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5 HoFRAREERCuoffE. CooBME. o RER C - RE. C
BEEREEAERAROERE, FECHLE. SLESSAECRE, |
PRSI EERIEE, FAERRMERBERE, &R R SHEQR
BEF&4E—RERS-HtTEnZREAgERRER, RR CofE. G
HIERE. Co RS Co . Co RAERN AR ERRAMEE. HEC

10 _RERFRE, HPOSEANSRENZXRA L,

NEBBRUHET,

HASEAETF, ZABEARE TR o -BEEERBERKENF, EREHMN
X HARBREETHL, FANKEABEE R, Z8. B, THERERH,
kBBt aER. BR. FR. TERI=HZE,

R
R3

15
Hp R, RERHMEXRLE, XFAEXWE.
2. MBRFER 1 TRk, HFEETHBRAFRR HA.
3.MMI\EMAENR 1 R 2 FRid M7, HAESIEE T B 5 &R R
#HAE IR KB
20 A RERFER IR 2B TE AFEETIE. K. AF. TE
23X 5 7O RS A (R R B A0 R K B
5. ARERFIESRK | FrRM L, HMSEETAFBRETERIDNKE
¥, R'A R SHEEMNKRTF BB SRR
6. MBIAER L FrdM %, HFEETHFo-BEEERIDKAE
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4-F ARk i 2k AY 5 & 7 B

FZRABRTR: 4-EAUBKneob 2 A9 8 & 77 &%

1 .

R
NH__R3
2 TR :
R JNHT A

0

HPRAMRPEERC L ofE. CroHRE. C . AREIEERMAH
TR FHEE. SAESFAERE R AR SHEENREFESE—E
B =-Fl LM R R REIF, REC . oRE. CoddlE. C
o AREREERRKFE. SFRESFEE,

ARZIERIAIATE F.

FARF TR C Lo mBERIEFERE 1 B 10 MRFETAEBEM XL,
IR, HNAE, CoomEHERAEXMUT LT —1THE TWEE
EHMETEANBE. PHRERE, FEHEBAATFXZSAMTE, HFHEFEE
MER. FREFDMEAFEFERAHMERLE, FHETEMNERZE. FH
25 T A% ALK N ok M R A E M CERTE )RV IS TR ER, AR AR, FRAERER
HAAE NG EFE)SEGEFECERERE)NER. FE. Fik
B AERFAERETMIERHEE - IR PRMAE, FIINHH C L RE.
CrLeEEENDE.

AR ET X LA 2-PRedsk-4-E(1H-PE i -5(4H)-BR) £ 540 1E 1%
My, N SRR I EPLT(WO-A91/14679, US-A5424450)9 5 PR EEAY
dEE, 4 RIE TN X & FIE T o -EEEEA NI BEE
JE(= o -BrEEEME, RN “IEHE Reissert {k&1” ). HBFEAKBRER
BB, BEEREATLEFBHBEERMKUS-A 5424450, W1E 3). BriLAn
IR B IR b AT E#(WO-A 91/14679,25-26 T1). XEFEMN— 1A R2FEE
BB R B &z EHE, XERERFM, FBHERAEMEMYEDE.

7= & BR A0 B A R 3R = A B0 5 W oY A] SR Y 05 L

% B 890] AR ER | ik gy FiERE.

MEo4NEFHER, EEKERF, EREBEMKX HA BBEBEFET,
Heh A BEEF AEXNE, 4-FRAKMHEOFTEENTRE o -BEEEE
E—#18%, TELSBPEIE, IFPOLIR.
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HeR', RRMRIWEXF L.

FTAE M TT %, AR AT B L &4 R'-C(=0)-R? 512 2 0B 7 E K 3t
17 Strecker R, % FABLE R’COCI BHLFF1BAY o - S EAG AT 512 o -BE R 2
FEID).

EYBRAMAYE, INEE, #:Z4F/EEK HA .

BFMIRGEMAEEENE. B, P8 SRZENSREE. BT
B LS.

BOARXNTEERELYRN 12 58, ZGME 1.1-15 45§,

fENIEKER, BOFOIRMERM B 512, 0%, PR ey sy
B2 WS RRaER.

FAFOHARATRRAPEABIE I EHIEKER, Ha. 28 79EL
TR BB AP X4 B A9,

2 KB B 77 BE BT M KR ] 45 B BT L A 4- SIS IR MR £h (D), 2 5R R N R
SHENBRBEFEEE—BERFRERITC HH

BTt AT i 5 4-RUALOR R ER (1), AR R%% Cl-6 tR %,

RUMBEAFAR 0-120 'C, BIFE9E 20-100 C.

SR, B - SRR e R (1) R B FS 1L Jo Dk s ok -4-FAth FE 2 R BB B R

THUIKIEHIRAT & R BRI, F3ERTFRE.

