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1. —MEBRBEATFIUR, HEELTER S TEME 0.

Q— N s CF,

N_Z
CO—NH-(CH,),~COOH

Hrn=1~5,

2. RFRFIZER | rid RERATRIR, HEELET n=3, 4T 4H0:

F;;C‘Q ﬁs CF,
\—
CO—NH-(CH,);~COOH

3. REAURZK 2 TR MR BB A PR, HRHEE T n=5, S F4HRA:

Q ﬁs CFs
\ —
CO—NH-(CH,)s~COOH

4. WALFIZER | T Em BB L EURM SR %, RFEETEETIILB.

D TR 1. 6 MEAUERASMERTZ REEFIP, 138~142°C FRIEIRM 48
NI, AR S-EEE-1- (2, 6-ZF4- (ZHEFE) FE) 4- (ZHEFETMHBE) -1H-IM-3-
R

2) SATHR 1 2~6 I 5-8F-1- (2, 6-2&-4- (ZFFHE) FH) 4- (ZHHFHET
FABEEL) -TH-ME M-3R IR 5 — R WINUR RAE % 5-2&-1- (2, 6- 84 (ZHFH) HFH) 4-

(ZRFEEBEBEE) -1H-nh 3-8

3) WATHA 1 1~385-8F-1- (2, 6- 54 (ZFEFPHE) FH) 4 (ZHBERET
FABLE) -1H-MM-3-BEE S n=1~5 N ESEERERME L T RERRS, BEEE
AIL¥HR.

5. WACRZEK 4 Frid M E B AT EURNE RS, HAFEET: 58 3) F 558
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H-1- (2, 6-"F-4- (ZHFE) FE) 4 (CRFPRUMEBR -1H-MM3-BEE5 -5
TR ZM T RAERRRMN, 4K 4- (5-83H-1- (2, 6-"F-4 (ZEFHE) HH) 4-
(ZHRFRETBEBR) -1H-M-3-FEHRE) THE.

6. MBIHIER 4 TR EIEAN LR AT S, HSMEET: 58 3) P 5-&
H-1- (2, 6- 254 (ZFFE) FE) 4- (CHFARTBEEE) -1H-AM3-BES 6-81
CRREBME R T RAEBARRN, £/ 6- (5-8HE-1- (2, 6- 54 (ZRPHE) HEH) 4-
(ZHFPEVEBE) -1H-EM-3-F B T,

7. WBHER 1~3 PAEE—MRAE LR AR, HAFEET: RRAESIMMRZEN
LR AR R TR
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RAFETURLEY . G ERE A%
T ARG,
AR Rk P BAT-COOHR . B  A414 47 S8 B 454 601 0 P
SR FUR LR FUR I & T A0

BREAR

AEPRBT RN TUEY (S FENF 1000 BRED GIBEUEFTEEMTHA
T, WRENEH, REMFERAEPNES, KEREE. GRS E AL
ARFER: Bt BB T ERSTETUR, 588 AREHE, HI8E0ATHE,
GIRBHYIHIE IS/ F o HTYRE SAEBU, TR LR ST IR Tt S8 22 1 S0 5 0 Hr ol
W ARIEIBCKAE R, & BT IR A B RN T B AR, AR, RE.
AR PO, 7. BRNERE R, SHATIR KB R LR S TR SRATS
JURRGUEREIE, Fik, BFRGHT5 F %R0 45 0 DU A0 Ak 22 s A Ak R 2
PR X LA R AR A EE B R AA, X —HA BB RGBSR BT
FE—ANFHAUR, WHHLRIRET . TTRAF KR ARESEAR, #HFREa
R (FAO) ERWZEFRIEFMIAEA, KEMER GBI ESAIGRE, WAL
B AR Pk B AT SRR

AW BT AT R RS B R BT AE Y (BRI SR, xupt i
XRETRBEAGURD TG, Fik, RIEETRBS TR G E BB TN TR
WEITMHRRI R, 2T RMBRIOREREN, LR T EMEE &5 Tial i
HETNEFEMEBRE T UEWHTRAMMER, k23, LEWmBmIR, s
TR S B R VRS LA T b AR R R RARRE I o

