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BHERRBRELE, BRNERRE, BP0, A% REGT.

NEETA PRERX 22 8FNEESEBHE S RNEREEII
PHEMANFRE. RERNEEHATHREE L. TA FIB X=9M
E o

REEIA PERERNR 23 £ N-FE-o -FBEOVBE L, X
TR ZREE(u)EARE . AT R AR Pfitzner-Moffatt B8R Y,
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CREFEHMECEETAEZR ¥ EH. hEP)ME)ETHLHY
7RI+ Ry RRARBRKENEY.
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MEEIB

CH>—COOH  (cocCl), CH,—COCI
R, 18

R>
(k) (P)

+ NEt3 + HO—NHR l 24
(Hh R=E & 52 d)
O OH
CH,—&—N—R
(R1)n‘E>:j[
R
(w)

+ ClSOzCH3 + NEt3 l 25

S0,CH;
0 0
CHo—C—N—R
(Rnn{jj[
R2
(x)
+ HzN—é l 26
6
R
NH O Rs R,

22
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wmERTR, REEIIB AT R, FTRBERERENLEYHER. 5
REEIEL, REEIB 4, HEZBK)LE THAKER S,
SEBRABRBEEFEREWE)R Y 18), REHTRNR
24, BT _APHRMBEA(p)SKERKLEER (I HO-NHR, R £
KBk, UURAENMME)VN=2LE 0CIEE 40~60 448, BE
YImHBE =, RERHE 1 DK, REHKBBREXEIE, 4A3H
1 ZBEEBRNE KK, AVNEZHARERREEARET. 78 N-B
E-NGEZBEWRE REFREBESBEAgL. XPRNBE
Hoffman % E ) JOC 1992, 57, 5700—5707 FHEH#ik.

R 25 1 N-F B (x) K # & B Hoffman HEH JOC
1992, 57, 5700—5707 +H K. Bi&#, ZZKEBMARTAZE
TENARERN SR EERYT, RNBEYHE 10~12 448)FE,
BRMANFHEBE, RNSEAE OCHEE 2 I, REMHBERE,
OB 2 M. RNENENESNEK. 1 2AELBRMELKIE,
RRRETIRE, RREBTHX). BHEHAYE SRR EALES T LD
1t

REBEIIB F N-FEGE- o RBEEERIBEPH &R
Hoffman % & ) JOC 1995, 60, 4121—25 1 J. Am. Chem. Soc. 1993,
115, 5031—34 Xk R, THAZ OCHFER _EFHRER
T4 30 EHRIB A N-FHEBR)BEY, ST OCHREE 1 /I,
MPEZREHALH. BRERE, THREDPIMA 1 LEHEL
M, A-KFRER, KEGHRBRBRELE, ZBEENE, F¥G@)H
2 G R A% 5 S vkaifh.
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MR
R,
Lt O
(R1)n‘©:j[R4 Re
R2
(@)
0
+ Y_C,\H l

RERISET2AB@W Y-CHO)SHEBRKNEE RN. R
RLar=da 7R I FRE=Y. RERIPRER 17 HAREILA F
R 22 BRAKGEESTE. MEEHTREBIB Fih&9 y B
AT PEYH A .

WAEEIY, Btik@). N-FHAB@MEREHOM BT REE
AT 60CRERMN 24 Mo, AHJG, RMBEWETKKF. T
UL, K, TESHHE, FR44bTERERIMIB $
BTN HUEDURRER A FREE®W).

W bRk, UAR e ER AR LA B BAL A 0 R S ) 5R 4 Sk )
EEZMUEREADRINEY. ERHXADRBA 4 H LMK .
EXNERH, HELRRERSE, A Sandmeyer RN HEE. B,
R EERABEE. NEERRMHTEWKETE I REBRNR

24
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BieY. HWBRERRNREMEY R TH— P HE8. BERLEY
KBREAHRRELEY, EUERIBIFEBRISEMBREREER
WAHREBRBRULSY . XERNATETIE 1 AR ZE TSR E#AT.

X N AT LA B RAS T BB REAM UL, XplF
RATEFMREEEZAMALA T RELR\NEE. EUTHH
T, BBRARER,. R,EHEBSFX [ FHAHNKRAY .

5l —

(Z)-5-%-2-FF ZE-(4-MH e W7 26)-3-(N-E 38 )- Bl S Bk A

(A)X-5- o - RN H B

St-FA F (200 3%, 1.61 BE/R). RWEREF(3.5 %, 2.42 BE/R)FIR
BW(155 W, 1.61 BRBETARBESHN —F=ZJEHEF, 181810
M m#E 140°C, 20 /MEEAHIZE 100C, FA 8 FtKke, B4
AU DS T 2 FFREEAA (302 70)EBT . KBERL BRI,
LBREBRFALAEAHERE. S8EUEKBRSIHE, T©§, H
BB = ETIREY), LEB/ERN-F-o -FEAERBEE, 2K
e, ik,

(B)Xf-%#- o« - FES 1k W HES

TXt-F- o -FEAER(177.9 T, 0987 BERET 3.6 F28H)
LEWHRFMA 11 5 5%Pd/C, BAES(40 KSE)EZETEALE
R, SERAHHEAESE, TEEELT, REXZEBHEBSI=9t-
- -FEINMAER. AYEEATT S RE.

