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BT SRRRAEZRRERPMEEIFRERNER 1 FialtesRs
&P 2% EINTT Rk,

(Ry),,

Hrh,

R, % H -R4-Rs EZ"I‘I(R7)I‘I(R7)R9?

R, % B: -N(R,)R(O-Ek-OR0-, HF Ry H C,; Wit

R &-COR;;

R,&B F. Cl. Br& 1, m%F 08 1;

R; % B R, 8k O-C 4 i %

R,=H, -C  %t¥, #&, F. Cl. Br 8 [ BRI EEER 2-Emy &L,

Roi% B H, -SO,R,,, 2-RHtBEZEEL-COR,;

RyEH-C gk, XE, INEEFEREFRE, ZHEEREFHE, 24
TREE TR, 2-Byy A F R A e 3-mtoE &,

XEERE;

TR -

3 R, &-NHNH, i, R; A& O-C, ki,
RERFEK 1 FFRWEY, HF, -COR, EHZE 35447,
MBERAER 1 K2 rRHEY, ¥, -COOR, EH#E 3 1.
MERFER 1 FANLEY, HFHm L 0.
WMBERREK 2 FRLED, EPH m £ 0.
RFEFER 3 FFRHEY, P mE 0.
. RE\ERFEX 1 rRikay, % E.

(a) ZIRAUNN-Z[3-3RE-1-Q-BW-2-E-2- K ZE)M eSS 2% Ll
CIE:F:A

(b) /,%ﬂ: 1-2-ZFE-2-H L F)-3-2-2-Mre E) B RS ) e K 25

\]O\thl\)
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WATHI 3,

(c) WL 1-2-ZEE-2-HZE)3-Q-XFRE)ZEHRERE)HIEHEHAY
% BT 5,

(d) ZR4 NN-Z[3-3RE-1-Q-FXK-2-H Z2)- 3-SR 25 % L
N

(e) AL 1-(2-FFE-2- R ) 3-(ERE)MEHHEAS LT,

(f) |4 1-Q-Bwy-2-E-2- 8 ZE)3-(FHEBEMERE)WEERHAAE L
ATy 2,

(8) —VRALNN-Z[3-BRE-1-(2-(2,4- ZFHFE)-2-H ZE ) i 1 B S H 2 %
AT,

(h) B 1-2-FHE-2-F L E)3-(FHABEM ERE) A4 E LT
HI 2k,

() R 1-Q-ZEE2-HZE)3-(FHEBEBERE MBI EHFE A
AR,

(k) R4 1-Q-FE-2-HZE)2-HI3-(KEBBEMRERE) MBI AH ¥
AT R,

() B4 1-Q-BEW -2 2-HZE)4-Q-(CEFRE)ZEEE )M Ed
K% ARk,

(m) BRI 1-2-Q4-ZFHEE)-2-HLE)3-Q-FFRE)ZEREHKE) M e
B K% LA,

(0) R 1-Q2-ZEE-2-HZE)3-Q-EFRE)ZEERE) B %
FATRIER.

8. —MHIEMFIER 1 FriRmtieBEWH %, % BEFFHNER
PP ELERARMREATAEY, ERBENA/EEH BRI PER 6-48 /6T,
CIAR R B 7R BRI e AT E DAL T R =Y TR FES: T,
LB, BAM:; FIRAEBABETEEFER-FE,

9. ~MHATHITEERRIREMNEZEMXNERRNAYEEY, SFS
FHYUBR MRS HRREX | FREX I HEYREAZ LATHE, 554
¥ AT EAE . BB, BRERBRENEREEY.

10. WMFERFEKX IFROAMAEY, LBXRDOREIF.

1. R\EBFEX 10 TROADAEY, A% LA EEEBRR,
AW, EZEMEER K-30, MARAERRELF MRS .
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12. BE\AFER IFRMAMAESY, HEXNEBEIAHHA.