REYNY T BIRG K T RERE A BERIBBND = A R, KBRS T
GEAHTIERBR. FH, FPURIEBS S i R R 7= e 5 M R ST R 2% 5
PRI B AT BRI B D B AR 50 S — 77 T 8L 46 A5 0 A0 B A A 5
1, RRRLAMERAL; 55— 7 R SR S BB 5 NARAE A WU O AE S M B B K
REREH N SRS VAU MR AR 54, LAt BB TG0 s . DLHEUE % hs
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WA, SR A, R R SR R I LU, @F
AT AHISN, LU0 I 76 7T B Bl A TR R B AL B, O
PR SR, U — KM, DR FRARE, HhE
BLée s RGAR: @RS T B A RAE S A RIS BB ©FHURIN B %
RERZERE BEEEUNAWY, BRMEA SRR RGN LR, O
PO BRI A5 BRI EALITRR U 5 A s BV R 3 2 P R A,
LU & B AR AT

WAL, TSR, RRTEWMEAT REMEBIRLAT) T 1987 £
T SR — MO ), SO, AR B, Fe AR —
FERIPITRARA, XA, M. GEL. BRMELIM, IRFIR B S EE E AR A A
WIEHE, AHENTLE, SRARATLER. SHTE. B, B, WE. 3%
R KT, W B0 B CHE. R Ik, BRL Bk, WEHS. A%
TR, O R BT A e R T L RS RS
EEA, ARMERIL 157, BOpRE R R RS2 —, 7890 AMEIFH .

SAUEROKRE IR, KA. B RS SRR AR . BB AR
TEATRIB RN EFH, DR AMIRURZGRA . W, FREERE S e o B A 5 B o
E, T H SR A BN E SRR, 300mg/ke HI2 DR TTEUN A RIRE,
RN C KBUBMR. TR BSRZAKE R AR, BF. BOBSE (B, Xt
BB AT (), I BAEAR SR, JLoh A PR A it
AR SR ELSIRIEND 10 f50L L, RTECEAniARany A B, B—Fh AR
HRIE R BOIIARES, FER LT TR M
KUHAR

4 5 B TR A A R B 16— 0 A 4006 T R R 32 0 4 Ay
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AT EERAREE, AR BRI THEHR, EaFaiusy.
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Hb n=1~5. ®FEHURL SR AR AUE-CN & HEEE B R B K2 FE AR B A B Y
i1, EREKBRARBRGEM EFEATRKERERE, FREATUSEEREEMN
#H-COOH.

HAPRENL: 4n=3 0, 2TEMIA:

I NH,
®
FsC N N-5-CF,
\—
& CO—NH-(CH,);—~COOH

Hn=5, FFEHRAN:

Cl NH,
(9
FsC N S-CF,
\—
& CO—NH-(CH,)s—COOH

FRBERMET ERm AN TR ERTE, B3 PR

D RAFHHR 1 6 MHEENERASHBREZ ZBENF, 138~142°C TREIF R
48 /NI, AR S-EAE-1- (2, 6-“F4- (ZHFE) FHD 4- (ZHFPETHBE) -1H-
nE M-3R R 5

2) WATFHN 1: 2~6 {1 5-BE-1- (2, 6-_F-4- (ZRFE) FH) 4- (ZHPH
WHAREE) -1H-EMe-3-3RIR 5 — S, R SOCL RN ARL 5-F2HE-1- (2, 6-—F4- (=
MEE) FE) 4 (CHEFAETEBE -1H-nkme-3-BEA

3) ATHA 1 1~3 0 5-FH-1- (2, 6-“F-4- (ZFFHE) FH) 4- (ZHFHE
WS -1H-MtM-3-BE 5 n=1~5 NN EHEEREBMME LG T RAEBRRMN, BR
HENTHEHR.

