& AL U BR T U B PR U 1T A b M B B B EE

BAM F B ERE Fx%

(GERK 2 2R
. BROBAREWIERIEARKOER, XRE A EHRBOIRE B LA, X T HE
BESEEUREMEENERY., ERXERE, XTREVETHERIBNOFERNSEL

FEHNBERRUMERBRZORE".

ULEER, Overbergery PHARIRZFR BT | AHEEMARER Y N-FE LR R, FH A
AT E&RABFEEBRRTETEWENBEWIRIHE, RELE™ RR(THEMN-
LIBE), BIAARATAREP ZFAW (HBT) MEERERS N-BET —BIEK (HOSu)
K N-BH-5-KA -2, 3-N PRk (HONB) MiEHER—#, NEKRS, Ehi—1+
SEBATEEY N-BEEAEN, 7R 5 AR N-BERRAY. stih, EXR—AMREF
HIO-BE AN EWESL T, BERRS N-BEREONMEE=CRAMMAN T, £ O0-
Bt 210 [ B M T B FRABRZEY O, N- BB R e, FEXWA BRI 2R b, ROV AR
T IRBERE IREE AR A HLEe A M TR (BERRER )1,

YRR ek N-Br bR O-BR 2L R B WF R4k 8%, ROV FFIR T HFWIR AL, RIE S
X #T B R A B R U ROTA Ferh, SRR BE T — RPFT AR RO 5 35 R LL & B — M R A 2R,
R A B 25 7 PR e B fea Bt s 5 177 A M O SR B

AR ORI B A PR B e B s T A RO B AR R B R A A R AL R 5 R B = RO 1) DU
VeBERL, 1, 1'-(HF Z FB ) RED = R i 48 3 SR, AR Brik B R A HrI ¥R

EZAT, XARRUT DNA 5 RNA SR AMBRAYKFIT R, RESL
M ZEAMNWER., FERERIAHELRED, XERPHNERELH - TRNS
h, BB &L 2, - RREMENSHR R, EZREXBE - HHnBRRLHK
BRET B AL 3-R R T BRFT AW M RSB

- x B 8 %

B — PMHBERSBOT: N-(I',3-XBE-2-FR-2-KH)-2-( R
£-1)FE:R (Ja, HMPTPA),

FERPREMA 0.792 7% (4 B T) 89 2-(Hafrmgne &-1) W& (TPA), 0.476 (4
ERST) XB =FM(HBT) 120 ZF _EHEFRK (DMF), B ERBRISEERSE,
FEO0°—5C T, MA0824 W (4ZERSFI)N N, N-“RHREHEEK_TK (DCCI), %%
0—5C, FEZRTERAM 2 /Nbf, RIEEMA 0420 38 (4 B T) 2-HE-2-FX-1, 3-
RNo®., EEB TR S5 /MG, ET#BBRE N, N-ZIRCHER,/5%&E DMF &, ™

A 1984 4 10 F 26 B H), 1985 421 A 20 BIRBIEHNK.
191 B = @& #® 1549




1 WEBREROHEE R T RE

5 ¥
b ® A (::;?) ) ”ow # F
i 3
o gl [P L H U9/ 5 B (%)
C H N
1, 189.5--190.5 | 269 12080 76.4 | CuHWNO, | 203 671 | 14.73
L 192194 | 264 12180 65.3 | cuHuN,0, | 870 1 6.3 1 12
1, 151153 | 269 11800 643 | CuHN0, | 202 | 671 | 173
1, 137—139 264 12520 73.6 | cun.N0, | .70 6.2 | 13-
R2 REHVEERRTRIT
7T x 5 ¥
ol 3 N
%xay % 78 an 4 F R i+ X @& (%) x WM & (%
C H N Cc H N
w, | 67.9 | o0.08 (CaoHuiN;0,) - H,0 55.42 | 5.34 | 9.69 | 55.02 | 5.14 | 9.43
v, | 73.0 | o0.05 (CuHuN:O)) - 1/21,0 | 55.60 | 4.91 [10.23 | s5.44 | 4.72 | 9.89
vo | 6.0 | 007 (CxeHuN;O;) + H,0 55.42 | 5.3¢ | 9.69 | 55.42 | 5.18 | 9.36
vo | 637 | 0.9 | (CuHWN,O) - 1/2H,0 55.60 | 4.91 |10.23 | 55.24 | 4.77 | 10.45 -

A MERE DMF di,3kBE% 0.5g/dl, 30°C.

