, REAELEBE. BAMRKET, A2
B pe(d- 83 ke -2- ) 7 8% 4 4 #:(194.1g, Tmol)#y 400ml K
wik, T80 - 85C, ¥HimasMmAEAE 18 .0, REAFHETIE,
- EkARE, BERASLREANAE, AKC x L)%k, KEH 2M
22 (2L) F BA uAg. &%ﬁ&ﬁ,&&m%M%ﬁ%¢ﬁ%% Z)
13%) 1592 (60%) B At Ay, Hizis FH R 2t —F e T4

BY

Eﬂ
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A A aie.

A2, 6-[3-(2-F P A 3- A4 A g )-m A s A ]-3- s

%@%[1,2%]@@%

5 FEIRT, 4 3.6ml(49.8mmol) &zt £49 30ml — & P52 &
Ao % 15.0g (38.3mmol) {3- 9 s -4-[3-(3-5 f ok ok [1,2-beikei-6- 2 -5
Yo A m A b A Ikrg -2- 2 ) W B ey 400ml Bk — R PR T, RE
¥z bt B 18 e, MBI A#EO0C, R megBRAK
& (100ml), #igErh—f Fit. KM 400mlkasgiz Lign, FO

10 Ttk 30 54p, JEHIE, AKXk, T490C, AEFR AKEE
%7 300ml mERd, EFTFRE, 9 BFFHKEH KGR IFLE
M 15.3g (97%), M.p.: 155-156 C

Bl.3-(2,3- = @ -1- A & mbrz-4- L 8 24) - 1-82

15 F0C, A2 etds 1,3-55 —52(193ml, 2.66mol)é<’;, 50ml g,k =&
P BRI R e £ B4R (248, 80%5% & &%k, 0.8mol)gy 110ml =
WATBEETRY. TER FEEFastd 18 08, MEmKZE
50°C., A 1S S4B A AeN 4-;%-2,3-:-?’ibttvi-i-im%(mg,
0.53mol), F 4t THiz Rk £ 120°C 1.5 ey, A E507C

20 J&, mAwEE(00ml), %EiEd i, AVERE ESATTRIEE
ik, HEWMBRREMMA, R THRMAE: 1) LT/
WEL/F = 19:1:0.6 ) 2) B LEs/ wE/H, = 18:3:0.6 §2 3) B TES/
WEE/ & = 15:5:04 s R = 025 (288 LB/ P EL/ A = 50:20:1)e4 48
o, kAT 250ml e R, SR KRG, o BFE] 76.28 (72%)

25 HE K G B B Artedh., Mp.72 - 84 C, HiHEZSHRE
AL Tt —F R,
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B2.3-(2-# :ﬁ;,_g-}@guttvg-mggg)ﬁ-l-g;
3% 47g (0.24mol) 3-(2,3-— PR -1-a ke -4- A A )R- 1-Bi o
176ml (1.87mol) Z, g Bf hm#k £ 90 C 5 [ vBf, KRG AR EAT T LER
BF. 5@ T 40ml Rfe 100ml 3 Fags o, Sk £80°C 16 )
5 . RETERTAFABLEZR, F4150ml, FARsAER
KR, REREILE, RAFABERATTR HensBey32g &
B2k &% F S500ml fmEi, A 38gmpmdraba®, F 80 CHidk 1.5
BF, RARGIER, FERRREET. 5 BT 2658(56%) Ak kE
E) 46 B ARAC a4, Mp. 65 — 70 °C, 437405 =4 R 4 b AL A T
10 T—F R,

B3. [4-G-Rm fA4)-3- 9 Ak -2- 4] 7 55
2) 2-F P A-4-C-F A EA)3-F E-wrg
F0C, 4 2.3ml (31.7mmol) ¢ s gt F.49 Sml — K P IR & Im £

15 2.5g (12.6mmol) 3-(2-#2 B £ -3- 8 gz -4- 3k L) 5 -1-52 ¢4 20ml = &
YR Y, METERTRHZRSMIEE 16 .08, KEmAK

0ml), 58 f4hu R iEiin s e PHIEE S, M3 x 20ml — &
ViR, AKERNERY, ZHEBETRARE. HREHY
Wk 4h(2.82) R 23 —F 4iAL A TH-E b,
20 b) 4-(3- &,/ & H)-3-F Hmbrr 2- A P A L ErEs
P13 B Mgk a)h i k4 (2.8g, 11.9mmol) 5 20ml 3k 7, 85 F= 2.3¢
(23.9mmol) Z gz 47 —Ae ik £ 100 C 6 .huf, RER%GLREY, ¥
7% BT Ut LEsG0mD) fogg 8 S4ha i G0ml) ¥, 4 5 A 2M g
Brizaaes pHEE 7, A3 x S0ml 25 LESH B, AKRAAE
25 A, GREAETIRITIRG. HR B ek (2.8 R &t —F LhAL
FH-£ 0.
c) [4-(3-F./ 8 4)-3-F Hhobrg -2- 4 | P B2
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A 1.5g (20.8mmol) g #; 47 4L 22 2.7g (10.4mmol)fZ & & b)4g i 3%
ey 25ml WEL s, TEBTHRIFLI DN, REBRE, REER.
%G AR BAT (Bl LB LB/ FEY/ R = 19:1:0) 840, 45
#73] 1.3g O7%) 4 &bk 4 89 B A-iL a4, A B KB B3 o4
s, FZ M REFSMAALA T T — B (&4 15),