(C)6-F-2- FF H Efi K

BXt--o -PESMUMRERO32 7, 0.5 BR)IBEMA 70°CEHE
R 932 RE BT, BN, BEHFEE 95T, FIFHE 1
MRS, WEIEMA 2 FtK. AZBRBUKRERER, ZEBHREUES 9
RSB R . SURBRENBE B RK B RS, EREH 200 =

25
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HEER WY, IRBIRIMARIE 5% 28 — A Bl & B ERE LG 5,
A 5~10% B — R mBFeE iR, 83 6-F-2-BREE. HEEHRAT
0 R L FE

(D)S-F-2-BHEEE-3-L B

6-.-2- F EEE(18.4 3T, 0.112 B/R). MEZER(10.5 %, 0.123
FER). LBR(6.6 )W T THE1S5S5 BANEKRE(.7 m)RE,
, B 21 A, RNBHAKA Dean Stark Wi ssisk. ERHE
FRG, RBYEBRT 60 EANIEM 14 BT 22 JEFEHLHK
AP . A 22 3T 85U EEAMKEB(150 ZFH/K), BEVWERS
hEE 13 DB BUEBREZEER, A 500 EFK. KEBH LB
REGEE:, REEEERER, dEE, BEH SO KERRLE
pH2. VUYL IE, &R, ME™Y 5-F-2-FEHE-I-ZRIFA 164
"C~1667C).

(B)s-#-2- R EHHE-3- L&

5-%-2-PEAE-3-ZB(70 BER)ET 70 ZF AR F, 5
HEE(70 ZERET 35 B &k, 2 BRUE)REFE 24 /)
i, ZREANEEIN 5S-F-2-FEHEI-ZBREEEATT ¥ K
M o

(F)5-%-2- F H-3-(N-FHK)- 2l 2 BE

TG ZER)EZETEEBHMAR S-F-2-FEHE-3-ZHBK
2.5 BERM_EFRABQ 27+, BELI®E. 45 HLE00
%) K. BBREAMKBBEK)ESR, FVERARBRHTE, EXE
BRFY. A _EPRBERBHAGEAJEA 144C).

(G)2)-5-F-2-F H-(4-ME e WH)-3-N-F H)- B E 2B
5-F-2-FH-3-(N-FFE)- o B LB (3.38 ZEE/R). 4-MLIERE
B ZEERMBEEEAPHO BERET 0 ZAFEF)EESERSFTM

26
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oo BiEE 24 DB, BHE, RNBEWERIAN 2000 ZFKKS, HRK
MG, RAKEER, TEZDPER. £JBTESATEHE
B [E k(% = 202°C)(R,=F, R,=CH;, Ry;=H, R,=H, Rs=H, R¢=H, R,=H,
n=1, m=1, Y=4-uIE).

(H)(E)-5-38-2- B Z&-(4-0ik ig W 36)-3-(N-F 50)- B K 2 Bi i
WEYWIGELETELRNESHFLU E-BUENE. 4 E-R
MUENEELHETERE WA,

i —

(2)-5-%-2-FF 3 -(3-nkoe W )-3-(N-FEH)- B Z B i

WS RAG—HHER S-8-2-FEI-(N-FX)-HE B
(RBl— F)F -t REBR NS, RESBS5H— G MER At
F 3-MBe R ERAY 4+-MERER), HOBESSBI4L” RS
&= 175C)R,=F, R,=CH;, R;=H, R,=H, Rs&=H, Rs~=H, R,=H, n=1,
m=1, Y=3-MtIE%).

Hl=

(Z)-5-%-2- B F-(2-Mb e W 3)-3-(N-2E ) -2 Z B i

WS DRAE —HHER 5-R-2-FE-3-(N-FE)-HEZ B K
(RBI— F)F 2-MtEREBRR NS, RNSBEH— G HER R
H o 2-Mre R EBAR 4MERER), HZRZEESSBI 4L
A (/& X 218°C)(R,=F, R,=CH;, R;=H, R,=H, Rs~=H, R&=H, R,=H,
n=1, m=1, Y=2-MIE#).

£ 70
(2)-5-F-2- B E-(4-FEM T E)-3-(N-F35)- 2 & 2B %
LSRRG —MHER S-R-2-FE3- (N 5)- i 2B
(B — FYM 4-FEMREB KNS, RNSBS54H— G HER AL
H 4-EWREBAY 4R RER), ACRIBES RSB
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[%(%/ﬁ 239°C)(R1=F’ R2=CH37 R3=H7 R4=H7 R5=H) R6=H) R7=Hy
n=1, m=1, Y=4-FEWZE),

B
(Z)-5-F-2-FF 2-(4,6 — FE-2-Mb e WH)-3-(N-FH)-Hi B Z Bk
HHEHRAB —HHER S-F-2-F H-3-(N-FE5)- 2 2 B i
(Hl— B 46-—HFE2MEREBRNTE, RNSBEH — G
R, B4 BRI 447 % [R,=F, R,=CH,, R,=H, R,=H, R,=H, R,=H,
R;=H, n=1, m=1, Y=4,6-_F¥-2-0 g %),

Bi7s

(2)-5-F-2-FE-G-FEM T E)-3-(N-FH)-2i & 2 Bk

U EYRBE —RTER S-F-2-FH-3-(N-F2)- 28 2Bk
(WBl— F)FN 3-EMRERRNTR, KNPEBES5H— G HRE, EE
an 9 B 446> M (R,=F, R,=CH;, R;=H, R,=H, Rs=H, R=H, R.=H,
=1, m=1, Y=3-FEBEE),

n

gt
(Z)-5-%-2-FF - (2-WEBR W 2 )-3-(N- 5 2 )- B 3 L B %
SRR —MAER S-R-2- PRI (N-FE)- 2B
(ABl— P 2-ERAEBRNTE, RESBEH— G R, &4
r 3 B 446~ M (R,=F, R,=CH;, Ry=H, R,=H, Rs=H, R=H, R,=H,

n=1, m=1, Y=2-WEBIE),

B\
(Z)-5-F-2- B F£ - (ML R WP JE)-3-(N- R 26)- B i Z B i
WAEYRRAB —MFER S-R-2-BEI-(N-FE)-HEZBE
(ABl— HMBERRNTE, RNEBE5H— G HE, E4 5815835
24k @m(R=F, R,=CH,;, R,=H, R,=H, R=H, R,=H, R,=H, n=1,

m=1, Y=MtEz3),
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% .
(2)-5-%-2- P H-(3-BARE T 3)-3-(N- T 2 )- 2 & Z.BE %
WAEHMRAG — TR S-R-2-FE3-(N-FE)-HE LB K
(RBl— P 3-BEBRNTE, RNTEBESH— G MR, E4L8
Btk & (R,=F, R,=CH;, R;=H, R,=H, Rs=H, R,=H, R,=H, n=1,
m=1, Y=3-BAERH).

