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ZAWNEGEY, BPAATX C #54L4%H[J. M. J. Tronchet, M.
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29(9)1503-17(1999) 1.

Rit, EAXBHF ¥, #¥EE S. M. Hannick & Y. Kishi,
HMALF % E (. Org. Chem.), 48, 3833-3835(1983) ¥ # & ¢4 K
ABE, BEHAHARNEAREGX V = VI BaAERIR, EHE
GRINFSHRFPFPREAAERARAGHRL.

B, BFENE—ATHR HF%Ka), REELIHENMN, #lb
Fhrwikhz AT, EESHBRELIABRET, £ In AET
XIIWHEATHEX 111 REBHTEE, REARPERLAR
RS Y, FHKX IVHAELSY.

Fk, EFHD) T, ERWREANFM/ LB (Na/ELOH) A F,
EESBELRARET, XX IV S4B S5BERETRE, F3
A VAR ER.

REETHE )P, X VHEAKRETALESHHAILE, #Hie 10%
FUBRAE, THARK VI 6§ KEE.

A dF, WheiExPE 24 &K% HEMDS). K=FhAR
(TMSC1) fo g &AL 45 (SnCL) A AT, BREBERA P n FT3HAVII AL
HSHRATERFLEE, FagBZEX VI iTcHERESG N L, &
E BB H ot F B8/ = T (MeOH/Et,N) 4R F H AT M 2 &,
FE X IX & 5.

KE, X IX P8 3L47 Mitsunobu B B, AMETHE N-214
BAXAGASRAAERA-OHEH.

TR, A NO-N(FEERE)EREBEMAZTHEEN (T & o),
BEF AW Mitsunobu R E&HAHTAEXY IX &, I3 X X 4,
A HEELGEMNT, PFlrREREEDFRLEAH (TR 1)
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X, XHATRAZHERTFX RCO0-AH, X HIERMBTH)eyEA8
AAMNBAEHES, FHAAY R CCHREREERRGFER
EHAXBX Ib s iidy, 40P EmEILLaAk
Ia ¥£3%, JF B} ¥ N-OH & B /5 2| 4= ¥ L B5 abdk §.4L.

AEXHEX Ta EWETAHATFR O-RATFTHELRE, 4
oA B X X-CO-NH-R" (X R ZXMAHKIFELLH C-CrE. AF
AEERABRRGFBLETREATUR IBRFIAY T CCG R
A, XEFE XA TUAREERT, 2 X FERBRTR)SFHR
RATHENAMAAZIARLE, BHALLBHX Ib e, ¥ R
ZCCRERAZE, EFXAFHBARKAILEC-COREAELR
A, REFEAEEEL, BAAHOFRELEATNAR Ta 258, HF A
£ 4 N-OH 2 H 47 3| R & vA By sk 4k B4t

ATHRIALZAAGX 144, LA¥ RRREERTF, R'2-0H £ H
HOREH, TRAATERERE 2:
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BAX XII Biri e REMN I ERBENR T ARE SiO. FETH
T O-FPRAREARE (F% j), FABFLAR N-2EABRALANLK
APX Icdt, FLTREZEART, REZ-OHEAAHEALAHX I
o9 .

RE, @it -BEAMEAR O-KEAFREALERA (FE K TF
AEAHX Ic WEPHAREILVGX Id éH, ¥ RRRE
SRTFFRAREA-OREANALBX 1A%, RBLFELT.

ALERGX Ic EBRETARITEFR O-BRELRE, #ldH
B X X-CO-R° (A¥ R°AZXHKIE Xty CClid, RERRKRGF
£, X#lTRRLHEFETFX RCO0-AH, X IR Ti)6 5
AAHSATEHRE, FHEY R CGCREAXEXRRGFLSE
R ALHX 1d EBERALY.

ALK Ic KEDETARITFR O-ELAFTHEALR S, #
e AR, X-CO-NH-R' (X F R" RXAKEFEIH C-Crutk, AFHE
EERBRARAFEETRATUAZIBRFEIBGFE C-CREAR
RFA X PlLTARRERT, 2 X FERBRTH)GERARET
BEAAAJTIARE, FELALXAGX Id 4P, X FRRZCC
RERAZE, AFREEHARNKGFR C-C REAKEER, K&
FREEABR, B HGEHMILLIIAK Ic £3%, FHEL ¥ N-OH
A 435 R 5 A B bk §AL.

AXPARSHETUAERFATXECARLESFETESY
k.

ATERRLXACESHEARREMN, FAREHR HIV-1 M
R, EWRETREREFREF XRATTEERSIRE,

B

FRG AR ERN AL RSBt b U ERE LRk EH
4mJg (CMSP) £33 3165 HIV-1 lai BHOREHFRFEH.

A, HEBASHELERKERMY CMSP —RIEFLX (K
HIV X8 1),
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KRG, @B A RetroSys TR & (INNOVAGEN) M & “R #¥ F & ~
RT) # ¥, R ZXZ#AITHA Innotest HIV % & mAb & # £
(IMMUNOGENETICS) 3 Z & & P24, RS AZK kg fiXssid iy
PRELFNGRS.

BEZHESIE 50-90% K F A GR XS WHEXE. FHNNFEH
# FE 1Cso #o ICa0.

ERARN, ERESEHT, BAH RSP0 @m0 EHE
5©.

A3EHK T KB, @it MTT(3-[4,5-—FHhEw-2-4]-2,5-—=%
Hvgeps8)E EXAKB[]. 6. Park %, Cancer Res. 47(22)5875-
5879 (1987)].

AKX A 4K 50%CMSP A2 ¥k 5 4765 = %R E (CCs) .

BAASHGLEFTR/BEAT) HH T ITow=( CCs/ ICx).

BEF X

4o f Ulmer B R F ¥, Immunobiology, 166(3) , 238-250(1984)
PR #E R, KM Ficoll # & (Nicomed PharmaAS) W& B4k 45 &
iX 25 CMSP.

X CMSP MHBBEEFEN=X, REL 96 I T AL ES
A G @ A-£-2 XA/ (RPMI) 32 3%,

AEAEFINE, XdmifiFh 37C. BPREELRASL 5%C0;
TF.

X CMSP AEFREH/XB LS W ALETRAE I, REA
100 TC1Ds, #j HIV-1-Lai % % [S. Wain-Hobson R AR ¥, &%
(Science), 17, 252(5008): 961-965(1991)1].

AENHIV-1 BER, EB—FEREMR, AF T X, BRELE
AR, JFAE-20CTF 44,

KRG ERmFLH:

a) # M RetroSys £ (INNOVAGEN) R Z 32k t#k¥ey ‘Rit 3
B~ (RT) #&H.
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EE®Z T RT EEMAKF =R BrdUTP) ALET, AHERX
96 WG FRGER LS AR BAK DNA . B H R E5RMEZEE
B3t 369 40 BrdU k-T2 2947 BrdU mA 2. RAKE SN Z 64
LOBMRHRE AW IER EFR Y6 RT FHRILH.

b) A Innotest HIV # & mAb # &€ (IMMUNOGENETICS) 3 & &
ERFLFRFGEE P24,

LEke) P24 5F A 96 FMAIFRGH HIV 3 o hik4
L. RPUAEBFRRERAKBEZAEP24 L. KB, BADFEAZE
FRAYE, ARAREEMNENBEREDEGSEREREFEFR P

P24 89 F £ R ILH,

FIhe X ELERINESHARRAGERLE L = RF 24,

KB AKX REY:

fobdh 10 1-QG-N-ZEBRERAAFTR)-6-B,5-=FREFHK)-
5-TLR-KER

fobdh 20 1-G-N-ZEREREEFTR)-6-(3,5-=FEFH)-
5-T R -FRER

oty 30 1-G-N-ZEGERREAFTR)-6-(3,-=—FEFHK)-
5—JF A k- RER

oo 4 1-QB-N-ZBAXKERARFTH)-6-(3,5-=FAF
A)-5-FAREA-RER

6% 5 1-(B-N-BRBAEXGAEARAETR)-6-(3,5-=Fi
FR)-5-FRA-RER

e B N e

Sfeed 10 1-Q-N-ZEGRLARAFTH)-6-(3,5-—FAF
£)-5-THh-FER

e e 20 1-(U-N-BEBREATAATR)-6-(3,5-=FEF
R)-5-ThA-RER

et 3 1-Q-N-B2EBRRELARTFTR)-6-FE-5-21 K%
e (X CiL4-)
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s 4 1-LREFTE-6-FRS-FRERER (X ARLS
).

