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U BEHERAL, CRANEHEGRFTENEG( Al oRENLR
) —&, FARRGYER . BLH AL VR R A
RALERMRT (a) FRALWERNEE, O) ERABTARMLE
CEHPWEEARNAAERPHEA RS . XRXAREEREL AN
SERFANN, KE, AN, BHEXK, A, BREEN%E, L
REEMASL, URBEKBEREYETFR.

AXHERARZEI R TFRETH, BE-SARK, ABLS
BHRHIE, BANS A SEHANBAK, TRES#HE, TF
A o

EHAHWEMAQ2 BRI TR NERPER, RIKBITHY
B A4, AHHAE, NRAHRE. GATKENHNERETY
0.01F# S00E R, FHBRFA 0 1Z425F 0. H—ARNERL 3K
ARHE, RARNEZANIOES2000ELEE . EEAMNERAEX
FAHBERE ) Sty EER ALK LF T,

AT EHRETN, EAFERER( AlE Y 200%)
WAEDRALRMAHNBAA EL50ER],5-Z5F%-3- AL,
RTARNBRB Y. XBERFE Indian J .Chem. Sect B,17:472-477
(1979) L Virmani SWBHAIK | Virmani FAIRBHLEPAELH LX
MFAXHNAY, EXTEATKAGERE.



AR ANR, WEEFTHERERACoth. RAEHREEERRIN
—WAER, ENBRERCm e, FEREWR, RFS—4
ARG & EEPHE R RY , A%

BT ABS:, BARAL G b o & A AhAn . S LT o 3 S0 i fhan
AV B A 3 i o de F o

SR ERRAR (B WAEEER T AR R ST R
FHAEEXRS, U, RRER Y, HENLEERFFEAEE
US.P., #4MSi0, RIEULKE, FHREE. AALNMEXR
FRFGMEXTFREBL LE e TEARAEAGN Y, BEN Y
BN AR, B, FARSP KPR FNER (6.D.Searle
CoHYNUTRASHEETH #F (aspartame) ) -

ARRORXTRBRXFHAGWR B . Ry Eeiles
REHSARAANBEER AN G YRR WRE AT, XERA
ARABTUN ETESREP OB L O, AAHAEY
BRI Wk RT3 t A i e Ao i R B R A
BN k.

ARARG WA AW TRAGORC ey ok, BoR, HWRES
BN, EREIAE, KESWARH, REXAZILAY 0 RY
RAY.

A G WE Y —F W nasmushfbB— K ( 24/00) 4%3-4 %,
REXW T LT, AR, AMEGANE, 2500
BT RY . ERESEY, BWXAMESFANHNIUEYE.

[,5-Z - (w-IRIRRIE ) k&R KW RAL AW TG —
MIRFE, RE, FERRARWRALFUREENE, AFEE
LEHED MBEFPEE IMRBETHI-FE- w-TR)-KHE-1,3
- ZHBPERI-ARBERAY. FEM - TR _BERERAMFN

1 -



$o R Wy AT KOBL.

-2 -w- BRBEH-1,3- ZBEXE R TR B KL &4
ZENE, SRR, ERCR IRy, AR S BT AH
RARNRER M. ABAHHBAEY N ERAGEL P REERE,
A HZREAw-REEL.

ERUREENMRAPROTFEROFE- kHE-1,3- ZBRE.
RAMIMAENZTE, L, 2HR, tw, ZCHEPRREAY.

EBRBTHY R LR WEFTT R, #1-F 2N -5
- (w-BR -1 ,3- ZBEEBRBEL,S-252E-3- w-TRKE
W) k. RWEEH, B Fo R B, X FT i E A A A
E #2400

BEARABEGERTHGRARE. ERAME, BERIENA A
LA, EXBRHEH. CTRARTEENEE.

KRR LE TUAMOPREEEADATH—SHK
B, BT RFAREATH-FREL THERMES Y, AEL R
FAT 3 2 BT MR B R S AT B e AL

T IREESAR LA R R R AN E RS, Bk
et -3- KRR Nw-TRE Lt — T RE, XEHFTFE
AR AW R A HRE W

AW XREERFFITTEIEY, £PI-R3R - ZBAEE)
-6- £H- ToM-13FR,, R - ZEURE R SRR A A 2 1% R BLA
(A) F(B),EMRRBE-R, R,- ZIREH)-5-R,R - ZHARXK
#)-3-(3- £EH)-wd, I, RAPR,, R, RFR WHEX. EHX
IWERBFEXTTESANEHLEY.

EEFIGENBR AR RXTRAKRAAHHTHRE, XE
ReZ1- (5-( 4-AREH)-1-(4- PEFHE)-- b ) TWEEHA



( WTFFR)

et

R

Ry

B, Ce CH- (CH, ) 3C0H

L

iD‘!‘ZCH-’,‘H-(CHZ)j- (ot

l,

A 4 0 :
V.t
RCFZO"'CH {CHy)q-C- N ~o

Ri-Ro mHfiids fAFRNDIEFREEE A4,
RETER® FTEUNRNEFERTDLA T EHER L SR 0 E&

0

» no /s
RHg G CH- (G ) 488

Rg



a) RSB b)IEEHRA o)X P& R BRRE4E /BrPha P (CH2 M
COHy d)EBER) e)RGNHOHs f)RgR,NH.

A6 5L o 57 2 Z A (R PR, R, BT 2 X ) R E BB (AR, PR, v
WEX) ABH/EH S-—FHhu] | 2EEGIBHEEENL2T £
BRR B P A A L3-S 4l

A L ARG R E LR ( 212) , SAFALELR LR
BALER( w1l , XETALSE 80, fws-( 4-ER%KH)
-3-(3-RAWE)-1-(4- WEKSE) g, BUE(4-ARTH) ZxE
EREEREGERER.

K 12 3200 R 7 09 4ok (THF) o 2 Bk R A2 AR 1A B vy B
EE. BEHEEGTIF BER N AR ELERWTHF/ A/ ZTH
(THF/H20/Et N)F , REFEEF R A% 5841, FFEHLT UE
I8 SR BT R R B BTG R 0- By 2 ( #) m53Fw
57) -

BB R A T [ S ARe RANHEY K RLAR B B AR, w28, 65
f738, APR R WwalEX.

HHRNE A 65w R L4 HEk66.

ATHARANANABTEF £ b4 8 BHERILA &
BT RS R B F0 A B 4 T R R B AR B LR AR
s R4 Ay, RAEBENERRI IR PEF. R R,



AEFHRPTHRALEFWRANEF R 2 . TR PETRNRE
1- (5-( 4-FRXKE)-1-(4- PAXE)-3- K- TTHHAH.

F#3
RCH.ON e
2 ) S
F4
: >
I-COZH ¢ >
R-CHO d —
R*CHO __.9—9
Rﬁcuo 9 >

ICuZOAc 4 3

»
RCH OMe
P4

' -

I-CO2

»*

R=-CH=NONH
0

v M

RCH(OM)We __f RCMe
le
nt(on)nez

* M

R-CH=CHR

R «(CHy) \CHy, PR, 4-CO Me-Ph

- 14 -

RCH_OCOCH. COCH



al) ZHF/ Wy a ) 2,2,6-ZF%-1,3- RATH-4- B,
bINeH, F28, ¢)CH2N2)d )NH20H: o) FREMALAE, YRS RLES
g)AME =KX ML (BrphsP(CH2 s ), X=X H AR
(PhCH.P'Ph3CIY 5 ( 4-BABERIE)-ZXHEEKL  (4-co,MePheH,

P'Ph€17) . Me 0 \@
R e ":"."

¢l

FRAERELHT A

FIEL- AHEERNEREL (mp), REKE. R-8SXTEITH
N BXBLFRL A (R), A KB FRT. AREHEHN W
WAL R (TMS) B4 AR, #EVarian T-60AR IBM WP-100% % Ll
SR TFHBHER (WR) . ATNS WprPn Ak r&E. Hif
THINEGWEEETNABLTHREE. AFA&Finnigan 9500 A48
B WFinnigan 1015SDEBFEM EFinnigan MAT 8230 —REEE L
MRS BEIRCIT % .

526 1

5-( 4-BAKHR)-3-(3- £FRHE)-1-(4- FAXTL) W%

A A (202 7) WCH,0H(S0RET) HAnN4-F KM R
(35.0%, 0.208K) , IR EAEEmACH O (25EFH) - B
S AL ( 4-BREKHE)-6-2Tx-1,3- =B ( 48.2%, 0.208R),
fICH; 00 ( 25FA) « FRPHEA 1 5, RERBHRAWIHFM
ACH Cl, (300 #) . CHCl, FHAIN HCl (300%7t) %, Nay SO,T
% AR . RARWAERZE (Bt 0,300%7) FHRE Norit) -
AHE 0K, MEL 0G00EHA) PERY2(49.4%) - BHBATHR
2| B oMN2(9.28%) , RARNAI Y, HR8T.5 -88T.



NMR (CDC13)

1.7 - 2.3 (m, 2H, CHZCHZCHZ), 2.55 (brs, 1H, OH),

2,80 (t, 2H, J=7Hz, CHZ), 3.75 (t, 2H, J=6Hz, CHZO),
3.77 (s, 3H, OCHB), 6.28 (s, 1H, C4-H), 6.93 (ABg, 4H,
J=12, 9, 4—0Me—C6H4), 6.9 - 7.3 (m, 4H,

4—C1—C6H4); IR (KBr) 3320, 2920, 1495; MS, m/e 342
(M+), 312, 298 (100%);

CHEIN O ¢ 66 .56,1,5.59;8,8.17
W E{L:C,66.54;H,5.76;N,8.02

TEHEALRRERATHETAI R k2 W1 ,5-2F7%-3-3-#
W) b,

HMEFEMEHERBOEER) ARTUR(ES) HFR
(25EA) BH, E-HANRAMENRARL-FE-1,3- ZBAI0E
BR) o EEEEN, BMmdh, FEMRNANH. 2 REHE 2
ENHHEEE G, RERAWE L TRE, XERYE, EATH
(250 %7t ) 3% ZRGEFUR IN HCI QOEA) #t3k, i, TH (Na,S0,),
CHEERRIARRYE . XMW T 246 ( 51K60,70-230 8,
% 250%, BAEMR) BRABEHAESRAAAEN] -2 74w
(1) - ZE—%HRE, $TFEIBBFHIE LM 3-ZF R WK,
EAEPH T AR,

- 18 -



<o

b N

35
36
37
42
46
47
48
51
52

€0
61

47 |

RS

4-H
4-0Me#
4-Cl
3-CF
4-Br
4-SOZCH3
4-—CH3
3,4-di0Me
3-OMe

4-SMe

4-N02
4—OC5Hll
[6-MeO-
naphth-2-yl]
2-CF3
4-OCH2CF

3

3

Y& &

iappan———

105.5 - 106.5°
87 - 88°
85 - 87°
0il

0il

95 - 97°
92 - 94°
113 - 114°
o0il

82 -~ 84°
foam

oil

foam

oil
87 - 89°

—- 10 .

