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#ivg 1~ i~ (1—FE—, I —ZHKRFK—R) ¥
FEE] TH( EP—AT0133) EFSotnl sheE, FICRERTA
BN, BEXEZABLUE , WAL SLK, WMARSEERE
HMFERFPNZER), ATBER ( 3x500al) , AFBEA, £
Aitinl B, FRARMRBREAHNRENK, HERBEAZHHE.
ThE®E AT, 1 — « 1—FE—, I—Z8RF—1—H)
Fa) KEE] ) AFESFBREE) LK, 0p NT( 2HFE
)

TLER 4 € 20H 24048
HEA: ¢, 61.2; H ¢ 1%
PR C. 61.0; H, 6. 1%
& M4

I 4 21— 1—EE I —XEATFEL) LX) FH] T—
1—H

22



W0y 1~ 1 i 1—Z#E—, I——EARFL—RFH)
¥EX) LEE O —FEEF I HETFIinl A0l REBRK
By, ToSTHREL A, Bg, FAla AW, AEALH
A, CRTZBBEE( I xSel) , HEK( I xinl) HREK,
T, REAXALEN, AARLHBALERERE, FTLRTER,
#1.0giREt AW ERE, BEEER, uy. (11T,

T E € 54 ¥ 52C1 NO,

T C, 64.0; 0 7.1; N 3.6%

e C, 63.9, H 1.2; K 3.4%

NMR : 0.93 {t, 3H, COCH,CH,), 2.4% (q, 2H, CO CH,CH,), 3.06-
3.47 (m, 4H, CH,NHCH.), 3.6% {5, 2H, ArCH,CO), 3.31-4.43 {m.
1M, phOCH,CH), 4.22-4.3% (m 3H CHOK % CH,CH,OAr) , 6.188 -
7.35 {m, 90, FH .

HTEHERBESR

DE TR EHB 1 —( (—BEXR) T8 R _LXF
THEPE (—FLEEXTLRAEN, REEREARVIRNRAY
R S AW R Biggerstaff et al. ]. Med. Chem. 1964, 1,
(18-113,

by # 10.0g (—( 4—BXEXHE) T—1—®, 1.5 |, 2—2=
B 0ing 3 FEERET 2000 FKF, FhrafStutEBYLE
TERBEHL A, B, Histad S%BEREAXERE, HESH
RAC 2 xt00nl) F 100ml R3HAR, T8 REREZFE, ALK
HERKEE, GRECRE, THYXEER, R10.25 — (21—
ZE—, I—— R RF—H) FE] X%, HEER, vy 31—
14 C;
ﬁ*ﬁﬁ C;;H;&O;

23



T C, §9.2; H, 1.1%
W C, 69.3; H, 1.8%

V¥ 10.0g 4— (1—7 &, I —EARF—1—H) FH]
W, 1335 R TERXEX M6 g ZXKERAET 3000l B
AWE sk, ERABEERAETHA ) ol EA-RR_TH,
FUNCTHEEMME, BEREZEN, RLWHET (0inl TEY, 258
FIN SAAAAER (1x150m) , A& ( 1x100nl) Figfofih
AC 100ml) MK, 231000 ZRER ERAARE, SHBHA,
T, BREXR, REUBENEWL, RSV %NTLRIEE CHEMR,
LA FERES. FORPER, #11.1p | —RTEEELEL—
[ 4—( 1—2%—, 3 ——aARF—&) ¥ XE&] i,
AEER, n.p. 84-66TC;

TeE T Ciq Hap NOs

T EAE C, 65.0: H 8.3: N 4.0%;
W SE4E C, 65.4; H, 8.0, N, 4.2%.

d) 1. 50g B S0%F M) BRETI00 BAZFE
EEEREY, RERBET, A 110y LRE®B o) HB0N~ Y, T
SOCHE 1 SAE, BRHEIC, A 3ol KELKH R, T50T
Bk 1 TS AhEE, B3, B 1LILAkY, ROBROEER( 00nl,
250ml, 200ml) , AJF4EEGK, A S00nl A%k, T, BREBRIER,
BeBENEL, B0 %LROEHTRER, - WHiEs
2%, EX, RURABZRRUBEE, TFTHROKEYER, B 40
I — 14— 1 —ZE, I——ERF—— W) XEH)
LE] —5—( FEFR) oTdpr——W, AEES, 1. 13-19T;
7—5%5}% C chi-? NO¢
A C, 67.4; H, 6.8; N, 3.3%
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P e 1 C, 67.4; H, 7.¢; N, 3.2%

