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CKFIAFEFEY (] Org. Chem. ) (1958) 23, 112-113; (EA#
FEAZ®) (J. Am. Chem. Soc.) (1948) 70, 503.

LR AT A TS, EF X R Y ARE N AR ERERL
K KAk 5 A5 #F F.% (Journal of Agricultural and Food
Chemistry) (1991) 39 (3), 580-3) & NMe (FAKAK N ( Zhonghua Yaoxue
Zazhi » (1992) 44(6), 501-7). ¥k, B (drchiv der
Pharmazie » (Weinheim, Allemagne, 320(4), 329-337, 1987), i@
LN 2-BRAR—E AR - 4- BRI AR, 2- F R —E R —4-BA T A3 3] X F
XK Y K& NMe £ H #9404,

FNTREFBEN., 8%, $RAAX VIIDEREEE,
PPAEAT AL % Bt L2 8 HIAKIE A Ri-Hal 694~ AT AW A IRKR
K. 1R AR S (NaH, KH. Cal, %), REYWEZEENKT,
ERABR, GlimskBish, BBRAT. BRBAAFHET, TG 2
RERY NG BXAFERH S, XE A TREIBLAE TR B RS T
#it: (Pak. J. Sci. Ind. Res.) (1992) 35, 12, 489-491 #= (Collect.
Czech. Chem. Comm. » (1981) 46, 2, 436-445,

TAR TRREALBEFN (DAY E 4 &7 %

X Ra X Ra

N N
gt gt
S Y S Y

(Vi) (IX) M

XEAFENRIELET, EREANR T RABR-BHEALT, BX
(VID) o bi@ X (IX) = e#t TR E . ABR-BAELA, FleR R (TR,
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FBLE) SAV R (Bok, RZF) AT RS D RARB L (LB, TBE
BF)VAET, EAWER, tleTE, —FEXP@RITIANRA.
BRE . RUBIERALETRABKRNE P AEMEISH (KF/A1203) F
LT AFITEINRE ., EANAFEERBE TR B RS P 3L,
KBioorg. Med. Lett.)» (2001) 11, 2, 91-94; « Chem. Europ. J. »
(2001) 7, 20, 4395-4402 e (£ AL FEF L 4E) (J. An. Chem. Soc.)
(1951) 73, 2357,

AR RE F RAFE A (IX) 10645

D) BREAT (X VDAY, XF X=0 = Y=S) ¥ A& LA

EBAGEAFH], #l4e DEAD (1BR—F & — Z8) X DIAD (&A= F
B-AAB)AET, XOUDREHEALNEFTEAYRBEH#ITRE
(Mitsonobu R &Z: (4L 4E) (Chem. Abst.) (1960) 21074; (Gazz.
Chim. Ital % (1942)72, 515-518), RAEFTEALTX (VI)1Lo4
BheitiT R ( Zh. Org. Khim ) (1970)6, 1738-1744).

B iR (Khim GCeterotsikl. Soedin) (1971) 7, 189-191 ¥
HET HEREMEDAIHN—FEEL LG, ERLAEB L T:

0 H o /Ra
N R ?N
Z% — U~
S S S S

R, 2o 8 & A7 52 3L

ASBEL P A% e Rk a2 = St e, 4w = T8k (TEA) .,

2) 1ER AR R RERE:

B TR ARAZE, ABKA XA, #Hide TEA FETF, ik
AT XX ee4: R-N=C=X’, X ¥ XKREOKS, 5oL LEBIT
A (BB X)) #ATR L, T HBEFI| LM 0X):

X /R,
SH N
T T
CY'OR S Y

RREERTFRIE,
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X' fe VIR B AR BB T RAR T .

TN TE, BAETREMY: (Hel Chim Acta)
(1952) 35, 1744-1746; (Bioorg. Med. Chem. Lett.» (2001) 11, 2,
91-94,

3) Bk, RBTREALZRE, #£8X XD sdy, #ith
1l BB

S Y /Ra
0 L o \
H \ﬂ/\ S S /\ﬂ/ + R;—NH, k
S
(0] (0] S
IX")

(X1 (

XA AR B TR e B (X=0 o Y=5) 694 2 H .,

AR E AR EANG, Bt lfod te BB EFET
#AT (KZh. Obshch. Kikm » (1957) 27, 2177-2181 ; {463 X 4&) (1960)
6689) .