OH

a4
Cc. H. N
X X X
X X X
X X X
X X X
X X X
X X X
X X Xx
X x X
X X x*
X X x
X x x**
X X x
X pd

B

312
342
346
380
390
390
326
372
342
358
357
398

392

410

(M")
(M)
(M)
(M)
(M)
(Mh)
(m*)
(M*)
(M%)
(M)
(M%)
(mh)

(M

(m*)



.4 ‘
B g R
8 3,4-3iCl oil
22 2-0CH, 78 - 82°
62 4-F 81 - 82°
69 4-NH, 210 - 213
70 4-CON(OH)Me 98 - 100
71 4-1iPr oil
4= K
s SR, BXKEY
*]/4 KEH
v XKEH
#MGSCHg

M M MM

M M M K

AR

i
mze (M%)

380
312
330
327
385
354

§ R, AR, -H( fLatarte 8BRSL, IR AF AoMe WCI)

+ fECH FON SERRZEA WA

(M)
(M")
(M%)
(M)
(M%)
(M%)



10
18
21
30
50
54
55
56
68

RS

H

4-0Me#
2~-0OMe
4-Cl
4-0OMe
3,4-diOMe
4-0OMe
4-0OMe
4-0Me
4-0OMe

NN
|

e, 4
H 0il
H oil
H 0il
H oil
4-F 86-87.5°
H 0il
4-Ph## foam**
4-Me 94.5-96°
4—CF3 73-75°
3,4-4iCl 56-58°

Ok

278
308
308
312
326
338
384
322
376
376

(M%)
(")
(M%)
(M)
(M*)
(M*)



o fuw LR ER

#4Ph- A FE

§ Re R 4-H> L& 4p50Fn68ir st , MR 2A A ONe FR,-CI -

THERBEFAMR, Rz, R3FRABF AN 94, Hliw, 4%
BRI 4-ZWARMMI-FH-13- ZHARI 4-Z8-4,6- —4
RTBRE, BEES5-(3,4- ZRREH)-1-03,4- “FEXE)-3-(3-
WA )-ut.



72
73
74
75
76
77
78
22439
22538

R,. R,

4-0Et
4-CH
3,4-diOMe
4-0Et
4-0Et
3,4-4i0OH
3,4-di0OMe
2-0Me
2-0OMe

Cl

R’
CO.H

CO,H

CO_H

CO,Et
~CON(OH)Me
COZH
-CON(OH)Me
-CO,H
-CON{(OH)Me

NN

1
nz_{éi:]\
N

R’

mlﬁ
Point

123-125°
239-241°
153-154°
oil

foam
17%-180°
162-163°
135-137°
145-147°

A HF Fi %
C.H N mfe (M)
XXX 370
X x 342
X X X 386
X x x¥ 398
X X x** 341
X x xq* 358
X X X 415
X X X 356
X X X 385



N~N
\ OH
R, o

Ry

&4 B
& R3,R4 1R (m/e) C.H.N

105 4-Me 145-147° 336(M7) XXX
106 3-Me 109-110° 336(M7) XXX
107 3,4-di-Me 141-142° 350(M7) XXX
108 2,4,6-tri-Me 141-142° 364 (M) XXX
109 2-Me 111~112° 336(M7) XAX

110 4-Et 137-138° 350(MT) XXX



SEH 2

3- (5-( 4-RAREE)-1-(4- FEXE)- - ) AR (12)

E®2(0.92%, 2.68EER) WM ( 25EA) ERW, #inloz
SPINH,Cr2 07 GRIFA ) B ( 3.02FHA, 6. 04FER) . B8 14
Mg, EEBWANBITRGT HEBOEMR, 2 R%E KRB EAN
LRTE(0ER) , AZEXEEREARB, 485 TH Mgso,),
RUWERRE. B0 DRELSAEAEEIERNIL0.88%,
92% ) , JEAEH 126-128°C.

(s, 3H, -OCH_B), 6.30 (s, 1H, C4-H), 6.7 - 7.5 (m, 8H,

¥# ), 7.5 - 8.5 (1H, -COOH); IR (KBr) 1700; MS, m/e
356 (M7), 312, 311 (100%).

G, £IN, 011 : C,63.95;H,4.80;N,7.85
ﬂ]ﬁ‘[ﬁ C,63.82;H,4.92;N,7.72,
M3

3= (5-( 4-BAXE)-1-( 4-FEAEE)-3-%%) ARYARKEY
(13)

21 .00N NaOHIAFE ( 2 .85%F, 2 85EHER) fEMA( ISES)
ANERRI2( 1.0169% , 2 85FHER) b, A NREWEHM, &
FARTREAGEZEMKKII(1.08%, 982 ) , BaAAT 300C.

NMR (CD3OD) 2.3 - 3.2 (m, 4H, ~Cﬂ2—

C_}iz"")' 3.80 (S, 3}{' "OCHB), 6.47 (S’ 1}{'
C4—H), 6.7 - 7.4 (m, 8H, ¥ )i IR (KBr) 3250, 1640.

q9H5C]N2NaO3' Hzo,H‘ﬁﬁH:r 57.51;H,4.57;H8,7.06
REAE: c,57.19;H,4.33;H8,6.98.



SR 4
3~ (5-( 4-AREKE)-1-FHE-3- k2 WR A7)
BRTRAKEW K2 4, BAAGHNRBFEET(0.86%, 68%)
, BAK 138-139CH B BE& &K,

NMR (CDClg) 2.6 - 3.2 (m, 4H, -CH,~CH,-),
6.30 (s, 1H, C,-H); 6.4 - 7.5 (m, 104, ¥k %
-COOH). IR (KBr) 3460, 1740; MS, m/e 326 (M'), 282, 281
(100%) .

Qi CIN 02 TEME: c,66.16;H,4.63;N,8.57
mjﬁﬁ;-C,ﬁS.dB;H,tI.72;N,8.59.
LM S

3- (5-( 4-BRFKHK)-1-(4- BAKE)-I-AH) -N- BIH-N-
A B

B12(0.99%, 2.7TEEXR) WE A% (THF)QUEA) BHL
0°C, MA—R_WAFEE(PIF) TPEERA( 02987, BEER) .
EAMSE, BERRWBFESAEHN L. ARREETHEEBRR
1M BEZE AR R AL A, HREENTHF(10EF) -

WEAREERAW (0357, 4 16EER) MZTRHEELN)( 1.55
7, 11,10 BER) WIHF 001085 15 ), T 0CHpBER
BTHF RS 49 BEAHB RERAREH 10, HE0Ac #
BE 100E7, REKE, THRMS0,) TRMIERE. Hi#T
BB ( B REER 4.5%) , EtOAc JEME, BANE, 0B & dh, 7
BAE3(0.705, 65% ) AN 113-115C, #—PALRIHEL &
BREANI5-26CHBEEREL.



NMR: (CDCl,) 2.7 - 3.5 (m, 4H, -CH,CH,-),
3.18 ( & s, 3¥, -N-CH,), 23.83 (s, 3H,-OCHy), 6.30
(s, 1H, C,-H), 6.7 - 7.4 (m, 8H, Fx oy, 10.67 ( K
s, 1H, -N-OH); IR (KBr) 3160, 1640; MS, m/e 385 (M),
339 (100%).
CH.EINO,, itH:c,62.25;H,5.22;N,10.89
s {:C,62.60;H,5.18;N,10.82.



ft. &4
7

111
112
113
114
115
116
117
118
119

%112 K44

4-OMe
4-Cl

.4-0Me

4-0OMe
4-0Me
4-0OMe
4-OMe
4-0OMe
4-0OMe

R3,R4

4-Me

4-0OMe

4-0OMe

4-H

3-Me
3,4-di-Me
2,4,6-tri-Me
2-Me

4-Et

N(OH)Me
0

R

B e ]

119-~121°
158-160°
104-~105°
foam
137-138°
130-131°
133-134-°
117-118°
72-74°

M
(m/e)

365(M)
385 (M*)
381(M")
351(M%)
365(M™)
379 (M)
393(M7)
365(M7)
379 (M)

Cc.H.N



&

<fn

120
121
122
123
124
125
126
127
128

R3,R4

4-Me

3-Me
3,4-di-Me
2-Me

4-Et

4-Cl

4-F
3,4-di-C1
H

F  27-AP

¥ A

139-141°
92-94°
98-100°
139-140-°
114-115°
137-139°

87-90°
102-105°

OH

B
(m/e)

234(M™)
234(Mh)
248(M")
234(M7)
248(M")
254(M")
238(M")
288 (M)
220(M*)

E

SRR B R e B J R



RS- F - M ERATH—MBFRTHE.

&2"-AP PH6-FH-4 6- ZFITER(0.1ER) T8 (750EFA)
(&HEt NO2EER) ) Bemlk, EERA4-FEAXMERMWLE |
Mt wERIAELRE, BRARERLERS. ERARIAR
B, MIEIEANEL0(700F) « ZERFERMAAKIN HCl GSOEA)
fodh ks, TH (Na S0, ), B, ERARTEL 0B & .

F2 b TEM R AFEHATAMING 6- 2B TR A K.

6-7 -4 .6- —HOBRHER

HTHN—REFARE2-AP Leth. ESHEKIHF QS0EHR)
o RERE( 4EA 0 NER) PXHARWHSNREERY, T
0CHEAAEAT B An-BuLi (1.6, 62 587, B 0. 1ER) . AR
EEBAE -78°C. Hh, TR AWRZEREEOIER) kA
BWURE_REEBREE.

FNAH R TR ZBER (0 1EAR) WAKTIF(SOES) BH, #
~T8CH BI04, MIESBEWMATEMEFG.05%, 0.048R)
THF (100 F) BA, BE -78CHME 1AM, WBEZET DMK}
AN SHHCI (250FEA) . RAWALL002% 300%T) EFEEHT
RAREHOHR 10 % NaCH (100 7F) AW, 2% HiNaOH/Z , F4N HCIR AL
IHEL,002X 300EA) HER. SIHEEHTHNa,80,), TEMER
V. FIARLEYSERIE B R KR F A, REIRL-AP A4

FEHH 6

3~ (5-( 4-BARKI)-1-(4- FAKIHE)-3-vb ) -N- FH-N-
HEAFBRA- KEW(3a)

TELFTHRI(0.60523, 1.5TERELR) PNl 00N NaOHER ( 1.57
BT, | STEER) PAEBACES) . RERAWHEIOSHEYH
M. REARTRAEEREBEMENME3(0.64%, 97%) , AN

E A T,



100-110°C ( 4+%%) .
NMR: (CD,OD) 2.3 - 3.4 (m, 4H, ~CH,CH,-) .
2.92 ( jE s, 3H, -NCﬂa), 3.78 (s, 3H, -OCﬁB), 6.47
(s, 1H, C,-H), 6.7 - 7.6 (m, 8H, F# ); IR (KBr)
3420, 1600; MS, m/e 384 (M-MNa).
CHisCINsNaO; - H.0,1FH1E:c,56.40;H,4.97;N,9.87
im;gﬁg;C,56.24;H,4.53;N,9.70.
5L 3% ()7
0- (2- (5-( 4-BREH)-1-(4- PAEM)-I-vbw ) 25 3%
F) -N- WPIEIERE(53)
TAUGELGRNLEHI WEF
HLFCRE A AT BB AT MerckBEME605230-4000% B ,150%)
CHsOH:CHCI3(3:97) M EEJA , AAMMAL Q2 .5%, RI=0.18)NEL
b B H3 .
BAaWBAEEN MerckFEK60:230-4001% B , 75%) |, Et, 04 %
R, FFEL 0 OB ELER, FoaCEHBEENS3(0.81,3.7%)
BEH 80-81°C( MW .

