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Rz/ NH* A
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HFR'MRPEER C LoiE. CroHFEE. C i, HRESEERAH
R, EFEE. FAERFLAERE, SR AR SHEMNKETFESE—E

T B = -3 & TOAR 0 B A 1 1 B Bk 3R B 2% 38, R37%C1-10'k7dﬁ§\ CoioiilmE. C
i ARERIEERRANETE. SHESCTRE,

AREBRHPAET,
HEEBTET, ZHFEER TR o -BEEFTEBAEIEKENN AL
R1
R3
N=C Mh<o I
RZ

He R, RRERHELRL, ERABEMRX HA MEBRGFET, Hb A
E X 0 k.

2ARBENFAIER 1 Fridpy s, HIFMEET HERER HA MERRE B S NR.
Bk, PR, FHERBRN=F2IK.

BARERAER 2 FraR ik, HIFMEETEHRA/ERER HA .

4 BFAFER 1-3 Z—FTRMF %, HAIFEETEBFES K ENEF
B FEIE K.

SAREBBRAEKR 13 Z2—MAM AL ERFEAETHE. 2B WE. TE
B 5 TN B R VR R BE A FE 7K IR 7).

6ARENFER 1-5 Z—IidM ik, HFEETAfEc-BEREEBID
&9+, R R 5HEMNREF— &SI RS 2 5T,

TARENFER 1-6 Z—iRM T, HFEETAE-BEEERBIDY

WEMF, RE C k.
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CANE I

4-F ARk EL B0 & T IR

AEBABRTR: 4-ERPKMemEh A& & 77

| R _NH__R3
/
0

HPRARZHEC LohtE. CocBAEE C 3. M E BT EEHY
EH TR THAERFLELEE AR R SHENKRETFESE—E
¥ .= - Bl H JTA B S 1 A0 B B 3R B4 R, RPEC . olE5E. CLimE. C
S HEEFAERRNFTE. FRESFTEE,

ARERHHAET.

FRMTRY C o mEHEMEAE 1 2 10 MRIEFHESMTENE.
RIAURE. HMEE, CrLofEREMRETMAME LH— 18RS PR
HEMTHENHE. FHREE FEFERRBARSHTNFTE FHEEE
MERE, FTHEEFERRESERACNEREEE FRHERTEMERLE. FE
B AR BGE I S M ECERE) SR ER, BN, FREREY
EEBEEEGHEF LS ENEPFECERERF S MER. FE. Tk
B OELAERFEERETIERTE —IRETBRAE, AIWHER C ki,
CraftEERKER.

FAAL S Y B T IX L B9 2- DK v Bk -4 (1 H- R -5 (4H)- B ZE 25 ¥ 7 1
My, G0 SRR T HLRI(WO-A91/14679, US-AS5424450)0 5 P R EEH
sjE ik, 24 FIE TN XEEH & Bl o -EERB B N A B R £
BE(= o -BREEEE, FRE “P5iE Reissert (L&Y ), HIEEEIKMRENEE
LR, EEREATILTBEBEEEBR(US-A 5424450 , UiifE 3). BEILH
IK BB B YR FE b A B #(WO-A 91/14679.25-26 T1), XL FEAI— TS BEFER
BB R N &G A, XERGRFH, REOVSCREMMB KRR,

AKRFR BB RRBRETER D EYEE R/ T IE.

% B WA AR SR 1 BTk ey LR F.

MES NFAKRI, FEIRKEFF, ERREFMKX HA BREKRFET,
Heb A SBAEFAEXWNE, 4-FAKMMKISOITERNTRN o -HEZE
& #1838, T/ EFEE, TFFMLREK.
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KR RRARHELFEL.

T EB AT, BN RELEY R'-C(=0)-R* 5% ERMER A E/K#
47 Strecker [ 7, ¥ FABE R’COCI BHLETBH o -BEB A HI15 o -BEEEE
& (1I).