13, —MHENFEKR 12 FRBBIMEGARTNAE, SFEENREX 1
BB I FirfEERsBETRELE 400, REAZSBHKHEIERKNK
i :

14. RERFER I FRNAYAEY, KERXREN. MOBBTE.

15. HMEK | Frid b &P TH & BLBEAERRERTEM AW IFRE
1 AGE k#l%#| AGE ERH M AGE RENAYWHAR, AP 52%
WATR Bk, BEREBEN —EFH.

16. RW\AAFIEXK 15 Fraf g, HHFRAWTHTHRITER, MEHR
Y5, ShEKEFERELL, PAMBER, B, EBFREOEBER.

17. REFEWRFER 1SFHRKASR, iddEdPEs:

(a) “IRWNN-Z[3-BRE-1-Q- BB -2 - 2-F 25 e s 22 LA
CIL:OE- 0

(b) Bt 1-Q-ZHE-2-H Z5)-3-2-Q-Mt i E) B EHR B e sl % b
NG E=N

(c) Rk 1-2-ZEE-2-EHZE)3-Q-XEFRE)ZEEEBD M IEHREY
% EIANETHI

(d) TR NN-Z[3-3RE-1-Q-FE-2-FH Z5)-3-H SR % T
Mk,

(e) R 1-Q-FE-2-AZE)3-(BERE)M B EAE AT E,

(f) BAL 1-Q-BEM-2'-F-2-F ZH)-3-(FHEBEHEBR MR L% -
NGIR:E=

(8) IR NN-Z[3-BE-1-2-Q4-ZEFE)-2- A ZE) e K 5%
FIAETR £,

(h) BAL 1-Q-FE-2-HZ2E)3-(FHEBEBERLMREAREAE LT
£k,

() BH 1-Q-ZEE-2-FZE)-3-(FHEEBEMERE)MEHR LS LA
CIE:E=

(k) B 1-Q-FE-2-H L HE)-2-F-3-CREMBL R I B )M e el H 2%
FATTH

) R 1-Q-B-2-E-2-H2H)4-Q-CEHEBE)ZERERE )M EH
Hzh% BRI,

(m) R 1-2-Q4-ZFHKE)-2- A ZH)3-Q-FFRE)ZEFEHRKIE)ME
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WIS EUTR |
(0) B 1-2-ZHRB-2HLIE)3-Q-% FRE) ZRERIE)URBRILL ¥
LT
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WIEEAT A R A%

R B U

ARBYW R—RFHIMES RIS DU R EANERIT B KR R A X ER
TRAE. ERERY, FRUBRZ-RIINLEY, HEIETE, SHER
EVHNGYAEYMENERITERRFRETFRIAE. XEXEYRIAB K
AGE W&, XX T SERBMZEZHRNARETSEE, SEERAE
B MEsiti. ShBGERERL . RMBRMERR. ARBEEE R —MHEEF
HEAFBEHOBERZEIENAE, ZTEBES THERENAYREECHR
P B 98 AL ST HR B

RHEBR

1912 %, Maillard KB MEHBEHAEEECER ESEARKNESERIER
AR #t—FPARER, RE-ANATHNEBRNY, SETHERRETRE,
BEEFHREMT . Maillard RN AN ERMBEAFEN . £E, BEARS5EE
¥& = MY T BiAa € B9 Amadori =¥, %5 M) A8 BE Y B A BE AL R R ) (AGE).
REHERT, AGEMEACHBEEEARBEMRALERS.

BRFEEBENOLEKFEESTEEAN, BEBESMAES. RREFEEM
BREEZHEARMKRNET AGE, AGE 41 3| &8 R 3 K5, E'E5%.
FHMNER. AENEARNEMBENRAR. ki, BMRTEAREKRE
FEEMEKAFHEELZIRE. FARALHANEREA, AGE =YK ER
EEMNFTEEFERS. BEIWE, LBFELE, AGE WHESIR—#E RAGE(MEMEE
WEFEZ VS ENEFRNARERN, DREE SN AEE2EENAETRE.
FEIRE, FEHLERNKLEREROERFERIE S B, HHE N
NEZE.