B4. 3- -6 = X 7 A st Kook 5 (1,2-b)oikoi

FAAT, ¥ 8.0g(40.3mmol) 6- 4 -3- 55 £ o vk 5£[1,2-b]vik o4 |
16.7g (60.4mmol) = 3¢ & - 7 1 53 B2 F= 16.7g (120mmol)zz g% 4744 150ml
SRS IKE T SNE, AHETIRE, LEKRSH, K
iRk, FHRGHAET Y B LB LB P, A 100ml = % & H mk sk 3e,
18 BbJE, IR 4 M I ST TR & 5155 12.692 (72%) B Antb 4.
M.p.: 168-170 C,

BS. 3-54 ok ek 5[1,2-bJik k-6 Bf

TRATF, A 0.73ml (4.56mmol) = 7, & 5 %% F= 1.0ml (13mmol) =
#. 285472 1.0g (2.28mmol) 3—;5}3—6-3$tpg@{%§g9}i%9{-[1,2-b]uji
%6y 10ml LR — R Fhink, FTEBTHES 'J\Eﬁ‘° 2 J& Aa N 10ml 2N
ABfeHEE, A3 x 20ml L8 LES R EGL RS Y, KB B Sk
A PHIAZE 2, 2EM3 « 20ml ez zms i, A 20ml Rpe kA
MUEBH), ZHBETRIPRSE. BNy 6 CBEZEBHES.
o #4132 034g (76%) % ik % & B4 eh B 4rfo4hp, Mp. 175-177 ¢,

th}

CL3-g-4-[C-8 )0 24 Iwbrg -2- 3L 7 4 s By

F 100 C, 4% 3.0g (10.3mmol) 3-£-2- & F A wbrz-4-2£)-2-£,2
AR F R # 8 # 49 3.0g (31mmol) 7, gz 47 42 SOml K Zu85 W Ao #k 27 )N ae,
RIGEMRIKTE, W¥REGHET ooml L uEs/k(:Dd, A A
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PRI ZRA M PHIAZ 8, A3 x 30ml 288 2B %8, Ak
FHMERY, BHRBRETIRGRE. KQWZERREM ALGRI
e PHR/CBRCE = 1), 34 Re= 025 syam (=4 1.84g, 64%),
FR AR T 34 C2 AWt 5 .

C2. 3-f 4R FAMA ez 2-4 ) w2
TERT, % 1.83g26 3-8+ [Q-HLDFPRAIE2- £ F L2
A Eefo 250mg gz g5 472 20ml PEE B eg g itk 8 e, REBRE
e, KRR, RUBRHBERGY. 55135 1.432(92%)4 £ &,
10 B4k B Axfee4h. M.p. 9196 C,

C3. -8, H)-B-8-2-(svg - 2- A -mun A W )brz-4- A W gz 3
FEAT, 4 5.05g (19.9mmol) 3-F-2-&, F Lakrz-4-£)-C-5.2
15 A)F fiefo 2.23g (19.9mmol) 2- £ wgrez ¢ 100ml 5 5 B3 5% ek 1.5
P RERAAFETBNRE, $EEHETVISHLBRTLE/ T
BE(1D) 9, KRG nBEH RACEER, MEBRFiZRAMAHZEOTC,
R, ORI, 5 B2E) 424 (58%)3h K K 6 Bk
B Arde A4, Mp.o177-180 C, st F#—F R amE, @it/ 2N 4

20 FACA BR EBAL T AN B B P B &,

Ca. [2-(1H-3 jfop b -2- K a e A P A)-3-Fowbre-4-4]-C-2 2 4)
Vi g
W Faed C3 prideq ok, A 1.80g (7.1mmol) (3-£-2- &, 9 fot,
25 ve-4-2)-(2- 8, ) 7 fiFo 1.06g (7.1mmol) 2-z5 3k 3 SFokod 4 40ml B
RELEAF R, A FRABRTERLE, 152 2.9g (98%)4 k& B4k
8 B AribAdh., Mp.:202C (45-#).
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D1. 2-{[2-(TH- 3 jfokod -2- L g b 22 0 4)-3- S -wboz -4- 2L ]- 9 4t -
aA}-T8

) 2-[C-F2- R P Awbrg-4- ) A5 4)- 8

F4C, 4%;@%;%??%(501111)\1: & a7 iE £.(7.4ml, 101.5mmol)
i e 2 (Q2-[G-R-2- 7 A-wkrg-4-2)- 7 4 -5 #4)- 2, 82(10.0g, 46.1mmol)
o =R F(50m)isig b, FiZBAET, Wi e, Ak
KB, Rief IR EMERTH., S BANES, RfPRE
BUOKAR, RKGEGFOANERY, ZREBETRALTEAL ¥
BV ARG I AL T B D) Ak 69 A K.,

0) 2-{[2-(1H-3¢ S ok e -2- L gt A 7 2 )-3-F oz -4- 4 )- 9 -5,
A)-LE

FTERT, &)y BEe 2-[C-8-2-8F A-wbrg-4-2£)-F 4 -
£4)-285(10.28) %0 2-z 3 -3 ok (5.88, 39mmol)# 2- % 52(250ml)
B2 et AFHEACE, BHRIUE A2RBEREFAET
B, BREMWETKY, RABBREAKEZAEZPHAS, ALmc
BE R FRBAEGIFUANERY, ZRBETBRILTAL £
RRGHNCECE Y4, 33 AK66ERYBRLESY, 798
(58%), M.p. 132-5 C,