%+
(2)-5-%-2-FF B -(4-FE I W 3)-3-(N-F35)- 2 3 Z BE i
BAEDRAB —WHTER S-F-2-FE3-(N-F5)- 2 X 2B %
(WBl— FM +-BRERNTE, RNSBR56— G #HF, E£RE
B 2467 M (R,=F, R,=CH;, Ry=H, R,=H, Rs=H, Rs=H, R,=H, n=1,
m=1, Y=4-FEIE3E).

B+ —
(Z)-5-F-2- F H-(2- F H-4-WEBE W 3)-3-(N-E3)- S B Z BB
A EYRAB —HHER 5-R-2- PR3- (N-3F8)- 2 £ 2B
(LBl— P 2-FR-4-EREERNTE, RNSBS56— G A, &
4 1R E| 204k B (R,=F, R,=CH;, R;=H, R,=H, R,=H, R,=H, R,=H,
n=1, m=1, Y=2-FE 4-BEH),

Bl =

(Z)-5-F-2-FF B -(4-BAME W )-3-(N-F 35)- 2 5 Z. B ik

WU EDRAGI—WHER S-F-2-FREI-(NFH)- 2B
(WBl— F)M 4-WHEBRNTE, RNSBSH— G HE, 45178
B|2k4er #(R=F, R,=CH,;, R,=H, R,=H, R&=H, R=H, R,=H, n=1,
m=1, Y=4-KABEH),

Fl+=
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(Z)-5-F-2-FF F-(1- FF L -3-15| g 7 26 )-3-(N-H ) Bl B 2 B &

W EYRAG —H AR S-F-2-FE-3-(N-FH)- R 2B
(RBl— By 1-FERBR-3 RBRNTE, RNSESH— G MFH,
B4 &8 P44 % [R,=F, R,=CH;, R,=H, R,=H, R=H, R,=H, R,=H,
n=1, m=1, Y=1-FZ-3-5|k),

g+

=

(2)-5-F-2-FH-(1-Z B FE-3-15| M W 2E)-3-(N-E 2B X 2. Bh i

WG RRAG — A ER S-8-2-FE-3-(N-F )X B
(BB — P 1-ZBHE-3-BIRRERNTTE, RNSBES5H— G HA,
B4 R B B diL ™= & ([R,=F, R,=CH,, R,=H, R,=H, R,=H, R,=H, R,=H,
1, m=1, Y=1-ZBiE-3-B8E),

n_—.

#l+ 5
(Z)-5-%-2-FF Z-(4-N pE W 2E)-3-(N-2-F ) -S E ZBik
(A)5-F-2- F FE-3-(N-2-FEFH)- T 2 BE
WEYMRRAG—MHER S-R-2-FENE-3-ZBE L — E)
2-FFRBRETME, RNEBE5F— F MRARTRTH 2-HEHR
BAR).

(B)(Z)-5-%-2- P B -(4-PHLBE W 36)-3-(N-2- B ¥ 5 )- i H ZBE K

AL EDRBE —HIFTER S-F-2-FE-3-(N2-REFXE)-HE
LB - lERBERNTR, RNSBRSH— G HEA, ELERED
a4k ™ m(R=F, R,=CH,, R;=H, R,=H, Rs=H, R~=H, R,=H, n=1,
m=1, Y=4-ltpEH).

iy
(Z)-5-F-2- F F-(3-0th BE W L )-3-(N-2- B ER)- B & 2. B
HAEMRAGI+H A T/ S-F-2-FHE-3-(N2-FREFE)-HHE

CEEREH 3-MIERBRNTIR, RESESH— G R, ELHE3
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é@%fcfﬁ!(Rley R2=CH3’ R3=H, R4=H7 R5=H) R6=H; R7=H’ n:I;
m=1, Y=3-MREE).,

#l++
(2)-5-5-2-FF F-(2-ME g W7 FE)-3-(N-2- I )-8 K 2 B
HHEYRBH+H A T S-F-2-FRI-N2-AEFTE)-HE
LR 2- i R RN TE, RNSBEH— G HE, E45583
aifk 7 % (R,=F, R,=CH,, R,=H, R,=H, Rs=H, R~=H, R,=H, n=1,
m=1, Y=2-MLIEI),

B+ )\
(Z)-5-F-2-F B -(4-MEMK T 2L )-3-(N-2- BB 3)- B B 2 BE B
HUEYWRAF TR A 91 S-F-2-FR-3-(N2-FEFE)-HHE
LB 4-FEMARBERNTE, KRPBRS5H— G HEA, E4 KB
44k 7= f(R,=F, R,=CH;, R,=H, R,=H, R&=H, R&=H, R,=H, n=1,
m=1, Y=4-FEWEE).

Blt+h
(Z)-5-%-2-F F-(3-MLHE W 2E)-3-(N-2- B ¥ H)- e E 2B
HUEHRABGTH A T8 S-F-2-FHEIN2-FEFXE)-HE
LBEH 3-RRE RN TR, RESBEEH— G HRE, EL L8344
7= #(R=F, R,=CH;, Ry;=H, R,=H, R=H, R.=H, R,=H, n=1, m=1,
Y=3-mtRE).