) LR 4) FHEN L0 FHRT N 12al ERAHAEKSF
tnl ZREMBAWYY, TETEXR e, A, FAI00 X, B
ZREK( Ix6inl) WH, AFRBE, HMooal REBARE, TE,
BEBREER, REUNBATIHTER, #).0p 1 2—( 4—
( 1—Z%H, 1——BAF1—XFH) ¥XHH) 72X ——
EREW W, AEER, np 101OT;
iﬁiﬁ:}“ﬁ Casl,, NOF

. - C, 68.8; H, 1.7 N, 3.5%
o C, 69.1; H 7.8. N 3.4%
SE M 5 Fu

HERMUTERAIH T E, 2R —( 1 —BXXX) X——H
Fol—( {1 —BRXE-—FETI—WYESR, 87 TR Y
Hh R

PhOCHzCH( OB)CﬂzllBCHzCHzO‘QCHZCOR
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m.p
(%)

i il 3
|
l

165-7°C
(Zm

c, 64.9; H, 7.5; N, 3.3%;
ClN04: C, 64.8;

sz
I 'H":{!: C22530
[H, 7.4; N, 3.4%;

|NuR 0.83(t, 38, COCH,CH,CH,),
11.49(sextet, 28, COCEZCEZCB3):
|2.44(t, 28, COCH,CH,CH,), 3.11-
|3.50(m, 48, CH,NACH,),
3.67(s, 28, ArcH,C0-), 3.95-
|4.09(m, 2, PhOCB,CB-), 4.22-
|4.38(m,3H,CHOH and CHZCQZOAr).
16.90-7.34(m,98, % H).

Y
4

175-7°C
(ZW

| Mg, C, 64.9; H, 7.4; N, 3.3%;
I 9k, czznmcmo4= C, 64.8;
{8, 7.4; N, 3.4X;

[ NMR 1.05(d,sn.cocn(t:§3)z),
|2.74(septet, 1H, CDQE(CH3)2),
13.18-3.54(n, 48, CH,NHCH,)) ,
l3.74(s,ZH,ArC§200), 3.98-
|4.11(m, 28, PhOCH,CH-), 4.29-
}4.40(a, 38,CHOH and CH,CH,0Ar),
{6.90-7.34(m,9H, 3% H).

|

ATHERRK, HELER +— LOWRLRBBRETRLT:

( HFPREZE, ERXEFER)
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Scheme 1

o 0
N/
H HyCOR  ——p B HpCR

(L (2)

t 7 \ s
PhOCH; BuCOCONHCH,CH; HyC—H
cugcuzo—Ouhz-c-—R
(4) w,,//ta)

f
!
v
PhOCH,CH(OH ) CHyNHCH2 CHy / \y-—'(,H-;--CwR

(5)

|
I

PhOCHCH{ OH) CHpNHCH CHy

/

R S, 1

——

{6)



FF b 3R A B B 8 B3 -

A BT RA —( 1—BEXE) R—1—®[ tew( 1) :
R=—CH CH CH ] :

H 0 ER( 03 RETF) RET 1500l 2R, TEFEHT
RAR. 1ol | —AFER 1000l BAZRARWBE, ANBEREE
ICTE—1T, NHeRHE, TICESTTHHAL AN, ERPFEL
STF 0—NT, HERRKBEBAYWANG 5.6 4— BEXTIRA
1000l BAWERFHRAERTY, BHTRREHER WA, FUT
B0, BARBAY, WmASInl EREZFR R, 1504 n%,
FEE 22T, FA 00nl INKRBRY, #H# 0.5 8, AZRLE
(I x200ml) , AFRBE, SHARRELAAER( 1 x3000l)
FomhA( 100ml) 3%, TH, BREBREZEH. LRFBRUMAE G
BEL=X, AXAHEHRFYE, BEH4N, AENUNLRLE
W ERER, Aderdigs, KR, & 1.4 1 —( —BEXH)
R——H, ®Tew. AETHAFER( 06 M Rebotton and
Chong Wan Kim. 7. 0. C. 1983, 48, 1550-1552)

B THEME —( (—2EXE) S—WETI—H[ i
(1) : R=—CH(CH,),] :

$ 6. 65 A —FEEXCRAE T 0 WAk, TEARET
MAREERE( 1. 15g8P 1.9 1 —RARHH) AT ALE%
w( 100nl) B, BRHNBESTENC, JLQ04FB. LA
bR BERAHARE 1T, FEAN 1500l %A, FTEEHR( 2 X
Tnl) , SR RIN ERAHAER( 2 xT0nl) FoRFIA( 100l) %
BRE, T RERIEN, RLWBENE4N A4NUI%TIRT
RO CHRAER. 27 hlEL, REXR, BI—(1—F4H2
¥X) S—wET2—MW( 2.5 , WY

28



FEFPRBTHI. | ({—FEXE) I —HET W
MANTFOCTHEAARERE( 36nl) ¥, FLOT ik 1A, %
H, WAl &, HZBEHR( I x150nl) , 2FREH, ALInl
wihAk, Tk REREEF, R{/VWGBENER, AEI%T
RIEHMORAER, 4344500, B9 | —REXE)
——EXT—1—M, HRW.