X B EEHTHBEYG, SREALXRHEGH 1-5 feik B
e 1. 2. 3, X #K[M. Baba, H. Tanaka, T. Miyasaka, S.
Yuseda, M. Ubasawa, R. T. Walker & E. De Clerq. ZH#H#4&
(Nucleosides Nucleotides), 14, 575-583(1995)] % By & 4~ 3} b
4 4.

AEBEEZX

wRASERALALLSY 2 # 3 b itdd 1 AR RERX
B AN LG P24 FENEBRERFNARBAATHRASFA L.

LR ARREY, RBUSYHENHHELBHRARERF
Y, BFRHZEfE G P24.

B, XA HIV-1 %4 24 694l .

WA E REFE"RDEREFIGXBLERATTELA 1 T,
BELEAMBEREFHR HIV-Lai ¥4 50% (ICx) F 90% (IC.0) #3%K
B, KEXBASW 1-5 fost it 1~4 GUAAERETH 50%
J&, bk S (CCso) A8 57 383 1T50 (CCso/ ICso) .

0 Rl R2
Y Gl 7
0)\1:I R HN3*3
o-J ){l 6
| o” N
(CHY)n o-J

l B

_N
R 0}~NHR4

() (A
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£1
R | R* { n R® R* ICso ICso ICso ITs0
(nM) (nM) (nM)
AE AW
1 Et | Me | 3 H OH | 2.3 9 2.6x10° | 1.13x10°
2 Et | Me | 3 OH H 0.24 1.7 >3x10° >10°
3 iPr| Me | 3 OH H [3x10°| 3.9x107° | 2.2x10° | 7x10°
4 iPr| Me | 3 OAc H | 0.03 0.6 3x10* 10°
5 iPr | Me | 3 | OOCCMe, H |1x10™ 6.5x10* | 6.5x10"
b A A
1 Et | Me | 2 OH H | 0.92 >5x10° | >1.1x10°
2 Et | Me | 4 OH H 2.3 15 0. 5x10° | >0. 25x10°
3(X C) Et | H | 2 OH H 70 30 >2.5x10° | >3.5%x10°
4(X A) 2 >3x10° | >1.5x10*

ok 1T, REAPKHLASHEFEX HIV-1 FFBRAFRBEE
B, HAAEAX I WGksd 3, £ ¥ R=-CHMe,, R*=Me, R=—0H #=
R=H, B 1-3-N-BEBREIEEFTR)-6-C,5-—FEFR)-5-%
AE-FER, TUREHZASPHERLARAEBXREESENE
B& 100,000 4%, EFHHMNE, RAX I 4484 5, L+ R'=
CHMe., R*=Me, R*=-00CCMe;#= R'=H, Bp 1-(3-N'-dXEEBKRAAEAR
FH)-6-3,5-—FEFR)S5-FAE-RER, TAREHNZLLY
AR THRAGER, FLHEERAREALESFENENRG
1, 000, 000 4.

B, XAARBE—EHBEAFKBEFHALRBEN, LEAHESL
6 HIV-1 REFEGEZ T RANRER, ELER M), £EE
BR (M) RET, € THRAELAEME.

Ao, SRAXNAGLEHZ—, bt 2 #irXBw, &9
XA HmEYE AZTE-ARA-I-BLAME). ddI(Q, 3K AN
F)fe ddC(2,3-—MAKF) ZAWRAER, XEXELALVHLL
#h5 £y ALT. ddI Fo/K ddC —RE A — KR A6,

TR, AARRUSHIAEFLTREGE LG MBS T T
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RHEERMAS, ZLEABWTUAERER, XREE5RCERES RS
A, ARASAZRFARCARNERAEEHSED ALY T TRRAEERS
.

B, REXPRERB{—FHBAEGYH, LGPV LEAEV—HFHA
ARG EDIAABFLETREHEELEFRAS.

RBASHTEANAL PRSI AL F L TESHEN S
AERRTELEORE. FHPERARXFA DG ).

AERGHBBEBTUAARILEEIRERX, HH-H T
SRESHARFETEZHEAIKYHN.

EBEHHBEEBFTLRANEAK AN AFRAIE Y P R H-
OR* K H #54L6-%.

EXAEAT, AABRKEHR “WH~, ERAHE, XIHLL:
BEEAHLRELE T RRR R A-0H EAW AL ALY,

EF RXRA-ORREAGEIHAASB TALL AR A TFER
L

EF RABREGEALX AL B RIBNAAG, BACH LRI
Kk £5®, A N-OH RAFARPAEHELAA. H5b, T
i3 BE I R AR o ik P AT ik B LB L.

R XA REBA, FleB AL LIZAAHY, BACHS
38R B H) AR R B K A

BEBIARY, TARELAZHKL, B HIV-1 REFHG TS
EHBRE, B TABIBRMAHWFREZHNECR, XEAEFIFGR
B, FROGETRAFAEETRRBETTRGHA.

AEXPEA N-BEABRREAEAAGAEKEFEG S —AMERZ, ENA
A0 Bt A (aninoxyle) 3 % £ & T A & F N 3 (RPE) i
frin., AR BEHKESABHETOTLEAL, BHEFTIK
MR TRERE, RRPEEAMGIHERS, #BRELRT,
BREBREIFNERFNRATHST.

BRETEGRFFAATHROIRATTEALBLES B 35855
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e 27

BAAZT 1| EERBAR. 10%KFhE. #EFFPE8E+9
RPMI 1640 4% (GIBCO, USA) %5 1 £ 32 4%, #8B 5 x10°@mie/
£ 932 % Balb/c LM TH MK,

EREMN 1 XI0ERERS 1 x10°EROALALEH 3 5
BAT, @AdHMm 1 4/ES Srem BB F (c—kit Bi4Lk). IL3
#2 GM—CSF (Pharmingen, USA) #] ¥ iX b 49 kg,

F£ 37C, 5%C0, T34 5 X5, WkXLmip.

@A Trypan EF A THBAEAE TR LB AT A.

AL Ea%d (PE)B4-Hitki CD38, 55X A% 5FI) B4
$4k#-G6rl, 3 Gri-PE #3 CD11b—FI(Pharmingen, USA) M4
e, M A% %Mt (Facs~Calibur, BECTON DICKINSON, USA)3:#r%m
P

EHAHRBRET, RalR¥iEAS5AARANKEAS 3 5
K I HARE.