NMR: (CDC13) 2.83 (d, 3H, J = 7.5 Hz,
—NHCﬂ3), 2.6 -~ 3.3 (m, 4H, ~Cﬂ2Cﬂz—), 3.83 (s, 3H,
-OCE3), 6.33 (s, 1H, C4-H), 6.7 - 7.4 (m, 4H,
¥k ), 7.55 (g, J = 7.5 Hz, 1H, -NHCH;); IR (KBr)
3200, 1740; MS (20 eV EI), m/e 356, 339 (100%), 311, 297.

GolhoCIN; 05 HH M :c,62.25;:H,5.22;N,10.89
M :C,62.31;H,5.21;N,10.88.

L8
N-R -3~ (5-( 4-BARKE)-1-(4- FAFKHE)-I-wbe ) -
v Bt (66)
BRAHERREFEEER AN, KA /e ts



o ERI66( 1.98%, 64.7%) , HEA-185.5-187.5C.
NMR (DMSO-d.) 2.4 - 2.7 (m, 2H,
-CH,CH,CON-), 2.7 - 3.0 (m, 2H, -CH,CH,CON-), 3.78
(s, 3H, -OCH;), 3.78 (4, J = 5.5 Hz, 2H, ~NHCH,,COOH) ,
6.53 (s, 1H, C,-H), 6.7 - 7.6 (m, 8H, 3k ), 8.29
( & t, J-= 5 5 Hz, 1H, CONH-CH,COOH); IR (XBr) 3360,
1725, 1665; MS, m/e 413 (M), 311 (100%).

CothoCIN; 07, 7 ¥ c,60.94;H,4.87;N,10.15
W R{&C,60.64;H,4.87;H,10.01.

Sy
3~ (5-( 4-BRFEH)-1-KE-3- A H) - BE-N- FRFE
R (67)
BAAANITRRI24, HRENS BRI EGH A6 4GB

(1.24%, 78.0%) , JEAE-155-156.5C.
NMR (CDCl,) § 2.5 - 3.5 (m, 4H,
‘Cﬂzcﬂz Y, 3.20 (s, 3H, —N(CH JOH), 6.33 (s, 1H,
C,H), 7.0 - 7.7 (m, 9H, 9tﬁ% ). 10.37 ( § ot
‘N(CHB) OH); IR (KBr): 3120, 1650; MS, m/e 355 (M' ), 309
GoHgCIN; 0, TTH1H: Cc,64.13;H,5.10;:N,11.81 (100%) .
M C,64.17;H,5.45;N,11.51,

LA 10
3- (5-( 4-AAREKHE)-1-(4- WEKRE)-3-wbe ) N- ZHEN-
W T BERE (45)
R A 025, BEMS ¥Ry ZBALAEERERK

W45, B E=151-154C.
NMR (CDCl;) 2.7 - 3.5 (m, 4H, -CH,CH,- ),
3.20 (broad s, 3H, —NCEB), 3.83 (s, 3H, -OCH;), 6.30
(s, 1H, C4—H), 6.7 - 7.4 (m, BH, : j;ﬁg Y., 10.4 - 10.8
( ¥ s, 1H, -NOH); IR (KBr): 3140, 1650; MS (20 eV EI),

m/e 369 (M7), 340, 323 (100%).



GO&OFNSO 3:-H‘ﬁ/fﬁz C,65.03;H,5.46;N,11.38
M ey : C/64.87;H,5.59;N,11.05.

SR 11
Pl ifs MR FELRTIAY.

MEQ[:::L\

N— N R
~ ] -
“on
Ry
e - A
= B
83 R’ — C. H, N
. nx
81 Cl i1Pr 80-83° X X X
82 c1 O 74-76° X x X
83 Cl Et 113-114° X X X
84 Cl > 113.5-114.5 x x x
’ n
79 CF Me foam X X xz

B i

m/ M+l

413
453
399
447
419



%1/2C Hy4
2#1/2H,0
SEHEH 12

3- (5-( 4-BAKEE)-1-(4- FPHREKHE)-I-vb A -N- BREHRMK
(29)

EBRI2(0.97%, 2. RERER) HTHF ( 2057) BHAF, F 0°C
AN FIDMF (b H]) Ao B R (0287, 3 26EEER) - FAHE,
B R P, ARRERNRAK, REETTEN
ERAPRATHRDRGBEXAINTIFUOER) .

EREEERA(0.285, 4.088EFAF) WEL,N( 15287, 10.9
ERER) WTHF © H0(10ES © SZA) b, F 0°C i Ak B AN
Sadh. BRANB KL RAWHEN 1A, ME AcTHEE 100%
A, H,0 &, TH Mo, ), ik Sk, et 0EERTHESR

S EE29( 0.88%,, 874 ) , JEA=154-156C.
NMR (CDC13) 2.4 - 3.4 (m, 4H, —Cﬁ_zgﬁ_z—),
3.80 (s, 3H, -OCﬁ3), 6.30 (s, 1H, Cd—H)’ £§.3 - 7.5 (m,

91{; FHk A -NH-). IR (Z3r): 3260, 1665; MS, m/e 371
(M"), 353, 339, 311, 298 (100%).

GoHCIN;0,, M ¢, 61.37;1,4.88:N,11.30
M sEAR C,61.36;1,5.05;N,10.97.
e B 13
0- (2- (5-( 4-BARKHE)-1-( 4-FHEFE)-3-wbp ) THAEL)
N- BT LI GT) 13- (5-( 4-ARFH)-1-( 4-FRAKE)-3-7%
MY -N- AT Z-N- B EERRL (58)
FEB12( 0.99%, 2. TTEEAR) HTHFQ0ES) BEHP, T 0°C
N—WDNF A EBEA(0.298EH, 3. DEER) - BHFFAIHE,
BEAHB, REBESEREE . ARG AW EIET,

- % -



0CTMAN-( AT #RE@C)(0.523%, 4. 16EEAR) Et N
(156, 11 1EER) WINF R 0(12FA ! 6EFA) FH. H#iH#
BB RAM 1/, FEtCAc B E 100EA, A%, TH MgS04),1t
FEFERRGE. FeWEd 2 TEERERURENRHREIE.

224638 B IR (Merck® :60,230-400/% B , 725%) #7Et,0: Tk (4
) PEARARS57058, STHAMEL, 0 T ( 1.19%, 51%) BRABEE
G B, B E=73-74.5C, S8HEtOAc :Et,0( 0.633, 27% ) E& &
AaesdiEE, Ba-137-138C.

ahsy:

NMR (CDCl,) 1.10 (s, 9H,
-C(CHz),), 2.7 - 3.4 (m, 44, -CH,CH,-), 3.80 (s,
3H, -OCH,), 6.32 (s, 1H, C,-H), 6.7 - 7.5 (m, 8H,
FH ); IR (KBr) 3480, 1730; MS [20eV EI), m/e 339
(100%), 311, 297.

CHCIN.O, , HHME: c,64.55;14,6.12;N,9.82
T4 C,64.41;H,6.19;N,9.71.

S :
& 458 NMR (CDCl,) 1.25 (s, 9H,
(s, 34, -OCH,), 6.33 (s, 1H, C,-H), 6.7 - 7.5 {m,
o 3 4
g8H, F A ), 10.08 (s, 1H, -N-OH). IR (XBr) 3460,
3130, 1620, 1590; MS {(20eV EI), m/2 427 (M), 339

(100%), 311, 297.

CatboCIN3Ca, THEME: c,64.55;H,6.12;n,9.82
M E H: C,64.62;H,6.38;N,9.72.
LS 14
3- (5-( 4-BRFHE)-1-(4- PHEKHE)-3-e ) WE (1)
TE BB RS (10,0275, 46 SEER) HICULCly (S00EA) B &



LA, WmABE2(5.09%, 15 5EER) . HBRAG, RERERH
BAEWEAN 200EAGEY, K5 ACL0FEE (A, Hdc Himik
AR, BOAEL 002X 200EH) Rk, AFRAPRAAFERR
. Bethe B (1205% Baker®K) fEt,0: S Q2:1) &M, £

Et, OB AR e REANAI1(0.88%, 174) B E-101-102TC.
NMR (CDCIB) 2.8 - 3.2 (m, 4H, -CLLZCEZCHO),
3.85 (s, 3H, -—OCﬂB), 6.32 (s, 1H, C4—H), 6.7 - 7.4 (m,

8H, F# ), 9.93 (t, J = 1Hz, 1H, -CHO); IR (KBr) 1715;
MS, m/e 340 (M), 312 (100%).

CalliCIN20z, WHM ¢ 66.96;1,5.03;n,8.22
MiE{H:C,66.72;H,5.12;N,8.13.
SEHEF1S

8- (5-( 4-ARKHE)-1-(4- FTAKLE)-3-R) -5-(2)- *R
#(32)

fE STHRPI R ( 5258, 24 9EEXR) WTHF (125%7)
AL, Nl 46N ETHEE (-Buli)( 16357, 23 8ZEER) - 15
AR RANE ik ( 4-R T )-SR 5.7, 11.7E
JERY o BRSSPI ANBR L (3613, 10 6ERER) - BHH
NG, JAEt0Ac BRI MBS 600ET, A0 (2X200 &
Fy FEW. AIFFETGE, N HOIBALWELOAc QX 200%&EH) . &
IFELOAC FEIMA , TH (Nap804), I H R M. HAWEREBEA
(BakerZER ,1603) MEL O, (FAIAE & MRIgR (1 3.39%, 75%
)

AEXHEWEB(0.57%, 1. J4ZHER) ¥mN1.00N NaOHF &
(1.34%7, 1 MEER) P EA. S, RETREEK
RAEEERNKI2(0.60%, 95%) .