LRFEELTURTHEBRRAAD, (II), (IIbis), (IIter)
by, ABHAX (1), (II11°), (I1Ibis), (I1lter)#yikbt-dh
FH AKX V), (IV), (IVbis), (IVter) #4444,

EH, RETRGLFADAREALZE, TAFIKX ADL

DF*E1
X
X\t s
/I N 7\
0" “cHo v 5 Y
®) S ®)
5 Ra-Hal & &
Hal=Br, C|, 1
X Ra
N
7\
0 = Y
S
®)
i D
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) Hik
X R,
X Ra N
5 7\ N /7 \ )§
0" “cHo + v Y = < Y
®;) S (R,v)i
an
ARET RGP —ANRAAARBTIAFE X (D) 408
D) #&k 1
10 X ﬁ X E
7N+ ﬁ/&——’ /0\ — %
0" “cHo S Y S Y
®R). Ry,
5 Ra-Hal & &
Hal=Br, Cl, 1
15 X Ra
7\ \
(0] = )QY
®), ) S
) FiE 2
20 X R, X Ra
A Z’ AN
+ R B
Ot Aat (= AL
R,)
) T
i, R;, R, XY 2edfT@ X (II) P AF X
25 RFETEOARE P —AREFAAZR, TAFH X JLID S

) #ixl
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®;),
X
? H
N
R + %———»
Y
S
HN
5 CHO
RC

5 Ra-Hal &5

Hal=Br, Cl, 1

5 Ra-Hal B

10 R

R
N
o Je
Y
Rc
am
2) Fik 2
15
20
am
WETRGET —AREAFEZE, TAFHX (ID)14:
DF#*1
25
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5 Ra-Hal R &
5 Hal=Br, Cl, I

10
(r)
ia Rj’ Ra’ Rb’ Rc, XﬁuY &U—H‘fj—[ﬁfx‘(lll)q’);ﬁiie
15 ARETHEYREF —ANREAEZD, TIAFHX (V)L H:
D #Fi&k 1
(R-i)i X u (Rj)i
N
RON S R—N /K
CHO b Y
S
20
5 Ra-Hal R &
Hal=Br, Cl, 1
25
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2) Fik 2

R,): R;);
‘ X Ra
N
N s
/ + ; )% .
R—N b
5 b Y
CHO S

Z\z

()
B TFRALF —AREALE, TUAFEXAV)EY:
1) Fikl

10
5 Ra-Hal & &
Hal=Br, Cl, I
15
20
(vn
25
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ia Rj7 Rn) Rb) XﬁWY ‘ﬁnﬁ{]‘@;}(‘(Iv)q’ﬁfrijLo
ARIE TR L P AN g AA2l, TR X (I1ter) La#:

) #ik 1
0 2 H
%-}I N
> /\CHO+X/K——'—> /\/ /ks
0 S o s
®;) ° ®;),
5 Ra-Hal R &
Hal=Br, Cl, 1
o) N/Ra
AL\
o S S
®,)
10 (I1ter)
Ri, R #oi dedT@ X (1D ¥ A E X,
) FHik 2
o) R
0 R, N
! SO
I\ o+ — 0 s
o~ CHO S S
S ®Ry)
®,)
15 (IIter)
Ri» R Aoi dedT@X (I1) ArEsL.
HETRALF —ARBE AR, TAFE X (11ter) iEaH:
) F&1
20
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Ry o H
Rb o TI} —_— N
N_ T )% @/N 7= /‘ks
2 ~cuo ? S ®) S
) i R
®)) ! °

5 Ra-Hal & &
Hal=Br, Cl, 1
R, (0} /Ra
— N
5
Op=os
®;) R
(Iter)
Rj, Ra’ Rb? Rc %w i &u-ﬁﬁl@ﬁ(III) F)TKSLO
2) Fik2
0 R
10 Re (o} R A N/ ’

b
C
|
-
?
r

Rj7 Ru Rb, Rc %‘:’i —ﬁu-ﬁﬁ-@i‘l(III)ﬁﬁi)‘L°
RAETRYGEF AR ARZBTIAFE X (IVter) o4
15 1) ikl
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5
10 Rj) R., Ry 7‘F°1 ‘ﬁﬂ'ﬁffﬁli‘i(w)ﬁﬁix,
) Fikl
15 R;» Ry ReAm i 4wdf@ X (IV) A L.
EEHH
b4l &
KA F %k 1 8 %#%5
A‘E"___':E%
20 i /\
(o]
°’"_©_<1c”° + s\_z: — ON o :,i
H S
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J£ 125ml ERAAY, 42 60ml ZBE P ARk MbAn: 5.19g 5-(4-AK
AR kb2 B 3,18 g - -4-BR, KEAAN1.96 g
FAAE T RO TN, ZRENRREFEDR 4 ot EAED
B, ERENFRFAEERFRETRBLEMBTER. ZRE
NRR B TUEHE, RELEFE 7.62 ¢ BRUEBRWK, BEGHT
300°C (F% 94 %),