THEBMAEILER, WK, #iEsAERKHA.

RFHEFAEESNE. FK TR ZHSCBAFERNRK. BEH
.

BOYEENTEERERYREN 12 48, BFMNE 1.1-1.5 HE.

Ve RAEKER, BFMEFAEEFE WFE. PRI ZHERMNENS0E
HBER, m_EPRENBEN.

EAFHEARTEREPRABERENIEKEN. FEE. 2B WE
TEMRRBEAN T AR XHERNEH.

7 % B i) 75 B 0 0 b R ) & MR IR LA 4 4-E AR PR ER (1), H A R IR
S5iHE KRR TS ST —ER B KRB 5.

BT R T 41 & 4-E ALK MR ER (1), EF RE Cl-6 fi .

EMBESMAE 0-120 C, BIHFARIE 20-100 C,

ook NG 4-S A DK B ED (1) P BRUEE 1L R B i k-4 - BRI 7E A R B RO TL B B .

THIEHER MR T AKRBEFENIE, FIERTRE.

L 1

2-TH-1, 3-“HLEBMA4)T2-F-4-BESEMLY

(I, R'+ R?=-(CHy)s-R=IET %)

% 9.39 75(39 ZEER)H &5 AR BB R (15.15wt%)IlA 6.80 TL(30
BEFE /R)TE 28 K ZBE A9 N-(1-BUEE IR K3 R BEIE (813 Strecker & LA
R ER S 1-EEREE, RAXBER L, 2857 %) EAKTHERS
IE] 50 C, TEREETHIE 3L /. KRERHH 1C, BRRETHE 1
ANEE. ST EEVLIE HEITEY), B 10 BF KIS H ZEERIR, £ 40 T4 ZET TR

1BE: 4.05 (58 %)Lk, &E 98.3%HPLC).

SEHE ) 2
2-TH-1, 3-"HAZLE44]T-2-F-4-BBpEELY
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(I, R'+ R?=-(CHy)-R=IET#)

FERIT, 70 CHE 15 534F P 6.88 52(30 ZEAE /R )N-(1- 8L IR 020 7% B
BR(EE 84.7wi%) B IIA 9.84 T5(45 BEE/R)16. 7% BMAERRM 11.71 BX
KRENREWN, FEENE. BEESWE 70 CTFHE 1.7 /8, BH3)
1C, AZBETHE 1/t RETEARELG=Y, FH 10 ZH KL HFE
Ve, 7E40 C/24 ZE T FH&.

/I 5T4T(T9 %), EHE 95.4%(H E 5 ).

IR(KBr):v=1779;1642;1517cm"".

'"H NMR(DMSO0-d¢):8= 13.64(s,2H);2.80(m,2H);1.7-2.0(m, 10H);

1.34(m,2H);0.91(t,J=7.3Jz,3H).

"N NMR(DMSO-dq):6=-211.8:-219.6(ki #: N-Z B % 1%).

SETE i 3

2-TH-1, 3-ZHFE4.4)T-2-F-4-FIB S EY

(I, R'+ R?*=-(CHy),-R=FTH)

ERSMERT, ¥ 6.88 T30 ZE/RN-(I-BERRE)RBEREREE
84.7wt%), 27.3 I/KFEEH 9.92 (39 B R)F 4519 14.33%E B BT/
B IBIEH 44 /0BY. BIBEYRHI 1 C, HXEETHE 12 /8. KRET
BULR ™Y, 10 ZEFKAHZREEMS, 740 CR4EE T T,

&R 3.04 7(44 %), HE 99.7%(HPLC).