Bl —+
(2)-5-F-2-F H-(3-BAE W 5 )-3-(N-2-F I F 5)- 2 2 BE R
HBHEHERBI+H A P8 S-F-2-FHEI-(N2-FELE)-HE
LBUREHN 3-ERE R NTE, RNSBES— G HE, E4RAEBH44
.7 & (R,=F, R,=CH;, R;=H, R,=H, R&=H, R=H, R,=H, n=1, m=1,

Y=3-RAEE %),
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Bl —+—
(2)-5-%-2- B - (3-ME 0E W E)-3-(N-2-FF K 5)- B B Z BE g
HHEDRAB TR A FH S-F-2-FEI-(N2-REXE)-HE
LB 3-ERERNTE, RNLPESH— G HRE, EERE3S
{67 (R=F, R,=CH;, R,=H, R,~H, Rs=H, R&=H, R,=H, n=1, m=1,
Y=3-BERE ).

B+
(2)-5-%-2- B B -(4-BERR L 25)-3-(N-2- T ) -2 3 2 Bk jg
HUEMRBAE I A FH S-F-2-F -3 (N2-FEFH)-2hiz
LBERER 4-RRR R NTE, RESBESH— G HE, ELERB3L
™= (R,=F, R,=CH,;, Ry;=H, R,=H, R=H, R&=H, R,=H, n=1, m=1,
Y=4-BAEFE),

Bl=+=
(Z)-5-F-2-FF H-(4- M BE W HE)-3-(N-(S- o - B FE)FH)- B B 7. Bk

i

(A)5-F-2-FF F-3-(N-(S- a - B HFI)HER)- B K Z Bi

BT DMAQ2 ZF)H S-F-2-F e E-3-ZF 36— D $118)2.6
EER)SEQG-“FERERE)N-ZEBRL - TR EBEHG ZER)
AN S-2-FE-2-HBHEILWOGS ZEREZETRE R, BMRNEAY
B EMABIBH P kKPS0 ZF), TEABITE, HLITRAKE,
AR, HZBIBEL BB,

(BNZ)-5-%-2- 2 -(4-0h b W 3)-3-(N-(S- ¢ - B HEEVER)-BHEZ
Btz

WAEDRAB— G MFEH A PR 5-5-2-FHE-3-(N-(S-a -5
FE)VFE)-NELBRS 4-ERBRNTE, RESBS5H— G 4

32
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l:d]y E%B’%?&gug{ﬁ%?ﬁ%(R]:F; R2=CH3) R3=H’ R4=Hy R5=CH20H,
R6=H7 R7=Hy n=1’ m=ly Y:4-utt%§)o

1) — 19
(Z)-5-F-2-FE-3-MtmE WE)-3-(N-(S-a -BREEE)-HEZLH

4

WHEYRAY —+= A PE S-F-2-FE-3-(N-(S-a -BEE)F
H)-eh B 2B -l RBRNMNTE, RNLEBSEH— G HE, B
& m B B4tk ™ & (R,=F, R,=CH,, R;=H, R,=H, R=CH,OH, R=H,

R,=H, n=1, m=1, Y=3-BtEE).

Bl —+F
(2)-5-%.-2-F F-(2-MLBE W 3)-3-(N-(S- a -BHIE)VFERE)-HE LB

iitd

WHEIRAG Z+= A PH S-F-2-FHE-3-(N-(S- a -BREE)¥
HE)-ETELBEN -k RBRETE, RNSBESH— G HEFE, &
% w3 Bl 44k 7= % (R,=F, R,=CH,, R;=H, R,=H, R,=CH,OH, R =H,

R7=H7 nzly m=1, Y=2-utt%§)o

Bl =475
(Z)-5-%-2- B Z-(4-BEK W 3)-3-(N-(S- a -BRIEER)-HEZ B

f&

LSRG —+= A FH 5S--2-FH-3-(N-(S- a - B RE)F
H)-EE LB 2-EWMARBRNTE, RNSB5H — G MR, &
&R/ 4 B ([R,=F, R,=CH,, R,=H, R,=H, R,~=CH,OH, R,=H,
R~=H, n=1, m=1, Y=4-BEWIE).

Bl —_++t
(Z)-5-F-2-FF - (M W )-3-(N-(S- a -BRIE)VFERE)-HE B
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WHEYRRG —+= A PH S-8-2-FHE-3-(N-(S-a - RFE)FE
H)ELBENNERERNTR, RNSBEFH— G HE, 4
a8 B4t 7= &% (R,=F, R,=CH;, R,=H, R,=H, R=CH,OH, R=H,
R,=H, n=1, m=1, Y=mtiE¥).

Bl =+ )\
(2)-5-F-2-FE-G-HETHE)-3-(N-(S-a -BEIEVFE)-HEZB

&

HUEMERREI —+= A FH S-F-2-FE-3-(N-(S-a - FHE)¥
H)-BELBEMN 3-RERRNTES, RNSBEH— G HE, £4
fn 3 2 4 6™ M (R,=F, R,=CH,, R,=H, R,=H, R;=CH,0H, R=H,
R,=H, n=1, m=1, Y=3-BiEE¥).

&l —+ .
(2)-5-%-2- B £ -(4-ME g W H)-3-(N-(S- o« -BHEE)VFE)-HEZ B

i

WAESYRAGI Z+= A FH 5-5-2-FH-3-(N-(S- a -2 B H)F
H)-BhE OB 4B RNTE, RNSBEH— G MR, BELS
e 1§ 2] 4i 46 7= @ (R,=F, R,=CH,;, R;=H, R,=H, R,=CH,0H, R=H,
R,=H, n=1, m=1, Y=4-BIEH).