'H NMR (5, A ppmit):&#) DMSO d6: 8.418-8.388 (MRELK, ] =
9 Hz, 2 H); 8.072-8.042 (R&EL, J =9Hz, 2H) ; 7.609-7.596 (3%
F4, J = 3.75 Hz, 1H); 7.535 (3%, 1H) ; 7.372-7.360 (RE
%, J =3.75 Hz, 1H),

" CNMR (5, »A ppm #t) 357 DMSO d6: 196. 7. 155. 4. 151. 2. 147. 2,
134.7. 125.4, 125.2, 122.4, 116.9. 114.1,

AE:

S—(4-RE R - L) —wkvb-2 B R by Aldrich N 45E 4, TR
BTRRFE LSS (dustr. J. Chem. Y, 26, 1973, 1059-1065;
Org. Lett.», 3, 11, 2001, 1677-1680; «&-&k (Syathesis)), 11,
2001, 1681-1685,

2-FiAX —vE e bt —4-BR & & Acros, Aldrich F N5 45£ 4.

\ 7\
o
o ON \
ON —> 2 o ]
o $ J\\
N—A NN
H S /,J
-0

F£ 50ml ERHR ¥ 42 25 ml DMF wARgksbimN: 3.3 ¢ AH—FH K
F AR 5-[5- (4R -FK) k- 2R T F K] -2-sAK—E b4
B ; 3.9g BKBR4E ; Sml 1-2-2-FRA-TIK., ZREMNRAHREE 50°C
R 18 N, RE, R BEAKAKKER, BRI, 155 2.9g 4
EEMR (FF 74 %),
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'H NMR (8, vA ppmit) 57 DMSO d6: 8.418-8.388 (RELK, J =
9 Hz, 2H); 8.072-8.042 (&L, ] =9Hz, 2H) ; 7.609-7.596 (R
4, T =3.75 Hz, 1H); 7.535 (&, 1H0); 7.372-7.360 (RE
%, I =375Hz, 10 ; 4.25 (Z=¥XK, ] =5.3Hz, 20); 3.64 (=
F4, ] =53 Hz, 2H) ; 3.3 (34K, 3H).

4o b i35 6942 X (I ter) 48 4h, XF i =1. R;AK%& NO&
A #= R, 4X.%&~CH,—CH,~0CH, 2 H .

F—FR (H—EEH)

Y\ 7\

0" ON o\
O.N ——— 2 s
‘ o<1 <A
N s O}J s

/—-0

4 50ml B RHELY, 4225 ml DMF #Aagksbmn: 3.3 g A% —F
B IFR6 5-[5-U-ME-FE) k- 2- A T F K] -2-HXK ekt
-4-BR; 0.48 g BULA RS Ae Sml B4 LB LER &AM L. RE,
BREAFAET R TR 16 D, EREANRER KK, RET
IR, 133)2.9 g BERMK,

'H NMR (5, »A ppmit) &%) DMSO d6: 8.418-8.388 (MELK, ] =
9 Hz, 2 H); 8.072-8.042 (REL, J =9Hz, 2H) ; 7.609-7.596 (%
F&, T =375 Hz, 1H); 7.535 (%%, 1H); 7.372-7.360 (ME
%, J =3.75 Hz, 1H).

o b fF 2] 691 R X (Il ter) iba4h, XF 1 =1. RiARK NO K&
A #= R, 4X.%& —CH,~CO-0CH,CH, % H

RAFE 2 H%#H

kEk —_ _}F_ %
o} o j\ COOMe
\OJH/\/S\ ~ S< S N
—_— o —_—
NH, N
I °
MW =163,24 s
C¢H,,NO,S
MW =205,30 o ~279.30
C/H,,NO,S, 913N U393

60



2004100703179 oM P ZE39/563m

A B & ABLFE 250 ml ZFMRY , ERAART, 8% AN 16. 32
g DL ZRBFE, 160 ml ZBL TBEAe 25.8 ml = LRk, 4303 0°C
B, BB T 6 ml AR S0 nl ZERLEE PR, REHMRT
5 O eERTER, REZBRMETRBEBE. — Lokt R, LBE A 20°C
BAF 18 B, R AR A KR, B LB TEERIR (2 x
150 ml) . A F A PARZ B A ABR 4N T IR, XBF AABR4H T IR, A%
RégFo 4040, 153 13.32 glBREH, CTREATFEL T,
MEFEEEEDHS 6.88 g AMLBEBM FEA 200 ml FX, £
10 o b 45 B Wik Ae 1. 49 g 2 B840, Z R AR XA AR E R 6 ) B,
REAZRE., W FRNEKRARRE, BACEYSE S, IHF
3] 14. 5g HAHELE RGBT EH K.
'HNMR (5, »A ppm 1) 7] DMSO d6: 5.98 (K4, 1H) ; 4.27 (&
%, 2H); 3.25 (4%, 3H); 2.54-2.37 (3 €K, TH) ; 2.05 (4%
15 3H) .