bk n=1~5 HWEHEERINEEE LR, -BEERR. v-EETR. S-EELR.
6-EHE DR

TEARR AR R IBEAN L EHURNE R ERN S fEPR 3) P 5-J¥E-1- (2, 6-
ZHAA- (CHEFPE) RKE) 4 (ZFFEVEBE) -1 - M 3- B SRR TR &
BT EAEBARM, £/ 4 G-HH-1- 2, 6- "4 (ZFEFE) FE) 4- (CHAR
WERESEEE) -1H-EMe-3-F B RS TR, BT TRRMEELTHLED S,
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VB AR A RIS A TR & BOTVER 5 —Fhdodt: 7608 3)  5-83E-1-(2,
6-—5-4- (ZHPE) BE) 4 (ZHPEVHEBE) -1H-AHM-3-BEE S 6-BE CREW
W& T EAEBRRE, A/ 6- (S-8E-1- 2, 6-Z§-4- (ZHRFER) FH) 4 (=ZH
L TR ) -1H-MEME-3- R BERH) ©iR, BIFIRRNERELFRLEY 6.

FRERET ERFHURL G AR BRI RERUREAE R R .

RRARIFEIEN LRPURM A BT, 2B AR R S

Dl AEIRZy 1 R Rk, Bl SRR NS KRBRESR R 5-8H-1- (2, 6=
F-4- (CRARE) FE) 4- (ZFFEUHEBEE -1H-MEM-3R88, &Y 3; (haw
3 5 S0CL, RMAERK 5-BEE-1- (2, 6-—F-4- (ZRFHE) FE) 4- (ZFPRUMELL)
-TH-ME0E-3-M S, BE a4, a4 EREAGT S v-EE TR (R6-AECKR &
M, AR 4- (5-FE-1- (2, 6-Z&-4- (ZRFE) B 4 (ZHPETHBEE) -1H-
MEMe-3- GRS TR (3 6- (5-83-1- (2, 6-Z5-4- (ZFFHE) KH) 4- (=ZHHF
H ) -1H-Me-3- ) SR, BARWEY 5 L&Y 6, RN T

ot
Q 5’5 CF; + H,SO, + H,0 —> Fﬂ‘@‘ 5‘3 CF;
N= N COOH
NH2
COOH N COCl1

Cl NH, 5
NH,(CH,);COOH il
Q— /§»S CF; > F3CQI\I\/§~S-CF3
— H_ _
N COCl N
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cl NH, cl Nm,
0
i NH,(CH,)sCOOH
F5C N SR 4 ST L g NN,
N= OH- \N___
cl cocl o CONH(CH,);COOH
4 6

KRR EIE R TURE W& By 2 — Rk an R

RABEASHER GIOTR 1: 6 EZEBEERP, 138~142°C FEIF RN 48
AN, RNSEREIK. LB ZEE, YRS LMK R Z A NaHCO; B,
NaHCO; /K B RIR G F Z 8 ZERIRBUK R %L LBEE AT /K NaSO, T4, IR4H, R
WS (ZBRZE: AMmBE: HR=5:12:0.1), BAGEAYR 5-8&-1- 2, 6--&-4-
(ZRMPE) TR 4 (ZFFETEBE -1H-MM-3-RE, s 3.

EHEY 3 KIERE, 5 SOCL 90°CRIVERAY 3 /T, ff Cl RTEA—COOH
MR RBE (BMLED 4); BEASEYNEMN -2 E TR (R 6-TECR) R4k
R RAEBARMN 2 /M. RNGHRE, K, FH 6N HRERR, /KA B AR
LR ZBRE MR KPR Z P G 7~8%NaHCO; BIKIREL, NaHCO; /K2 ABR G F
ZBRLBFARBUKE; % ZBRZEEL T K NaSO, T4, WA, HRWAE (ZM4E: A
Wk FEE=25: 75: 1.0), BEAEHEYRFERFEEHE, WMLEY 5 BiED 6.