RMBEEBRERYT (25 X 400 BX) oEsit. HAERIRIEIERN, FhR%BG%E
B &4 HBT. ¥ HBT BRRE, Bl AR ISEERN, B ERGROMkER S, WEH
=¥, REBN, MRAMEFHRES S, NEF 0871 F (76.4%) WEGBLEH, mp 189.5—
190.5°c. NMR(DMSO-d¢); ppm, 1.19(S, 3H, CH,); 1.41(d, 3H, ] = 7.4Hz, CH;CH);
1.78(S, 3H, ThC,—CH,); 3.47(d, 4H, J=5.4Hz, 2CH,); 4.59(x, 2H, J=5.3Hz,
2HO—); 4.81(q, 1H, J = 7.0Hz, CH,CH); 7.44—7.48(m, 2H, ThC,—H }; —NHCO—);
11.19(s, 1H, ThN,—H),

HEREDHLRSE, N-(1,3-RBE-2-FE-2-BRE) -2-(REREE-1) R
B (b, HMPUPA), N-(8, F-RBZ%)-2-(Minmne - 1)REE (Ila, HETPA); N-(8,
B-MBZ&)-2-(Regne -1 Rkl (b, HEUPA) HA[KE. HENERME 1 FUR.

RAEE SHREEA—RIRSBLT: 055247 (15 BRSF) B9 IPBBT,
0.85 BH (1.5 BRAF) W=ZEHAT 25 R DMF th, RAEMA 1.5 BRSFH_TREEA
th 18 O, 7E 60°C THERERRE 48 /B, BEE R R S B ZE 600 2T /K®R 400 FF PR, d
BRI, AR PR, KESTHR, ERAYHLEELMW/ LR DMF/ K&

s,
FERSRBNGR, =K % RmBERWE 2 Fix.
8% 5 #
B AT RATLLBTATE R N-RB MO ELRE F kv, S _TthakI R I & "
1550 B 2 & #® 1985 4F




o
]
R N
I 2N
| + —N==Cm=N— +10O N
o” N \n/
|
CH,—CH—COOH H
R—CH, TPA 1 HBT
o
|

R=H UPA
Ny~
. o/ T + (@—NH ) co
CH,—CH—CON :

CH,

)
HOCH,— C—CH,0H HOCH,CH,NCH,CH,0H

| —HBT H

NH, / \
CH,
I
HOCH,— C—CH,0H HOCH,CH,I!QCH,CH.OH
|
NH C==0
- ! |
‘ C=0 ca,?::a
|
ca,clm Oy !/N\ M
°\(N\/H HQVJ\
HN i Ru
N\Rr o
[ I
o
I, R=CH, HMPTPA I, R=CH, HETPA
I, R=H HMPUPA I, R=H HEUPA
B 1

BEDI =R EE R RS, BIUED =AW ER N-BE4AY, 555 TPA & UPA %X
SRS T/ DCCl MEERBERMBRA TPA K UPA MEPI=RMA SRR, R
. B E— R, 2-RE-2-HE-1, -R MR RRR, B e, Z RS SImA, 8%
Rt N-BEE /b B2 #2285 V48 5 B B B 0 ik, an i 1 B,
MESKRRETEN, REERBANGRE, BRETA, XETEENEIANNEE,
LB, CBOEERRS . efmEERETEIFTIERL P,
B AR RSN EE (UV) & NMR BRI ITSIERS Trh& 8 KB &, Mk Rk
IRAEDE R FFIE R Wi, 7E 269 B2 264nm b7 Ama HYSRSMRUCEE, X T Ia K I 84k, E4]
# NMR #& 23 ThC,—CH, WETALT 1.78ppm R HEk;#E 1.42ppm AN EEER
f£481 8 556ppm MENEKEKRT CHCH EHMEF. % 7.S5ppm LRAKEART
ThC,—H RAE11.2ppm BJHEENFET ThN,—H, % F Ib J IIb 3k, 7E 1.4ppm SLAINE
' W 7E 5.09 B 5.50ppm LEVNEHEERT CH,CH XHl; 7550 & 7.60ppm #hAIE AN