D2.3-{[2-(1H-3¢ jf ok me 2- A mibr A )-3-Fowkew 4- 24 - F -5

2) 3-[C-F2- R 7 Sowbre-4-2)-F A - R A]- A 8

T4C, HBAEF_&a7%25ml) ¢4 3 azms£(3.5ml, 47.6mmol)
e E 3 [C-F2- 7 A -wkrr-4-4)-w A - & A -5/ 52(5.0g, 21.6mmol)
0 = RPRTSmDEg F. FiRRET, Fasdtd 1, Ak
KA, Rlet BB EMMER TR, P BANEE, ARFRE
Bk, AKGEEFHHIERY, SRBETERFLTEL ¥

114
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BN ARE S I LA T B D) ik a4 AR,

0) 3-{[2-(1H-38 ok -2- S e b 97 24 )-3- F-atkoz -4- £ -9 -5
A -mEE

TEAT, 5% D56 3-[C-F-2-RFA-rz-4-24)-F2-
£ HA]-7HE(5.38)F0 2-37 - K HFoxoed (2.2, 14.6mmol)e 2-5 £2(150ml)
RS2 B, AHEACE, BERE A 2AERAFAST
. BREHWETRY, RA#BBEAAKEZAEHAS, AL
BRI, MARBEEASTOANERY, BHRBETFTRALTAL &
BIREMANTEE LB T4 8, 135 H KB & B4R B ARiLb4n, 3.68
(46%). M.p. 127-30 C.

D3.2-(3-f-2-f2 P A -wbre-4-£)- P -8 4] LB

a) 2-[(2-2 9 F-wlr-4-2)- P k- R A 2R

F 140 C, $H(4-f-whrz-2-24) w52(20.0g, 139mmol)fa 2-9 & # -
CEp(11.7ml, 146mmol)ig. &esg 4% 1 N8, 2P 2F 188, K456
AR R T 94 SaAC ) T4 Bk D) BT & 89 A%,

b) 2-[(3-§-2-52 F A -vkri-4-2)- P A-A AL B

A 3eEr, 4% N-faksast T ge(25g, 187mmol)4y 5 4y 3 2-[(2-
F2 P A4 R)-FA-RA-LBGOg ES )V S B e E ),
140mmol)¢g Z,gx (170mI) iz o, k4t 1 Ned, AT RLEA. A
ON S EAHER R EHE G Y, B LB LB F B, FKehb A
FRH, GHEBE TR ATRAL REWEEWGER, WE/ &5
R 2:1), 1FE|AAEE BRG B ARiCA4, Mp. 49-53 C |

Dd. 3-((3-§-2-2 F k-4 2)- P k- R AR B

bt FAd) D3 prak, F(4-f-wkre-2-44)- 9 82(15.3g, 106mmol)
Fo 3-9 F A -% 82(10.0g, 112mmol) 4% a4, 5 /A B B N-&
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R 3k 2a e 2 (198, 143mmol)ig 4 &% = 4 F4k, #1448 4ribddh, =
i 6.4g(26%), K& KM,

1. {3-97 5-4-[3-(3- 24 Fh ok 5 [1,2-bik - 6- b 21 ) 3 A a2t

FTRAT, ¥ 10.9g S4t44(80%3% /& 64 &% %) &% F 350ml vy &,
kv P, TEE. BZHHT, A2/ 6iE e 738 (0.31mol) [4-3-z2 4
A AEAIRI)-3- P Akre - 2- A ) P ey w A rko(GS0ml)ieiz, RETF 2
BT R R A 2.5 et B R 3.5 ) EHE e 51.6g (0.26mol)
6-5,-3- 54 S ok md 55 [1,2-b]eik oA 49 w9 £ ok v (1000mD)ik s, F 232 F459%
R BALHE 18 At KBRS M E0°C, ERABEEET
s AA(G00mD 252 KB AR A AUET]. B S00ml A4k g
s, HHIEO0C, EREELE, AKEE THOCKGHLE T,
R ZhETHPRA2L)F, RiEE Qe Fm 3 £ (152)1%

HAEF, ERETEE, REigz 750ml, g_frmia.2l)4 2,
TEEE, ERFTHzE$ERA207C, //‘Eﬁi/ﬁ:ofia KJE T 40
CAZTTIR sfTFi#t—Fitms, oA THPEA2DE, %

HFETBERFRAROCOM)F L LE, FTEFLTTFRE, 45
1%%) 82g (80%) B A#=fe4-4y, m.p. 127-129 C

2. 6-{3-[2-(1H-38 s ok -2- L mitr 2 7 20 )-3- 99 ootz -4- Hpipi A ]
R AR AR} -3- 2 ok e 3F[1,2-) ik ok 5 3

T T, #6-B-C-gFA3-Fhat-4- A ARtk
H1-3-58 Sheko 5[1,2-b]sik 4. (0.39g, 0.95mmol) fo 2-27 2 -1 H- 3 5ok mik
(160mg, 1. 05mmol) ¢4 3 g5 BE(S0m) & ;% 5% Ae it = 5% 7 /) B, S R E
BE, FEHIE, ARAARBREHFTIOCAT TR 2 E5R3AHLE
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B 449 B #40o-4(0.46g, 86%), M.p. 200-207 C (4-f).