AR B R R HUR B AR U 2 F 4T —CN fI—NIL, &, MaF
RIRFIESEE (RFERR) RIREAFIKM:, EARSRXHENEFRRTIRT, R G
A S HAEAMER, AR YRR A S MR K NAF AR —NE B KR
By DIRSEAEATEE A T ER IS TR KB ARRE, REE EARKENIEEE.
X — RIS HUR TR IG 4R @ AU B p s e vk, T A ELISA AVER B FIRAL
RBH 51

RRPKEGURNEY), MUEBITERE. difsm, mHEENAT&RE T3
FEPURAR . PIRHAR T ELISA FiERNR DS, BCENREE 4.8ugl, 5
HMhZmm B, SAR. Rk, FRR. = mEAHEEER. & RBRANT KM
R

RARSEHE A A
SEREB 1. S-EIE-1- (2, 6-"F4- (ZHEFE) ER) 4- (ZFHEETHEEE)
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c Ng,
?
F,C N/§~S-CF3
\ —
AHWRE, TN cl COOR v aomn 3 s iy

B

1)\ 250ml Z HEHRF A 4.51g96.7% BB RZS (0.01mol), 50ml Z —8F, 418
IMBFEH AL ISR, 5 2WRE, SRTHN 6.92g85% MIKIRER, ALk 138~
142°C TR 48 /N 48 HRUE A Z88 2.8 30ml, Z.E% 10ml 550 100ml 7K, A
250ml R 2, A 30ml ZTR ZEER 10ml ZBHRERZ S KE 2 ks &iFCR
ZEEMZ B ZE, FAWA NaHCO; WIR I 2.8 LB Z.BF 2 4 IR, 30ml/%; NaHCOs /K2
WERRIT pH 2 3-4, FAAEEYRITY, BHIRKRIERIUKE 3 K, 30m/ix; &
H LB IERE, FTK NaSO, T4, BUEHKE, BREAMRY 1.00g (EY 3, IE
22.1%.

WEY) 3 S E:

5-8%-1- (2, 6-Z“F4- (ZFHFE) KI) 4- (ZFHFEVHEBEL) -1H-MM-3-%
B, B C;oHsN3ClLFg SOs.

BBk A BHIFE ) 4 14 ESI-MS A 'H-NMR e Ko FE&H . g (MS, +c ESD
MELE: m/z K 454 (M-H)" (100%), 456 (M+2-H) * (66.7%), FJLIE HIEY 3 0T E
4455, TP EHRBA Cl

MRS L R . "H NMR (400MHz, CDCls, 8 ppm) :

6.3 (s, 2H, -NH>); 7.1 (s, 2H,-ArH).

TLENHT (%, HHEAH): C: 31.71 (31.60); H: 1.20 (1.11); N: 9.29 (9.21)

KRB 2. —FERBIEATEHUR FHL, 2745000
Cl NH,

Il
F4C N N-S-CF,

\—
&l CO—NH-(CHy,);~COOH

RS R TR AR R
ERm BN THEFUR & BIT W b
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1) REULEY 3 CEHEF 1 Frf8) 0.64g & 100ml = OBSmA, 18EKFEMN 10ml
HEAZALH (SOCL FIE, BAEEEMMEHT, FEHEERA), 7 90°CvE LR
KB 3 /NEY, FERNAIAHE, WMERETERN ST, BiFamRkYy i, B
10ml B8kt (1, 4— 5N BRfE, M _IErvaEii&H .

2) B y—&EETH 0.3g, WA T 2ml NaOHEmoVLWERF, HILERE T 100ml
ZORRT, FORE TG, Faifidt: 45 WA L HEw, [RIFg 5~10 43-4F,
JE VIR R B AN 1mINaOH(4mol/LYBVE, IR 5c PG RS HE R Y. 2 /NI . RN R E,
RN 50ml 7K, F 6N EEREWA T pH E N 4, BB S IREER E] 250ml 40 iR
1, AR ERRE 3 K, 30mlik; &M R, AmMmEkkEttEA 7~8
% NaHCO; B IEHL 4 X, 30ml/ik; 30ml ZEEE 2%, NaHCO; /K EHWK BRI S pH £ 34,
RIGH L8 ZEsIREUKE 3 K, 30ml/iK; %L ZEREATEK NaSO, T, AR
g, ERRSE (ZRZE: AMb: FiR=25: 75: 1.00, BAGEEYR: Hi
EHUR FHI, ELEY5.