Bl =

(Z)-5-F-2-F Z-(4-RRE W 3 )-3-(N-(S- a - FE) ¥ H)-H & 2 B
fi&

HAEHRAB Z+= A PH 5-F-2-FH-3-(N-(S-a -BRE)E
B)-HELBEMN 4REBRNNE, RESBS5H— G HE, B4
Ak 13 Bl 2i4k ™ W (R,=F, R,=CH;, R;=H, R,=H, R,=CH,OH, R.=H,
R,=H, n=1, m=1, Y=4-BkEEH),

Bl=+—
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Sh I BE-(Z)-5-F-2- B B -(4-IL B W 3E)-3-(N-F25)-Bidk-a - R 2
Btz

(A)S-%-2-F H-3-(N-FIH-N-F 5)- e 2 2 B

5-F-2-FEHE-I-ZBAQ0 ZER)E — EYET & B4(75
ZEH)F, HRBERE 0CTIBEMA@S~60 24T N-FHB MK
B2 BERN=LK22 BE )M R 5100 ZF)RE WS,
BREBMABZR R 1 M. HAKQ00 ZFHBBIESH, A
ERABEBR(ZIK, 8K 100 ZF)AEBK(CK, 8K 100 2F)%%k, £
MBRETHREAT. Hr-dsEaitZzaigi=g.

(B)S-#.-2- FH-3-(N-"FE-N- F B E )-8 & 2B

W= ZRE(5 ZEE/R)MAE] 0°CH 5-F-2- B 3-(N-FE-N-B £)-
E LB (S BERN_ELHEQS BF)BEB S, B 10 408, B
N FERBLA(S.S ZER), WK OCTHHE 2 o, MHEEH
JEEBE 2 . AHERKCK, 8K 20 ). HhEas T2
HK(20 ZIHBEER, FARMBRELER. RGN 5D RE G
IR G

(C)FhIH BE-5-F-2- F E-3-(N-YEH)- o - R e 2 BERR

B =881 BER)LHEQ4 ZF)BBRBEBIMACKT 6 EHE
S-F-2-FEE-3-(N-FE-N-F BB A )-8 5 Z Bk (2 Z RN Z B /K
(& 12 BF)EBRS, HHETH, 2REHN, REWEZBRZEEG =
ThHBEE, ZK(OR, 8K 20 ZEF), HERAS ZTHM K20 ZFH)Lk
W, MBRERE, mEaEEAEEESRBLTS,

(D)Fh 1 BE-(Z)-5-%-2- FF 25 -(4-MEBE T 26)-3-(N-"F 36)- 8 - o -2
LR

Lok & 90 B SV BE-S-F-2- F 2 -3-(N-F 2)- o« - R EE R Z BT
B, RMPR5H— G HAR,=F, R,=CH,, R,=OH, R,=H, R,=H,
Re=H, R,=H, n=1, m=1, Y=4-tig ).
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Bl =+—
2-(Z)-5-%-2- P - (4-HL e W AE)-3-(N- " 2)-Bi - H B 2. Bi g
&M Pfitzner-Moffatt B LRI, AN E-(Z)-5-F-2-F H-(4-0L 02
W 3)-3-(N-F5)-Bi - o -FRE Z B R (1 ZE/R)H DMSO(S ZFH B I
S5ZHCER VKRG ZEER)RMN, BHHETR, ZFEN. 852
RIECIEZRANBLEPB®R=F, R=CH;, R, § R, &}#Em® C=0,

RS:H; R6=H1 R7=H7 n=1) m=1; Y=4-HH:%E)O

fl=1=

S ¥ HE-(Z)-5- Fi-2- B B -(4-PHE B ) - 3(N-F 86)- B - o (- BX)-
LR

(A)5-F-2-FZ-3-(N-2-HE-N-BE)- SR ZBERH S-5-2-Fx
HE-3-ZBEMB NG — E), REPBEH=+— A HE(RATH
IR N-2-AEREARB R N-FEERK).

(B)5-#-2-FE-3-(N2-HE-N-BHEBEE)-HEZBENERE
#l=+— BRI RMNIEIHEE.

(C)Sh T JiE-5- 3 -2- FF 3-3-(N- ¥ 5)- o« -Q-TI R E)-Z. B %

KR (4.4 ZEER)M ZE B HRAS ZIHBEWIBBMMA GO 440) 3]
0CHI 5-%-2-FF 2-3-(N-2-P 2-N- B B 8- 2 2 2 Bh R (2 ZEBEAR)
FIZRFFE25 BIHBEWF, FE 0CHH: 1 b, EZETFTRET
®. ZBREFENREYH 1| YESEHMHLER, B 545000
BIHXER. FEURAKE(CK, 81k 10 Z2H))5, HRRBEERE. iE
BEAR R G B AR T R ik a4k,

(D)ShIH E-5-F-2-F F -(4-M e W )-3-(N- )-8 - o« --F I
) L BRRE R B S BE-S- 9 -2- FE3-(N-F H)- o -Q- R E)-2EBE
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Mm%, RNSESH— G MFAR,=F, R,=CH,, R,=R K &%, R,=H,
Rs=H, R=H, R,=H, n=1, m=1, Y=4-MtBE).

Bl =411

(Z2)-6-FH H-2-F H-(4-0kpe WH)-3-(N-F )-8 3 2Bk

(A)LE-2-F25-2-(X -BEEXH)-1- N F &

36.2 SLMIEERL(0.55 BE/R)EF— 500 EFA =M+, & 250 ZFH
BN 80 EFALKE, 20 BEALKZE. 80 wxt FEEXTE
(0.58 FE/R)F1 98 7T(0.55 EE/R) 2-RAB BB, BIZIiH T4
10 EAMBERMABERT, EBNEBEE~ERIRN. KT HRERE
FMANBEDD, MBI R NP8 B R 30~35 94h).
W MTERBEWE T/KE LER 30 04f. BEAGYWAZ 0C, B
FIBEHE T I 250 ZFA 10%MBRBREB R . XEH 5% KT BRI A B
B, BIR 50 ZBFF, BEHAKEEREERX, 8K 50 Z2H. BBRBEBRSEK
B&H, HACZBMERRK, 8K 50 ZH. BIBMBBREXESH,
FRAWBMTGR. BEBEFHFH 6"Vigreux B8B83 89 W21
-2-F -2 -REEE®)-1-WR FE ™ R(60%), ¥4 165~160
CT(1.5 &X).