R, d@esdiFL8keamie B. Balk. PHa@R
PERMBEY A EAREALLANASY 3 F 5 HEZHRAY, L
3R dm AT

FREERFEUAD, KXVHLEGY, HIARLKLVLELE 3
Fe S RN THMERATEVRRERMER, FRLGRECNERIS
., EEAWERISALMNC BT A HIV AR HERGRES
1 ¥10° &6 R BT &2 Jm i,

TaGEARAR THPRLP., 21, IXEHRHNELTHEALT
REZBAARBEELALRRYEH.

Ereb]

ETaAsRTHAGEHA. AMNPEN, REAHSHE, ¥ka
Fluka 4 &) (Buchs, % 4+ ). Merck 4 & (Darmstadt, & B )
Aldrich(Buchs, #4+)&H &.

g4 1
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1-B-N-ZEKRERARETRE)-6-G,5-—FEFR)-5-FRh-
RER (A XA 3) 4k

(AEZBHX I40%, =3, RAFEL HFARELFE,
R°RZ-OHAH, R'RERT).

A. 6-(3,5-—FPEFR)-5-F AXRETH LR

(REAEAR1IHX VI s, EAPREFEL, HARET
)

B 2-2-3-FETEHRG %, 16.5 TER)ETHE (200 £4) ¥8
Bk, FmRAKEMA EH). EDAFE 36 I WG, ERHTER
BREABRABIPRBAKRER A, BEEALLHE, REMKER LK
P (100 EH)RK. RE, ANMARARE TR, RLEMNFEH 2-
B-3-FEA TR LE (1.91 % 55%).

8 (31.5 %, 0.48 BR) Ew s kvh (300 £9) &5 Bt
BHBBER, REFMILE 2-£-3-FEATRLEAEIINLEE. &
BARFTER 45 04v6, Hm 3, 5-—WREAEXLTH (13.2 %, 91
TER), RERMmLETH 2-8-3-FRATHLEEE 19.1 £, 91
TER). REHDE 15 54, REAFERSGY, FEATENmWE
=k % (500 £ ) o 50%K BT KE & (100 £H). ARAKH 45 24
G, RMMHFEHBANAE, FRAWE%H (2 x100 £9) ks
KA., AR 10% HEBRAER (300 £) &2 45 54. £
BREXEMEBR LAk HE, BEWA_KTFTRG0 £H4) %M, A
MAAPEREAER (100 E4) k%, ARRETRERE. A8
KEH (134T, 10" EXRE)FE 3-FE-2-Q,5-—FEAXA LK
X)-TBRTE(13.2 %, 52%).

2 &4 (23.8 &, 1.034 BR)BEAKTE (500 £4) #4TRE.
HEFHANGBRERTHFMEM(54.35 £, 714 TER)F 3-FH-2-
B, 5-—FREXALEBE)-THRLE (13.14 %, 47.6 BR). BLEA
FBRHERAG6 I, REA 4050CTASTRSE. EBANEGHE
MR LB (100 EH), REABRKFAZRAY E pH4. F3e 6-=

24
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FEFE-S-FRAE-2-BHRELET 109K THMAER (200 £4)

T, BERFREAR 24 I, REAFHEE, HEHGRERA

HELSE, BRAALE®E, RERLERE, AL OCTAZF

¥, 55 6-(3,5-—FEAFR)-5-FRE-RER(T %, 54%).
$#%.&: 213-214TC.

B. 1-ZBEE-3-ZHEEXTFELARGE K

(BREERAEZ 1 X VII 4, £F n=3)

2K F 0CH 1,3-=ER (3 £, 0.035 EER) BB E (3.3
EH, 0.035 TER)BRAY T mA—RRGEER. RE, BRAYE
20CHH 14 I, mABRAHQ L), BIE. AZEMA20T,
16 ERXRKRE)HERGHFE 1-LBAX--ZHALTARAR (3.34
%, 50%), EXL&MWIK.

'‘H NMR(200MHz, CDCl;): ® 1.90( & &%, 2H, J=6Hz, CH.,-
CH,~CH,), 2.04(s, 3H, OAc), 2.09(s, 3H, OAc), 3.69(t, 2H,
J=6Hz, 0-CH,~CH,~CH,~OAc), 4.14(t, 2H, J=6Hz, '0-CH,CH,CH,0Ac),
5.22(s, 2H, AcOCH,0).

IR(KBr) : v ..2994(vcy), 1706 F= 1682( Vo), 1225, 1074cm”

C. 1I-B-N-ZEABKERAEFTR)-6-G,5-—FEFX)-5-F&
AR (KL ALY 3) 654

HEWNGTE A B 6-Q,5-—FEFR)-5-FHA-FER
(1.5 %, 5.5 ZEER) ki @ T % B FHH I-LBAK-3-ZHEA
ARPEEAARKQ.1 %, 11 EBER)ECH G0 £7) PHERk, Fim
APR_BERR(.78 &, 11 EER)FRREZPEERA.2 £, 11
EHER), £ 20CTF 15 546, BmEALAV)(2.87 %, 11 £E
R)ELH (5 ) FPHER. £ 20CHEHS 14 PHE, Fh_K T
¥ (100 ) fot o RB AR K ER (50 £5H). KRB, AR
BRRAAKRER B0 ER) ik, FRARPIALAER (30 EH %
%, MARETR REXRE. BANZEHHT (R XEEEH

25
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BE(GHB/BRUE 1:1, R=0.41), /7% 1-(ZHRALXRERYT
E)-6-3,5-—FEFR)-S5-FAEERER(.73 &, 75%), E#&4H
p:: B

B#HSUBRENER(.T %, 4.00 EER)ETVEH (A0 £9)
b, BAFHER=ZTEG EF)FKG ). £ 20CHHA 48 I
B, BB E(CCM). RERBEAM, BELEFELEXRLIEE
FHAGY, BiEAGHET (RAY XBEE#ELSB (AT R/TE
99.5: 0.5), % 1-G-ZARAXFTRE)-6-,5-=—FHEFH)-5-
F oA R ER (1.43 %, 93%).

BIXFE(1.43 &, 3.96 TER). N,O-(ZFAEER)-#LK
(1.2 %, 4.36 EER)F=FKEH(1.25 %, 4.76 EER)AWA%
%30 EH)FPHER, EOCEMESREA_FTR_F A5 (0.97 %,
4.76 TEBER)EWEXH (G ) FHER. ZEREANRKE B LT
CRY XEE#ES S (FE/R40.3 : 9.7), 53 6-(3,5-—FAF
E)-1-[3-(N-RXAEBA-N-FEAEBRARAER) REATFTR]-5-F
AEEER (1.8 %, 79%), ZE&KK.

& 59-61TC,

'H NMR(200MHz, CDCl;): & 1.23(d, 6H, J=6.5Hz, CH-Me,),
2.03( & &% . 2H, J=6Hz, CH~CH,CH), 2.29(s, 6H, Me.Ph),
2.82(sept., 1H, CH-Mes), 3.75(t, 2H, O-CH,~CH,—CH,-N), 3.95(t,
2H, NCH,~CH,~CH,-0), 4.09(s, 2H, CHAr), 5.12(s, 2H, NCH.0),
6.70(s, 2H, H xxs), 6.90(s, 1H, H s+x), 7.10-7.48(m, 10,
2Ph0), 8.1(s I ,1H,NH) .

IR(CH,CL.) : v .x3382( Vv i), 3050-2870( v cy), 1806, 1741,
1707 #2 1682 (v ¢-o) cm .