FRB PR FH1 &9 5) MEHR%Ee:

4- (5-FFE-1- (2, 6-ZF-4- (ZFFH FKIL) 4- (ZFHFEWHEBEE) -1H-EMe-3-
W) TER, B Ci6HiaNsCLFsSOq.

B ER & BB 552 ESI-MS 1 'H-NMR M@ Ko 450 /i (MS, +c ESD
MELER: m/iz K 539 M-H)" (100%),541 (M+2-H) " (66.7%), FILAFEHILEW 5 K TE
A 540, FTHEHEHACL.

BRI IREIE ST - '"H NMR (400MHz, CDCl;, § ppm) :

1.96 (m, 2H, -CH,CH,CH,) 2.42 (t, 2H,-CH,COOH); 3.24 (t, 2H, -NHCH,); 6.4 (s, 2H,
NH,); 7.2 (s, 2H,-ArH); 8.03 (s, 1H, -NH).

TCEMT (%, HEME): C: 3561 (35.51); H: 2.29 (2.23); N: 10.96 (10.35).

LB 3. — MR BB ATEHUR FH2, 774

I NH,
]
FiC N N-§-CF,

N=
Cl CO—NH-(CH,)s—COOH

10
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D B 3 LR 1 FR1R) 0.64g B 100ml = OEME+, EERKIHIN 10m]
EATRIW (SOCL FITE, #IELENMERAT, HWHEEA), 75 90°CM LRz
B3N, R RNIAEE, WERETEN AR, SiEamRY a4, H
1oml ZB8EE (1, 4— 8N BEE, B EHRmE& .

2) FREL 6-F A O 0.5g, AT 2ml NaOHEAmol/LYEHH, B HEWETF 100ml =
AFEE, BTG, JFahitds: 45 S A LR VB W, IR 5~10 2040, J&
VORI AR 1mINaOH(4mol/L)# i, WV oE e fE Aka Bttt RN 2 /M. RNEH)E, K&
REHA N 50ml 7K, F 6N shERVEIBRIATS pH fE2h 4, KB AR B B 250ml 408 -,
MR BRI 31K, 30mlik; &1 LRZEEE, AWM KERET SR 7~8%
NaHCO; #VRIRE 4 ¥R, 30ml/7%; 30ml ZEFEZ%, NaHCO; /KZEHWKEBIHE pH & 3-4,
NG IR CBRIREBUKZ 3 K, 30ml/IK; %2R ZERE AR TK NapSO, T 1, RGBT
B, ERRSE (ZROE: AmE: FER=25: 75: 1), BEGEGEYR: #o0kE
PR FH2, BIL&4 6.

MEEFPUR FH2 (L&Y 6) M4 se.

6- (5-FZ-1- (2, 6- &4 (ZFFHE) FE) 4- (ZHFRETHBEE) -1H-nEmk-3-
ABEE) CFR, B CisHieN4CLFsSOy.

W R A BRIP4 B4 ESI-MS FI TH-NMR B B4 F 4/ . it (MS, +c ESD
MELER: m/z h 567 M-H)' (100%), 569 (M+2-H) " (66.7%), T LLE HIEY) 6 (15 F&
A 568, B THEHMHA CL

BRI RS SR . "H NMR (400MHz, CDCls, 8 ppm) :

1.36 (m, 2H, -CH,CH,CHy); 1.65,1.67(m, 4H, -CH,CH,CH), 2.32 (t, 2H,-CH,COOH);
3.14 (1, 2H, -NHCH,); 6.21 (s, 2H, -NH,); 7.10 (s, 2H,-AtH); 7.93 (s, 11, -NH).

TCERSMHT (%, WEAE): C: 38.16 (37.97); H: 2.92 (2.83); N: 9.93 (9.84).

KRB 4 RERKEIE (UL FHL AH0D:

RERE AR A WAL . & 5 (50~80 BEE/R), WELE 1~2mL
BN, N-ZHEFBRD, REAZBEFMASELEN R OERE - VM N—
RPEHB W, it HESERTRNEHEE, B0, EH® 500~800ul MAF 4~
8mL15~20mg/mL KI4-MLiE & H KB B Z S By, MANNEE, REELEH
NBWHBEA T RN 4~6 DB, FFRMTERE, BABRRE, SHAKBAKBEN 2~4
K, MIEH 0.8~09%+EHEKEN, HERET —20CHKEH.