(B)6-FEH-2-FE-23-— K -1-¢F K

##E Vander Zanden, Rec. Trav. Chim., 68, 413(1949)F ik 77 i%,
APHLEYHELK 6-FEE-2-FH-2,3-H-1-2iff.

WAMETEE B —F T ERB LAY, B K o -FHE-B-(X-
REEXE)RRRAS 7)MAZ 50CH L RBBER070 )b, HWIREY
£ 83~90°Chn# 2 AEEBIAIKAKS, BEHE—AF0, HZBER
=K. LBBEBRAKENR. SUBREAMTE 5 REZERTER
WR)E, AMRMNESE. ARETESR 91 n KEAmRY.

(C)Z)-6-F FF-2- F H-(4-MLBE W 2)-3-(N-TE 2 )- 2l B Z B
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BEGI— D £ G RNSERFFTR, 7TH 6-FHRE2-FH-23-—
H-1-ei BB AH — D R 6-F-2-F & 2,3- A -1-HiFE &b &9,

Bl=+%

(Z2)-5- P H-2-FE-(4-MBE W H)-3-(N-FE)-B E 2B

(A)S-FEE2-FEI-BHEZLBRLA

B 13.4 0H) 6-FEE-2-FE-HHM 21 RHRZBZERT 40
BERHEF, REBMAG 24)% 110 BAEE 45 BFF ZBEBEHH
21 WHERFF (& H %S W Org. Syn. Coll. Vol. )ERT . AL B L
PR R B RN, JBEYH ARG ARFRIRERE(KY 65C). =/h
B JE, RIS/ 10 RAERFTM 10 RINRZ B, B 8 M.
MA 30 ZFLFEM 150 BFHZBR . BREYEA 700 ZFF 50% 82
BKBERT, 2BEENE, KEAZBERFHK. §FEHEILER
K, SEMENKIES, RBRPEER, 80CHEB)(1-2 BXETHT
BRBHESM(-RE-2-FE-6-FEE-HE) MO8 7).

B LR SRR, 20 X B EBR KLY 20 BL
IKEACE AR 250 ZFABFG, ERSIR. 385K E &y P
Telk. GHFFERBEREAK. REREMAKEER, REARBNEE.
ATEMESR S-FEAE2-REIGEZBZELKRGITHEIE
HARES®E, FHAmE— ZEBURB 50~100% )6 /S8 3% 6 ik
mm(11.8 %, 70%).

(B)(Z)-5-F A F-2- B B - (4-ME0E W 36)-3-(N-TF 35)- B 3 Z. B j%
R\EH— E 2 G RELBPHR, TH S-PERE2-FHEI-EE
LB EEHNS — Bl S-Fl-2-F R R I-ZBE K LEY.

1+ A
(Z)-a --5-F A -2 F K - (4- Mt 0 W7 E)-3-(N-F 25 )- 2 55 P B
(A) o -(5-FHHAE-2-FH-3-HE) AR
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ZHRBI=1+h A IRNDE, USEEN - REBRZERRER
LERLEE, B8 a-(1-BE-6-FEE-2-FE-1-“SHHE)RFKRZ
BE, FFTAEKERK o -(5-FEE-2-FE-3-B1E)RNRLEE.

K LR ZBEEWERE o -(5-FRE-2-FE-3-BE)FR.

(BY(Z)-a -5-H S HE-2-FE-(4-M B H)-3-(N-FH)- o -FHHEER
i

WIEF—E R G RNLBEPHR, ATH a-5-FEE-2-FH-G-2h
B)AMBRE —E P s-H-2-FRGE-I-ZBH L HLEY.

pl=1++

(Z)a -F-5-FHEE-2-FE-(4-ML0E WH)-3-(N-FH) i Z Bk

(A)S-BEE-2-FE-3-HiK-a -F LK PR

AAUEO.1 BR)E S-FEE2-FRIHE -« FEEBEEZ
R HER0.05 BE/R)BT 200 A —HEEBBER T, EES P I
Bl 2~4 DB, B8, BAKKT, HHZBMER. ZBEBZK.
KREMES, ARRNER. ZZBNE2RBREENENER G
B, BB — A MBEUEIREE 20~50%) kRSB S-FaE-2-F
H-3-HH- o -HZB TR

(B)(2)- a -F-5-F E FE-2-FH-(4-ALrE T H)-3-(N-FH)-Bh 2B

i

WEFI—EZE G REFEPFR, WTH S-FERE-2-FH-3-2i%-
«-MLBRFEBENAE — E T S-F-2-FRNE3- 2R LS
Y.

IEMREE==CH-Y HHFNEHN, ELUETHABETE
BERATRELES KNF, BARTH—MEEN Witig RNEF.
TR—FHIHT TR B ZR I
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bt -2 - R

otk aE -2- 2. 8

6- B ML pE-2-Z 8’

I-REEIKm-2- 7 B

FEMERK-4- 2, B

4Rt BE R RET

3-A BE R BT

2-RtnE R g

4,6- R HE-2-mh e SR

4-FF BN RE R R

4-FERR B

3-RER IR BE”

2-WE R ER B

2-F-3-EERR IR B

Atk e

(1% Rutner % ,JOC 1963, 28, 1898-99 LR & B ik 4 &)

3-Mk R S

(¥ Heinisch %, Monatshefte Fuer Chemie 108, 213-224, 1977 X
R o AT )

41 g %

(1% Bredereck %, Chem. Ber. 1964, 97, 3407-17 3C#k & B ik #1 %)

2-FRE.4-mEE R

(1% Bredereck %, Chem. Ber. 1964, 97, 3407-17 3U#A = B ik %)

4-BEREEE

(¥% Heinisch %, Monatshefte Fuer Chemie 104, 1372-1382(1973)
SCHR o BT R %)