CasllarNaOs 89 7T & 247

i+ {4: C: 66.33; H: 6.06; N: 6.82

MMA{E: C: 66.33; H: 6.12; N: 6.83

BE—#4H (1.8 %, 3.13 EER) ARG TR FHE
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%, £ 20CTHHAZREWHXAL(RA CCM RFRHE). £A
WHEa (R XEEHFT B (TH/BRLE 1: 9), FIAMFEH
1-3-N-2EHEREXLFTR)-6-Q,5-—FEAFXR)-5-FARXEE
w(0.74 %, 60%), EBE&KK.

& 88-90T,

'H NMR(200MHz, CDCl,): & 1.29(d, 6H, J=6.5Hz, CH-Me,),
1.89( £ & % 2H, J=6Hz, CH,~CH,~CH)), 2.28(s, 6H, Me,Ph),
2.88( - &% 1H, CH-Me) , 3.62(t, 2H,  O-CH,~CH,~CH,-N),
3.68(t, 2H, NCH~CH.—CH,~0), 4.09(s, 2H, CHAr), 5.11(s, 2H,
NCH.0), 6.70(s, 2H, H %-%1), 6.90(s, 1H, H 4.4x), 9.00 #=
9.87(2s I, 3H,NH) .

IR(CH.CLy) : ¥ .e3530( v ow), 3430, 3372 #» 3190( Vv ,y), 3000-
2850 (Vv cw), 1681.5(vco)em '

C2HaoNaOs. 1/2H,0 8 L& 4 #7:

i+ H44: C: 59.00; H: 7.31; N: 13.11

@ E{E: C: 58.83; H: 7.15; N: 12.82.

F e 2

1-G-N-ZBEABRERELATR)-6-G,6-=FHFE)-5-%
A - RER (AR 4) 158 R

(AXBEX I4e%, A¥n=3, RAFEL, HFARLFL,
R°AZ-OR°AH, £+ RPE-CO-CH,AH, R'ZERT).

HEEXK ELHEL 1-C PHEHY 1-G-N-BABREFEALTL)-6-
B, 5-—FRFR)5-FAX-RERGB EL, 0.2EBER)E-LKT
$.(3.5 EH4) P ehkk, Hm DMAPUA-—FEEAWME) G £4,
0.04 £ER). ZCLH 45 #F, 0.3 TER) 888 (25 #&,
0.24 EBR), BREWE20CHHIEIIH. RE, FM_KFRG
E) KBRS AKRERG /). EHFREEMARFR_KFTR
(50 E)RK, AMAAAKA0 EA) %k, REBARIILAER
(10 E) ik, RTR(FAEAH). ANBMERATREF BL#AT

27
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“W>»XEBREEE>E(CRTR/TEHE 9:1), £3 70 £ 5% (75%)
HH2EH 1-G-N-ZHEEARAREETE)-6-G,5-=FEF L) -
S5-fRE-RER, EERKR.

& T7-79T,

'H NMR(200MHz, CDCl;): ® 1.31(d, 6H, J=7.0Hz, CH-Me.),
1.84( £ &% 2H, J=6.5Hz, CH,CH~CH)), 2.22(s, 3H, OAc),
2.31(s, 6H, Me,Ph), 2.86(k &% 1H, CH-Me,), 3.67(t, 2H, O-
CH,~CH,~CH,-N), 3.75(t, 2H, NCH,CH,~CH,-0), 4.10(s, 2H,
CHAr), 5.10(s, 2H, NCH,0), 6.72(s, 2H, H s-zx), 6.91(s, 1H,
Hass), 8.65(s I, 1H, NH) .

IR(CH,CL:) : Vv ..3531. 3420. 3372. 3195(v ), 3055-2871(v
ca), 1795(V coAc), 1784, 1683 (v cCON)cm .

SM(m/z( % ))444(2, M-NH,), 385(16 , M-NHAc0), 302(1,
BH'), 301(7, B'), 287(2, BH'-Me), 286( B'-Me).

C23HaoN.0s. 1/2H,0 (469. 61) 89 7F 441

¥4 C: 58.83; H: 7.08; N: 11.93

M C: 58.92; H: 6.98; N: 11.83.

g4 3

1-(3-N-BABEEBRERELFTE)6-B,5-=FEFK)-5-
FAREX-FER (KL AAED 5) 848

(REXBHX I44%, A n=3 RAEFBL HARZFE,
R’ % UK B 8.5 (Me,CC00-), RPZERT).

AEEEHRH 1-C FHEY 1-GN-ZEAKERALTHE)-6-
(3,5-—FAFR)5-FFHA-RFER(134 £%, 0.32 TER) ER®
(1.5 EH) Pk, Fda6 T (0.38 EER)RABEAR. £ 24
CTHRHPF 14 it e, BI5FEQ <3 T EALXR IR, Y
AT (0 EF)EM. RE, ARAARPEREAKRER
(10 £4) sk, KA K TR <10 EA)RK, 44 A N
ARBEAKRER (10 £, APELAKER (10 B4) &%, F

28
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B(RR4A), B ABEMAS 180 4 1-G-N-RABAEREF
FEFH)-6-3,5-—FHEFE)-5-RAE-FERHAS, CREDT
N> XAERBEEESE(—KTPR/FTE 24:1), /3 127 £ % (78%)
A28 1-Q-N-RAXBEEEBREREETR)-6-8,5-—FAF
A)-5-FAX-RER, EEHEK.

A 132-133TC.

Re 0. 22(=S.F¥h/V& 24:1),

UV(MeOH)nm (€): 210(17500)# 268 (9420).

'H NMR(200MHz, CDCl;): ® 1.27(d, 6H, J=6.5Hz, CH-Me,),
1.29(s, 9H, CMes)) , 1.80( & & % 2H, J=6Hz, CH,~CH,—CH,),
2.28(s, 6H, Me:Ph), 2.86(tkE*¥ 1H, CH-Me;), 3.62(t, 2H, O-
CH,—CH,~CH,N), 3.72(t, 2H, OCH,~CH,~CHN), 4.08(s, 2H,
CHAr), 5.09(s, 2H, NCH.0), 6.69(s, 2H, H »xs), 6.89(s, 1H,
Ha2z), 8.66(s éI, 1H, NH) .

“C NMR(50MHz, CDCls) : O 20.4(Me.Ar), 21.3(Me.CH), 26.8
(NCH.CH.CH,-0), 27. 0 (MesC), 28. 4 (Me:CH), 33. 3(CH:Ar),
38. 5(MesC), 46. 6 (NCHCH,CH.) , 66. 4 (0-CH,~CH,~CH,~N) ,
73. 1(NCH,0), 119.6(C-5), 125.0(C « —Ar), 128.8(C « -Ar),
135.1(C,c—Ar), 138.8(C & —Ar), 148.8(C-2) , 151.8(C-6),
158. 8 (CONH;), 162.3(C-4)#= 175. 7 (COCMe;) .

IR(CH.CL,) : v .3535( v ), 3430 Fo 3386( v wy), 3052 (JEx+#4k
Voen), 1779(Vv oB), 1705, 1684 (v :-,CON)cm ".

SM m/z (%) : 355(4 , B-CH,~OCH.CH.CN'), 301(2, B-CH.0"),
285(3, B-CH,), 273(13, BH,), 272(62, BH), 271(5, BY,
257( 100, BH'-Me).

CzsHssN:Os (502. 62) 85T E 24, 0. 5CH,C1,:

¥ {4: C: 58.39; H: 7.21; N: 10.28

R Z{4: C: 58.14; H: 7.20; N: 10.13.

F 345 4
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1--N-ZEBRARAEELFTE)-6-3,5-—FAFR)-5-Z1 K
Fw (AK AL 1) 54k

(AZHHX Te%, R+ n=3 RAEZA, H#ARALFL R
REAKETF, R OHAH).