ERRENHHERABEELER S NEAEANEFR, T AGE
RSN e . FTURBERAAEREGHSH AGE IR X R MR RN AGE
MR . ZOEERELFET AGE RRUBNERMER. B—RAEEREEH
TR M A5 AGE & Hi(Brownlee, M., Fl22 1986, 232: 1629-1632). BRIt 4,
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154 AGETE LRI BEERIEZ — 2 AGEEHRMEMIERAKREARRENRERIK
. ik, TUBRAERERARGHPEELE=YRTE, RERENKG
MHEAMEE R AGE BIR. XELHMAN AGEHIRFTHEENMMTITE.
FA AGE EREENRARREN, BWHESZHITZEATSH. TSk
W AGE fIEf. B SREARSEEHEZ MV RNF=EHBRIABEELTY
RIAT % AGE M. X—MHIEREANREAMEIFE REEELTY
ZIEMRNA BT T ZEENERREE SHMES YR AR~
. BEMZ KA YE LB X —HLH I H AGE K.
KEEHMR EAGE AL EXEERRPITEHE R, oM, AGEfTERE
B AT BB T AR AL N-2K R BR B B M (PTB) VI, R &5 AGE T4 ER
R RN S H Y)W (Vasan 2, HHR, 1996, 382: 275-278; 1998 £ 12 A 29
H# US5,853,703). EEMEHLERVHIAFEEREE, SV ARN
AGE NAAXRE. ARBY RMESHRIEY, ©118 PTB —HEARBEERHN
AGE, HEFRBIER T PTB BEH .
R AR |
FERANEIEBNERE-EAFHMRBRILEY, ENTHTHRITEHE
RFMFEZMXOMEEFRE, BARERRFIFREMEMEZHEXER, &
BER. HERG. SRR, MMBRRMERRE. ZARAEY R —FMH¥EE
EEEAOBEBUSIRNTERE, ZHCAEERENAAREECH RGN
EUTBEE.
FZRPPBMTETRERNY AGE BN EHNSRIILEY.
ARAKEWEETRE—FHERNE AGE BIREHENMES RIS
Y75
AEHAPENEETRE—FEEARPAMBHRILED R I A% LT
MEMEENBRE. BR. BEN. BEANSHYAESVERNAVRKNEEY
MZMAED
AEAMBMEETRE—METERFEBEEN T, BEBERNENSE
KA EMREAE LNTTHNB AR SHBERFAD S5 A% LATHRE
BHL. &R, BEA. BARHEMERNRBEATEE.
EREHMBHEETRE—MEZHBIAAHFNOAE BREBEEARAE
RIFRHEERDBTREZ M 400, REASBHEKHBBIERNIKE.
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YR
AR\ —FMERX IR AGE B3R H,
(Ry),,
\+N (1)
X" R3
O
He,

R, %'RrRs -E'JZ'N(R7)N(R7)R9=

REH: -N(R)RsO, -N(R;)R¢N(R;)-» OR¢O, -OR(N(R;)-, HH Ry HBEHE;

R,EH: BRE, BFEXFERNFIE, -COR,, SO,R,, -C(S)NHR;, -C(NH)NHR,,
-COR,,; -C(O)NHR,

R
l
-N(R7) N=C
|
Rio |

HYWR,EBH RERNSEXFTENTE;

R,#%H F, Cl, Br, I, OR;, NO,, &%, GSHAFENFE, FHBE, B
%, C(O)NR;R;;, C(O)OR;, NR;R;: N=C(R;)(Ryo), SR;; SO,NH,, SO, ZZEH
SO, %%, m&ETF 0. 182,

Ry#H R,y O-%t%, O-FE, N(R)(Ri)» N=C(R;)(Rys)» N(R)N(R;)(R0)
N(R;)N=C(R,)(R;o) CH(R;)C(O)Rq;

HFH R #EH Ry OR;: H N(R;)(R0):

R, itH H, B, BEFFENFE, COOR, -SOR,,, -C(S)NHR,,, -
C(NH)NH(R,o), -C(O)NHR,,,

RoEE H, B, GFEEFENFE, U5 R, RFFE;

XZENET, CBRRET, GERRET, BREET, EBRETF, 7
BBRIRET, PEERRET, SXBRREF FHEHERET, RESET, ¥
MBRRET, HRERETF, B8R (phosphonate) B T, BEfEHR (phosphate) T,
BF,, PF,, &H&:
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ODHFA—REFRER T LEFHRMRER, SN EERAEN,

(WRZFIHF Ry THERTF, ETUE X-CH,C(O)-R; XU AWK RER.,

(iii))®4 R; & OR, H R, &-NHNH, i}, R, FARKEHE.

AR, “RE” RUBRKBERN, & -8 MR FHREREFERA K &E
. RETURBES. XEBEIIREY, BAOAENKN. AEEBF, Cl, Br,
IMEHE. BIREURZAET 3NN E.