1-F 0G| -3 30 g

1-ZBR 3 -3-I5| e iR s
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"Bl B Aldrich 22 &) {24t

FERR R T LR MBEW 58 & 4 B ES S T 18 3 4 R 8
HEAKAEY. TR _DHHTELEAEF:

xr_

F

2, 4-"FHEENEK
2-FEENK

2-F

4-— F R B R
4-TR AL B

1-% Z, & (R-XT BRA%)
2-FE-2- KA Z (S-S L)
2- B H EHE(S- X B ik)

Bl=4 )\

(2)-5-%-2-F B (4-HL e W H)-3-(N-FH S E Z Bk th g &b

B B — T #1(Z)-5-F-2- FF F- (-0 g TP 3E)-3-(N-TF 35 B 3 2 B ik
(1396 72; 7+ T & 384.45; 3.63 BR)AET 4SCHIZEQ28 T, &
IMAREBKER(12 BER; 363 ZF). RNBAWMARER 1 AE
BEER, £—10CHE 3 /i, iTuE/E R E &Y A ZBESERFE IR,
BR LS H, RFEE, 70CETHIRE = REBZR(2Z)-5-F-2-FHEE-
ML OE T 3 )-3-(N-"F E) Bl B ZBE e sb R 2h, 48 A5 207~209°C(R,=F,
R,=CH;, R;=H, R,=H, Rs=H, R&=H, R,=H, n=1, m=1, Y=4-MtE
M) WE: 1481 7T(97%; 3.51 EER); 4 T8: 42091 T/

Y -
No

B WG 3L R S (DMSO AL #)): 2.18(s,3,=C-CH,); 3.54(s,2,=
CH,CO); 4.28(d,2,NCH,); 6.71(m,1,ar.); 7.17(m,8,ar.); 8.11(d,2,ar., AB
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A 4t); 8.85(m,1,NH); 8.95(d,2,ar., AB R%Z); Z4hbits(IRALEN): 3432
NH; 1635 C=0; 1598 C=C,

A W) RN R

(A)AE KM B e

Bl — 4k & Y0 A K I 1E 7 e K BN & i ek 4 e bk SW-
480(40 I >KIR ATCC, Rockville, Md). 4495t ik 40 B i 4 K 041 e
TEAPLRTRE B A B KR AR . LB R A KIS MR E F Ik
HRE, BEFIRVEML NSAIDs MHUEER. A ECEERME
TR T H UM E AP iFk.

KAYEET 100%DMSO H, /5 RPMI 8557 BB B3l 2
FimE. IEHYBMENRLRES. FTAKNERARIE 9 £,
&R SYIRA4MmME. 2 ZERARR. 100 LL/ZEFAEFEER. 100 &
f/ZTHEETE RN 025 HE/EF _HB RN RPMI BHERERE. 40
BT 37CH 5% ZTAM 5% —AMUBEFAT, EARELKBRE
TR 0.05% BRES I 0.53 ZA/RI EDTA M4ER. BT HAMms
T2 B BB T 96 FLFE R ER L.

P 988 40 Fi A= A 4 1 52 3R A Sulforhodamine B(SRB)E B /R &4
R MBARAEERMNT 96 FLRT, REMASHUE LYK
FEMFFEIETF 6 ROEFEMBT). EEBIMRE, 6 MLETREAYR
TR EXNE, 6 MLATHENIMEO0.1%DMS0), HAMALATFAR
AYRE, BIrAYREEIH =1 . AR5, BEam, H
Sulforhodamine B R4 (—MEESEAME A EE), SHREBEERSE
ERREBERE, TR 96-fLRRCHEE W RMERE. IMA
2L R (P B0 BR T ¥ F T B A (N FL) 35 B oh 078 30 10 7 4 T
RPN THBRERMMEER. A TFROAHNTFENAREZRESIL

BEREFEMIEL. Rk, 53805 5 50t TR %R 25930 %) 48 i 5
KHERE.
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SNTEBAER, WEMEEMEETATHEADNE SERE,
RMESE T IS MR ARAE R SO% B RAYIRE. LEMEIEHA
FZZYREEEKRE. X-M EAAYREOSHE. 65— ey
SW480 4 i ) I HI{E 4 0.724 HEE/R .

(B)F .44 B i) 1 1)

HENWBEATEENEREARTIBENORRORN. kE
WO — U EMURENENBAEY . FHRBELY, LIRS
MHI 2 B EALEE 1 B

A B4 & Y AR i 0 A0 FR R AL B RO A B4R FR B0 VR M . B4
WEBEMNAFERBERPIRMGMN, 5 %4E Boopathy, R Al
Balasubramnian, J, 1988 B Z I IR FH MR . FEEEE H B
SETE Evans, A T.SFZEK “ MR E B AL o) 484 DU 16 BRAC I BB RO 4R R 15
A7 (Biochem. Pharmacol., 36:2035-2037, 1987) H ¥ k. &4
P, AL EIIREALEER 100 f3BE IR 78 AR DU 4% B 7E I N BAR hn A 38 9 4k,
EYRERT, £ 37TCHEF 2 M4, REMAZEZBTLILERN.
HEAEETE B E 530nm KR BETKE.