A. 5-ZA-1-B-BAABKEATH)6-GB,6-—FEFR) gEx
AR,

(RERBAZ 1 GX X4H, ETREZE, HFARZTHR)

B 5-LHE6-QB,5-=FEAFE)RER®O6I £4, 5 TER) (¥
AWEEES 1-A PHE 6-Q,5-—FEFR)-5-FALEETAR
RGHHEHNE, 28 2-ETERARE 2-8-3-FEATR)# 1-LHEA
A-3-LBEEA-FTAEAKR (B ELEH 1-B F AL ) BRH4
)50 £, 5 EBER)AETZH (25 ) P &R, FhxFH
ZHERKBI0 EL, 5 ERER)FER=ZFEAARGL £4, 5 28
R). E20CTHH} 10545, £ 10 524 AF A V) (782 £
X 2.4 TBER)AETH(T ) P oE®R. EHRH#F 14 b HE, B
BEAREm—RFR(T0 EF) P RREAKRER(T0 £5).
KA 45 BRI, SKAA_KTR G x50 £H4)RR. &
FAMARIEFEBREMER (25 EF). K @5 ). BRsiL
MRER (25 T BE. AVBARRA TR REk%, Fif
(R XEEEEES B (BBRLE/ oHs 1:1), 5% 0.8 %
B7%)5-ZA-1-C-LHRAXFELTE)-6-B,5-—FEFL) %

%,

CaiHzsN,05 (388. 47) & T3 447

WHHAE: C: 44.93; H: 7.26; N: 7.21

B EAE: C: 44.76; H: 7.39; N: 7.11.

BRE—HEUREEZLE-FTH-KREW 1:8:1(80 £7) *
£ 20CTHHFE 34 i, AR (R XBKkEEELL(CRFE/T
B 19:1) /5, £% 0.57(76%)5-Z % -1-3-R A RE AL 7 &)
(3, 5-=—FEFE) LEE.
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CioHzsN:0, (346. 43) t9 70, % 4-#7:

3 4: C: 65.88; H: 7.56; N: 8.09

R EZ4E: C: 65.42; H: 7.46; N: 7.94.

B. I-(3-N-2EKRABARATHR)6-(3,5-—FEFHA)-5-%
KB (AL RALEH 1) 6546 |

AW@THR A FAEG 5-2E-1-C-F2ARAXTH)-6-(3,5-
SPAFR)RER(QI0 B4, 0.6 THEKR). EA-FEER (110
£4, 0.72 TER)F=XEK0.19 £%, 0.72 EER)ETWEA
%, ZERAHE 0C., REAXATHEMBEE-TRIFRE (145
£%, 072 EBER)AwESH Q2 EX4)FPHER. BRENMRFH
TS, F#AT CRY XBREEFEAL(ZATR/ T 49:1), &
G A CRY XakEEF4AL(BRIE/ bR 1:1),
78 5-LE6-Q3,5-—FEFTE)-1-G-XHA_FREEERELYT
) BEe(0.23 %, T9%).

G — BB EMAKREH (240 EA)LEG EH)BERT
A 20CTHH 2 PH#HAMBRE, FRAEEEEZEL(ZATR
/PEB/RiaF0G FE 8:2:0.25), 3 1-BG-KEARAXATHE)-5-C
E-6-(3,5-—FEFE)FE%(0.10 &, 59%).

B —#HA%m (100 £%, 0.29 EER)VA—RKFRG £4) ¢+
BERERMEERE K266 %, 0.41 EER)E_EKTRG6 £
) behEk, Eb@mo-R-THA_FAFTERALZLLE (60 £ 4,
0.41 EER)E=KFKQ ) Fey&E %k, HHAE 20CTHHF 20
a4, ERA AR XAEKEEGEAL(—LKTR/TE 19:D)E, 7
AT O-MF AR B, TRAMFE 60 E 5% (52%) ArAZey 1-(3-
N-ABGREREREFR)-6-B,5-—FEAFR)-5-ZHAEFE, 2%
K.

'H NMR(200MHz, CDCl;,, 40TC): 0 1.07(t, 8H, J=T7.0Hz, CH,-
CHs), 1.82(Z &% 2H, J=6Hz, CH,~CH,~CH.), 2.30(s, 6H, Me;Ph),
% 2.5(s I, 3H, NH), 2.51(q, 2H, CH.~CH,), 3.40(t, 2H, N-CH,-
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CH,~CH,-0), 3.70(t, 2H, OCH,~CH,—CH,~N), 4.09(s, 2H, CH.Ar),
5.13(s, 2H, NCH0), 6.72(s, 2H, H x-2x), 6.92(s, 1H, H x-%

1)
IR(KBr): Vv ,..3401(v,y), 3291, 3186 #= 3058( v yx), 1691(v

cco)cm .

CaoHasNi0s. 1/3H,0 & 5704 247

SHME: C: 58.52; H: 7.04; N: 13.65

M EZ{h: C: 58.63; H: 6.99; N: 13. 44,

$ 34 5

1-3-N-ZAHREARARXAFTR)-6-B,5-—FEAFTE)-5-LEAR
ey (KK a9 2) HEa &

(AEPHX I 4%, £+ n=3, RRRATE, R*=¥FX4, R=
OH, R'=H).

B (e B @ £ 4-A PHHBEGRERNE6)5-TEX-1-B-%
EREAFTR)-6-Q,5-=—FEFTE)RE®R (190 £, 0.548 T
R), NO-R(RAXABX)EEABU65E %, 0.603 EER)F=XK
B (288 %, 1.09 EER)EWA % (B £9) P8ER&, £ 0CH
e DIAD(UB R A PR _FHE) (222 £%, 1.09 EER)EWEA%
(1 E)PEER. XNFREANRAZ 20C, k4, FifTaK
HEEEN(BRLE/CE 1: 9), RER (W)Y XAKEE# 4L
(PEE/SA5 3: 97), 58 250 EALTHAAH 6-(3,5-=FEFK)-
1-[3-(N-RAEXABEA-N-REABZHELARE) RAEXAFTE]-5-THEK
L.

AP EASHIAANETRIEFGTEERG EX4)F, ZRAE
AR 20CTFHRHYE 24 DB, B, YALSGHLFRRLE (REE
%), REWGEEAREAT CRY XKAEE &L (7 5/ B8 LE
1: 9), FEMAL I-C-N-ZERAEXFTHR)-6-8,5-—FAF
A)-5-CHEERMA0EL, 24%), EHMHK, TE 20CILIHA
AR,
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#®¥5: 165-167TC;

Re 0.37(VEE/BAMTE 1: 9).

'H NMR(200MHz, CD:OD, 40TC): ©0.90(t, 3H, J=7.5Hz, CH,-
CHy), 1.85(& &% 2H, J=6.25Hz, NCH,~CH,~CH.0), 2.25(s, 6H,
Me.Ph), 2.40(q, 2H, CHCH)), 3.50(t, 2H, N-CH,~CH,—CH.,-0),
3.85(t, 2H, NCH,CH,~CH,~0), 4.05(s, 2H, CH.Ph), 5.07(s, 2H,
OCH;N), 6.65(s él., 2H, Hxxs), 6.85(s é1., 1H, Hazs).

IR(KBr): 3477, 3368 #= 3159( v,y #2 v ), 1695 F 1650(v
co)em L,

SM(m/z(%))359(1, M '-NH,COH) , 341(7, M '-NH,COH-H,0) ,
271 (41, M* -NH,CONOH(CH,):0), 258(78, M -NH,CONOH (CH.);0CH).