“HER” EHBERARIERRY, ZEOFE—TEFRAM BFREANK, &
FEZANMHEBRFRRENFTEE. SECERN, RHAMBFSE, SN
DA AR . BUREZE A F, Cl, Br, | MESRTE C RE.

RIAFEHEYERXNIF mH 0, -COR, E3IMHNERPEFHILE, £ 1B
ERREYEAXTF mH 0, -COR, % 4 NKAEHFHE. UTHHMLKEDR
E LREEHER ILEYHARRES T, ENABEREHENTERE.

TR NN-Z[3- B E-1-Q-F E-2-H 2 H)-3- S L E Y 1),

TRANN-Z[3- B E-1-Q-ZEE2- A ZE)H B L E DY 2),

ZRANN-T[3-ERE-1-2-Q4-ZE EFE)2- S 2 E)H B (k&9 3),

R 1-Q-ZRE-2- R H)-3---E BB EHR )M B (L&Y 4)

RAC 1-Q-B0-2- - 2- 8 25)-3-(FRBL E M ERE)K B EY 5)

TRANN-T[3-BRE-1-(2-E Y -2 - 2-F 2B )M S (L&Y 6),

B 1-Q2-ZEE2- 8 28)3-Q-EFRE) ZEEERE)WRBEY 7)

BA1-2-2,4-ZFEE)-2-F 2K)-3-Q-(FFRE)ZEF R RIS dL
&4 8)

BAL 1-(2-WEy-2'- 5 -2-8 Z.35)-3-(2-(2- ML BE ) B B B ML i B (b & 9 9)

BAL 1-Q2-FE-2-5 Z%)-3-(2-(2 mEBE 2)BFEBRE ) ES (L&Y 10)

BRAC1-Q2-FH-2-F 0 E)-3-(HERE)ULRBILED 11)

BAL 1-Q2-FH-2-F Z8)-3-(FHEBEHERE)HESILEY 12)

R 1-Q-ZFE-2-FZE)3-(FHEBREMERL)URBALEY 13)

RAL 1-Q-FE-2-FZE)3-(FEHBEBEREL)MRBULEY 14)

BAL 1-Q-FE-2- 5 ZE)2-F3-CEEBMBLE B X RS L&Y 15)

RAC 1-Q-FE-2-F ZE)-3-Q-(FEE)VRE) ZE R RKEMEB LS 16)

R 1-2-ZFE-2- 8 25)-3-Q-CEFRE) ZEE B R RBILEYW 17)

RAC 1-(-BEWy -2'-25-2- 8 Z.5)-4-Q-CEFBRE) ZEE R B E ) (&4 18)
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R IA—RREMERBITEY
(m % 0, -COR, 7 3 4I)
&M -R, -R, -R; X
1 4i1(a) - % Br
2 &5 ¥ (b) - OEt Br
3 “iH(c) - 2,4-—E K Br
4 NHNH-(2-0}:0e ) - OEt Br
5 NHNHSO,CH; - 2-TE Wy Br
6 £43(d) - 2-BEwy Br
7 NHCH,CH,0COPh - OEt Br
8 NHCH,CH,0COPh - 24-—RAEE Br
9 NHNH-(2- 52 %) 2-WEHy B Br
10 NHNH-(2-Mt 52 %) - EE Br
11 NHNH, - 3 Br
12 NHNHSO,CH, - P Br
13 NHNHSO,CH, - OEt Br
14 NHNH-SO, # 3 - FE Br
15 NHNH-SO, ¥ 2-Cl xE Br
16 OCH,CH,0COCH, - HE Br
17 OCH,CH,0COPh - OEt Br
l 0 }ll 0
s Z
NG N
IN IN
Br Ph BF OEt

(a)

l
0 (b)

10
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i B
|
|
H :N Ci H \+N
Br Br'w
Cl o °

(c) (d)

F 1IB—REREM ST EY
(m 4 0, -COR, 7E 4 1)

ey -R, -R, -R; X

18 NHCH,CH,0COPh 2-BEWy B Br

MEARPELHEF, ZEALEYITHFRITCEMR AGE KFEHHREE
B HARG. ShEKRREREM . WMNER. ERRBRANT EREEERR T X
ERFEZHIEFRE. THEARBLEDER AGE ¥, NTRELEND
. AGE BIKF.,

A% B R — i & X Lt e S S YR T

B EHEY 1 WHREHE, BEFRFERNFAEBERMNA NN-Z-
CEBEE) B PR, FEW 6 M, A, MUK, AARCRK CERUEEE
th, BJFH 20ml FE:ZBZEBEQ DAL EE, BRFMEHLED.