AE - 2 yz
JSL COOH
j\ COOMe B \ /s »
CHO
ST ° ’ W o
o ls ON o
MW =279,40 MW =217,18 MW =464,54
CQH13N0383 C11H7N04 C19H16N20883

20

F£ 125ml BEJERMMYF, 42 60ml ZBE PARGE MmN 5.19 g 5- (4—4K
KK kb2 8 ; 6. 67 g il @ T HRAFE| 641009, KB A 1. 96
g FAAZ TR LM, BREANRABER 4 0. AAEHNE,
BN BANE R FRET R EME TR, ZAENR
25 A LB LB AR, RETRIFE) 10.5 g B B4R, XA EKREA S
N X BRAVBR SR AT KR, BRALE132) 9. 23 g AP LEMHEFER

K.
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'H NMR (5, ¥A ppmit) & #) DMSO d6: 8.42 (AR&EL, J = 9 Hz,
) ; 8.09 (MEZ, J =9 Hz, 2H); 7.73 (&, 1H); 7.67 (R
F&, J=3.8Hz, 1H); 7.61 (RELK, J=3.8Hz, 1H) ; 5.98 (%
B4, 10); 2.54-2.37 (3EXK, TH); 2.05 (££, 3H).

4ot iF 2] 9L % H 5850330 L F &), 4R FX (Ilter)
eady, XP i =1, R4%% NO, 2L A F= R, 4X.£~CH (COOH) - (CH,) ,~SCH,
AH.

AR F &k 13T EHkH

A Illter
HF—F %
)
L F
F + s” "NH —_— F N
F N \—4 F
- = 0 ¥®
CHO NH
MW =267,25 MW =133,19 MW =382,43
Cy Hy,FNO C,H,NOS, CHisFN,08,

A 125ml B RFELF, 42 60ml TR P ARG MbImAN: 6.38 g 2, 5-=
FE-1-G-Z R FE-K L) -1H-7b=8-3-8 (Aldrich) ; 3.18 g 2-5i4X,
—Eep IR 48R, KRB 196 g BULA = FIRe) TEi4h. ZRENRK
FRER 4 D, EABRHEN, ZAEARASEM, RHEE. %
BN R KA, RELEMFR 7.75 ¢ BEEBK,

'H NMR (5, »A ppm#t)&#] DMSO d6: 8.08 (K&, J =9.8 Hz,
1H) ; 7.807 GERAELK) ; 7.604 (=&, 9.8 Hz, 1H) ; 7.41 (%
RNREL, J=9.2Hz, 1H) ; 6.29 (£, 10 ; 2.2 (£, 3H) ;
2.05 (4, 3H),

25
F
F > /E)\
F¥© N™N F \
— —_— F
F s_S s\fs
NH N
MW =382,43 Y. MW =422,49 P l
C,7/Hy3F3N,08, CH7FiN0S, N
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£ 50ml B RHEF, 4% 25 ml DMF P ARgksbimn: 3.8 g AAF —F
B FE 4 5-[2, S-—FA-1-C-Z AT E-KL) -1H-vtket-3- £ T F
HK]-2-AAR—Eed 48R ; 0.48 g FULA KA 5 ml @ik kike
A, BREMNRBATRTHRSE 16 I iF. REZREANRIITA
5 2R, BRAAKEE, LRITITIFE 3. 94 g BE B,
ok AT B 0L R K (I11ter) 144, XF i=1. RARECRAHR,
R e RAKK F A&, RAK-CH~CH=CH, £ H.
'H NMR (8, »A ppm#t) i) DMSO d6: 8.08 (¥, J = 9.8 Hz,
1H) ; 7.807 GERMHELK); 7.604 (€K, J=9.8Hz, 1H) ; 7.41
10 GERHRELX, J =9.2 Hz, 1H); 6.29 (B4, 1H); 5.85 (3 &
&, 1) ; 5.19 (BEL, 20 ; 4.63 (3 FL, 20) ; 2.2 (&4, 31 ;
2.05 (3£, 310,
3t i3 2] 9o R X (I11ter) A%, X+ i = 1. R4K%& CF,
AH, R RAREZETFTR, RAK-CH-CH=CH, X H.