% 19 B2 B # 1551




o o
i } o (o] CH, [

/ C\ /C\ (C,H,),N,DMF l ‘ |
| O NH

|

IPBET C==0

|
CH,CH v

°\/
“N\J‘

IV, R——CH, -
IV., R=H

O

(C.H,);N
IPBBT + 1l ——»

— —(—c\ @ y \0 /ca,cx-l,rfcu,ca,\o +

C=0

]
cn,ica
HN

f
o

N\gr

v. R='-CH’
Vb R==H

2

E%SERT U,—H X U—H R 11.23ppm LRRENEART UN-H, b, B 2-
FE-2-FE-1, -RMER_IBEMEMBRN_ TR EASEBRAREN N-(1, 3-8
£-2-FE-2-FERE) RN-(2,2-Z28E) A THK [, £ 3.46 ppm pREMHETRH
XX 459 ppm LW =BRHBETHIRE. XTHRE U, £33 F 35ppm LHFERK
PRTREERE 4.6 X 4.8 ppm RFH NS EEE TR IMNARENRZE, EMAEKE-
FOR B R5E & —CH,0H & —CH,CH,0H ENRMRENEF,RI6LF 4.59 5 4.6 2 4.8ppm
LRI IEE B B W5, Ta#E 3.63 ppm HNEZH—4 DHO MMk, XHIFRBHAKER
TIPS B,ED 1, 3-=R%-2-FHE-2-IRER 8, F-“RCERU— I HRENE KRS
BiRERT 2 ABRE . -

KA, fE T NMR #@8 L, REMREFRBANOKRIMARAKNACECBERHT
REDYNEBEFOBKBNC - NEBFREROSRGCEEX. Bt 2-(RrEneE-1)R"Ek
I 2-(ReEme - 1) R B N8B B R 2B AR,

B8 ZN ARSI, RNAREY 2, Rk, RERRANERERK
(BEiz-B2)W IR —HBT @ AT ARG RMITEMTEYNRE.

WM R, 1, V-(BIE  HRe R )R =8 (IPBBT) Z& DMF ENR=CZKEFE
F5—cmi¥tk,1n HMPTPA, HMPUPA, HETPA & HEUPA TSR, NEB34E
MEKE (IV) & (V), w2 FR,BiERERMNERFITE 2 b,

FREREROGQAKBERRK, 8T —HITM (DMSO), DMF § N-HE&It& & (NMP)
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B, MABET KR —ROBE LA FIME R, CBROEERE D,

X (V) X (V) 4 #H1% NMR S ETESTHNEE. REKMN 2-(MIRNER
BE-DRBER 2-(FWwe - D)RBENTH HFIERGESERBENLEABELR. A%
RS (IV) # NMR j#@ L, frF 4.60 ppm SGELARZMTouE 8t (1) MR ENEFRK
W& ,if7E 4.50ppm ZHB—AFHBE, R TEEBKAKEZRKE (—COOCH,—).
SR M,E TR BAK (1) B NMR EES, AT 4.8 & 5.5 ppm SR N AR FRBA 2
3, %A (V) B NMR & FIE MK, 3.87 & 4.50 ppm RNEHWN LRI A, T
SP3BT —CH,—N—CH,— K —COOCH,— HIRFERFHRK M, o, R RE

B B NMR AL, FABRTREENR HBT MU ZBRRERGFEREESEHK, TK
SITE B SEBNRITEER .

M EREEE RN AR SR IPBBT 5 — TR B ANBERR N S, BT RIG
PR & A BRI AT EWEAIMENRE, RAXERERILEMERSEOREER
WS, M-SR RXEREYME NGRS BRTERNBEXAR. AXXLEHD
T, EERMNIEZEHET,2XHHITRE.

£ X X W
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