-
= NMR (CDC1,) 1.4 - 3.1 (m, 10H,
~CH,CH,CH=CH(CH, ), COOH), 3.80 (s, 3H, -OCH,),
5.2 - 5.7 (m’ 2H' -C_H_=C}_{_"')‘ 6033 (s; IH' C4—H); 6.7 -

7.5 (m, 8H, J5# ); MS (20 eV EI), m/e 426 (M+2), 424
(M%), 365, 351, 337, 298 (100%).

t&432, NMR (CD,OD) 1.4 - 3.1 (m, 10H,
~CH,CH,CH=CH(CH,) ;-}, 3.80 (s, 3H, -OCH;), 5.2 -
5.7 (m, 2H, -CH=CH-), 6.45 (s, 1H, C,-H), 6.7 - 7.5 (m,
8H, ¥ # 1; IR (KBr) 3440, 1565; MS, m/e 423 (M-Na).

G,H,CIN,Na0, (1.25H,0),3F5 4 : C,61.40;H,5.69;N,5.97
W Efs: € 61.60;H,5.46;N,5.51.
LHEH 16
8- (5-(4-RAFE)-1-(4- TAFKLE)-3-m3) -N- BHEN-
WE-5-(2)- FBIE@I1)
BRRBRARIS, FEMBOS BT RGNS T 641 0.94
Y., 62% ) NMR (CDCl;) 1.5 - 3.5 (m, 14H,
-(C_I-_IZ)Z-CH—-—CH—(Q{Z)3CON(C}_~I3)C’ﬁ, 3.80 (s, 3H,
-OCH;), 5.3 - 5.7 (m, ~CH=CH-, 2H), €.30 (s, 1H,

C,~H), 6.7 -~ 7.4 (m, 8H, ik ); IR ( % ): 3160,
1630; MS (20 eV EI), m/e 455 (M+2), 453 (#7), 407, 379,
365, 298 (100%).

CHLCIN,O,, TTH{E:c,66.14;H,6.22;N,9.26
WEE:C,65.78;H,6.55;N,8.93,

- a1 -



SHF 17

3- (5-( 4-BREH)-1-(4- FHEKE)-I-UHK) -N- N-ZTH
F B (28)

£ OCHERI2(1.01%, 2. 83EEAR) WIHFQSEA) BAHRWY, v
AN—WDMF TEBA(0.30EA, 3 40FEER) . FAHEH LAY
B, RERFFIN. RERERARAMER LT RERA, RTHW
BEEATHFQSEAR) HBIHRHE 0C. AAFPHM_TR(1.17
EANEER)SH . S8H )E, AR OTRERAAHR
E 100EA, Ak, TBEMS0q) RMEARRE . AlEL0ERFHE

S EEKE28(0.98%, 8474 ) , ME-111-112C.
NMR (CDC13) 1.13, 1.17 (2t, J = 7Hz, 6H,
_N(CHZCHB)Z)' 2.5 - 3.8 (m, 8H, -052C§2- and

-N(Cﬂ_ZCHa)Z), 3.80 (s, 3H, -OC}j3), 6.30 (s, 1H,

C,-H), 6.7 - 7.4 (m, 8H, FHpk )i IR (KBr) 1630; MS
(20eV EI), m/e 411 (M%), 311 (100%).

G3HhCIN;0,, T H M :c,67.06;H,6.36;N,10.20
{4 : C,67.14;H,6.34iN,9.95,
LR 18
%3 eHh
1 INH GO 4-B LB, o N-ZFARBRE R, 2-REFER,
2-BAERE, 2-AAURP LHERS TR, HEEAITHA %
"2 %3 A,



Q

ft. & 4
ki NR R,
31 ~NH,,
34 —NH4<:>>0H
44 ~N(CH, ) OCH,
40 ~NHA D
CH
o wl)
64 -NH@
H
65 ~NHCH,, CH,,OH

*1 /4K 44

&

o

N

!

(an)zg NRgR,
%

_m"% _m/e

145 - 146° 355 (M')
223 - 226° 447 (M)
136 - 137° 399 (M™)
176 - 177° 432 (M")
198 - 200° 448 (MT)
157.5 ~ 159° 468 (M)
115 - 118°* 399 (M")

XXX *



HA, BRI T EARTAME.

.,
| 0
Q1
a4 o Fi it
5 _NR R, ‘ m/e C.H.N
85 _'G‘.q:] 227-228° 440 (MY)  xxxe
86 _E«(:)»OMe 187.5-189° 461 (M')  Xxx*
87 _EcazcozEt 104-105.5° 441 (MY xxx
88 .ECHZCONHOH 160-162° 428 (M*)  Xxx*
89  _J{CH,CON(OH)Me 180-182° a42 (M*)  xxx
H N—N +
90 -&*< I 235-237° 423 (M")  XXX*
N~—N
100  -HN-CH(CO,Et)CH,SH 487 (MY)  xxxx*
101  -HN-CH(CO,Et)CH,SCH, 93-96° 501 (MY) XXX

¥ 14K EH
*x1/2 KEH



EHF 19
®’4 A4
RRWALTT &, BRARERI2, FEFEHBHLREN 08 =
LHE R, HHG ke WBLRE.

G =NR R._ 1R m/e C,H.N
38 -NH, 125 - 127° 423 (M%) XXX
39 —NEt; 0il 479 (M) XXX
*Et =2
53 #7120

3-( 3-TBAFHE)-5- (4- ARFKE)-1-FKHE )

RAetEW1(1.00%, 3 2088R) , ZEO.0ES, HEER),
e (1,087, REER) frchycl, (30FA) |, AR WEE R
HHDE, A0 (150EA) FACHCl, ( 25%FFA) FW. FRYLZ
T (Na,80,), TRMBAER—2 (1.13) - £EHEH( #H60,70-
230 f H 1508 ) MEL, ORMAGE G H7(1.105%, 94%) .



IR (neat) 2960, 1740,.1600; MS, m/e 354 (M'), 311, 281

268 (100%). '
NMR (CDCl,) 2.05 (s, 3H, CH,CO), 1.8 - 2.4

(m, 2H, -CH,CH,CH,), 2.8 (dist t, J = BHz,

CHy-), 4.2 (t, 2H, J = 6, CH,0), 6.32 (s, 1H, C,-H),

7.1 - 7.5 (m, 9H, 3Kk );

GoHiCIN,0 > TH{H:C,67.69;H,5.40;N,7.83
ﬂjiﬁzc,67.78;H,5.36;N.8-07-
SE 121

3- (5-( 4-RAKE)-1-( 4-FTRFKFE)-3-nep XD HHEFHE
(24)

A SCHINaH (0.135%.60 % s BB A, 3 37EMER) WTHF (10EA)
WERAP, MA2(1.05%, 3.06EER) WTIFQIEA) A,
044G, AW MeI) (0215, IITERER) , AERERA
PR ZCH, 00 RAE, AZRERLAEAY, ARMEN
EtOAc, K%, TH(Na,80,), Sl KRR, AEHEN( 405,
Baker #EJK) MEt2 0K 4% ahty24( 09830, 90% ) -

NMR (CDCl,) 1.8 - 2.4 (m, 2H,
2 OCHB)’ 2.6 - 300 (m' ZH’
—CH.CH.CH.OCH.), 3.35 (s, 3H, -CH.OCH.), 3.48
2 3 2VCH,
(t, J = 7THz, 2H, ~CH,CH,0CH.), 3.78 (s, 3H, ¥k
"OC_Ha), 6-28 (S, lH' C4"H), 6-7 - 7.4 (m, BH'

F¥% ); IR ( % ) 1250, 830; MS, m/e 357 (M+1l, 100%),

323 298.

GdbCINQ , TTHEME: ¢, 67.31;H,5.93;N,7.85
M se1E: €,67.15;H,6.07;N,7.77.

L1122
5- (4-BARFHE)-3-(3- BT A)-1-( 4-FRFEE) b (20)
R ALAE (MeMgBr ) ( 2.20%F 5%, 7.04F/ER) WEL, 0( 15EF)

~CH,,CH,CH,
2CH,
- 7H

"
- A0 .



BT 0OCHMBEL( 1605, 4. 69FEER) BEL 0( T0EA) EH30
aer. BHEEA 1DME, AAMBNCl ZOERRR. RERAHK
24 TELOAC #H20 Z40F , EtOAc EHRA TR (MgSo, ), dlHE R
%, PFRMBEZEEEN( 65% , Baker 40gnPEfK) fEL OLILGHE
KFEEMBE20(1.33%, 79%) .

NMR (CDCl,) 1.25 (d, J = 6Hz, 3H,
~CH(OH)-CH,) 1.6 - 2.2 (m, 2H, =CH,~CH(OH)-), 2.2 -
2.8 (m, 1H, -OH), 2.83 (t, J = 7Hz, 2H, CH,), 3.78 (s,
3H, -OCH;)., 3.7 - 4.2 (m, 1H, -CH,-CH(OH)-CHj), 6.27
(s, 1H, C,~H), 6.7 - 7.4 (m, BH, ik )i IR (3>
3380; MS, m/e 356 (M'), 341, 312, 311, 298 (100%).

CH,CIN O, , it#Efi:C,67.31;H,5.93;N,7.85
ﬁ%ﬁ:C,67.38;H,6.35;N,7.61,
LM 123
5-( 4-BAXEH)-1-( 4-FEXEL)-3-0- ARTE) W (23)
ERSBRUEA( 3.65%,16 3EER) WCH cl, 20 EA) &F
AR AMABE20( 3,025, 8.46FHEK) MICHCL ( ISEF) B, B4
#OApBE, NSRS Y WRBEA, AR MEt0Ac 2X150
EI) k. SAREARMERE, BhbARERBEALR, HE
R4 . FARWEHEN (1203, Baker 403RF/K) AWEL 01 TXE(1:1
E 100%Et,0) M, HE.0: BRESHFOELERERG23(2.09

E, 70% ) 3 %:§E85-86°C°
NMR (CDC13) 2.20 (s, 3H, -CO-CH3), 2.7 - 3.2
(m' 4H' —CH-ZCHZ—)' 3-78 (sl SH’ "OC_}13)' 6.25 (S, lH;

C,-H), 6.7 -~ 7.4 (m, B8H, FH ):; IR (KBr) 1715; MS,
m/e 355 (M+1), 321, 311.

C20H19C1N202 ? ﬁ—ﬁﬁ: C,67.70;H,5.40;8,7.90
gy € 67.41;H,5.24;8,7.90.