15 X IVter
S
s
/o i =z
N-N§ o NN
MW =172,19 MW =133,19
’ C.H.NOS MW =287,36
CioHgN,O 313N 92 C13HN;OS,
S—F A-2H-vpho~4- B 5= (3-F A -1H-vtbrd—4- X T FR)

=2-BRAX e b -4 - B
20

A 125m] B RHET, 45 60ml LB P ARG MAn N 4.1 g 5-K &L -2H-
ek -4-85 5 3,18 g 2-BRAAK—EIR-4-BR, REMA 1. 96 g FAALR
T IR T4, R EARARER 4 ot, EFERHE, EREEA
AR, REE. HAENRAKEE, RELEFE 4.8 ¢
25 HEEIK, EE+L (50/50)RAHH X,
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'H NMR (5, ¥A ppm #t) &) DMSO d6: 13.85-13.7 Q2 AAF £,
1H) ; 13.5 GERMEL, 1H); 8.15-7.77 Q AEHEL, 11) ;
7.63-7.38 (3 €4, 6H).

Jr#g:m/z: 287 ; m/z=201; m/z=200 (X A%) ; m/z=172,m/2z=171;

5 m/z=168,

Yo bR 2| 09 AB B F 48 7105786 ¢94ebdh (LT &), £ X
(IVter)fbeadh, XF i =05 RFRAKKELRF.

2B, TR 8 X s eGR40 % : s

s)l\n 0
= L
10 %R FTREMLAY: 1
s N
o U
£— 5%
s
° \)?\ —_— S)LN o
U/\N\s + B8 o~ \—Qo »
MW =139,18 MW =106,14 MW =213,28
15 CgHsNOS C,He0,8 CgH;NO,S,

27.8 g 2L FAAABLES GRAR: Avocado) b 21.9g AATBIER T
Bgfe 300 ml FRRA. 4o fFRHERRI 4. 6g 284, EHEH
NRERARER 8B, RERERE. woiF2 6 BARA K%,
BAECET TG, X2 31, 45g BB BL R A, 5.5 74°C,
20 Fo TR LR BUEFX)
A2 125ml B ERHF, 4% 60ml TBEPAALE MmN 0. 023 mole &2
5.09g e e AT & HRIF 2 69104, REHAN 1. 96g FiL A5 FIRH T
B4, FREARABER 4 DB, ERENFA TR TEEHAE, R
B, AKkEk, BTREINFSAPELEMG—KEEER,
25 L €]

5529625 444
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SJLN o
(o]

CF,

'H NMR (5, »A ppm )&% DMSO d6: 8. 17CGEFEL, 1H)

5 8.16-8.10 (B &L, 1H); 7.89-7.45 (3FLK, 20); 7.73 (&4,
1H) ; 7.57 GERAHELK, 1) ; 7.53 (RELK, J=3.8Hz, 1H); 7.39
(REL, ] =3.8 Hz, 1H) ; 6.85 (34, 2H) ; 525 (&£, 2H),

5535058 o4

s N/Io)
10 cl

'H NMR (5, vA ppmit) A DMSO d6: 7.91 (G¥FMREL, 1H) ;
7.68-7.50 (3K, 2H) ; 7.74 (L&, 1H); 7.49 (REK, T =3.8
Hz, 1H); 7.39 (&L, J=3.8Hz, 1H) ; 6.85 (£, 2H) ; 5.25
(B4, 2H),
15 5573416 4o

'HNMR (3, »A ppm 3t) 357 DMSO d6: 8. 21-8. 05 (B3 &4, 4H) ; 7.73

20 (4K, 1H; 7.53 ORELK, J =3.8Hz, 1H); 7.39 (NEL, ] =
3.8 Hz, 1H); 6.85 (B£4k, 2H); 5.25 (£, 20).
5572135 444
X
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'HNMR (8, vA ppm #t) &) DMSO d6: 8. 15-7.86 ($ &4, 4H) ; 7.73
(4, 1H); 7.53 &L, ] =3.8Hz, 1H); 7.39 (RELK, ] =
3.8 Hz, 1H); 6.85 (¥4, 2H); 5.25 (B4, 20H).

5854209 444

S

X
S N o
[
Cl

'HNMR (5, vA ppm 3t) 27 DMSO d6: 8.24-7.48 (3 &L, 3H) ; 7.73
10 (4%, 10 ; 7.53 RELK, T =3.8Hz, 1H); 7.39 (REZK, J =
3.8 Hz, 1H) ; 6.85 (%4, 2H); 5.25 (££, 20).
8042021 5%

15

'HNMR (5, vA ppm 1) 357 DMSO d6: 7. 58-7.13 (B3 &€&, 5H) ; 7.73
(g, 1H); 7.53 RELXK, ] =3.8Hz, 10 ; 7.39 (RELK, T =
3.8 Hz, 1H); 6.85 (%, 2H); 5.25 (%, 2H).