3. 6-(3-[3- 7 A 2-Gint-4- BRI A T A4 B A 7 AR
i 2} -3 Ak oo S (1,2-D)oidods 2 8 5
s WdE S d) 2 ik, 42 0.53g (1.3mmol) 6-[3-(2- £ 7 4-3- 1 Aok
k-4 R A A B35 K okek 3 [1,2-D]sik o A0 0.158
(1.3mmol) 4-37 i wkez f2 30ml FRE TR iz, 4 %135] 0.592 BT%)1
&% 174 - 178 C o4 BATILSH.

10 4. 6-{3-[3- 9 4 -2-(srg -2-Fmii A F A)siknz -4 mit R o AR

K Ak b-3-2H Hoored 51 (1,2-D]eik ok
FEAT, 3 6-[3-Q-F 7 £-3-F Aubrz-4- A st ) m A sz

3]-3-25 ok e 55 [1,2-b]eik s (1.23g, 3.0mmol),  2-zi # oz (330mg,
2.9mmol)Fe = 2 f(335mg, 3. 3mmol) ¢4 F & BE(100ml) & 15 3% Am k4.5 /]

15 BF. A5, TEBTHZELEBERE 1808, KRBT O CHHE
0.5 at, EERE, AFEBERA TAOCATTR ABEHLHR
B4k &g F A GOm)fagg appa e (10mD i st 40 C L= T8
B, 551354 K € B B ARLS 4, 5 1.40g (93%), mp.
143-147 C |

5. 6-{3-[3- 9 3k -2-(S-og e -2- - 1H-38 S om -2- R AR R F 5 )k
vz -4- i )R AR A 3 m ket 12Dk ok B B B
MR LA 2 Bk, 42 0.77g (1.87mmol) 6-[3-(2- 5 7 A -3- 7 ik
wr-4- A ) R A s A 3-8 Aok e SF(1,2-bleik v An 0358
25 (1.5mmol) 6-sg i -2- gk -1 H-3% Fof wik -2 B3 45 25m 7 5 B4 20ml —
TR T R R, & %735) 0.60g (62%)k5 & 4 232 - 234 CHy RATFL

&,
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6. 6-{3-[3- 9 £ -2-(5- 7 e mihe - TH-3 S oo -2- R g 20 P 2 )t
wg-d- S mibe 2] A e A ) -3- 8 A ok ek 51 (1,2-b]eik ok 4 85 2

AR L6 2 Bk, 4% 0.79g (1.93mmol) 6-[3-(2- & & & -3-97 g o,
-4 R BRI B A BB A3 8 ok e (1,2t £ 041
(1.1mmol) O- 97 F zie A -TH-3E Sfofomde-2-57 82 £ 35ml FEEET R .
45425 0978 (O7%) ks .54 193 - 195 C ¢4 B #-4b A%,

7. 6-{3-[2-(5- 7 A mi & -TH- 3 Sfokoo -2- B b 2 7 4 )-3- 9 L at
v -4- A - s gk -3 Sk ek SE[1,2-D]eit oA

B 6-[3-(2-F P A-3-F ke -4- A mbr ) R A s £)-3-m ok
ot 5£[1,2-b]eik=5(0.9g, 2.2mmol),  6- P g Et 4 -1H-38 ok e -2-5% B2
(0.4g, 1.75mmol) 44 % 5 82 (30ml) fo — 9 & @ gL (10ml) & %35 fo sk 5
95°C 6.hab. A¥E, TEBTHZEFRERE 18 18, REA
iEAl. R BHET 02M S A4 E0m) b A7) (15 4
4F). REIRIE, RAKk EETPLARN TR REHiZEA
ERFEEPEFHA HF420ml, FEHFFAOCATTFRE, 485
H R B B ARALA 4. 7% 091g (86%), mp. 155-156 C |

8. 6-13-[2-(2- 7 A A LA B A T A)-3-F w4 Aui A A
FRa R AR -3-m ok 5 (1,2-Dlikoa F Bag B

F70°C. R&ATF, #% 1-;8-2-9 8 4 24:(0.47ml, Smmol) Foz7.4%,
ZE47(0.57g, Smmol)eg %7k 2 BE(10mI)Ze g 4 2 By, KB
0.95ml 30%32 fF o F B34k ik, T 70 CHizmbH Bt 30 545,
RS Hi% R R 44 B4 Ae £ 1.0g (2.4mmol) 6-[3-(2- F, 7 #-3-F Hok
- AT R ) R AR AT AR -3 A Ao e SE(1,2-b ik ok 0 20ml 7 5 B3 B
i, TT0CHEEH 054, b 22iRE, A S0ml ki,
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A3 x S0ml Zgg ZEs A, A 20ml R ek A MBI, BT
Wit RG M BRIE BTGRP R: PR/ ZASHEK = 21), K
£ Re = 017 g4 2805tk 4%, #5584 T Raa(10m) ., A 165mg &
LEgeh 20ml mERtoaa g, A2 E0CE, 5 BRI ALELELE
B Arieb4y. 7~ & 0.47g (33%), mp.: 132-134 ¢,

9. 6-(3-(2-[2-(2- P A LEL) LEFIA T RI3-F fhowpnz-4-£
Bl i) A AR A3 a ke £ [1,2-)ikoA F s

AR LA H) 8 38 E e ik, A 1-(2-i8 T RA)-2-F A A 24(0.8ml,
5.9mmol), #4X 2,2 47(0.68g, 5.9mmol), @ E244(1.12ml, 30%:2% fF a4
#), CE(12ml), 6-3-(2-F 7 &3 9 Atn-4- A ) m A s A
-3-2f ook 57 [1,2-b]eix o4 (1.2g, 2.9mmol), FHEEQSml), T L
(150mg)fo 7 BAQOMDAE Bt 4B 135) 4 & L Bk 249 B 474044,
M.p.. 128 - 129 ¢C.