SEHE 5 4

2-TH-1, 3-ZHHFMB4,4)F-2-1-4-FRB S84

(I. R'+ R®=-(CHp)sR=IET &)

ERAST, ¥ 688 R(G0 EERIN-(I-BEFRNE)NE KA RS E
84.7wt%), 16.66 SLI/K T BEF 10.06 77 (39 2 /R )5 1l 2 1Y 14.13% 20 T B2
RS R IN A E B R (B ), MEBIRE —iAF14 100 CBEA =4 it
(115 CHEH 2.9 /N B G HE 1 C, HIZEETHE 1 /0. %BE
BULRE BB =), F 10 ZF Kk H TEEM K, 7 40 C4 ZE T F42.

BE: 493 75(66 %), &8 92.7%(HPLC).

SEHEH 5

2-FHE-2-BETHE

F 40.0 7E(800 ZE/R)HALMA T 78 ZHK. HEEEMEAST, KLY .
AALERIE TN A 47.5 (880 ZEE /R )AL S 7E 70 2 FH otk S K 7 18 (0.92 BE /R NH;)
118 ZFKMIREYFRIER. BET 20-25 COKIB) TEMA 51.8 (714

3
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N,
D

Eii

ZRIR)T B 76 BFRB(Z S5 T FRMIESY. iR IR &Y= E T
A2 /NBE, RIS IMMEA 60 C, ERIRE T RSN 1 /8, BHE, RUE
YA 200 ZEA ZEEBERER—K, %S 100 EF ZEFRERFK. &Y
RYLMEEZ 20 TERBRM T8, T, AZSFRMBR 700 BER. FENEE
ATEERATERL EFH#H—S00K5.

BE: 94 % (GC).

o) &k

op =

SCHER) 6

N-(1-#0E-1-F B0 2) B i%

(II, R'=Z%, R*=HER -FTH)

EERMASTH 39.6 %(389 EE/R)= LHEMAE] 350 3 2-EH0-H &
TR _RFRBBCECHER S $18, BZ% 357 ZEIR). RISTE 10-25 C (4 H)
TF 1 /0B A B, REEIT R ZEEME). Y85, B
PR EYIEZER T EE 2 6T, KEMA 100 EFK, nEHM. HYLHEE
100 ZF IN 2EBME %, REH 100 ZBFHAMR, 2 20 TR TIR BEE
TR ST B2 F k4.

BE: 502w, FE(GC)86 % (FH FHIL(E 66 % ).

IR(BE): v=3305; 2230; 1656; 1535cm™

'"H NMR(DMSO-dg):5= 8.13(s, 1H):2.14(t,J=7.3Hz,2H);

1.8(m,2H);1.52(s,3H);1.4-1.5(m,2H);1.29(m,2H);
1.29(m,2H):0.98(t,J=7.3Hz,3H);0.88(t,J=7.2Hz,3H).

SLrEfl 7

2-TE-4-ZB-4-F E-1H-BK M -5(4H)- B S\

I, R'=Z& R=H%E R=FTx, A=Cl’)

ERASTHE2.6% 16.7%3L BRTA B 7 (117 225 /R HCI)F 53.8 AR (%

o7 F T HR)R A o 8 SR 6 %1 & 9 19.05 T2(90 Z B /R)N-(1- B &-1-FH &7
) BETE 30 C T HE#E 6.5 /NAf. FRiB gy BB B IR TE K48 P . T
EHTHERE, 10 ZFKSHMTERE, 7 40 C 24 ZE T FUe,

1BE: 538 (27 % )E G RIE, & 8 (HPLC)99.5%.

IR(KBr):v=1779;1638;1519cm"".

'H NMR(DMSO-d,): 5= 13.71(s,1H);2.87(m,2H);1.7-1.8(m,4H):
1.43(s,3H):1.37(m,2H);0.92(1.J=7.4Hz.3H):
0.83(t,J=7.3Hz,3H).

>N NMR(DMSO-dg):6=-215.4:-217.7 .