8029051 4t &%

20 S N’U
o=

(o]

Ci Cl

'HNMR (5, vA ppm it) 25 #) DMSO d6: 8.24-7.48 ($ &4, 3H) ; 7.73
(B, 1H) ; 7.53 RELK, T =3.8Hz, 1D ; 7.39 REL, ] =
3.8 Hz, 1H) ; 6.85 (¥4, 2H); 5.25 (34, 21).
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8042022 i &4

5 'HNMR (3, vA ppm 3t) 35 7] DMSO d6: 8. 21-8. 05 (3 &4, 4H) ; 7. 73
(L&, 1H); 7.53 RELK, ] =3.8Hz, 1H); 7.39 (REL, ] =
3.8 Hz, 1H); 6.85 (¥4, 2H); 5.25 (&4, 20H).
KA @AY RE F kAR T £E ki odh, X2 R 25
7 e 0 S ATAAE
10 80811727 4bo-¥

Ci
Ci

'H NMR (5, A ppm #+) %A DMSO d6: 8.10 G¥FE£L, 1H) ;
15 7.85-7.71 (3 &4, 2H) ; 7.68 (&, 1H) ; 7.45 (REZXK, ] =3.8
Hz, 1H) ; 7.35 (RELXK, JT=3.8Hz, 1H) ; 4.4-4.25 (3 &4, 21 ;
2.90-2.75 (B &K, 20),
5681435 A

SJLNV
N7
o

(o)
20

COOH

'HNMR (5, vA ppm 3t) #&57#) DMSO d6: 8. 41 (B F 644, 1H) ; 8. 08
CERGRELR, 1) ; 7.99 CGEFMHNEL, 1H); 7.69 (£4&, 10 ;
7.75-7.64 (B &4, 1H); 7.42 (REXK, J=3.8Hz, 1H); 7.37 (R
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¥4, J =23.8Hz, 1H ; 6.0-5.8 (BELK, 1H) ; 5.25-5.1 (3 &
%, 2H) ; 4.68 (4, 2H).
6327701 4b8-%h

S
SJLN

5 (o)

'H NMR (5, ¥A ppnﬁ'oqu)iiéﬁll DMSO d6: 8.06 (¥, J = 124,
2H) ; 7.88 (R&ELK, T =120, 2H) ; 7.807 (3£, 1H); 7.275 (R
T4, J=3.8Hz, 1H) ; 7.205 (REL, J=3.8Hz, 1H) ; 4.42 (%
%, 20).
10 6327700 tb54p

S

A~

COOH

'"H NMR (5, ¥A ppmit) &) DMSO d6: 8.08 (REZ, J =9.8 Hz,
15 1H) ; 7.807 GEREGERK) ; 7.604 (=€, 9.8 Hz, 1H); 7.41 (¢
TR EL, 9.2 Hz, 1H) ; 6.29 (L&, 1H); 5.85 (B3 &L, 1H);
519 (B ELK, 20); 4.63 (B EL, 20 ; 2.2 (&, 3H); 2.05 (&
%, 3H).
6699808 Lo

S
JLN"\\/O\

S
[ 37
(o)
Cl

COOH

20

'HNMR (5, A ppmit):&#] DMSO d6: 8.23 (REZ, J=4H, 1H) ;
7.94 (REZX, RELX, J] =12 Hz, J =4 Hz, 1) ; 7.70 GE5x &
25 Bk 10 ; 7.67 (4, 1H) ; 7.39 REL, J=3.8Hz, 1H) ; 7.32
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10

15

20

25

(AELK, J = 3.8 Hz, 1H); 4.28 (B ELK, 2H) ; 3.70 (B ELXK,

20) ; 3.30 (B4, 3H).
5920787 /A4

S cooH
N

s N COOH
R
o
ON

'H NMR (8, ¥A ppmit) &) DMSO d6: 8.39 (REL, ] = 12 Hz,
2M) ; 8.09 (RELK, J =12 Hz, 2H) ; 7.73 (&£, 1H); 7.57 (R
F4&, J=38Hz, 1H); 7.39 (REZX, J =3.8Hz, 1H); 5.9 (¥
FehEk, 1H) ; 3.42-2.95 (k#y).

i Pemi /AR R
A . 3 gz
s S
=0 S - NH
N
N;/\( + SJ\NH —_— [ Y ©
o = s
(o]
MW =189,24 MW =133,19 MW =304,41
CyH;NOS C;H3;NOS, C13HgN,08;

J£ 125ml BRFT, 42 60ml TELPARGE AN 4.52g 2-FKE-
wEed—4—F% (Maybridge 28] &9 B on, XARE E (W EIK (Tetrahedron) ),
56.5, 2000, 811-816 FH#k#h#teHm XFF32)) ; 3.18g 2-BNK—E%
W-4-8R, REMAN1.96 g FARLE FIRG TEM, EREANR RE
FBER 2 D, EFERHE, ERENRARER, FELEE. X
BN R KAE, RELERITE S5 94 g BEBK,

'HNMR (5, vA ppm 3t) &) DMSO d6: 7. 58-7.13 (B3 &4, 6H) ; 7.73
(£, 1H).