10. S-{3- 7 2 -4-[3-G- 4 o v 5 [1,2-bleik o -6- K st A 8 Hoat
S Aok -2- K P A AR LB B

FEBT, #5Kmm0.44g 3.75mmol) 5052 5 £9(0.87g,
6.25mmol)g4 10ml — & 2 B @k g & 5% 5% 34k 30 -4+, A 1.03g (2.5mmol)
6-[3-(2- 5 W 2 -3-F ke -4- A i ) B AL s 2L -3 Aok ol S
[1.2-bleikefeg 10ml — @A PappnzA®, FEETF, Fizhian
BEA 18 et KRB AAK00m), HiziR o444 £ 0 °C it ik,
TAOCATTFRAIBKE, ¥ ABFEFTHRO_FRAR P, SHE
FiRjE, HRESZERFTER. 5 BF2 05 KE R A iRLE
4 1.02g (98%). M.p.: 138-140 C .

11. 6- £ A -2-{3- 9 £ -4-[3-(3-5 ok o £ [1,2-b]eikok-6- k742 21
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A AR A e -2- 2 T A muig A -3 H-wgz 450

TENRT, 4% 0.7g (1.7mmol) 6-[3-(2- 7 2 -3-F wkuz -4- £ si i
AR A ait R ]-3-m ok eg 5(1,2-D]eik %, 0.275g (1.7mmol) 6- 5 sk -2-
gk -3H-ngvz -4 — sk Ay F= 0.18g (1.7mmol) g % 44 # 20ml 7 5 g2
TAyEFER A 25 A, RBE &SR E 250ml kb Faig
THA 30 4. BBIUE, Mkitdk BHATTFBR H#EETFHRT
BRF. WIEHAATIRG, £ 5155 0.838(94%) 4 % 5 & Bl 4ked B 4%
Ae4-4y, M.p.: 244-246 C

12. (3-8 5K -4-[3-(3-4 Fh oo 3£ [1,2-blik o -6-H a7tz £) 8 A s
Aok -2- A - A 15X -B-D-wkr ) F 83

TRAT, # 0.42g (2.3mmol) 1-z54X-B-D-sibriy #) £ 4544 £ o 1.0g
(2.5mmol) 6-[3-(2- 1, P & -3- 7 akez-4- L mibs ) o A s e £ )-3-55 2
skok 3 [1,2-D]vikvhag 20ml B mdi b o &k min S vah, REFOC
Tz &R A LI, RBE, HiBmEFAQm) S,
S0ml = F ¥ ke P EE(10: D)6 iRA R HI = ok, £k S0ml, Zarmss
FIRAFOAMERY, K42 20mlfad, %ETF - 15 CHimiin
AL 30 54, BB, ASRPKRkEk HFHAETFE 58
132 0.3g (23%) 5 % % & B4R 84 B 474644, Mp.: 110 - 115 ¢,

13.6-[3-(2,3- = A -1- R oo -4- L B ) 7 A ]-3-55 Hokoo
[1,2-b]wik i

TEIERT, Ha4m0.54g, 80%32 & ¢4 &5 %, 18mmol)if 4y fu 2
3-(23-—w - 1-E i wber-4- A A A )-5/-1-8(3.26g, 16.5mmol) ¢4 275ml
A FAFEE TR, MEHFZRAMITI2S \of, RET
TIRT, A1 atidhe 6-2-3-7 oked 5[1,2-b]sik=£(2.982, 15mmol)
g9 75ml A WERARA G, A BHAE 16 0BT, RS ek
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(150ml), z&rhve Srkrd. £BZIRH T Fhen S00ml k2| @4 &,
HE IR, AKREFAEE TR ACETEGC x 200m)FE IR R,
JAAKASOm) ek A FE Y, LA TR RS, BEGHHTR
W iE —RIE T PEET5SmD g, F oy Fey B R R A, TR

5 FA2E0C, EBHILEHFTR 5555 3.262(60%)4 % £ & B4
4 B Arfee4h. Mop.:213-215 C, )

14. 3-99 % -4-[3-(3-m Aok o 5 [1,2-buiko-6- -8 ) BA R

2-A VA LB

10 J% 2.7g(7.5mmol) 6-[3-(2,3-— % A -1-G A ez -4- L 8 L)/ AL
3~;ﬁ£{@}—;_u§;‘f—[l,2~b]aﬁ_vy,§ﬁu 7.2ml (75mmol) 7. g3 Fpe it £ 90 C 5 )
B, AHETIRE, mAkKEOmD), %5/ ON fEa/shiEFEiZR
At pPHARZ 9 - 10, iR hitie, AKSEF TR K$EED
ATHRFRESM)f, A ERERAERREE, KA 30ml kAR, e