C2oH2sN40s. 1/3H.0 & 704 2

# F4H: C: 58.52; H: 7.04; N: 13.64

B E4E: C: 58.55; H: 6.95; N: 13.49.

L #p 6

1-G-N-XPBAXMRERARLTE)-6-B,5-=FALFX)-5-
I AR RET (AL ALEH 6) 6454 R

(AEHSX 1 4%, L+ n=3, R'=F&FZ, R°=-¥%, R-
 PEBEA, R'=H).

EAWNEEES 1-C FHHG 1-G-N-BEARALAFIELTR)-6-
B, 5-—FAFR)-5-FRERER 00 4, 0.24 EER) AR
G EF)PHER, HFm30#H0.26 EER)EFTEL. £ 24CT
WH 14 Pt BREPEQ <10 )X EL L, BEY
KREREEESA(GHBE/RR 3 1 2), 5% 110 £ % (88%) AT #
26 1-C-N-XFPBRAEREFTALTR)6-Q,5-—FEFX)-5-
S+RARER, ZEAKK.

%% 160-161T;

Re 0. 16 (GhEt/AMAI : 2).

'H NMR(200MHz, CDCl.) : O 1.28(d, 6H, J=7.0Hz, CH-Me,),

33



02805458. X oM P E27/35m

1.92( & &% 2H, J=6.0Hz, CH,—CHCH)), 2.30(s, 6H, MePh),
2.84(XL &, 1H, MeCH), 3.70(t, 2H, N-CH,-CH,~CH.-0), 3.87(t,
2H, OCH,~CH,-CH,~N), 4.08(s, 2H, CHAr), 5.10(s, 2H, NCH0),
5.22(B% 8 s, 2H, NH,), 6.70(s , 2H, H »-xx), 6.90(s , 1H, H
w-xx), 7.52(dt, 2H, J »=9.0Hz, J »=0.5Hz, H s-sxvmx),
7.70(dt, 1H,J »=3.5Hz, H s.zvmx), 8.10(dd, 2H, H x-xvax).,
8.98 (&K s, 1H, NH).

IR(KBr): v ..3431, 3363 #= 3205( v yu), 3028-2871( v (),
1763 (v o R FBER), 1680 (v - oNC=0)cm .

SM(m/z (%)) 398 (0.5, M "-0Bz), 355(2, M *-0Bz—-CONH.), 272 (60,
BH'), 257(100, BH'-Me), 122(86, OBz), 105(95, Bz).

CasH3uN406 (522. 61) #4470 F 441

5 4{E: C: 64.35; H: 6.56; N: 10.72

T C: 64.26; H: 6.63; N: 10.56.

S 7

1-C-N-ZEMEZAETFR)-6-B,5-=FEFR)5-LHER
e (RS 1) 158,

(X I streieds®h, X n=2, R'=C#, R°=¥%, R°=0H, R
=H).

A 1-(2-ZBEXTREFTHR)-6-3,5-—FEFRX)-5-TEE
o VE B AR,

6-(3,5-—FEFR)-S-ZEEEZ (L LERL LHEH 4-A) (516
ExX, 2 EBER)F I-LBAE2-LHARX-FALL KA
Rosowski, S. H. Kim. M. VWick, J. Med Chem (1981) 24,
1177-81]) (704 £5%, 4 EER)EARALAKTALH (20 ) ¢4
RESE. K HDS(AFPE &) 646 T4, 4 TER)#
TMSCL (R =W A "#b) (U35 EXL, 4 EHER), HHF 105904, WA
10 AR mEAEAV) 625 F4, 24 EBR)VELHGED ¢
BEE. ERFE 14 PHE, Fh_KFRGO EH4)Piofo R B LA
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RER (GO EH). B_KFR (3 x50 £F) K. 2F G4
PEBREMAKER 25 EI). kK25 EH), REAPFKULAKRER
HE. AMABTREARA), &%, REIMT (AX) B&#E 44
(EHB/BRTE 3 :2), F8 1-Q-LBELZEALTE)-6-
(3, 5-=FEFR)-5-TEREZ(690 £%, 92%), 2@ &EKK.

B 126.0-127.07C;

Re 0.28(THR/SMTE 3 : 2).

'H NMR(CDC1;, 200MHz): d 1.10(t, 3H, J=7.25Hz, CH,~CH.),
2.08(s, 3H, Ac), 2.30(s, 6H, MePh), 2.69(q, 2H, CH,CH.),
3.80(m, 2H, AcOCH,—CH,0), 4.08(s, 2H, CH,Ph), 4.20(m, 2H,
AcOCH;), 5.18(s, 2H, OCHN), 6.71(s , 2H, H x.22), 6.90(s ,
1H, Hax-+z), 8.25(s €1, 1H, NH).

IR(KBr): 3030(## v cw), 2950(FE#& v cw), 1740 #F 1705( v
co)cm ',

UV(F8) v..(v)266nm(8180).

SM(m/z(%))374(4, M*), 255(16, M —AcOCH.CH.0), 119(11, M
‘~#%), 87(100, AcOCH.CH.").

CaoH2sN205 (374. 44) 8 T4 5 #

i H4E: C: 64.16; H: 7.00; N: 7.48

MM C: 63.88; H: 7.10; N: 7.37.

B. 6-(3,5-—FWEFHX)-5-LHE-1-Q2-BRTCAETHL) gt
& A%, ,

1-(2-ZHARTLAEAFTR)-6-3,5-—FEFR)-5-T A FE%
(690 £ 4%, 1.9 EER)ETEH/ZLB/XARE0Y 8:1:1 v HERE
20CTHH 20 . ARALZTEL, REARLEVTERALR X
EhEH., FHAGEKREZLS (FE)FE 390 £4 6-(3,5-—FXF
A)-5-CLE-1-Q-BEACLREAFTEIRER. £ RFREEERT
CRAY 2 EEESENL(ZKTFTR/FTE 19 : 1), K3 80 £ %4t
iRH. GEBKREEE 470 T L (T7%).
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E: 178.0-179.0T;

Re 0.12(BH8/BBTEI9 : 1).

'H NMR(CD:0D, 200MHz): ® 1.01(t, 3H, J=7.5Hz, CH,—CHi),
2.25(s, 6H, Me,Ph), 2.42(q, 2H, CH:CH;), 3.60(m, 4H, CH.~CH.),
4.12(s, 2H, CH,Ph), 5.14(s, 2H, OCHN), 6.78(s é1, 2H, H »=x
£), 6.90(s é1, 1H, H—sxx).

IR(KBr) : 3380(Vox), 3020(F#% "V cn), 1708(V co)em .

UV(F8) v..(v)207(41500), 268(15400).

SM(m/z (%)) 332(2, M*), 258(100, B").

CsHaeN>0, (332. 40) 8 T & 447

i+ H44: C: 65.04; H: 7.28; N: 8.43

B EE: C: 64.93; H: 7.30; N: 8. 36.