5 - b
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S
S
M
0 N
—_— O/ls\ (o] k
MW =304,41 MW =344 48
C13H8N2083 C16H12N2033

A 50ml ERFLF, 4% 25ml DMF FAagk s N: 3. 0g AH —F K
b IFE 6 5- Q-KA Kok —4- R T FR) -2-BAREed bt -4-8R ; 0. 48¢
kA RS A Sml 3 AR ke BAbsh. ZRENRET R THRE 16
D, BREMRRERITEEZRE, BRAAKRE, SRR, R
10 G R ERAL &840, 158 2.05 g #BE& B4R,
'HNMR (8, ¥A ppm 1) &) DMSO d6: 7. 58-7.13 (B3 €K, 6H) ; 7.73
(%, 1H); 5.85 (3 €K, IH); 5.19 3ELK, 2M); 4.63 (3 €

%, 2H).
X (A) oo & #)-&
15 %A1, 2, 4K ek JRIRE LK)
AE ____H_—_gz
COOEt CHO
Y Y
o — e
Cl Cl
MW =268,72 MW =224 67
C,4HsCIN,0,S C4H:CIN,0S
20 AREVRIIELY S0nl =ZFHMAF, EABRHRHRTET, o

26.8g S-(4-|-FXL)-[1, 2, 4]=E—=-3-F 8% 85 (4R3% Monsanto
A US 4, 115, 095 P #ik a3t XAF2)) £ 250 ml Aok THF $ &9
. KRB ARR-TREREZEEAKAHE]-18°C, —ERBE X
B)FEE, HEBAA 125m] IM—FTESEHTREE., LREA
25 =78°C R 4 B, REBAE-20C BRI 4 B, ZREANRBIEA B
BT R IR A E, — A REB-HEBERAY, ENRA=AYT
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10

15

20

2B 2 k. HAWARESH, FA KA TIE, Tk, REATK
4%, XEHF3 25 ¢ REM, ©HERAAKE L0 (FRK/ACOEL:
9/1). XAF1F3] 16.23 g HAMBLEMYALESD, ETUAATEL Y
K.

s
s~
=N
[ N N
s s N o /©/Ls —
O o

MW =224,67 MW =213,28 MW =419,93
CHsCIN,08 C3H,NO,S, CH1oCIN;O,S,

£ 125ml B J&HLP, 4 60ml TERPARLEMAan: 5.36 g EH—
HHRIFR 68 5.09 g 3-vkvh-2- A T R 2K R I -4- B Ao
1.96g FURAEZE TR TEM. ZRENAREIREA 3.5 DT,
FZRAEANRA LR UEBHE, Reidik, ARk, BTFBRIF2 7.62¢
AR E M GEE E B,

'"HNMR (8, ¥A ppm 3t) &) DMSO d6: 8. 15-7. 86 (2 &4, 4H) ; 7.79
(%, 1H) ; 6.85 (3£, 2H) ; 5.25 (3£, 2H),

IR B o h R X D) sH, XFP IREARTF, RREE
ST ER FERAGREF RAEATXAR:

#A1, 2, 4 kIR EkH)

F— Ik
COOEt CHO
N N
I N I N
o — °
~o o
|
MW 248,24 MW =204,19
C12H12N204 c10HBN203
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B BAEBLH6 500m] ZFHUR T, ABRMARTET, fon 24.8 ¢
S-(4-FRA-FKL)-[1, 2, 41T =ik -3-F 8% 788 3848 Claxo A E
#| DE 2224338 o 43k 934k 7 XAF2)) £ 250 ml AsK THF F 6954k,
KRG8 B ABR-T RIS RIEZ R AR AHE|-18°C, —Eig & X A&
5 Z, RN 125m] IM ZF TR RA4BH T RER. LBEA-78C
I 4 DB, REAE-20°C BRE 4 e, BREANR AL BEK
MR E R ERLE., — B4 RB-BEREAY, EARA—RTRE
B 2K, AVAEH, BRAARKEBSTIR, T8, REATRE.
XRFAFE] 20.2 g &k, C©RRAARE S (FER/ACOEL: 9/1).
10 XAEIFE] 12.33 g OB EBLEMHYAED, ETUATELEIR.
% =