~ 43 -



52 3 ) 24

5-( 4-BFE)-3-(3- #HE-3- FHTH)-1-( 4-FHEFEL
(27)

T 00T, 2009, 14823( 1.00%, 2.82FBER) WIHF(25%
F) BERAEAFMeMgBr (3 2BE B 32EA, B4 23ZEER) WIHF (15
) BAP. HHE—ADEE, FEfNCl SREEREWERA,
REL, OB E 10087, AAKKERE, THNa,S0,), Rl R AEKE.
BARMAEEEN( BERRER, 45%) , AE,0ERMK, BL6H
27( 0.68% , BHAIFEE80% ) -

KMR (CDC1l,) 1.30 (s, 6H, -C(CH;) ,0H), 1.7 -

2.2 (m, 2H, CH,C-OH), 2.2 - 2.7 ( % s, 1H, -OH), 2.7

- 3.1 (m, 2H, CHy), 3.78 (s, 3H, -OCH;), 6.25 (s, 1H,
Cy~H), 6.6 ~ 7.4 (m, 8H, ik  ); IR (% ) 3390,
1250; MS (20 eV EI), m/e 370 (M'), 355, 312 (100%), 311,
298.

HHA{4:C,68.01;H,6.25;0,7.55
iﬂ}tﬁi:c.s7.ao;ﬂ,6.30;N,7.24.

25
S-( 4-BFKE)-3-( 3-FFHFEH)-1-( - FEFEU(Q6)
WHBBE (031K, 4. 40FHELR) forket (0 475, 5 8TEER)
BB 1.00%, 2.93ER) WEOH( 30EA) WAAY, TER
HARE , RERERERAEY. FACHCl FRRAW, Ak,
T8 (Na, S0, ), TLEHFEB YT, MEL, 0! EJ%“F%B%, "rAEfLSHE
H26( 0673, 64% ) , A 134-135C.

NMR (CDCl,) 2.5 - 3.3 (m, 5H, ~CH,CH,- and
=N""’OH)' 3.78 (S' 3H’ —OCEB)’ 6-30 (S' lH, C4—H)’ 6-5 -
y =N- : 10;
7.4 (m, 9H, FE Fu :CHz-Cﬂ—N OH); IR (KBr) 32
MS (20 eV EI), m/e 355 (M'), 338 (100%), 311, 297.

C21H23(I IN 202 ’



C,H,EIN0,, tHH M c, 64.13;1,5.10;N,11.81
iw;gﬁg:C,63.79;H,4.93;N,11.53.
LM 26
5-( 4-BFE)-1-( 4-FAXKHE)-3- GZ-T80EH) e (33)
T 5°C, &1.558R) E-BuLi(1.97EHA, 3.05FER) mEXF
AZBRER( 0.70FA, 334FHER) BTHFGOET) HERF , Kk
AHBE SN AR MBR( 186K, 3.20EER) . Bkt
NEJE, MANEELL( 0.99%, 2.90EER) |, BRFKESWI040 4
HEBRE . RARMAEL,0: Cxc ( 1L NEAE, R FERTRERY
#33( 1.42%) - AEt, 00 B¥e(1:2) TREMABITEHEEMN ( Brg
B, S5%) , REUEEMII(0.95%, 65%) -

NMR (CDC13) 0.7 - 3.1 (m, 29H,

-CﬂZCEZCH=CH(Cﬂ2)llCﬂ3), 3.80 (s, 3H, -OCﬂB),

5.3 - 5.7 (m, 2H, -CH=CH-), 6.30 (s, 1H, C,-H), 6.6 -
7.5 (m, 8H, JF#k  ): IR ( 3% ) 2940, 2860; MS (20 eV
EI), 508 (M+2), 506 (M), 449, 351, 338, 298 (100%).

CH,CINO , it¥fE:¢c,75.78;H,8.55;N,5.52
W E{H:C,75.54;H,9.03;N,5.44,

KM 27

S-( 4-BEHE)-1-( 4-FEXE)-3- U-KX-3E)-THE) &
(14)Fu5-( 4-BEKHE) -1-(4-FREEKHE)-3- U-FH-3E. 7)- THE)

Lo (15)
HB2(5.005%, 14 6EER) HCH Cl ( 30EH) WERABRUE
Ba B RFAY, $H 4D, BRAE R K Bt AT H 48 R
K. HTERLWAELOAC 2% 200FF) ik, (FbdE S RAE
WA, BEBRGRkLIE, FEBNE, BE, O RIRE ZRE1677



FHHEEII(4.20%, 847%) .

¥ IE-BuLi 2.98FER, 4 2EER) , TIOTHEAPE_HLK
(1.07F, 5.06EER) BEKTHF(SOEA) Wk Ty, BBAFHB
IS4G, MAFEZRKEAN (1.88%, 4 S4ZHER) |, 4508)F,
PNTETHF (10 A ) PHMEAII( 1 50K, 4 40EBER) , RNEAY
BERAIOM I ETRE. AE 0B RRAY, TRFAERE.

FEt20: B (1:1E 100% Et20) MZEAW( BRTEK, 85
%) HTEEENBE BR14. E/2 HRISK_RB16. BELO: T
P LA 14, K ERE G R AR K ik 30 AR R R B 4
B2 EERBENRIESTGE N hEE, b TREGESHE
HERREZ14( 1,335, 44% ) , KK 93-95C, BRAME/Z %15,
7:3=2:E(1.12%., 37% ) BAKEE MK ZKE16( 0.405%,8.0% ) -

.44 14 NMR (CDCl;) 2.4 - 3.2 (m, 4H,

-Cﬂz H, -), 3.80 (s, 3H, OCﬁ3), 6.2 - 6.7 (m, 2H,
CH=CH), 6.30 (s, 1H, C4-H), $.7 - 7.6 (m, 13H,

M ); IR (KBr) 1245; MS, m/e 414 (M), 310, 297
(100%) .

C26H23C1N° ¥ M, ¢,75.26;H,5.59:N,6.75
iWﬁEﬂi; C,75.45;H,5.77;N,6.77.

15, NMR (CDC13) 2.5 - 3.2 (m, 4H,
-CH,CH.-), 3.80 (s, 3H, OCH3), 5.5 - 6.7 {(m,

B2vE2T
2H, -CH=CH- ), 6.30 (s, 1H, C -H), 6.7 - 7.6 (m,

134, :FHK ) IR (F ) 1250; MS, m/e 414 (i),
311, 297 (100%).

C, H,,CIN,0 WA A4, C,75.26;H,5.59;N,6.75
e ) js%{g. C.74.86;H,5.96;N,6.61.

~ AR =~



KM 28

3~ (5-( 4-RXE)-1-(4- FEEE)--HX) F™3- (5-( 4-
LEE)-1-(4-FEXEE)- -1 R) FHE(16)

F 0CH—HDMF PESRRMBIRRIZ(0.40%, | DEER) B
THF(10EF) #EAF , REISOBEMBRADE, LEBHEHH
Ihe, RERERERAH( UREZTENERR) . KERAWA
THF(I0EF) RUFHFRHE 0T, H#200.38%EA, | NEER) F
EtsN( 0 47EFA, 3 36EER) MBI PEA P, ISP MRS H4
EEH 1M, AELORRERAWRBEESOEA, AARSE, TH
(MgSQ, ) , T IERE.

AEL,0: T (9:1) EAMARTEMEN( ERARER, 45%),
RaeLBKIC(59%) .

NMR (CDClg) 1.8 - 2.4 (m, 2H,
-cuzcﬂzcuz-), 2.5 - 3.3 (m, 6H,

—CHZ-CH2C320COCH2CHZ*). 3.80 (s, 6H, 2-OCHB),
4.25 (t, J = 6.5Hz, 2H, -CHZCHZOCO-), 6.27 + 6.33 (2s,

1730; MS (DCI), 681 (M+1), 325.

CH,CIN O, , THIfE: C,66.96;H,5.03;N,8.22
S L) C,66.60;H,4.90;N,7.83.
LW 29

3- (4-( 4-FHEXE)-3(E)- THE) -5-(4-KXX)-1-(4- ¥
AXXE) W (25)

F STHE-BuLi (1 .SSERMWI.02EA, B4 68EMER) AP
E_RELK(1.08EA, SI3EER) HTHF(SOEA) F, 155085
AN(4-FREXE) ZXRXAMB( 2. 19%, 4 1 EER) |, FHBR
HE. 02HEWARIL(1.52%, 4 46EER) WTHF(10EHA) , B
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BRERHEEREWHEANN, KERBRHERAWHAE 0 CHU:]
E 100%Et,0) EAMAMITEHBEN ( EREREK, 80%) #25, B
Et,OPERROEERBEERERTS, BAE 126-128T.

NMR (CDCl,) 2.5 - 3.1 (m, 4H, -CH,CH,-),
3.80 (s, 3H, -OCH;), 3.90 (s, 3H, -COOCH,), 5.8 - 6.7
(m, 2H, -CH=CH-), 6.30 (s, 1H, C,-H), 6.7 - 8.2 (m, 12H,
FH#, ); IR (KBr) 1725; MS, m/e 472 (M"), 441, 297

(100%) .
CIN °3 i fE, C,71.10;H,5.33;N,5.92
ﬂMiEﬂi, C,71.30;H,5.22;N,5.97.

EEH 30

I- (5-( 4-REKE)-1-( 4-FHEXE)-3-% ) FRF#H(9)

' ¥CH,N, BYEL, O( EIN-T#%-N- FHK. 40 % KOH/Et, of|%) B,
F oCHERI2(0.98%, 2.75EHELR) BEL,0( 10EA) FocH LI,
(15%EF) BaF, HEERRRAUTPREINAAKE. TREER
A4 (MeSO ) M BAREBRYE MEtOAC: R PERBEEELERKIY
(0.85%, 83%) , BA 117-118%C.

NMR (c001 ) 2.5 - 3.4 (m, 4H, —CHZCHZ =),
1730-
1H, C,-H), 6.7 - 7.4 (m, 8H, Fk \. IR (KBr) ;

MS, m/e 370 (M Y, 339, 311 (100%).

C,gtas

CJ,6IN. O, , ¥ c,64.77;H,5.16;N,7.56
W & :C,64.47;H,5.15;N,7.65.