C. FA&LHHS fus LA WE T MK HERELT:

m. . T EM
( #H)
SEHHS
A4H( 1) i
fe4(3) H—YT $C 00, NOLHHH: C,65.8;
( FEB) H,8.5; N,3.8%; MsE:
C,65.6; K, 8.6; N.3.3%.
A1)  —T HCac s NOs 3HIE: C,66.7;
( FREH) HT.L NIL% ME:
C,67.0; H,7.1; N.3.3%,
AW S) 14— T #C20 M NOLitH: C,00.4;
( 7H) H8.0; N 3. 4%, MeE:
C,69.4; H,8.0; N.3.2%,
SR H6
el H—T #Cs Hag NOsiT: C,70.3;
Ho1.1%; MeE: C,70.8;
H,8.5%.
e4m(3) 13T FCael 2 NOLITHE: C,65.8;
( F k) H1.5; N31.1%; ME:
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437, K 8.5 N3.7T%.

t&4(4) 11T BCopl 5 N0 C,68.0;
( FELH) H,7.0; N,3.2%:; .
C,67.6; H6.8; N.3.1%a
AW S)  9—100T #Caa My NOLHHIE: C,69.4;
( Z.B) H8.0; N3.4%; WE:
C,69.2; H, 1.9, N.J.1%.
SEHH
[~ 4—( 1 1 —BX I —FKEEFLL) TAX) %£H]
T—1—H

¥ 200mg 3 1—(4—( 1-ARTH) ¥4%) #)] —5—
( RREFHE) BB —FET 4ol A TEE, .50 INEE
HABRLAE, RETRBER Do, B3, FANl k¥, H
THFRBEW( I X)) , A Mol REAERERE, TH BRER
FHR, BARSYEERERY, ATTEYER, # Uing il
AMAERE, . 166—T,

T M AREREH

1. 0 N—A THEBREFALZE, [ 1ol ZEdf 0oy ¥ E
R/ ERE Tl BAZEFRT, TERTHH 1S 0, &
A L5tml ZE, RAB( IxSim o), TH, BERIHEN, #1—
(1 N—F TEKEEXE) 78X Wk 05, FEH.

b) & ST0mg B SI%T Pk, 0.012m0l ) BET
100ml Bk ZWFREF, REPEHT, wA 1.9 b)) v H &
B FEdy, FSSTHBL SR, BHEIT, mA 1. onl FEEAH 5
B, TLTHH S, FAN 5000l Kb, B8 TEBER( 3500,
[00ml, 100mt) , AFFRBA, 000l Ak, T, BREREHEN,
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BRAYBENEA, A% LRUBHCHEEER, 63467F0
e, 1.0 S—RXEAFES—( 1+ mERH—I—£EE) T
&) 2 ——W, np. BT FERFER) ;
TCELH C.yHasNOs
AR C, 63.6; H 7.2; N, 4.4%
e ¢, 63.3; H 1.2, N, 4.3%

¢) #0.88g L3R b) WA A WA 0ng M F KBRS / HET
[.0ml foddnl ZEEW, FSTHIAAN, REREXTHE, RK/UAN
ol AFedinl ZRZHAE, FHANE, BRALRILEERKE, &
FAENA, Hlnl A%, Tk BEXREHN, ALRABR{,
TR —BPER, 80,50 S—FEFES—(1—RHTHE) oF
W¥E——, n.p. 89—91TC;
TR AT Ciz H,cNO4
T C, 60.8; H 6.3; N, 5.9%
W 4 C, 60.8; H 6.3; N, 5.3%

) 450,355 | —( 4—8FFE) T—1—H, 0505 Lwke) b H%&
By edpfo 0. 55g ZEXBRET 0l BADE Ry, AXBEERL
ETHA MM ERA-_RBR_TER, TUCHKEIO S, BERE
AR, BREWETFLRIEY, WA, 1 ——ZEPBERER, %
BN, WREEK, REEN, ASI%LRIEHCHEEN, 4
FeFhEs, ER ARRUYTILRIE/Foxb&s, #
180mg I 1—( 4—( 1—HEATX) X&) 2H¥] 55—~ *%X4£&
HHE) HK—1—®, np. §1—69T;
XL C 22 HarNOg
A C, 68.9; H 6.5, N, 3.1%
bk C, 68.9; H, 6.6; N, 3.1%
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TS 12