[1]

XH &9 HE B 1
% (100 1 EER)
(*-1000-M)
STHRBRERA D) 86
1 <25

O MREFHEET
AR T W E R AN E T AN SIS, E
FEFF T4 B FE A B B AR 45 2%) . [ HT-29 48 Ba LU 4k,
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AP B &ML SR RHE S EEATER K SRB VAR Tl
AMREKMENAR . MG X10° MH/EVERT 12.5cm® H LT
o, Gl R R R R AL A Y R R A 2 (IR AL 3,8- S
LE-6-FREFRIMPETAERLEHRBTHNEARBFEET. B
FHRINEEER A A BB R & 9F, A PBS B =. ARERF
T 25 WIHEFRHMN 1 W8 F 100 HA/ZEF B 100 B/ ZET
RUZRHERREE T, HFRERES. 10 MIMESRRT M
WAL, H22mm’ FHAE EEA 40 LT EE THE,

EEMBE TRENMIERED 100 MIBRA N — R, BEk
WA AT BB P T, LRERFITRNS,

E !
&) R 4 FR it SE T 1 A
M E DNA F itk
WEY %I T4 RIBAES BHEEAE
(1 W PE/R) (100 T4 B /R) (T8 EER)
1 88 4.2 29
2 5.4
3 8.5
4 39
38 15

AREFHILTET 4N DNA HILBESRNE. BHEX
Ui, SWA80 45 i i 88 4l i 7k T 96-FLI FLAR b (75 5% MTP), #8835 10,000
AR/, 180 TRFH/FL. HEFR 24 NESJE, MDA 20 A S H AWML E
B, BREEELIE 48 MET S

AWM, WENSHHZSBNT: 96 FLAILIRE L (1000
¥eror, 15 ordhjE, LEBMADOREMmE . FIL FARAREYE
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FR&ET 200 MAMBRBEB T, THEETES: 45 S LUETHEH
RAIERME . HARBRBREYELCAS 248, 1000 B/4)E, RE 20
WHLLERAKAEREASHEBERENEREARE ZNHALMER
L. BABEERHNRGEFARBEAOMILKR, BHERESESS
FEMNEAEDNA, EHESEZTLER, RUEWTRER, £
MEEED EME. W 4CHK—20CBERm O BFENELS,

KRG DNA R EN S BABES. CEEETHTFL
B R RN M. DNA A Wif € &K F B Mannheim-Boehringer 4 7
B UMt e B TE” RAE. WHE FERETER=HK-8&
-REMNEENEE, FEMA/MEI DNA AT A M % 5B H AR
FE o Bh 77V BE R Stk 1 R U0 40 P A O o 48 LR SR 40 PO SR R B B A%
fh. FEXRY, MWELPROT: FRHERBER. 5. MpEsEL
BREBETHENEEARBRNMILE L, REMEMARAERAR
-EY)ER AP DNA-POD HiERIBR &Y, BEBRFE 2 /AT, EE 19,
MAZEATESBRIMEINAEASG S, ANETEYRIERABEAS
FEETHREREEOBEROMAKLE, RS, H DNA-POD M
WER/NMELER DNA &6, BB EZRAESNHME, Bk
MEBAW RS TREREE LN POD MEERHE. POD HIEHL
ABTS®(2,2-ERZE-X[3- L HE X E MK -TEBR1E A EY, FHXEEN
iE o

RIBFEB(FS=0OD B K{H/OD ¥ 7) 2 4 Mui2fF e T = B g — A
Btr, BMGERRIBEREE T ENSE. ARERNBLE R
R A B R B2 AL & Y M9 R BE T8 Bl (ECR= B /N ) B —
B/NMERBERFIR)RME. FTURKEYRRIEMESR FS Ma Mk
& ECs, HF TR

7i%h, H DNA FWibiRRvE, NARINEwRFAERMN. &
BEEIITRES.
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gl
71l B (M R) 41 MR 7 1R 20T K S (OD SFME H iR %)
0.5 0.186+0.008
1.0 0.2070.061
5.0 0.2081+0.073
10 0.296+0.050
50 0.50010.048
100 0.63340.053
500 0.659+0.012

SR B A6 & 7T R A 25 R R B A R BN B R B T
AT R AN TR e R AR vk e i A 25 . bR B34k &9 0 IE W
VItE BT AERMME, P —TiRgERMBAEN ZE8BiLTZ
PIMBREEETHEDRLEOHERNES L, EESLHRTR
BAEMBT AL ZIR TR Bk E. MBAENTEER AL EXmE
E, REYMAE. HARB®GIW O R KES). 2605%5K, B
M= RARFHEAREGERENT, ETFHEBEMLEYH
IC,(FHMBFR), AT EHMMBERNERAN 06 ZRE 47,
WERBKESS, TEHREMAWIRE ATIE 1C,, W .

RS X R cGMP-45 R YRR — BB 3siR. EwmE
EHEMHEIES 09/046,739(FiEHH 1998 £ 3 A 24 A ik, &
Vil A 40 HT-29 38 SW480 o i3 B — s B sk Il 2 5t ot B Y
I BE 7 . BEER —BRESVE 0 WTH S5 E A, 6]t A ABUH B 2H-cGMP
YE 4 PDES B8 )& 4 (Thompson, WJ., Teraski, W. L. Epstein, PM, Strada,
s.J., Advances in Cyclic Nucleotide Research, 10:69-92, 1997, & &%
k). RIERP, &F *H-cGMP JEY(0.2 $4EE/R: 100,000 cpm, &
A 40 ZBE/RM Tris B (pH=8.0). 5 EEE/REIEM | Zw/ZF
BENERNFEMNLYEE, BAEBEN 400 4F. BEYEM HT-
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29 M b4 AL B cGMP-4E R HEBEER — FRBELE 30°CHER 10 444,
RIERNBER 75 BRI, AKX EAHE, A 100 %A 05 =
/T H (0. Hannah # %, Sigma A H), 7 30C4HLEHEFE 10 o
BooAN 1 EAE 100 BFEBARIERN. MEMELTIHEFSHE
PriE(l &I+ Dowex, Aldrich A7), B 1 ZFH 100% FEERE T, &
FUR BB S BT N T SR A . PDES IR WA H
N9 I N B B M B 5 5 RO (R DN 24590 S N2 ) B T 5 1k B4
LB E .

AU LR PR, #l—ihEPH cGMP-4F 7 BB — RsE8(HT29)
73 IC5,{H A 0.68 TR,

EABRSEXPTEBBNHFRT, —SEARESTE. HIHRM
MAME-SEHAREIE. XEEUTRAERTPEEHRR.
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