5 E%E. KEMAFALEEGOMD), FO CHiRAHIE 1,
g, A-FAaABkt TR 2555 229 (6%)4 ke
B 484 B 4r4eA-4. M.p.: 148-151 C,

15. {3-97 3-4-[3-(3- 54 ok o 5 [1,2-bloik o5 -6- At ) o5 Bk It
20 wg-2- ) AL
FRATET, 45 570mg (2.9mmol) 35 2 skwk 3 [1,2-b]etkof-6-
FBL, S00mg (2.3mmol) [4-(3-&, /& £.5)-3-F Aubvg -2- A ¥ Bi Ao
0.4ml (2.9mmol) = Z g /5 10ml — F X ke hei £ 100 °C 1) 8,
Adp 2B JE, AeAsk(100ml), g 3 x S0ml 7,8 4 Es FRZIREH.
25 155G 69 IR AN T BE b 45 dh. 4 % 135) 600mg (69%)4 5 K & B 4k
8 B ArAc a4, Mp.: 135-136 C.
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16. B-g-4-{ P 2 -[2-CG-#4 oo 5 [1,2-bleikok-6- L it ) T & ]
F k- -2- 35 ) R

FRAFET, 4§ 0.33g(1.28mmol) {3-F-4-[2-F-2 L) P 4 4]
whrg -2-3k } 9 B o 0.33g (1.68mmol) 3-z4 f ok e 3 [1,2-b]etk ok -6-27 B2 i
F 10ml £k — P& Fapped, A 0.25ml (1.53mmol) DBU 4223575
&, TOOCHMES I, REWHAANEZFIR, ALRCLEHE B
B, A LB LB LB BRI TR, 4 B1F3] 0368 (T1%)4 % %
& B 4ke) B Axfba4h. M.p.: 189-191 C,

10r

17. [2-(1H-35 s ook -2- 2 g7 2 31)-3- S -wkmz -4- 2 9 1 -[2-(3-
B okonde 5[ 1,2-b]rikoi-6- 2 st 38 ) 24k 18

WAE e 16 pri® g7 sk, 4 0.44g (1.0mmol) [2-(1H-3E H oo
2RI T A3 F o422 F LA Rz, 0.24g (1.2mmol)
3-74 3 okowds 5£[1,2-b]uik ok -6-57 B2 & 0.52ml (3.5mmol) DBU 4 10ml
WA REBEYES. Ko REART LSRG, /250353 (66%)%k ik
% & Bl4Red B ARAcAdn, Mop.184-185 ¢,

18. [3~§L-2-(“§Vi-2-£&@i%£&“P)E)vkh"z-df-%]-‘?%—[2-(3%‘5 Pl
F(1,2-b]eikoi-6- K sipe ) LA ke

A A% 2364 16 prik ey 7 ik, 4% 0.34g (1.02Zmmol) (2- £ 2 A)-[3-
F2-(rr-2- A aie A 9 B ek -4- K ]9 pz . 0.20g (1.02mmol) 3-z
ook oud 5[1,2-b]uikvk-6-27 850 & 0.15ml (1.02mmol) DBU # 10ml = &
AWEAE PR, A=A iABv4aE, 35 031g(62%) %k x e
B4 B Axfee4. Mp. 174-175C,

19. 6-{3-[3- 9 4 -2-(1- 3k - 1H-vg oS- A B A 7 R )k -4k
AR A A B A )30 ok ok 5 [1,2-DJoikok 2h i 24
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FEif. RAKET, 4 0.61g(1.5mmol) 6-[3-2-F, % £ -3- 2
R A R AR R ) A AR R AR AR ]-3- A A ke 5F(1,2-b] ik o Ao 0.275g
(1.5mmol) 1-3 2 -1H-vg e -5-z B2 22 30ml B 5B b hudh 2 /JvBf. %5
Wiz eWb £20°C, BHRF 0S5 ot MELE. ARABELL
5 LR AT TR 4558 0.848 (95%) i ok & B4k 84 B Arfb 4. Mop.:
204-207 ¢, )

20. 4-(5-{3- w7 # -4-[3-(3- 24 o okods S [1,2-b)oikoi-6- L mipr £) 5 £
R A vkrg -2- - A aitr A S v e -1- ) @y
10 TER, RAFRRT, 4% 0.61g(1.5mmol) 6-[3-2-F 7 £ -3-w 4
vttv:‘i-4-;£.@m%£§)ﬁg&zm%%]-&;ﬁ ook 51, 2-b]nii<_°ﬁﬁa 0.30g
K GEIZ IR, 4%5&‘%’%%\'? 30ml R P, A 2N G 84ushin i PH
RAED, A4 x 30ml — H FhERR, R REANERY, GHBS
15 FRRIRG, WHEGHET 200ml 3 kb, B b AR R,
Wig ks 2 50mlfkAr, A4 2 0°C, BinE, B O REHF T
o B 175 0.64g (75%) 4 # K & Bl 4k4y B 4rib b4, Mp.: 92 C (4
fig),

20 21. 6-(3-{3- w7 2 -2-[1-(3- P Fhowprg -2- 21 )- 1 Honfe mds -2- 2 57 4 3t o7 51 ]
b -4- R U A - R s 31)-3- a8 Aok e SE[1,2-bwik ok 2 85 3
TR, RAFET, 452132 (5.2mmol) 6-[3-2-F ¥ £-3-F 4
ke -4 R B &) ) A A 2 ]-3-a Aok e 5E[1,2-b otk o Fo 1.0g
(5.2mmol) 1-(3- 97 & -wkrz -2~k )- 1H-gg ok -2-57 82 2 100m] 5 7 82 o o 2k,