SEHEA 1

2-T&-1, 3-ZRFBEEAT-2-F-4-BIRE R

(I, R'+ R*=-(CHy)-R*=ETH)

19 9.39 FE(39 ZEE/R)H G & AYERER ZBUER(15.15wi%) Il A 6.80 35(30
EEEIR)TE 28 RIAKZEEFH N-(1- BENE)RBE L M (W@ 1T Strecker & AL M
FERFHIG BB, ARBEEBL 5885.7%). EASTIRESY
AR 50 C, EZBETHHE 3L /NT. KELBHE 1C, ERBRETSE |
/MY SRR A Y, A 10 EF KN A Z BESEiR, 7E 40 C/24 E T T4,

BE: 4.057(58 %)EBHIE, &8 98.3%(HPLC).

SRHEH 2 .
2-T#-1, 3-THE[4,4)F-2-1F-4- BB E LY

2
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ERSTF, 70 T 1540 4h P35 6.88 (30 ZEE /R)N-(1-BUE R 1L 22 ) 1% B ig
WA R 84.TWt%)E A 9.84 30(45 ZREIR)16.7%EE B FBLIS XA 11.7] &% .
KARREYA, FEETE. FBESWE 70 CTHE 1.7 /81, L H7
1C, BZRETHE 1/, RESERAEHAEY, 10 ZH k0 NFER
iR, TE40 T4 EET T |

B3 574 (79 %), SE 95.4%(EH TS

IR(KBr):v=1779;1642:1517¢m’".

'"H NMR(DMSO-dg):5= 13.64(s,2H);2.80(m,2H):1.7-2.0(m.1 0H):

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

"N NMR(DMSO-dg):8=-211.8;-219.6(47 #: N-Z BE3 %),

e s 3
2-TE-1, -ZTRERBMHLATE-2-F-4-FRBE SR
(1. R'+ R*=-(CH,)-R*=ETH)

ERSMZERT, 1% 6.88 T30 EE/FIN-(I-FUEF LR )REEKERER
84.7wt%), 273 EEIKFABEM 90.92 I ZERE /RS BET 14.33% LM EH

RUELBI ™Y, B0 ZBFIKSHEFBIER, 740 T4 ZEBT T8,
B3 3.04 7L(44 %), &1 99.7%(HPLC).

SEHEH). 4 |

2-T -1, 3-ZERPIBM4A]T-2-K-4-FiREmiy

(I, R'+ R?=_(CH,)R*=ETX)

ERST, # 688 (G0 EE/RIN-(I-FEFXE)RBLE S R(SE
84.7wt%), 16.66 FILIK T BEFI 10.06 T2(39 ZEME/R) P 8 #1 & 69 14.13%4L B T B
V& R T AR E [ 37 8 B (TR TE), AR E —RF %Y 100 CHAFEYHH.
(115 CHEHL 2.9 /METEHIRE WA HE 1 C, BiZBETHE | /8t. K5
EULE H B4, R 10 ZF KA E TEMKE, 7£40 CR4 ZRT T,

1|3 4.93 (66 %), B & 92.7%(HPLC).

SKHEBY 5

2-HE2-BHTHE

1% 40.0 (800 ZE/R)EAMB T 18 EFK. EZTBMASKT. B LAY
FALEIF R IOA 47.5 32(880 ZEBE /R ALK 7E 70 2 FH Mk & /K i i1 (0.92 EE /R NH3)
118 ZEF KBRS FHER,. HEA 2025 COKB)TEMA 51.8 35714
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EBE/R)T IR 76 EF PR LS FHTRINBEY. LR NBAYESE T
P2 /B, REMHKE 60 C, EXBETREN | I, BEE, REEL
VIR 200 EAZEBRER—K, ABH 100 ERA - EBEERFA K, & 31y
AIRE 20 BB TR, Sk, ARTERHRA 700 8K, FENER
EEEATE L. TBH—S055.

BE: 94 % (GC).

SEHEf 6

N-(1-FZE-1-F ERE) KBt

(I, R'="Z#, R*-BE R =-FETH)

EZERMBAKTH 39.6 (389 EEFR)ZZHEMAT 350 5 2-FE2-F &
THBI PR (KIES S H118, H£ 357 BER). KRBT 10-25 T4
FTT 1B ABMARBRE, AEGFS(SZERLE). SHERE. #BE
RIREYMEZETHEESE 2 /B, REMA 100 ZHK, DBEIE. HHAEE
100 ZH IN EERBER, RIS 100 BAKBEER, 220 EREMHTE BREHE
IKIFE G B 2 T e 4s. .

B2 50.2 TTiH, AE(GC)86 % (FAGI FIIL{H 66 % ).

IR(I®): v=3305; 2230; 1656; 1535cm™.