Epm, THANMRARMEEY, EFE. L8, TESEEBENRE
B B RS R AER P ER 6-48 NEF, UAHNAERAFBEATEENL, NIRRT
FEW.

ELRES, BEEEEES40EREBLEFIIERNES AGE B
HEEREE, RAEEA®. ARGCENEBEREN AGE &R .

S 1
DA T fif 3% 7 V5 IE SE AGE R FI TG
&k
4B EB(H S V)(BSA)
BrE, 2%k
BERR £1 22 7 WR(PBS)
"
MR ELISA 3% -Spectramax Plus(Molecular Devices, USA)

11
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T MR BE B A (Bio-Tec Instruments, USA)
pH it

75 ¥

% 160mg/ml & A JREI 4 Mi& A E H(BSA)F 1.6M HE VR MAEBMRIEZE T
W(PBS)F . A 0.02%BEERBTEH. M 0.02um KIUERE X BT BB T
JE, EE37CEN 16 B, 16 A, FH PBSBITZER, 7HEH, -20CHR7F.

J T PE AGE B3RiEM, 10pg/ml 1 100pg/ml 16 A # AGE-BSA 5[
BERRB A EY) 37°C3LEE 5 24 /B, F ELISA @ X AGE BIFE .

T #4T ELISA:

1. BARIWRER 16 A AGE-BSA REMBER LIEAGRH. B—RER=H.

2. 4 5-20ng KRR A RIRERBRO SN, —X=14

3. TR 37CHEESE 1 /MRt

4. B5FFJ5, F PBST(PBS & 0.05% Tween20)¥E ik MR AR -

5. LL 5%t REF. PBS ¥R TE 37 CH I 1 /AT,

6. FI PBST MEH MR
7. MA$L AGE-BSA BB —Hifk, HMWRE 37°CHFFE 1 /AT,
8. F PBST MMM .
9. MOAZE ZHiEPiR HRPOKR I EAL W EE) B ERY), 37 CHFF 1 it

10. FJ PBST ¥E% MR .

11. M\ OPD(ZHBRMBE _RATEHEER.

12. 37°CH5F 15 285, AMBIR ELISA EE{UiEH OD(E &) (450nm-
620nm).

RUT 2K E A Y BRI 7S -

i - ey RoCoaaB, 10y

ODy50.620 ¥ F=20ng AGE-BSA N5 RB M EY — TR BLME 37CHEIF 24
N JE R SE B

ODs50.620 B % =20ng AGE-BSA 5 B E IRR &Y — R E 37CHEFF 24 /b
B 5 B IR 6

R2UERTHEELHEGIEBIN%AGE BIREHE.

12
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x2

& W %l I 1t
PTB 10mM 27

20mM 47
ey 1 5mM 13
ey 4 10mM 30
e 6 5mM 53
e 7 20mM 36
e 16 10mM 16
ey 17 10mM 19

W, &6 RHEEZEM AGE BIREMY, BHEXMEL PTB HEL.

PLTEmpREREER 1 FARBEFILEDNTE. UTHEYWR 226,
AREREZBEHTEE.

Skt 2
B & WA NN'-T[3-3RE-1-2-FE-2-8 2 5)-3-M S Btk &9 1):

[5) % B (1) NON'-Z-CHEBR ) B (1.21g, 0.005mol) B BE(20ml) % ¥ 7 0 A\ 2K PR Bk
FEIR(1.99g, 0.0Ilmo)MIFNEE(1I0m)ER, RNMBEEYEIR 6 Nit. EEKRYG
ENBEEWE 10ml £, FHE. FEREYEARCRIERE REELS
HHEERE. AFE . ZRZEBEG:, 20m)BEEVES R, BERECEE,

% % 60%

m.p. :260-262°C (%#)