SEHA 31
I-( 3-CLEBCBRERE)-S-( 4-BFH)-1-( 4-FAXKE) wpm
(59)
¥5-( 4-RFKHE)-3-(3- BXE)-1-(4-FHXE) s (1.71%,
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Q.005HE/R) 92 ,2,6-=WE-1 3- ZIHRATHEM(0.71%,0.0058R)
SRE 100EAN_FET, BRBHVERI6/DE | B84
EXE. XZRE/FEEH SR IATNEGEENAREE
mHs9(1.7%, 80% ) .
NMR (CDC13) 1.8 - 2.4 (m, 2H, CHZCEZCHZ),

2.1 (s, 3H, COCH3), 2.8 (t, 2H, J = 7Hz, CHZ), 3.48
(s, 2H, COCH,ZCO), 3.85 (s, 3H, OCHa), 4.25 (t, 2H, J =
7THz, CHZOCO), 6.25 (s, 1H, C4—H), 6.9 (48, J = 8Hz, 2

%% H), 7.0 - 7.4 (m, 6K, FK H); IR {AF)

1750, 1725; MS, m/e_ 426 (M), 341,

¢, HCIN O, HH4E:c,64.71;H,5.43;N,6.56
ﬂiﬁzC,64.97:H,5.67;N,6.13-
EHEH32

3- (5-( 4-RKE)-1-( 4-FEFKE)-I- ) HHE(9%6)

ERTEHAREEET, #BHE31( 1.005%, 2 81EER) BTHF
(1SEA) BABMWELIAIL(0.13% 3. 5EER) BTHF(ISEF) B
EAAP, HERRSWmBEXLITAE, KA 13EAK, 0.13%F
F20 % NaOHB R R B RAY TR, Z B0 39EAK. HEFHER
HERMBRASY, BAWREOAC(SOEA) R¥HAL .ON HCIIBHK (2 ¥
25ESR) BR. AH4ARBAK, FEL0Ac(QSEF) %%k, F2N NaOH
Apf BREOAc 2XS50EA) #EK. TRAVEIK (NayS04 ),
HEHAEZREAREECHOFRAAE(0.86%, 90%) .

NMR (CDCl;) 1.6-2.3 (m, 4H,
~CH,CH,CH,NH,), 2.6-3.1 (m, 4H,
~CH,CH,CH,NH,), 3.78 (s, 3H, -OCH;), 6.27 (s,
1H, C,-H), 6.6-7.5 (m, BH, FH -, IR ( # ) 3380,
1520: MS (DCI), m/e 344 (MH' +2), 342 (MH', 100%).



CHLINO , ITHAE: Cc,66.76;H,5.90;N,12.29.
)@]E{g C,66.70;H,5.97;N,11.83.
L33

3- (5-( 4-BEE)-1-( 4-PREAXE)-I-H4) FHHE(95)

¥socl, (4 18EFA, 6SERER) mELAWIN(T.75%, 21 3FE
) WEKK@OERF) WERAY BREEEYMBER SRTE
RHAE 0C, AkAkatEwsoc, . H0EAKMAZR LR SY
P, EHAS0 A NaOHF f, AR (2x50%EFA) ik, THNa,SO,),
HEHFETRE . IELO. CHRFEGRAREACERBERNFFAL LY
(6.43%, 87%) , & 107-109°C.

NMR (CDC13) 2.4=3.2 (m, 4H, -CHZCHZ—), 3.82

-H), 6.7-7.5 (m, 8H,
(s, 3H, OCH;), 6.41 (s, 1H, C,-H) 1
FKk y; IR (KBr) 2250, 1510; MS(EI) m/e 339 (M+2, 1Cl),

337 (M7, 100%).

C,J1,EIN 0 , HH1E:C,67.55;H,4.77;N,12.44
Mﬁg{ﬁ:C,67.23;H,4.88;N.12-21
£ M5 34

3- (5-( 4-BFE)-1-( 4-FAKE)-I-%4HE) N- FEN- F
MER- W (129)

WA I7,12. 9FER) Wil CER) B REFR)
(5.0%,12 96FER) WEAHE( BEA) BRFP, HEHFREAT
Abt. KRB R RAWACKE®, AEL 0P ELRGFAEEA
534 6.21%, 98% ) , A 146-147°C, i #u/ed85 (M ).

CHEINO, , ¥ c,59.32; H,4.98; N,8.65

ﬂ]ﬁﬁ C,59.68; H,4.97; N,8.75.

REMNT &, 2KES Bhew.
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N—N ?C(O)R
\ N,
R, : Me
R,
e wa A

E R3,R4 R. R _(m/e)  CLH.N
)30  4-Me CH,CH,CO H 131-132° 465(M") XXX
/3  3,4-di-Me CH,CH,CO,H 124-125° 479(M*) XXX
/3:, 4-Cl CH,CH,CH,CO_H glass 385(M-114) XXX
~ 133 4-Cl CH,CH,CO,Na 240°(dec)507(M") XXX

x EHAIAT AN AY, AIN NaoH 438, &1 K&
L35

3- (5-( 4-HEHE)-1-( 4-FEXE)-3-td X)) -N' N'- ZFH
HERER-N- PEFRME(134)

ERATHAAYS (6.0%,15.55FEER) MEANN-—FH- HE
BR(L6IF IS CIEER) N’ N-ZHEERC_TH(3.21%,
15.55 ERER) WEAMe ( 2ES) HETFHE, fH4uiH. £
TARER , RAWRACH,CI, 8%, dik, TRELER, AcHLl,/
ELOPELRRUEEMKERIS6.8, 93%) , HAE 103-104C, &
# n/edT0M) .
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G CINO,, ¥ c,61.20; H,5.78; N,11.90
)ﬁ]ﬁ{ﬁ C,61.26; H,5.94; N,11.79.
ABRISHERS Y HEBEE AW, B 114-115C

Q4HZ7C1N4D4' C2H204' 3H20, i+£1E:CI50-77;H,5.74;N,9.ll
W45 C,50.68;H,5.73;N,8.64

RRWUF#, 2Bke ke,

N
MCOQ
N—N (l)C(O)R'
\ N,
R Me
3 0
Ry
iy
.2 4 W &
£  R3.,R4 R’ & (m/e) C.H,N
/35 4-Cl  c-CH NHCO,-t-Bu 155-156° 596(MT) XXX
/3¢ 4-Cl  CH,CH,COMorpholine 108-109° 554(M”) XXX
/37  4-Cl  CH,CH,CONEt, 43-44° 540(MT)  XXX*
/38 4-Me  CH,NMe, 77-78° 450(MY)  xxx

*1 14K e

- /2 -



5 536

3 (5-( 4-BEE)-1-( 4-FHAKE)-3- 44 E) N-RRBREL
-N- BRAHHR(139)

ERATHREDHR(1.9EA, | 3EER) 33 7.0%,
18.14 FER) BAKTHF (125FH) BHb, FEERAHZE -107T
MANRRK BRI 4ES, 18 1EER) | S04, dRIER
KRERA. RAWAE PDELRBOEGEALERI6(G5.TE, 68%) , &
B 110-111°C, &i# m/ed6l (M) -

CH,CIN O, , THH1E: c,57.15; H,4.58; N,9.09

M sEf: C,57.42; H,4.55; N,8.99.

RENRNFE, GRERICHEENRRT PHBLELLY.

x 7
L
N-N ?C(O’R'
N\
/d\M Me
a 0
o4t & w it
i R B _(m/e) C.H.N

144 CH, 130-132° 427(M%) XXX
1 C(CH,) 4 144-145° 469(M") XXX
142 CH,OMe 98-100° 457(M") XXX *
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[ /4KE

ﬁ%%ﬂs%f%,@ﬁﬁ%%ﬁ&,ﬁﬁsw%é%,

ket a
& R'
(43 CH,CH,Pyr
14 CHMeCO,Et
|45 CHMeCO,H
| Ul CoH

817

212K 4%

R

glass
125-127°
148-150°
0il

- 54 -

OH
N,

Rl
g
{q/e) CHN
695(M") XXX *
471(Mt) XXX
443 (M%) XXX
483(M") XXX



LA F|37
3- (4-M-5+(4-BFE)-1-( 4-BEEEI3- U4 TR (147)
KRI2(3.57%, 10EBR) IN-REFABRIR( 1.78%, 10F
BER) BRECCK (150EA) FocHCl Q0EF) WRAYF | FHt#i6
e, EBAKRBR, BLMAECHC: F, AKEE. T8 NSk ),
HRREARF/ B, ZHMAELOFERREEERLE R37( 2.18% .
50% ) , BMA147.5-148 T, A% m/ed3SOMH ).
C i, BrCIN,0,, i H1E: ¢,52.37; H,3.70; N,6.43
W C.52.58; H,3.69; N,6.27.
N-SR AR AEE AR TR aE&-ETEY,
HE 123.5-124 5C, R, w/e39l(M ) - ( kA% F182)
CH,£1,N,0 1741, 0, it HH: c,57.66; H,4.20; N,7.08
R e C,57.78; H,4.12; N,6.96.
FEEFIITARGMER | SHEEAS AT EHERS
et
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N—N R
\ |
N\
R, OH
X 0
R,
& B i
£ b
X R3I.R4 R bl {mze) C.H.N
Ju? Br 4-Cl Me foam 463(M") XX
g4 Cl 4-Cl Me foam 419(M*) XXX*
150 Br 4-C1 H 150-151°  449(M*) XXX

x K&t

et REAERFITTHR, #EaEBEKe-RE-5- -4
EX)-3-( 3-BEE)-1-( 4-PEFE) ok 874 HHE118.5-120 T,
R, w/ed20(M*)( LA HF183).

CHBrCING, , WHHME: ¢ s54.11; H, 4.30; N. 6.64

ﬁ]ﬁt{ﬁ c, 54.20; H, 4.35; N. 6.59

HREMF %, BAN-ERARTHRAEEEEKL-L-5-4-8XH)
-3-(3-2HE)-1-(4- PRAXE) e, BE 13-115C, K,
m/e37T6(M*)( AP E184).

CH LILN,0, , THEME: ¢, 60.49; H, 4.81; N, 7.43
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WEE: C, 60.30; H 4.82; N, 7.36

38
N- (3-( 5-( 4-8EKHE)-[-(4- FEEE)-I-HE) FH) B
(151)
¥NaBH CN(0.52% ,8 4EB/R) HMeOH( 20EA) BF M NE
B, U—2RERHWESAPRBERANE26(2.70%, 7.59%%
/R) BMeOH( S0ZEA) FAY , Hi%pH3-4 . TERTHBKE I8,
REEpHI FXERE. RAWAK(WEA) %2, AN NaoOH
P EpH8.5 AEtOAc I AJFRIK. THRMNa S0,), LEHFARK
%. AR WHEMerck BB60( 90% ,230-4005 ) L, AEtOAc : MeOH
(9:1) EAMMATEEEN. NELOTERGERERERIS( 1 .64
%, 60%) , HEI-93 T, &i# n/e35TM)
CJL,EIN0,, THIE: c,63.77; H,5.63; N,11.74
7/@];{@ C,63.63; H,5.74; N,11.63.
L 39
N- (3- (5-( 4-REKHE)-1-( 4-FHEKX)- - E) FH) -N-
BETRE(152)
HTBRE(0.25FEA I SERER) WK 1.25K, 3. 49XE
A) WELN(0.97EA 6 IZER) WTHFQSER) WERTY , ##X
BRE&H 1AM, FEt0Ac (165EF) WB, AARk®K, THNa, SO, ),
ik, EERE/AARY, REtOAc ‘EL 0P ERHBEERBHRE R
39( 1.06%, 764 ) , & 121-123C, % m/e399(M°) .
C,H,CIN,0,, it#1E: c,63.07; H,5.55; N,10.51
;jgj;g{g C,62.83; H,5.95; N,10.43.
HRERFINEMN T %, ALENBAHRRIOPHLLY.
x 10
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N—N ‘I‘
N
a
.4 4 " B %

4 R &R _(mze) CLH.N
/53 co-t-Bu 138-140° 441(M") XXX
15¢ COC.H, ¢ 90-91° 483(Mh) XHX
/85 COPh foam 461(M") XXX
/88 S0,CH, 173-175° 435¢(M*) XXX

52 % 4140

N- (3~ (5~( 4-FKZH)-1-( 4-FAXE)-3-E) m#) £
ERTEH(5T)

BHREEFIINRBUF & TACEEREAREZRESaBA K
P40, K w/e4STNY) .