'H NMR(DMSO-dg):8= 8.13(s, 1 H):2.14(t.J=7.3Hz.2H):

].8(m,2H);l.52(s,3H);l.4-1.5(m.2H):l.29(m.2H):
1.29(m,2H);0.98(t,J=7.3Hz.3H):0.88(t.J=7.2Hz.3H).

S 7
2-TE-4-Z F-4- B E-1H-3 i -5(4H)-B & 8L 4D
(I, R'=Z& R=F& R=FTH, A=Cl)
ERNTHE25.6TT16.7%E B RBLA IR (117 ZEE /R HCI)FI 53.8 5 FI (2
5 F i THR)IRE W R AYSSHIS 6 #1889 19.05 35(90 ZEEE /R)N-(1- B &-1- P EF
H)REERETE 30 C T 6.5 /N8, FiSM B ERQERNE KIS 377, it
EATEaIRE, A 10 ZERAKSHMABEER, 7 40 CTR4 ZE T Fie.
BER: 538727 %)EE&EK, SBMHPLC)99.5%.
IR(KBr):v=1779;1638;1519cm"". |
'"H NMR(DMSO-ds):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 3 H);
0.83(t,J=7.3Hz,3H).
. >N NMR(DMSO-d¢):6=-215.4;-217.7 .
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2-HME2-FEERNIE

7E B S T35 40.0 (800 ZEEE/R)MALEAT 47.5 (880 EE/R)RIUKERET
196 ZEFERE, REEZBTT 15 HHAHEMA 87.5 =(T14 B R)ZBEER
76 EFREESTFRTB)RSY. iILRNREYEZERTHEF 1 /D, 7S
EhnE 40 C, FEZEE TR S.S /e, BE2 CTHRE2X. FRigay AN
e SE T BB, EESHER 35 CTHIERKREES 1/4 =, B
W EE(ZY 100 M)A ZEBEHRES 400 7, FIEE—K. KBETO 43 F P 19]
FFBR BRI EBERPIMA 114 (1.1 HE)ER, WHEGEE. LBE
KRB ESE, AAESE L EEER. FUEYR 50 R ZRIERE, HET
100 ZEFK. S S ALk IS BOH %K 7 B (pH~2.5)18 75 2| pH8.7, SRIEFR 3 ~
100 BF ZEBER. SFOBTERYA 20 ARMATR, AEAZEL. 158
Sy EEFRHIK 1S EFPE, REBRAEREET.

B2 5623, GRCHNMR)S3 % (ETFZBHE. MET 45 % a9Eie{H).

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).

FEHEH 9
CON-(1-0EE-1-EE B R B

(ILR' = H & R>=F#, R=ET &)

EES. 1223 CTF, F5548AMS58R 2-FE-2-FEEFIF(EEIER 8
#(48, 4 0.34 FE/R)FI 38.1 F(375 EEE/R)= ZHKTE 280 HoHREPAEA
FAA 46.1 (375 EER)RBR, AEB RS ZERLEITE. Lk EME,
HilERBEASWESH TR 2 /6d. KREMWA 100 EHK, HEEHE. B
¥ 100 ZF IN 2EF 100 EFKBER, H 20 HELEN TR, RBTEKRSSH
BT 50 C Tl JTak 400 RRBYCKEER KRS ER 84.1 7). H
230 EF BB Z B Z B/ T (70 VELR, BHIER, 22 5t P FE A i
w5 S0 EAMCHMERE. 7E40 CROEBET TR

Bz 317 BEALEETRERE MET 84 %aEIRE, S EEIE
SROBE: 66.7 7).

IR(KBr):v=2228; 1657; 1539cm’’.

'H NMR(DMSO-dg):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).
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2T E-4-FF B 4-3EE-1H-BE s -SEH)- B E AP
@, R'-FHER=-FER=ETE, A= Cl)

E RS T 8.49 3530 ZEE/R)EMRF 9 H1FHY N-(1-FE-1-FE 2 8) KB
7£ 9.2 & 15.5%iL MR BLIE (30 ZE /R HCI)HI 33.3 HRR(ZSTHTRIRES
My eh By 4 R A BN 50 C, EIRBE TR 3.25 /e, KSR BB ERER
BEEETHELR, BEESOC/IN6ERTREET. HREWAT.76 )T
ZETREETF 30 ZEFAEE 1.25 /M. B mESE T, VA I0E
AR, TE40 CTR4ZEBTTE.

B 547 EEGEE SBETHNG % ETEER, HMT 67 %
Rt HE).

IR(KBr):v=1787;1633;1517cm™".

'H NMR(DMSO-dg): 8= 14.0(s.2H):7.3-7.6(m.5H):
2.99(1,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).

15 NMR(DMSO-dg):5=-213.5;-220.0 .
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