[R(KBr, cm™) : 1696 # 1680

'H NMR (DMSOds, 400MHz) 5: 11.65(2H,s), 9.56(2H,s), 9.21-9.16(4H,m),
8.49-8.45 (2H,m), 8.08-8.05 (4H,d), 7.81-7.77(2H,m), 7.68-7.64 (4H,m), 6.58
(4H,s)

R# (m/z): 479, 480
TR LERTE AMANKEREATEYSESHRNRN, EidE PR, O],
NEE. PR ZHEEPEIR 6-48 /M, ERUTHELESY:

13
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LHiB 3
A NN-ZB3-RE-1-Q-ZEE2-EZE) )l L&Y 2):

3 % 47%

m.p.: 180 - 182°C (% #&)

[R(KBr, cm™) : 1744, 1664

'H NMR (DMSOds, 400MHz) &: 11.65 (2H,s), 9.62 (2H,s), 9.28-9.26 (2H,d),
9.17-9.15 (2H,d), 8.47-8.44 (2H,m), 5.77 (4H,s), 4.26 (4H,q), 1.27 (6H,1)

% & (m/z) 415,416

SERE B 4

ZHA NN'-Z[3-3KE-1-2-24-ZFEE) - R L E) M (L &Y 3):
7 & 24%
m.p. : 225 - 227°C (%)

IR(KBr, cm™) : 1702, 1666
'H NMR (DMSOdg, 400 MHz) &: 11.69 (2H,s), 9.58 (2H,bs), 9.20-9.18 (4H,m),
8.49-8.47 (2H,m), 8.17-8.15 (2H,d), 7.92 (2H,bs), 7.78-7.76 (2H,d), 6.50 (4H,s)

K% (m/z) 1 615,617, 618, 620.

14
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LB S
WAL 1-Q-Z 8 E2-H 2. 5)-3-C-C-k e E) B ERE) ML &Y 4):

7 £ 16%
m.p. . 210-212°C

IR (KBr, cm™) : 3140, 3005, 1732 #= 1690

'H NMR (DMSOds, 400MHz) &: 9.63 (1H,s), 9.27 (2H,d), 8.49-8.45 (1H,m)
8.13-8.07 (2H,m), 7.32-7.30 (1H,m), 7.12-7.11(1H,m), 5.77 (2H,s), 4.23 (2H,Q),
1.25 (3H,1) |

& (m/z) : 301, 302

LB 6

WA 1--Ew -2 -E-2-H 7 B)-3-(P B E R ik e (L &Y 5):
BE:30%
mp 199-200°C

IR (KBr, cm™ ): 1714, 1673

'HNMR (DMSOde, 400 MHz) & 11.38 (1H,s), 9.97 (1H,s) 9.5 (1H,s), 9.16
(1H,d), 9.06 - 9.04 (1H,m), 8.43 - 8.39 (1H,m), 8.25 — 8.21 (2H,m), 7.43 - 7.41
(1H,t), 6.45 (2H,s), 3.08 (3H,s).

K% (m/z) : 340, 341, 342

15
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LB 7

ZHRA NN-Z[3-RE-1-Q-BH-2-B-2-E L E) e L &Y 6):
F £ 339%
m.p. . 259 -261°C (#-#%)

IR (KBr, cm™) : 3330, 1702, 1674, 1655 % 1626
'H NMR (DMSOds, 400 MHz) &: 11.59 (2H,s), 9.50 (2H,s), 9.15-9.08 (4H,m),
8.40-8.36 (2H,m), 8.17-8.14 (4H.m), 7.33(2H,1), 6.42 (4H,s)

F# (m/z): 491,492,

P 8

B 1-Q-ZEE-2-HZE)3-C-ERREVZEERBFE )MEBULEY 7):
7 % 85%

m.p. : 132-134°C

IR (KBr, cm’") : 3210, 3067, 1726, 1687, 1656

'H NMR (DMSOds, 400 MHz) & : 9.46 (1H,s), 9.37 (1H,t), 9.11(1H,t), 8.97
(1H,d), 8.33-8.29 (1H,m) 7.95-7.93 (2H,m), 7.63-7.59 (1H,m), 7.49-7.45 (2H,m),
5.65 (2H,s), 4.39 (2H,t), 4.19 (2H,q), 3.70-3.69 (2H,m), 1.20 (3H,t)