\ . ) . N,9.18
e v wao
L 41

N- (3- (5-( 4-$FKE)-1-( - FEEE)-I-dH) HH) N,
N'- ZREEBRRI58)

Y IN NaOEt B # (7 1 EF T 1EER) WmEERBIE( 0.25% 3.5
EER) fEB7C( 0.81%,1 3EER) WELOH( 17TEF) BB H+ , #

-~ 58 -



#250E, HREBASBAIEERE. BANWACH, 8,
RS, TH Ny S0,), WIRIFFTR W%, REtOAC © EL, 0% H A
GEEERAG A4 A 145-146.5 CHE n/eddd (') .
OB OIN O« 0,270 0,3 31E: ¢, 55.13;H,4.82;N,12.47

a]ﬁi{ . £,56.16;H,4. 76¢:N,12.32.
LR 42

2~ (5-( 4-FKE)-1-( 4-FAREE)-3-0e XD TR (159)

KELN( O39S 2 8BER) M XEBHEFAME(0.60%
287 ER) mBIRI2(1.0% 2 SEARER) WA (2SEF) WEK
¥, FTEREHAEE , MREBGE WA T0CE | 50, B4
HESWE. BAMRER O IEd) B KQEN) BARmEH =%
WQER)Y &, RERAMpRER 208, BRHMEtoAc HBESO
Z7t. J0 25N NaOBE A B #oa LI NSRRI, AR AL, A
SNNaOH# AL, FIEtOAc I, TH. R LRRE, RELOTHERR
RECEFERER2(0.62%, 684 ), K 95-97C. Ri# w/e327
M.

CHCING , t¥1E: ¢, 65.95; H,5.53; N,12.82

MEfE: c, 66.14; H,5.57; N,13.10.
LM 43

2- (5-( 4-BFFE)-1-( 4-FHARE )32 TH-N- ART
B E(169)

WZHEERA N NEA I SEAR) wEIH42(3.24% ,9 8EHE
R FEGNC 156, 10 9FER) TIF (L00&A) WERT,
ﬁ#ﬁ&ﬁ,ﬁﬁtﬂu%ﬂmmCm%£4m%% A& T
(Na S0, HiEIfTEa vy, IR TElerok BEI60 (1103E,230-400H )
o ofnoae Q@) FIENE ST B, N EtoAe L BT



ERROEERERAR4I0 .65, 85%) , A 93-94C, Rl n/e
2747} .
GAbLLINGO, , SHHE: ¢,61.75; H,5.18; N,9.82
'ﬂjﬁgﬁi c,61.56; H,5.29; N,9.78.
LB 44
3- (5-( 4-FFE)-1-( -FEXE)-3-%%E) HHEN- AR
B (161)
WREEAN T WS AR A KT E 4,
% m/eddl (M) .
CH,LINO, , iWTHE: c,62.51; H, 5.49; N,9.51
5@];@@; C, 62.41; H,5.66; N,9.35.

AipkF i, MathaiRaus ikl aey.

o~ 9

* 11
N—N
\
' (CH,;)nNHR
cl
14 4 i Jiy it
v n R A {m/e) C.H.N
7t2 3 COCON(Me)OH 111-113° 442 (") XXX
/43 2 COCON(Me)OH 110-111° 428 (M%) XXX
I 3 COCONEOH 183-185° 423 (M) XXX
/és 2 COCONHOH 188-189° 414(%) XXX
/ié 3 COCOH 157-159° 413(Mh) XXX

- 07 -



LM 45

N-TBEE-3- (5-( 4-BXKHE)-1-( 4-FEFKHE)- -k &) T
(167)

WTBREAO2EA 2 3EER) mEHK6( 0.96% 2 SEER) v
Et, N( 0.59%A 4 2EER) WIHFQSEA) WEARY, HF—IHE,
RERAWREOAc HBE 200EH, AAK%E, TH, S@FEER
%. MEtOAc 'Et 0P E&RAHAEEFERLERIS( 0,783, 12%),
R 129-131°C, Fi# m/e383(M7) -

G L LIN,O, , TEM: c,65.70; H,5.78; N,10.95

mi{g; C,65.85; H,6.00; N,10.88.

RIREHB4SHF %, EANAZFRTREA. FHBEA_CH

fBRAERE ZBERR N LEY.

* 12
“Q
N=—=N 1'1
WA/N~
H
Cl
.64 o Bt %
% R ___‘_,___‘ (m/e) C.H.N
/¢3 CO-t-Bu 104-105° 425(M%) XXX
(67 S0, Me 108-110° 419(MM) XXX

+ n
r PO(OEL), 0il 477(M") XXX



1 /4K 64
LM H146

N-TBedE-3-  (5-( 4-8FKHE)-1-( - FEFH)-3-me ) -N-
BETERK(71)

W SEHEH 1289 A W29(5.0% ,13 45ZEHER) MCH,Cl, 200EH)
fEL N(1.88EFA 13 BEER) WALENTAATANE -107C,
RTEBER(09ER, 12 8FELR) AE, T -10CHRIEREWIsH 4,
HRIFEBREERBHST G, ZHFRENELEEEA (Etoac) $#
WIHMEL OPELERRBEELRI6, BE 110-111T, Ki¥ n/edl3
M*) -

CHEIND,, THM: c,60.94; H,4.87; N,10.15

5@],@@; C,61.19; H,5.15; N, 9.77.
L H47

N-ZBEE-N- TERAH- (5-( 4-FXKH)-1-( 4-FEFEH)-3-
WA HEEK(172)

SRERGdery Tk, R 2B LBRABEEEMKeT, BALL-
112 °C, Bi# m/e4550M*) .

CH.CIN O, ¥ M:c,60.59; H,4.86; N,9.22

5/@];{@;&60.52; H,5.12; N,9.06.
A48

5-( 4-AFKZE)-1-(4-FEKE)-I-( 3-ERTH) hdmnd-2-
AR (173)

Kta23(2.15%, 6 06EELR) WEOH(6.2EA) fkER
(0.2%F) WARWBEISTRHEMN-E B (0.698%, 6.06EER)
B, R0, BRIANBEERAHERE e, BEEH
E-ISTHE, 48, MEtOHVEZRR—HBGEKIS( 1.22%,, 454



y o, R 128-129C, R n/edSI(NT)
CHLINS , HEME: c,61.12; H,4.9L: N,15.50
544 : C,60.89; H,4.81; N,15.12.

HEERS T &, ERRISTPAENFRBIIR#E LW/ L
13844,

* 13
MeOO
SN-N
H s
N0
a R N
¢, 4~ 4y -
\ it
v R R (n/e) CLH.N
174 H 169-170° 437(1") XXX
17 CH,CH, 149-152° 465(M") XXX *
17 # 104-105° 513(M7) K> *
x| /4K 4
a1/2 KEH

WREWF 28 E, BRTERLME, XREANRPRTREAN
gRRPERCERRINLEY.
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N—N
,R
N
oH
a
ft A4, i
B R Y A _tmze) C.H.N
117 Et 84-85° 370 (M%) XXX
(73 Ph 107-108° 418(M") XXX *
(77 t-Bu 127-129° 398(M") XXX *

*1 /4K EH

EREXWHIVHTE, EARUTPLENBRELEW0REISH
e,



J:jA\)\/\(R
0
cl
4 M B
(3d Et 89-90° 368(M") XXX
(7! Ph 138-139° 416 (M) XXX
LM 49

2- (5-( 4-AXE)-1-( 4-FERE)--we ) - ZERRAS
K7 (184)

$NaHco ( 0.50% ,5 9EER) BB ( 0.405% ,5 IEER)
BAGEA) BRMEBEIS(1.0%, 2.96FELR) BMcOH(6ER) WE
BHE, BREARERINE, RERE. RRVEXPERFZEL
B, ARRATERAGE, BRI ARREZHAAEARK, MEOA
bR R G E R ERAR49( 0.65%, 59% ) , BE 132-134C, &
# w/e370(M ) .

GoHoCIN,O, - 0.25H,0,3T HM: c,60.80;H,5.24;N,14.93

1 - C,60.73;H,5.18;N,14.74.

L HEH 50



N-ZHE-N- FHE-2- (5-( 4-8FH)-1-( 4-FEFEH)-3-k i)
CEAREBRTRBIE- KA (185)
SREEFIS T %, BRAABN-PRERRBERENBEEE
50, BE 106-110C, i m/e384(M ) -
GolNs0, - H,0 , iHHE1E: c,59.62;H,5.75;N,13.91
WL €,59.62;H,5.65;N,13.61.

SRR 180 T ik, ERFRRS _ZRATE—HLEY.

4 it}
.64 W
&637 (m/e) cC.H,N
o +
/86 NHC H, 95-96 467(M") XXX
S S1

3- (U-( 4-FREKE)-5-( 4-FxE)-4-FE-3- g E) -N- £
A-N- FRTERL(187)

S-F3-6- (4-FEE)-4 6-—RER.

SRMARKL"-AP T4 6-—EORITANFE, BA4-FEXHET
EFRBBAWN LR RAFAN WS- FH-6-(4-FEREXKHE )4 6-=
£0R.

3- (- ( 4-WEXKHE)-5-(4- FRE)-4-FE-3- k) HHE

- ERAeRRUERRITA Mk, BRS-FE-6-(4-FERE)A,

6-—fRORAF6-FE4 ,6- —HORAI- (1-( 4-FH)-5-( 4-F
FKH-4- WE-3- K 7R,

3- (U-( 4-FRFKH)-5-( 4-FHRE)-4-FH-3- sk E) N- £
FE-N- FREBRE.

HREESS ik, EALRBIANHRAER12AE3- (1-( 4-

- AR -~



FAEK)-5- ( 4-FHRHE)-4-FH-3- k) N- BE-N- FEER
B ad.