C. 1-@-N-ZEAMECZELTE)-6-B,5-=FEFEX)-5-L4
T AR (2 it a4 1)

# 6-3,5-—FEAFR)5-LE-1-C-ERLARTER)BRER
(0.2 %, 0.6 EER). N,O-(FRAKXEK)ZXK(0.18 %, 0.66
EER) A= REAMBKO.19 %, 0.66 EER)AwE%wh(6 EH4)FH
Bk, £OCHMDIADUBR-—_FTR—_FAK) (145 %F%, 0.T1 ER
R). REHRE BN RAEEFTHE CRX) EEEESEL, F—
KER_EFR/FE4 : 1 RABHEHRRN, F_REABERT
B/ GwmE 2 : 3 BAYHARKMN. BHEFH 6-2,3-=FAF
A)-5-TLE-1-Q-NO-R(REAXA B L) BAREATLRETR)RE=R
(0.30 %, 85%), E¥ 0.15 %£(0.25 EBR)ETRAFHTEER
(10 £9H) ¥, HL 10CTHPE 24 I . REHSRENRBIT (HF
XY BB AEEGEEL(CKTR/VE 19 : 1), FHGHALLRL
o, XHFEH 1-C-N-BEREATZEETR)-6-G,5-=FHFE)-
5-CL R KER (36.6 XL, 36%), E2EERKK,

¥ b: 147-1487T;

Re 0. 18(=fFi/F&9 : 1).
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'H NMR(CDC1l,, 200MHz) : © 1.09(t, 3H, J=7.5Hz, CH.,CH,),
2.29(s, 6H, MePh), 2.48(q, 2H, CH.CH), 3.22-3.90(m, 4H,
CH.CH.), 4.07(s, 2H, CH,Ph), 5.10(s, 2H, OCHN), 6.70(s , 2H,
H-x-xx), 6.90(s , 1H, H-sx2), 9.76(s é1, 1H, NH).

IR(KBr): 3498, 3235 #= 3190(V oy #2 v yy), 1703, 1699 #o
1688 (v co)em .

SM(m/z (%))345(1, M *-NH.CHO) , 327(6, M ‘-NH,COH-H.0),
271(100, M ‘-NH.CONOHCH.CH.0), 258(73, B').

CioHzsNiOs.  1/2H,0(339. 45) 6 70% 447

#H{4: C: 57.13; H: 6.81; N: 14.03

R Z44: C: 56.85; H: 6.63; N: 13.57.

%34 8

1-4-N-ZERETEEFTR)6-G,5-—FAFR)5-LHAE
e oL (3 oAb 2) B9 ARk

(X I sFweesd, R+ n=4, R'"= X, R°=- ¥4, R°=0H, K
= H).
A, AVBR-4-BETEAEGR

£ 1,4-T=8 18 £, 0.2 £BERYAWRT U6 EH4)FHyx%
&, £ 0C, ERAAATERFETHRAQ £, 0.1 £
R). £ OCTHRHF 4 I HE, REREMNR, FAIESFTERLEEAK
ek, RGWA TR (3 x20 EH4)RK, AW TFHR (R,
Ru, #ATARX) kB EELEL(EHR/BBRLE 3 :2),
BETE 4-2EATEO.9 £, 55%), EALEHK.

Re 0.36(Ailk/BMRTEL : 1),

'H NMR(CDCl,, 200MHz): © 1.79(m, 4H, CH,CH.CH,CH,), 3.60(t,
24, J=T7.0Hz, CHOH), 4.34(t, 2H, J=8.0Hz, PhCOOCH.), 7.45-
8.02(m, 5H, Ph).

B. I-4-¥XFBEETEEFTR)-6-B,5-—FEFR)-5-24
FR BT 6 B B,
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AETRABPATEQ L, 5.2 EBR)E—KPRUSEN) T
WGER, R FREO00 £4, 5.2 £ER). RAYRERAZ O
T, BABAEEHIE. HE, XHEE, £ 4CHEHF 16 .
BZRAEBREGVA AT N0 E)HF, THRERE), REXK
%. ZAEREME 6-B,5-—FAFR) 5-TZEARER (L4 3
b RERE ) (400 £, 1.55 EER)F N, O-R(ZFTEFTERL)
LB (1.1 £, 4.4 EER)AZETRA0 E4) &b,
ARZHZEESTRAE 20CTHRHE 30 24, REFmw T Eoibs
(20 £%, 0.05 TER). RSB hETE 16 IF, REFHAT
20C. HEBARFE OCHAFBEREAKRER P, XHRSBE
#F 30 24. AAAMHENE, R fAAKER (05 £) &%k, T
BABRE), RESHT (AKX 2REEF AL (L HE/BR LS
7:3), FH -4 XFRAATARAFTHR)-6-3,5-=FHFH)-
5-Z A kER (460 £ %, 60%), ZHhK.

Re 0.7T1(=R Wht/¥E 19 : 1).

'H NMR(CDCl;, 200MHz,): © 1.08(t, 3H, J=8.0Hz, CH.CH,),
1.78(n, 4H, CHCHCH(CH,), 2.29(s, 6H, MePh), 2.48(q, 2H,
CH.CH,), 8.61(t, 2H, J=5.5Hz, (CH.).CH,OCH,), 4.09(s, 2H,
CH:Ph), 4.34(t, 2H, J=6.0Hz, PhCOOCH.), 5.11(s, 2H, OCHN),
6.70(s é1, 2H, H-#-2x), 6.91(s , 1H, H-x xyx), 7.40-8.09(m,
5H, PhCO), 8.38(s é1, 1H, NH).

IR(NaCl) : 3050 (F % v ou), 2924(F§#% v ), 1702 F= T06( v
co)cm .

UV(ZE) v..(v)202(51500), 220(33300), 267(15150) nm.

SM(m/z (%)) 464(1, M), 270(58, M *-PhCO0.(CH,).0), 177(15,
PhCO, (CH.),"), 105(100, PhCO’).

CarHs2N.05 (464. 57) #4704 9-#1:

i H4E: C: 69.81; H: 6.94; N: 6.03

MZ{E: C: 69.66; H: 7.02; N: 5.92.
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C. 6-(3,5-—FAFR)-5-LE-1-G-BETRETE)-BKER
AR,

I-A-(PHAEXTREFPE)-6-,5-—FEAFL)-5- A FE
(500 £%, 1.08 ERR)HFEmB EH/LHM (360 £5, 9 £ER)
EFEGOES) PHER, ERASWAE20CTHESE3 N, EFHGR
EB)L5REE, AEHRT (AR BEFARL(ZRTR/TE
19 : 1), 5 6-G,6-—FTEFE)5-ZA-1-U-EBEATRAY
E)-BEe (190 £ %, 48%), 246 & HAK.

& 101.4-102.8T;

Re 0.29(=8Fi/F& 19 : 1).

'H NMR(CD,0D, 200MHz): ® 1.00(t, 3H, J=7.5Hz, CH,~CH,),
1.54(m, 4H, CH.CH.CHCH)), 2.26(s, 6H, Me,Ph), 2.41(q, 2H,
CH.CH;), 3.52(m, 4H, CH.CHCH(CH,), 4.11(s, 2H, CHPh), 5.10(s,
2H, OCH,N), 6.75(s , 2H, H-s-z2), 6.90(s , 1H, H-ssa).

IR(KBr) : 3395( Vv os), 1694 # 1637(v co)em’'.

UV(FPE) v,.(v)270nm(11174).

SM(m/z (%)) 360(1, M*), 271(7, M'-0(CH,).0H), 258(100, M-
HO (CH.) (OCH,) .

C20H2sN204 (360. 45) 89 7T & 541

HAE: C: 66.64; H: 7.83; N: 7.77

R ZE4E: C: 66.39; H: 7.87; N: 7.63.