E# (m/z): 357,358, 359

16
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LB 9
B 1-Q-24-—EEE)2-H2E)3-C-(EFRE)VZEEERE MRS E

%8[:
# % 75%

m.p. : 102-104°C

IR(KBr, cm™): 1703, 1685, 1675

'H NMR (DMSOd(,, 400 MHz) &: 9.41-9.37 (2H,m), 9.03-8.98 (2H,m)8.34-8.30
(1H,m), 8.04 (1H,d), 7.91-7.89 (2H,m), 7.82 (1H,d),7.68-7.65 (1H,m), 7.58-7.55
(I1H,m), 7.43 (2H,t), 6.35 (2H,s), 4.36 (2H,t), 3.68-3.64 (2H,m)

i (m/z) : 457, 458, 459, 460, 461, 462

LEHEH 10
Rib 1--Bg-2-F-2- 8 Z)-3-Q-Q-te E) FERE ) RS EY 9):

& % 10%

m.p. : 212-214°C (9 #)

IR(KBr, cm™) : 1685, 1649

'H NMR (DMSOdg, 400 MHz) &: 11.21 (1H,bs), 9.59 (1H,s), 9.19 (2H,d), 8.44
(1H,), 8.27-8.24 (2H,m), 8.08 (1H,bs), 7.62 (1Hbs), 7.44 (1H,), 6.85-6.79
(2H,m), 6.50 (2H,s)

Ak (m/z) : 339, 340, 341

17
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SEHER 11
Bk 1-Q-EE-2-H 2 H)-3-(2-2 Mt Z) BrE BB ik se e (b & 41 10):

7% 4%

m.p. : 190°C (%-#)

IR(KBr, cm’') : 1683, 1670, 1648

'H NMR (DMSOds, 400 MHz) &: 11.14 (1H,bs), 9.53 (1H,s), 9.18-9.13 (2H,m),
8.45-8.42 (1H,t), 8.08-8.06 (3H,m), 7.80 (1H,t), 7.67 (2H,t), 7.62-7.55 (1H,m),
6.83-6.76 (2H,m), 6.54 (2H,s)

i # (m/z) : 333, 334, 335

SEHEB] 12
B 1-Q-FE2-HZE)-3-(FERE )RS EY 11):

# % 15%

mp.:215-216°C

IR(KBr, cm™) : 1695, 1680

IHNMR (DMSOds, 400 MHz) & : 10.25 (1H,s) 9.65 (1H,s), 9.35 — 9.32 (2H,m),
8.90 - 8.88 (1H,m) 8.50 ~ 8.46 (2H,d), 8.21 — 8.17 (1H,m), 8.05 — 8.07 (2H,m),
6.50 (2H,s), 4.45 (2H,s).

i (m/z) : 256, 257.

18
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L] 13
B 1-Q-FE-2-HZE)-3-(FRBEMERE) RS EY 12):

5 % 35%

m.p.. 227-228°C

IR(KBr, cm™): 1710, 1702

'"HNMR (DMSOds, 400 MHz) § : 11.30, (1H.s), 9.88 (1H;s), 9.41 (1H,s), 9.06 -
9.05 (1H,d) 8.98 — 8.96 (1H,d), 8.34 ~ 8.31 (1H,m), 7.97 (2H,d), 7.72 ~ 7.69
(1H,1), 7.59 ~ 7.56 (2H.t), 6.4 (2H.s), 2.99 (3H,s)

K% (m/z): 334, 335

LR 14
B 1-2-ZE8 E2-HZE)3-(FHRBEEBERE MRS EY 13):

& % 38%

m.p: 75- 76 °C

IR(KBr, cm™): 1739, 1697

'"HNMR (DMSOds, 400 MHz) & : 11.39 (1H,s), 9.96 (1H,s), 9.56 (1H,s), 9.23
(IH,d), 9.06 (1H,d), 8.40 (1H,t), 5.75 (2H,s), 4.27 ~ 4.22 (2H,q), 3.08 (3H,s),
1.26 (3H,t)

48 (m/z): 301, 302, 303

19
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SEHER 15
B 1-Q-FE-2-HMZH)-I-CEEBBER R RE EREELE Y 14):
’If%"-gi 280/0

LB 16
B 1-Q-FH-2-HZE)2-F-3-CRERMBEHFERE (LS9 15):

f % :23%

m.p. : 247 - 250°C (4#%)