A¥GL (Lewis) REZHAR( EEAET 200%), B I8
A XA (Mycobacterium butyricum) 7 W B R AELZH IS4
WEMMAEETHALUFERHEXWR, AT XEEFEBRERMN
BB RE. A RplethylsmographyiE W€ B — R AF LB G B BK
o NoHBH, THEANBEESESLY SK, WFREREF 4K,
MBEESALE 4, TEHEEMARRRAE TR,

AR b 4 A Al W 0 SR AE 7 M DA SR B R K B E 2 R T
ATHRAGETHAYNERRERT T RIS,
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No. R,.R
1 H

2 4-0OMe
3 4-0Me
4 4-Cl
7 H

8 3,4-4diCl
10 4-0Me
11 4-0Me
12 4-OMe
13 4-0OMe
16 4-0Me
17 H

19 4-0OMe
20 4-0OMe
21 4-Cl
22 2-0OMe
23 4-OMe
24 4-0Me
25 4-0OMe
26 4-0Me
28 4-OMe
29 4-0OMe
30 4-0OMe
31 4-0Me
32 4-0OMe
34 4-0Me

3
R,/ R,

4-Cl
4-Cl
4-Cl1
4-Cl
4-Cl1
4-Cl
H
4-Cl
4-C1
4-Cl1
4-Cl
4-C1
4-Cl1
4-Cl
4-H
4-Cl1
4-Cl
4-Cl
4-Cl
4-Cl
4-Cl
4-Cl
4~F
4-Cl
4-Cl

4-Cl

& 16

RN IR B 6 1E A

-CH,OH
—CHZOH
-CON(CHa)OH
—CHZOH
—CHZOAC
—CHZOH
-CH,OH

~CHO
-COZH
-CO,Na
—COZ(CH
~C02H
—COZMe
~CH(OH)Me
~CH,COH

2

-CHZOH

-COCH3

—CHZOMe
~CH=CH4<:>}CO Me
~CH=NOH

~CONEt2

-CONHOH

-CH,OH

2
—CONH2
—CH=CH~(CH2)3—
COZNa

-CONH OH

2)3pyrazole

- R -

$INH. p.o.
{mpk)

62% at 50
[ED.,=3.6]
[ED. ,=4.1]
68% at 50
54% at 50
41% at 50
30% at 50
(EDg,=2.6]
[ED50=5.2]
[ED,=1.8]
82% at 25
50% at 25
69% at 40
19% at 40
52% at 50
33% at 50
53% at 40
64% at 25
18% at 25
79% at 25
44% at 25
91% at 25
42% at 25
75% at 25

0

69% at 25
21% at 25



35
36
37
38
3a
44
45
62
47
48
51
53
54
55
56
57
58
59
60
65
66
67
69
72
74
75
76
79
81
82
83
84

4-Br
4-502Me
4-CH3
4-OMe
4-0OMe
4-OMe
4-0OMe
4-F
4-SMe
4--N02
4-0C.H

5711
4-~-0Me
4-0OMe
4-0Me
4-0OMe
4 -OMe
4-0Me
4-0OMe
2«--CF3
4-0OMe
4-0OMe
4-H
4~NH2
4-0Et
3,4-di0OMe
4-0Et
4-0Et
4-0OMe
4-OMe
4-0Me
4-0OMe
4-0Me

4-Cl
4-Cl
4-Cl

4-Cl
4-C1l

4-C1

4-Cl
4-Cl
4-Cl

4-Cl

4-Cl
4-Ph
4-Me
4-CF
4-C1
4-Cl
4-Cl
4-Cl
4-C1
4-Cl
4-Cl1
4-Cl
4-C1
4-Cl
4-Cl
4-Cl
4-CF
4-Cl
4-Cl
4-C1
4-Cl1

-CHZOH
—CHZOH
-CHZOH
—CH=CH—(CH2)3
—CON(CH3)ONa
-CON(CHB)OMe
-CON(CHB)OH
-CH.,OH
~CH,OH

-CH, OH
~CH,OH
-CO.,NHMe
~CH,OH
-CH,,CH

2

CHZOJ

COZNH(;Bu)
CON{tBu)OH
CHZOCOCHZCOCH
CHZOH
CONHCH.,CH.,OH

2772

CONHCH2C02H

CON(CHa)OH
CHZOH

COZH

COZH

COzEt
CON(CH3)0H
CON(CHB)OH
CON(OH) iPr
CON(OH)cycloh
CON(OH)Et

CON(OH)Ph

S S T R S I S L)

- 09 -

-CONH

3

exyl

65% at 25
40% at 50
41% at 25
40% at 40
65% at 10
69% at 25
51% at 25
31% at 50
48% at 25
40% at 40
6.4% at 30
94% at 40
36% at 25
[ED50=3.9]
[ED50=3.0]
87% at 25
47% at 25
48% at 20
8% at 25
21% at 15
62% at 25
30% at 40
17% at 15
71% at 15
17% at 40
73% at 40
43% at 15
=3.2]
50% at 15
54% at 15
42% at 15
27% at 40



85 4-0Me 4-Cl CONH-dihydrothiazoyl 40% at 40

87 4-0Me 4-Cl COHNCH, CO,Et 22% at 15
88 4-OMe 4-Cl CONHCH , CONHOH 36% at 15
89 4-OMe 4-Cl COHNCH.,CON{CH, ) OH 57% at 15
50 4-0Me 4-Cl CONHtetrazole 32% at 15
91 4-0Me 4-Cl CON(0Bz)COCH, 24% at 30
93 4-OMe 4-Cl CH,0CH,CO,H 17% at 15
96 4-OMe 4-Cl CH,NH, 56% at 30
100 4-OMe 4-Cl CONHCH(CO,Et ) CH, SH 58% at 15
101 4-OMe 4-Cl CONHCH(CO,Et)CH,SMe 57% at 15
102 4-OMe 4-Cl CO,NEt, 87% at 30
/03 2-0Me 4-Cl COZH 55% at 10
/065 4-OMe 4-Me Co,H 87% at 10
/06 4-OMe 3-Me CO,H 11% at 10
/01 4-OMe 3,4-di-Me CO,H 30% at 10
/09 4-OMe 2-Me COZH 1% at 10
170 4-0Me 4-Et Co,H 51% at 10
Jed 2-OMe 4-Cl CON(CH, ) OH 39% at 15
111 4-0OMe 4-Me CON(CH, ) OH 75% at 15
/12  4-Cl1  4-OMe CON(CH, ) OH [ED;,=16.3]
/3 4-OMe 4-OMe CON(CH,)OH 34% at 10
/'¥ 4-0OMe 4-H CON(CH,)OH 5% at 15
/{5 4-OMe 3-Me CON(CH, ) OH 35% at 10
/18 4-OMe 2-Me CON(CH,)OH 6% at 10
/19 4-OMe 4-Et CON(CH, )OH 24% at 10
/33 4-0Me 4-C1 CON(CH,)OCOCH,CH,CO,H  [ED =4.7]
/30  4.0Me 4-Me CON(CH,)OCOCH,CH,CO,H  [ED,;=11.5]
/32 4-OMe 4-Cl CON(CH, ) OCOCH,CH,CH,CO2H 30% at 10
/33 4-0Me 4-Ci CON(CH,)OCOCH,CH,CO,Na 75% at 10
/F% 4-OMe 4-Cl} CON(CH,)OCOCH,NMe,, [ED;4=12.5]



/3% 4-0OMe 4-Cl CON(CHB)OCO-C-SH NHCO -t-Bu 1% at 10

/3¢ 4-OMe 4-Cl CON(CH3)OCOCHZCHiCO—Morphollne 38% at 10
/37 4-0Me 4-Cl CON(CH, )OCOCH ,CH,CONEt , 54% at 10
/33 4-0Me 4-Me CON(CH3)OCOCH2NMe2 17% at 10
{37 4-OMe 4-Cl1 CON(CH,)OCOCH,C1 [ED50=6.03
140 4-OMe 4-Cl CON(CH,)OCOCH, 77% at 15
/41 4-0Me 4-Cl CON(CH3)OCOC(CH3)3 17% at 10
/41 4-OMe 4-Cl COR(CH,)OCOCH,OMe 67% at 10
/4¢3 4-OMe 4-Cl1 CON(OH)Pyr 62% at 15
144 4-OMe 4-Cl CON(OH)CHMeCO,Et 55% at 10
/43 4-OMe 4-Cl CON(OH)CHMeCO, H 61% at 10
/46 4-OMe 4-Cl CON(OH)C.H, . 29% at 10
/51 4-0Me 4-Cl CHZNHOH 42% at 25
/53 4-OMe 4-Cl CH,N(OH)COCH, 40% at 10
/53 4-OMe 4-Cl CH,N(OH)CO-t-Bu 49% at 10
/5% 4-OMe 4-Cl1 CH,N{OH)COC.H,. 11% at 10
/55 4-O0Me 4-Cl CH,N(OH)COPh 45% at 10
75¢ 4-OMe 4-Cl CH,N(OH)SO,CH, 34% at 9
/57 4-OMe 4-Cl CH,N(OH)COCO,Et 51% at 10
/52 4-0Me 4-Cl CH,N(OH) COCONHOH [ED;,=33.4]
/6% 4-OMe 4-Cl NHCOCO,Et 9% at 15
763 4-0Me 4-Cl NHCOCON(Me)OH 28% at 15
/64 4-OMe 4-Cl CH,NHCOCONHOH 13% at 15
/468 4-OMe 4-Cl NHCOCONHOH 41% at 15
17{ 4-OMe 4-Cl CON(OH)COCH3 62% at 10
/172 4-0Me 4-Cl CON(OAC)COCH3 83% at 15

/77 4-0Me 4-Cl C(Me)=NNH-2-Thiazoline 39% at 15

- 71 =



174
/75
[7¢
1717
L7f
/77
/30
/8/
(35
/8¢

4-QOMe
4-0OMe
4-0Me
4-0Me
4-0Me
4-0OMe
4-0OMe
4-0OMe
4-0OMe
4-0OMe

4-Cl
4-Cl
4-Cl
4-Cl
4-Cl
4-C1
4-Cl
4-Cl
4-Cl
4-Cl

CH=NNH-2-Thiazoline
C(Et)=NNH~2-Thiazoline
C(Ph)=NNH-2-Thiazoline
CH(OH)Et

CH(OH)Ph

CH(OH)-t-Bu

COEt

COPh

C(=NH)N(OH)Me

CONHCBHI7

37% at 15
16% at 10
6% at 15

16% at 15
8% at 15

36% at 10
32% at-15
30% at 15
5% at 15

37% at 10

*RINH.P.ORR ORI Bt A0 | S0 I B 09T A8,
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N=N
\
R3 (CHZ)ZX
Y
R4
% INH. p.o.*
No. R3.R4 }4 )4 {mpk)
47 4-c1 Br CO,H. 79% at 15
152,  4-C1 Cl CO,H 71% at 15
J47. 4-c1 Br CON (CH ) OH 15% at 40
ltyr:  4-Cl Cl CON(CH,)OH 68% at 15
/S0 4-C1 Br CONHOH 70% at 15

KEPENET REZHH, HATFHRRNA, FBURNRK
RARERTUARE AL AR REH ARTELAHRREKE.
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