y ~
N’\(C [o] i Nﬁnu
| 'N s” “NH | N O
o e o
e s | Ses

MW =204,19 MW =133,19 MW =319.36
15 C1oHgN,O4 C3H,NOS, C13H9N30;Sz

£ 125m] BRHEF, 4% 60ml B P AQS iAo 4.8 g AE—F
BAFE| B 5.09g 2-BRAR—Eebi—4-BRfe 1. 96g FA AT FRH T
B4, ERENRIRER 4 Do, EE AR TR LB, &
20 EitiE, MKk, BTRIFS 693 s Fo P umuRe Rk, &
&> 300°C,
'HNMR (5, vA ppm 1) 5] DMSO d6: 8. 21-8. 05 (B &K, 4H) ; 7.73
(34, 1H) ; 3.23 (%%, 3H).
Yot iF 2| A & X (A) b4k, X ¥ L KEAER T, RAREK OCH,
25 A HA RARKERET.
A 4K
FT A7 3% e AL AR AT T R ) 89 A iR,
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4 B0, #- bk 49 B) E
12 96 FXFE MR T F st CHO mpeth e b, Xtk mppds
B 20 000 AN At/ B4 100 pl Aun S%AS 4 foik éh RPMI ¥ — K.
ARE 100ug/ml £ 0.062pg/nl ¢4 > A AT, KEMPE 37°C T
5 F 24 i, Bt miesymiesittE 1" Roche Applied sciences)
BWERXEME T meFh., XBELERHNTFFTEAY. FHEAFT
100pg/ml 940A-mAa B FMAF 100 pg/ml A AHH FH4LED; F
MAE & T 200pg/ml 494064040 B T A2 LA F 200 pg/ml B AHA Fdkeg
a4,
10 EXBA "5 RN REBL AL GLT
AHTEURENK 05 RNA REBEZ 0408 0TF, #A T 6leiE
FRd 3 WO 02/44735 &k ¢4 ELISA X5,
B FHREA R Z
AR4E NCCLS 357 RZ T RN IPHIRE (MD . A T FTEEH: £
15 HFERHHLF CIP 76.25) . ZEA KA H(CIP 68.21) . A KAEKE
(CIP 103566) . A FMATE (ATCC 14579) . AMHAFE (CIP 76.24) F=
LR EMRE (CIP 76.110). HFAANIRT KB, £ 96 XA M T
TRARAR T 6 ML, 2R A AR AH B EFET B, Kok
B10°AN @8 /nl ## /£ MHB Mueller #=Hinton A~K ; Sigma: M-9677)
20 g, iX ok F LA X RAE 2 100 pug/ml £ 0. 062 pg/ml,

S X
CMI (ng/ml)
oot SRERGRE | ZARGRE | Megariam | 1C° | i
REE (ug/ml) | (ug/ml)
7 S0
/ (o]
F 99 s'}:s 1.17 0.58 1.17 | 1.26 | >200
F
5529625
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94 77 47 10.1 100
; 4 4 4 132 | 100
? OH
N o
o’ // Q ﬁ\\\
= SLS S\CH,
5850330
18.75 4.69 >200
8 8 6 0.32 100
6258097
o 0 18 18 10 | 1.83 | 100
HC
(o] >j§(t /\;CHZ
N P S
Z:; s
H,C
6327700
18 18 10 3.21 50
(0] /H
/N-— N
HN. 7 -
P
7105786
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B 45 ZE53/563m

N
/\/s’gs

(o)

8042021

o /ﬂ

0

0.3

0.78

43.5

100

8042022

200

10

11.2

100

c
80811727

o\\S,OH
g\\o
o)
/’, 5&:
cl 0 —
N

1.04

> 200

BHARP @24 TF X

500 mg B AEE Réf.: 81367 Fluka), 200mg R Z =B (F¥o-F

% 8000 i AR, Réf.: P-5413 sigma)# 10mg RAL WK ()i

A S0ml —FRAFEARTHAER. EXAEME, ¥ 10nl dertiF3)

5 W REEASE) S0nl RAKRKE ¥, BRA AT EELEAN. 2A XD

A o 1B A B BRI I BN KE R

RO AL FEHFE (CIP 105777) 3B 1x10° ANmE /nl HB A

Mueller #= Hinton AN MHB) ¥ , B ERANSH LikLE-4h 64 HH 3
HIEANREPRET KR, KB, BR@HETH, Xemi A MIB 2%

10 A, BRARK EEATIHK, EANSA TR 6 B XE
ARRBUETHEFQME . EHANRABGRE TRRE 10-104 %

#.
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