10

15

20

25

30

35

SCHE ) 8

2-BHE-2-FEFHE

R T 40.0 TT(800 A /R)WALGIF 47.5 F(880 I /R AL EE BB TF
196 EFHFEE. REEERTT 15 08ABMA 87.5 (714 Z /R BrE M
76 EFRB(ZNFRHRTRIBEEY. itRNBESYWESE TR | ZAN: N
JEIPE 40 T, FERBETHRFF 5.5 /NG, B 22 CFHE 2 X, FEMAN
BEBBEIHBHTE, EESHE® 5 CTEERKSET 1/4 &R, Hi
US. BRUEW(Z9 100 B)AZ MBS 400 %, BEE—K. RSE 70 4154 A 1]
PIREEBELEEBTMA 114 (1.1 X8)58, 426 E %, LR EY
ERKFE T BB, ATEPE L - E®K. FTEYE 50 B BGS, FET
100 ZFt7K. FiEE AR I MR %K B W (pH~2.5) 18 35 5] pH8.7, SK/ZH 3 x
100 EFZBER. AFMBERYA 20 SHEHTH REESES, % 5%
HYBETRRK SEAFE, REEASKEET.

BE: 562 7%, &8(HNMR)S3 %(ETZBE, MET 45 % 0B E).

IR(NaCl):v=3378;3313;2224cm™".

'H NMR(CDCl;):8= 7.63-7.68(m,2H):

7.30-7.43(m,3H);2.08(s,2H);1.74(s,3H).

SLHER) 9

N-(1-#(E-1-F 2 )R Bt ix

(LR' = XX R=BE R=FTX)

RS, 1223 CTF, F 554057 558 -FHE-2-FENECEC S 8
WA, 29 0.34 BE/R)H 38.1 (375 BEE/R)= ZRETE 280 54 BR 5 T B9 ) R P
AN 46.1 7L (375 ZEEE/R)RBLE, A B k(= LEFAEWT Y. Y ERE,
BB EYWEZB TR 2 /Mot RIEMA 100 BF . TEEM. BHL
THF 100 ZEF IN EERH 100 ZFKBEE, F 20 HRIBL 4 T 1% B J& 7E 7K R 5
HZT5 50 CTF#%S. 374k 40.0 RERBYCREEELEE S 84.1 &), H
OEFABEHZBRIEE/FACHET0: 30ELR, AHITAE, LT HE RS
U, RS0 ZBFAACHBER, 740 TR0 ZE T FI,

BE 7 REGKKETELERE, HUT 84 % BB iE, SN HEE A =
mAT R E: 66.7 7).

IR(KBr):v=2228; 1657; 1539cm™.

'H NMR(DMSO-de):8= 7.3-7.4(m,5H);7.03(s, 1H);2.15(t,J=7.6Hz,2H);

1.77(s,3H);1.55(m,2H);1.30(m,2H);
0.89(t,J=7.3Hz,3H).

5
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SCHE 10

2-TH-4-BHA4-FE-1H-HK-54H)-F S 81D

I, R'=FZFR=HER=FTHE, A-Cl)

AR T 8.49 530 ZEE/R)ELMEHI 9 #1589 N-(1-8E-1-F 2 7)) LB
FE9.2 7 15.5% MABER (30 ZE /R HCHM 333 R BB (24 T T8RS
VIR RMHRE 50 C, EREE TP 325 /e, AWK ENEBEERCR
BEZETHELIR, BEESOC/N6ZEETEAET. BEREW(17.76 )T
FRTEET 30 ZFATMEZL 1.25 /M8f. BERBEIHERSIE, EHHAI0ZE
FHAERGE R, 7E40 C/24 ZEET T4

/R s4TmHBEE SBEESNS v (ETEERE, HUT 67 %
RIS 1E).

IR(KBr):v=1787;1633;1517cm™".

'"H NMR(DMSO-dg): 6= 14.0(s,2H);7.3-7.6(m,5H);
2.99(t,J=7.5Hz,2H);1.7-2.0(m,2H);1.85(s,3H);
1.38(m,2H);0.93(t,J=7.5Hz,3H).

N NMR(DMSO-d¢):8=-213.5;-220.0 .
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