FWEPTEBO W T Z, R —( i —REEXE) 1,
i A —BHEERR) A —FH A, —( —REER) F—
LB, P ARERE) F- B —REXE) £
—8 5 ER, #1457 TRAeAniiEk

- SN 1
PhOCiizCH( ()H)CHZNE(ZE2 e.,HzG m-—-{D—CBZCOR
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TR AW

173-5°C
(Zm)

W&, C,65.1; H,7.6; N,3.3%;
M, cnnszcmo‘: C,65.5;
B,7.6; N, 3.3%;

NMR 0.84(t,3H, COCH,CH,CH,CH,)
1.23(sextet, 28, COCH,CH,CH,CH,);
1.46(quintet, 2H, cocazc_gzcazca:,);
2.46(t,2H, cocg_zcnzcnzcna);
3.09-3.47(w,4H, CH,NHCH,);

3.68(s, 2H,ArCH,C0);
3.95-4.09(m, 28, PhOCH,CH) ;
4.22-4.36(n,38,CEOH and mzcgzoA:)-.
6.90-7.36(=, 9%, * B).

I
I
I
I
I
I
I
I
I
|
|
I
|
I
I
I
I
I
I
|
I
I
!
I
I
I
I
|

176-8°C
zm

W5E c,65.1; B,7.5; N, 3.1X;
N Cp4H4,C1NO,; C, 65.5;
H,7.6; N, 3.3X;

NMR 0.84(d,6H, COCH,CH(CH,),);
2.04(m, 18, COCH,CE(CH,),);
2.35(d, 28, COCH,CB(CR,), ) ;
3.10-3.50(m, 4H, CH,NHCH, ) ;
1.66(s,2H Arcgzco);

3.95-4.10(m, 28, PhOCH,CH) ;
4.22-4.36(m,3H,CHOH and CH,CH,0Ar);
6.92-7.35(m, %8, ¥ a).

KX



RS H

10

zm

g, C€,65.8; H,7.8;N,3.4%;

T Cy4Hq,CINO,: C,66.1;
H,7.8; N,3.2%;

NMR 0.84(t,3H, cnzcnzcnzmzcg_s);
1.10-1.35(m, 4R, CHZCHZCEZC_E_ZCHB) :
1.48(quintet, 2E, CHZCEZCHZCHZCHB)‘
2.46(t,24, cocgzcnzcuzcnzcna) ;
3.12-3.50(m,4n,c_§2mc_gz); 3.67(s,28,
ArCI_iZCO); 3.95-4.10(!,2!!,?!10(@203);
4.24-4.39(m,3H,CHOH and m2@20Ar);
6.90-7.36(m,9H, % H)

11

172-4°C
(ZB)

i
|
I
l
|
l
I
I
|
I
l
i
|
|
!
|
I
l
l
I
i
i
I
i
!
!

f

ms. C,66.8; H, 8.3; N, 3.0%;
P Cp5H36C1NO, : C,66.7;
H,8.0; N, 13.1%;

NMR 0.85(t,38, CB,CH,CH,CH,CH,CH,);
1.15-1.32(m,6H, CH,CH,CH,CH,CE,CH,);
1.46(quintet, 2H, CH,CH,CH,CH,CH,CH,);
2.46(t,2H,COCH,CB,);

3.08-3.50(m, 48, CH,NHCH,);
3.67(3,23,ArC§200);

3.94-4.10(m, 28 PhOCH,CH);
4.23-4.38(m,3H,CHOH and CH,CH,0Ar);
6.90-7.36(m,98, ¥ H)
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wEm | R [ m.p. %% 3 B OMR
| (ED
7z
i
53 » » .
12 (CHy)(CHy | 172-4°C ms, ©,67.3; H,8.6: N,3.4%;

— —— WY e—

Jp—

l
s
!
|
!
|
i

P

e —

(ZBD

AT HERN, Tﬁﬁu
( H PREZHE, FTH,

HHE. 26 38C1N0 : C,67.3;
B,B.2; N,3.0%;
NMR 0.86(¢,3H,
CH,CH, CB,CH,CH,CH,CH, )3
1.13-1.33(m,8E,
CHZCBZCH 032682052033)r
i1.48{quintet,
28, CH, CH, CB,CH, CH,CH,CH, ) ;
v.46{¢t, 28, COCHZCHchZ =)
+12-3.53(m, 48, CH,NHCH,);
&7{s,ZRB, AECEZCO);
:97-4.12(m, 20, PhOCE,CE);
.26-~4.39(m, 38, CHOH and CE,CH,04r);
;. 90-7.36(m,98, ¥ B)