D. 1-(4-N-ZEABRETAEAFTE)-6-B,5-—FAFE)-5-T 1
FEE (3 e b 2) 54 A&

# 6-B,5-—FEFR)-5-CE-1-G-REATEEFL)-BER
(180 £ %, 0.5 TER). N,O-R (FEEXBZ L)L LK (150 £ %,
0.5 EBER)F=XEMB262E%, 1 EER)AWEASLRSH G EH) ¢
MER, £O0CHEMDIADUBR—FTR-_FAE) (202 %, 1 EER)
Avgswh Bl EA)PHER. AHKRAERASHAZ 20C, %k
%, FitfrEBREG 2L (BRLE/CE 1: 9), REA (R X
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k&% s (P 8/ 845 3:97), 53 260 L P ELSH 6-(3,5-=
PEFE)-1-[4-(N-REEBZA-N-FEEEBEEAEZX)TAAYT
X]-5-TEMRER.

BEHFTRANEHZRAETREFNTHRERG EA)F, ZBRE
AR 20CTHHE 24 IH, X, YHEHALLGBL2HREE(RESE
#), REGRENFRT CRY XBKBEE#F S (FTE/BRTE
1:9), %% 1-A-N-ZERETARETL)6-(3,5-—FAFR)-5-
LERER (45 £, 23%), FHMAEK,

& 148-150T;

Re 0.40(FPH/BBTE 1: 9).

'H NMR(CD;OD, 200MHz) : ® 1.00(t, 3H, J=7.5Hz, CH,CH,),
1.56(m, 4H, CH.CH.CH.CH.), 2.25(s, 6H, MePh), 2.41(q, 2H,
CH.CH;), 3.42 # 3.51(2t, 2 x2H, J=6.25Hz, NCH.(CH,).CH.0 #=
NCH.CH.CH.CH.0), 4.11(s, 2H, CHPh), 5.10(s, 2H, OCHN),
6.72(s , 2H, Hauzx), 6.90(s, 1H, Haza).

IR(KBr) : 3485, 3356 #v 3158( Vv yy #7 v oy), 1682 #= 1652(v
co)cm .

SM(m/z (%)) 373(1.5, M “-NH,COH), 355(20, M '-NH,COH-H.0) ,
271(40, M* -NH.CONOH(CH,),0), 258(55, BH "), 257(29, B').

Ca1H3oN4Os. H.0 (436. 51) 89 7T & 241

++H4E: C: 59.00; H: 7.30; N: 13.10

M ZA44: C: 59.40; H: 7.28; N: 13.09.

L34 9

1-Q-N-ZARATAEFTRE)-6-FE-5- TR EER (s
W 3) 58 B

(X I streies4, ¥+ n=2, R'=Z%, R°=H, R°=0H, R*-
H).

A 1-(-ZBAEZEEFTE)-6-FE-5-TERERH AR

WA A 2-ETHRAR 2-2-3-FATRAZABELALHAE
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3,5-—FAEXLALE, bL#af 1LLAFBERNEN 6-FL5-TEL
FeX (690 £%, SERR)AHMSGFE_RER) (15 EH, 75 &
BRYFTHESR, ERARYP THEMARE(NS £4). BRAEMAR
BEHFBEA 14 IH, A, REAERE. REHERAEYT
REKAZ—RKFRA2 EHM)EM. EFELKFHTEFIAGERYT
Fm 1-2BER-2-ZHERXFTARZKR[A Rosowski, S. H. Kim.
M. Wick, J. Med. Chem. (1981)24, 1177-81](1.06 %, 6 E£ER)
PR VABRR-FTAFTARE (.57 £, 3.3 £ER). £ 20T
THYE 4 IHE, FR_EFR02 £4). ANBAREFERE
MEXR(0ER), REARPFEALAER (10 1) &%k, TRER
B)EXR%, FRELHANT (R XBEREEFLEN(KH/TE
1:9), RE#FTHE R (RAY XBEEELAR (AR / BRI
1:1), 28 1-Q-CHARTCARAFTR)-6-FE-5-THE K% (380
£ 3%, 69%), ©TLAMATTEF K,

B. 6-F#-5-Z%-1-2-BRLAKXTR) RERNGE R

BE1-Q-LBAERZAREFTR)-6-FTR-5-ZEEEZ(.74 %,
5.02 ZER)EFTEGO £ THIE®R, Fh IM VRAKTEHER
(7 £41). £ 20CTHHF 4 IWE, ZHERA IM E8RKERAF
pH 4. REHRBARBTHIKAEEELL(RG/TH 19:1), 73
6-FR-5-ZHE-1-Q2-FRATLEATR) FER(1 &, 66%).

¥.E: 120-122TC;

Re 0.25(R45/L% 19: 1).

'H NMR(200MHz, CDCl;): ® 0.88(t, 3H, J=7.25Hz, CH.CH,),
2.28(q, 1H, CH.CH,), 3.42(m, 4H, CH.CH,)), 4.10(s &1, 2H,
CH,Ph), 4.65(t, 1H, Joww=4.5Hz, CH,0H), 5.01(s, 2H, OCH.N),
7.25(s €1, 5H, Ph), 11.45(s é1, 1H, NH).

IR(KBr): 3396( v ow), 3028(F 3k v cw), 2832(HE & v ),
1706 (v c-o) cm ™.

C1sH20N-0, (304. 35) L& 247
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W H4E: C: 63.14; H: 6.62; N: 9.20

WEAE: C: 62.94; H: 6.77; N: 9.07.

C. 1-(2-N-ZEARELAXTFTR)-6-FE-5-ZEAFER (1t
44 3) 894 R,

B 6-FRE-5-LHE-1-C-E2XTCAEAPE) RER (150 £%, 0.4
EER)EWA%H (G E/)PHER, £ 20CHEM=FRME (126 £
%, 0.48 EER)H N, 0-R(RAAZR) £AK (120 £4, 0.44 £
BR), RE#MMDIADUSER-—FTR_FAE) 97 %, 0.48 TER)
AvE k(0.5 /) FHER. REVREERAHIHIT (R)Y X&
IR A &, Al (R A5/ TEE19: 1), £33 300 £ 5 F RLo% 6-F&-
I-[2-(-REXBEAN-XEEABHAXAR) ZAATA-5-CL AR
F, CLRABTREROTEERG £4) Y. EREAKE 20T
THF 4 0, X%, REHT (R XBBREEESL(CLETE/
L¥ 9:1), AELH (BRLE/TEH)ERE 1-Q-N-2EARLETE
EFR)-6-FE-5-ZEAKER (80 £ 4, 45%).

B 276-277TC;

Re 0.25(=—& F/Fi 9: 1).

'H NMR (200MHz, (CD;).SO, 80TC): d 0.89(t, 3H, J=7.3Hz,
CH.CH;),  2.30(q, 2H, CH,CH,), 3.47(t, 2H, J=6.0Hz, NCH,CH,),
3.59(t, 2H, CHCH,0), 4.10(s él, 2H, CHPh), 5.03(s, 2H,
OCH.N), 6.00(s , 2H, NH;), 7.22(s él, 5H, Ph), 9.13(s, 1H,
NOH), 11.16(s €1, 1H, NH).

IR (KBr): 3475 #o 3341 (Vv sy @2 Vo), 1706(V co)cm™ ™,

SM(m/z (%)) 317(3, M -NH,COH) , 299(6, M ‘-NH,COH-H,0), 243
(94, M’ -NH,CONOH (CH,).0), 230(100, M*-NH,CONOH (CH,),OCH).

UV[MeOH, v..(v)]: 205(21210), 269(11200)nm.

Ci:H:oN405 (362. 39) 8 T4 4

#H{E: C: 56.35; H: 6.12; N: 15.46

R E{a: C: 55.89; H: 6.07; N: 15.20.
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