25 3uhet, REHZRAHMAHNZO0C, B4 05 e, KEitE ¥
/Jbollze\f' 75ml #IJK‘P )?] (% i}e /fi/&&/.u. A %4#1‘ //E'ff‘ﬁb& .zt:-‘T_
& 55 88 M1 N 9 B P 4% IR AT TR, S 543275 1.442 (45%) 4

70



97181815.0 o 1 ZE65/691

R G EReY B ARb A%, Mp.: 180-182 ¢,

22. 6-{3-[3- J-2-(1-wikrz-2- 4 - 1 Hoo o -2- ;u,.h}cm;acfv;&)vtm-ét—
BT R AR -BUR 3-8 ok e 5[1,2-D]uig ok

5 TER, RAFRT, H# 2.3g(5.6mmol) 6-[3-(2- & 7 £ -3-9 st .

%-4-;%1&%%)5%& 5 LJR] -3- m;@lwggﬁ[l 2-blsik v 4 1.0g (5. 6mmol)

b %//\%Piizm AL kaze, M4 x 200ml Léxcﬁ“fﬁﬂx J 7k
PRRANERY), GHREBRETIRIFRE, RBWBREEN SRR

10 w CERCE/FEYR = 19:1:0.6), g4z Re= 0.35 6448 A F 52
thdn. 5 HIFE) 0458 ik R & Bl 4Reh B ARfo4. Mop.: 146-149 C

23. 6-[3-(2- 9 A A T A-3-F oz -4- g )7 s i )-3-

#H F oo 51(1,2-b ek ok

15 5 5344 (0.69ml, 30%33 & 645558 ) hm £ 6-[3-(2- 5 F 4 -3-9 o
WA R AR AR AR AR A B A3 S ok e 5£[1,2-b]uik95(1.23 g, 3mmol) e
FEMDDZza s, FaATranlo Hibiisme, ATR
KN, HBHERAR R, TR/ =R 5), M=FAREB/T
BB T 4 dh, FE| A R G &.4E ey BARILAY, 0.34g(28%), M.p.:

20 107 - 110 ¢,

24. 6-{3-[2-(46-2 P Rk -2 AL A T ) 3P R4
B AR AR B AR -3 Ahokomde 5 [1,2-b )ik o
TRAFS, AT, # 462 F F-woe-2-52.5%(0.35g, 2.5mmol)
25 For O-[3-C2- 57 25-3- 7 Hotor -4- A B AR A A B A -3 54 ok o 5
[1,2-b]six=%(1.03g, 2. Smmol)#4 2- gjgj.(SOml)-E—,g.,&:;vjm#L 4. mt, A2p
B, RkRQ00mD) s izin a4, A 40%3% B 64 S B AL sh i 3% pH
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AZEI0, RTLELEBER, B#BAKRIRESFHERY, S0
ETFRAALTAL ZBYNCHETERFIANALEBRKRSN R RS
4. 0.93g (76%), M.p.: 145-7 C,

5 25. 6-{3-[3- 97 £ -2-(4- v H -wvg -2- AR A& 7 AR )-wben -4 st
R R )3 Ak ek £ [1,2-b]k ok '
FRAKE. AT, #4Fh-gue-2-58 dh e #(0.46g,
2.8mmol)Ffe 6-[3-(2- £, -3~ Hubrg -4- s 28 R A A K -3 78
Aok i 5-[1,2-b]ei 95 (1.03g, 2.5mmol) ¢y 2- 5 B2(50ml) £ i%3% Amk 4 )5
10 B, A5, Askok(100ml) & 283z 4-4, A 40%5% B 69 S BALAIE
wHPHAZ 10, B LEr TEs I, ABBAER ARSI FERY,
ZHRBETRIPATEL, RENEEWGER, TR ZR57 20,
INT AP 45 513 5] 4 £ & B AkeY B Arfb-4h, 0.49g (39%), Mp.
136-8 'C |
15
26. 2-{3-97 & -4-[3-(3-zH Fokode 5 [1,2-bluik o -6- K AR A ) - A B
pr A w2 T AR A R4 S B B
FEi. fAT, # 46— 8k gv-258(0.36g 2.5mmol)fs
6-[3-(2- 4, 9 & -3- F fombrz -4-Fogiibe 31 B A a2 )-3- 24 kool 5
20 [1,2-b]sik»a(1.03g, 2.5mmol) ¢4 2- 5 EE(S0ml) & 355 Amdk 6 /NBF, A £
4°Crg, SBIE, AA2-REREFLET TR AARCHII M) E
MSh T4, WESFRAEE TR RE ARG EBR B ARLS,
1.25g (90%), M.p.215-224 C. -