-t

= P N

iﬁ%}:%iﬂ 1—i1 et a R
ERE, ECERERE)



Gl

(7)

o
A~ \ )
ockLk /N~ CH,CH,0 -—CH, CO-R
cHy

(8)

PhOCHch(OH)CHZNHCHzCEZO
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A BB £ B B

D ARNTARER BB EAPHARN T E, ATHANAKET
EEAFERHETI—( (—BAFX) E—2—M,

B3R TABBRI WA YRR T %, UEEAEERL
WHEHR, #&T71—(1—2E£XE) A—FRE1—MW, 14
—BHRE) F—MW, | (I —FFEXKE) F1—MW, MI—( 4
—RAXHE) T —W,

F. &SR —12 Al AR B BB T

5L HE 8
A4 ( 1)
A4 8)

Ly L
a4 1)
A4 3)

S0
a4 ( 1)
HA4( 8)

LW

n. Jp.

( #H)

i
11T
( FEH)

i
13— T
( ZRLE/
HEK)

i
16— ¢
( ZRZER/
FL¥)

o FR AT

0 2 Moo NS €, 70,1
BT N, 3.4%; 3%
C,69.8; H1.1; N.3.4%.

&C”H;ynorﬁ'gl C,‘M.l;
B71.1; N,3.4%;, 5.
C,70.0; H7.2; N.3. 4%,

Bl N0 €, 70, 6;
7.3 NJ3.31% HeE:
C,70.8; H,7.6; N.3.31%,
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AW 1) i

fb(3) $1—33TC #CaeHssNOLiHH: C,71.1;
( ZBTHE/ B7.5: N3.2%: M.
RO C,70.1; H,71.5; N.3. 1%,
LA
A1)  H—T $eCop HagNOg 15 C,76.9;
( FEk) B9 4 Wx:
C,77.0: H,9.1%.
AaH(8) $311—5T 0y H o NOLTTHE: C,T1.8;
( ZRZTE%/ BT 1. N3 1% ReE:
HOIR) G113 BT 1 N3 0%
R

($) 41— 4—( 1 1—BX I —FEXHEL) EH)
#*X] X——H

REMNFERY 18K &, #(S§) S—FE&FE I3 (15
FR) Sl ——ME I —( (—BEXE) R1—BRE, #(5)
—— (11— ARREXRE) HE] S5 XLFH)
g br—) —8, WRAREEELAPHORRE, n 9. 166—7TC
(Z8) ; [aly =—I1.3°(C=L0, FB) ;
To R A Ca2l;0Cl NOL

THEA C, 64.8: H T.4;: N, 1 4%;
M 1H C, 64.9; H T.5: N 3.7%;

cnzcnzcg_s); 1.49(sextet, 2H, (:32022033); 2.44({,ZB,C§2(:HZCE13);
3.20-3.48(m, 4H, CH,)NBCH, ); 3.66(s,2H, ArCE,C0); 3.92-4.07(m,2H
PhOCH,CH); 4.22-4.38(m,3H, CHOH , CH,CH,OAr); 5.90(1H,0H);

6.90-7.34(mn,98, ¥  H); 9.13 . 9.35(28, NE,*),
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HTHHERERER

1) AV, J. Kauffmanfo). E. Herwed BT ZE( . Org.
Chem. 1972 , 37, 1842—1845) , BA( §) —HXEgAH wBffRA
BER, #H4(S) S—XEFXdE——H.

b) ¥ Sml BRI —MZABMAS. 05( 5) S —FEFHE I
—MHET (5ol BA_FEBRREF, TUCEREREFTOANEAL
M V%T ok, 2.13) , FRBLEERHRES5ITRE]
ANBE, B4, EN 1500 AW, HZRTEER( 3 x400nl) , A3
R, A 3000l A%k, TH REZZEHN, RRWELELEN, A
LRIB/ CH( O%EN%LRTE) BEXK, 44070
4, 6y (3) S—XEXFE (1 —ZHERTE) =n
H—)—M,

¢) ¥4 5y E3Rb) PRI Aoy Aol 0 PR TI0l FEBEY, T
NCHH e, KETFH, BT LRIBPAPHLE, 2HT
RIUKE, TH BEREEN, RAWEEITGAN, A4 1%FH
BR8P REMR, At PEas, /1.2 (§) S—XKRAFX
——( 1—RTHE) Tulr—1—MW,
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