IR(KBr, cm™): 1685 , 1679,

"HNMR (DMSOde, 400 MHz) & : 11.12 (1H,s), 949 (1H,5), 9.07 - 9.03(1H,m),
8.44 (1H, 1), 8.07 (2H,d), 7.80 (IH,1), 7.67 (2H.1),7.18 (2H,1), 6.87 (2Hd), 6.77
(1K), 6.50 (2H3).
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LB 17
R 1-Q- KR 2-RZE)-3-Q-ZBRE)ZEEREM BB AY 16):
FE: 40%

SEHEH 18

B 1-Q-ZRE- 2R ZH)-3-C-(XFRE) ZEERE) MRS IL AW 17):
FE. 35%
m.p.: 142-143°C

'HNMR (DMSOd,, 400MHz)5: 9.60(1H,s), 9.20-9.18(1H,d), 9.04-
9.02(1H,d), 8.33-8.29(1H,m), 7.90-7.88(2H,d), 7.58-7.57(1H,m), 7.46-7.42(2H,m),
5.67(2H,s), 4.71-4.68(2H,m), 4.58-4.56(2H,m), 4.15(2H,q), 1.16(3H, ()

T 1 358, 359, 360
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LB 19
B 1-Q- By -2'-E-2-HZE)4-Q-(EFRE)ZEFERE) )Mtk 54 18)

mp. 210 -211°C

IR(KBr, em™) : 1723, 1680, 1668

'"HNMR (DMSOds, 400 MHz) 8 :  9.52 (1H,t), 9.14 (2H,d), 8.50 (2H,d), 8.25
- 8.21 (2H,m), 8.01 - 7.99 (2H,d), 7.67 (1H,t), 7.55 - 7.51 (2H,m), 7.42 — 7.40
(1H,m), 6.42 (1H,s) 4.47 - 4.45 (2H,1), 3.77 ~ 3.73 (2H, m).

Fg (m/z) : 395, 396

HYALEY

ARAZEREN —MEZHERX ILEDHZAYWHEEY . LT HYWHF
RS, RREENHERER.
F R il 57

PARFBIFIT AT A BRRAFRREN KB BT SE 4GRS
Fo R ORAYHIFFLHEAMIABGERE, KHERNHEY, RERESE
BEERN, FlREY. BEX. BEAHAN. SEHATEEHRBEN. 8
. B, RER. BEF. REEER. BIER. BENEEYHREMF. 7T
AF KRB K R —F R EMEEE, A, HFTUREEESSAEN
HMRA . FRZEYR. MRZBFHEIAFN, 7TLUINAN & E 5857 28 =7
HIMH . BRE, TUSETRENSZDEABANGELEY, BASHmHFEMH
BE. ETURERERET. EHERRY BEHRELLN, 25487
g, EHRG BB HEERS .

HEARAUEYRARREENLEYRANZ L EENEN, KFTEH
FYRE AR A FREREA . LAT{FRA RN M. BRES. Baw. i
BeE. REVBIMFEAER). BUIRERETEY. ZBEREDPLHEREN.
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LRI 20
1 AR 75 2 ) ] £
—FRAM A FERUTAK:
S W TR Y
¥ 135mg
e 76mg
K LR e B (K-30) 2mg
G 1.5mg
WAL 1.0mg
=Rl

RTBEHNEH, TREAZAUEYRELRAENEEYE S ELHES
e, IREHEAETUR—MEEMHKERIEKREEHE. BEENEFEK.
WBRZES. WAL TENATEY, ZoBEREMTEY. KPS 5mstn sy
REEING, FlmiaER. BIER. pH BHH. Erm. HEH . L.
BEF. BEERATHE,

FERANACIWMBAR. TREZAEFE, B, Sy, BEERES
TREY. A EERLTERANES. HEYNLSTIUASH — KL LHE
B, HEIKER/ AR, HEARLMEENTEER.

LR 21

EEME AW RIHARE U TAR:

W I EM RS

R Z —F 400 0.75ml

1w T2 5% BR & 44 0.01%

3% thK/WFI RE

H At 51 77

EERTEKRMFEMNHFZSCEREER ILESYWER. BORNFE.

RULULEREBIRRANTRAS RN, LANAERESRBHTEE.
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