25 27.[2-(1 H-X,f‘f-ty}i@-}gzﬁﬁ@g‘}‘75_{)—3—%%@;{-4—%]— t’ﬁ,_’g{-[2-(3-

B ok 5 (1,2-Dleik o O- L RUAR)- T AR Uik B BR
7 EAt4h(1.4g, 80%32 & 69 %) 2 22 2-{[2-(1H- 30 ook -2- 20
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BaE W A)-3- ke -4- A -7 - R k- 8a(7.5g, 21.5mmol) gy —

wapk(7om)igz, FTEBTHE D Da, KRB A 20 540E e 6-F
-3z A w51 [1,2-buidwa(4.3g, 21.5mmol) ¢4 vy S vk v (SOm) iz,
sk gt 2 e, AARTSOmD ik, M LBEASER, A
Kk ANERY), ZREBETRFATHEEL. BREMEEN
(GEfg, WHR/IZEAFHE2V0DFMNLB LB TS, A% %R
T b keeg 2-RmEEQR50ml) s A AR AR, “ﬁﬁ”ﬁiﬁﬁé,
Fe Nt ey FACE S CR(1.5m) g, HFizmnbs b £ 4C. Rk
WIE, M 2-RBREAFAE TR FE MK ERKY B RLESY,
3.6g 31%), M.p.211-2 C,

28. [2-(1H-3 sfokop-2- i b F 4)-3- ko -4- 2 ]- 7 4-[3-(3-
A F ok el 5 [1,2-blekoa-6- R AR )-R A e B &

Mg et 27 gk e ok, A 3-{[2-(TH-3 jforod-2- A it 9
H)3-Frr -4 A ] -5 ) -75-1-85(3.0g, 8.2mmol) (L 5464
D2), 6-&-3-5% & ok ek 3 [1,2-b]sk s (1.72¢, 8.7mmol)£» 5 4t.44(0.62¢,
80%03% 2 09 B iF BOME RAT, H1&IFdibiZ B ARfb e, 5 1.95g
(42%). M.p.202-03 C,

T A R

K LACE-h Fo g 169 LARBRAT B 69 RIF 6 B HARFCNT A
EVACE Y R ST BT R IR RRONE LY T,

Bk, AZRR#—F I RIE ST EH BATA SR RRETEILI D
A RAM T E., B EOELTERAOANRE ST FHF LR HET
At % Fe)—F R SR K Vb fo/ R e e 8 T a6 5,

AL AL B X VA b-M B e 416 25 38 LT A% 8 3 1R 06 57 S2 4T
T 5 A2 4 R P 6 B3R,
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REALROIEX IS mR e ETa &6 AR T
B EEATE B AR M R IR B M A 5 P e AR,

AKX ARG BRIEFEATH N4, ZHPEE—FREAFEX]
b Fol B e AT BB eT A& 4G B

LR X IS AR M BHERART, 457 TRAEZ &0
ZAFH. )

HABFSABHEAAR o H R ABG T ETAFE R G Y. 1A
4, AN X LIS HFo ey R0E AT AL L24E A,
RAEBIFHE LG AMBARAER, W FA. &RAA. BKE
F. k. REHN., BEARERAGHIEA, AZEHNE FERAL
Loy ERAFH 0.1 £ 95%,

MAB R E W gmin, AL ARA R 2ESFTE 2 R A 6940 B
F 2 A, FRER. BREA. K AR Fo i€ 6 E AL S B
S8, BT AR A et B SEA. SRR HEA. FeRA. BA
F. FBEA. F M RSB A Fo Bt F) Go SR,

iR AL A T A ifit de B SN Qe B RAE A L 2 o 42,

—mE, EARRAGE, FRAERICESHAOETLARENA
0.2-50 | it 1-30 mg/kg k&, 4eRiE & 4915, 'ﬁj'yl AEAURE 2 -
6 N LR HFL T UARRITELER.

5T A AL R 694 b4 5 F Ao B BR A/ R B B Wkt
Fol BE ML E A4 I TEATH MM A B R 8 B8 E LR 4
2,

VAR R T A0 B BRI R 4 FHl e sk R AR R E C HI IR Y
(4o S B A4S, 4BERAESURALASERSE). “TARR &34 B B ke B
Mo Ho i 5] Qe fop 2 T, §R%T). H/K ATP sadg s #l (e 2 &
Jowk . £ daed XA 52 & F ) AR AR S B AR AR sk AR 2 ek
SH{F. HHITT).
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TARBE TR T LNMEFEOY R 258 20
%)‘ﬁq’%ﬂ-ﬁ'm G\ fik%'}r—_x 23'—-'??:1“ ‘%“"l ’? i.i‘ﬁ"% "k"ﬁ‘]‘g?ﬂ'\
R ARk, cRVEEE. cRCRCLER. P A oI E Ak Ak AR AT

A FHR

#% 3% Tomoyuki Iwahi % (Antimicrobial Agents and Chemotherapy,
1991, 490-496) & g3k #4 75 3=, A Columbia 2z g (Oxoid) 4 1 4 % 4
K, X ICEMRd B ERBTHE. 2 AT HEARHL
ety MIC S0 3@ o (e - 5 5 BLAA 4 F 464 89 4 5 — 50).

#% 3% E. Dick-Hegedus $o A. Lee (Scand. J. Gastroenterol. 1991, 26,
909-915) s frik ik, R RAA X LIS K A RS 2AFH 04 7B
HiX el 3 x S0mglkg ey EL o4 4 X, THAAZ H:EF
RS-t o e

% A
() MIC50, mg/l %

1 0.05 100
4 01 | 100

0.1 100
13 0.5 100
15 0.05 100
17 0.1 100
18 0.1 100
25 0.05 100
27 0.1 100
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