ANLHR%E:

11
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e R AR RETE R MR, 845EaSEBFRtes], 2301784
(200nm~400nm) W E, BT LB =F 4 F7E 260nm A 280nm IR IGE T EEES
tb. 2HEZE BT FHE FH1 5 BSA M SthA 11: 1.

SEHEB 5. B S R AR T PR S 2 OB P
1) ZhiHl&:

SCRERFERAS AR, BEH23A, BRAESEFRR. SRR ARE=
A&TF (HPLAPEZERA TR THERITE), RS IRT 1~3,

TR BEFNEZMAEN 0.5 ~ 1.0mg/kg, MBHEZEFNERN 1.0 ~ 1.5mg/kg, A
A EIKHBEE FHI-BSA 5 FH2-BSA, MIASAEMKTESER One &5 N
FHBRATEER, RHOAM, HEBAKFAFTASH. RATRLTZH
ESHE KBS HE SR ITE. BHMETRE 6 i, KBULKESH 258, 34
JR#AT MR, VISR 2 ABRMERE. NBZKEETH, BREAEES
8 K, NRTELEKCRIML, WM R4 =7HT.

fRBEMEMM LEE, RABTRIM. ALK KA kI M0, RifjE,
W R EE T 37°CHRAT /N, R LB R, AR5 P P B A B
MG P L, BB 4CKEF 3~4 Mot, Frlukedsm, FE9 % i
WANREF, B, HBEHMLE.

2) BIHlE:

LI IEM 6-10 AR K BALB/C /p R, 20-22g, #¥% 5-10 R/AR . B 6—8 AR
YA 18-20g BALB/C PR/, K414/ FH1-BSA 5 FH2-BSA 43 5l 5&4AR I K524
ERRE, RAOAMNRE, @EERE T2 REH, MNES sopgB R, USRI A, B
FUR (5—REME) RS AT 3 RARTE SR I7 2 Tk 5 B0 J T 5 nsR s s,
ERS R 4 K, RKAUUMGEHENTURIMTERES, 3 RERARETME. B
3-4 WA IR BA R RIS Bl — MR Mtk 5B6, LB RIBIMERMZIEEE )G, 4
MRS RE R IFAEK, FHRESWTUE, S KRG, BTHRESEMBEARE.

E7IRENIE AR

FIR-FRR B FhATIE B — N M T v - FIRAE IR M 454 T REA IILYE P Bk 1gG LASE
KRB FEVUE TR, EEEDRE 1gG. FMMABRTUERIRIEARFRTAR, AfiEh
70ul/ml, R0 4 75ul/ml, /R I1E A 40ul/ml, /NRAEK A 33ul/ml. XFP ik 1gG HIEM

12



200710070229. 2 oM P FE10/10m

ik 90% L. BEBFAERBETR, 2%, 20CHKRTRF.

PLLER MW E (UL FH1-BSA &% K H)):

REBRECMEERTERRET=ZRATF. NINBEESE _RFKR, EFRE
BEHESRKTRTFHSGFHKKM, MiE%ESHEB)SHA# ELISAMEXN. 55
RERSE, RTFHEBTEBANIE, FHMEXBN A 1: 1.28x10° (3§ ODagonm &
EFT LORMBBELO.

BALB/C /) R s i 5% Bt b 0.3ml/ 5, 7— 10 K J5 Mk 5T % 55 FE 41 i (5B6)D
1x10°~2x10° 4~ (0.4ml/ ), # /AR B M K G BB A, 3508 % M I8 Il i
G, B8/ BIEK McAb KR H == R -BR IR B vk 44, KB A 10 5.12%10°,

G, ERELERNRE, UL MURARHNE T RELHER . B8R, &Kk
ARTF U LS, B UFETERE. KIS EEEARANRBEAREAATFHNEE
BB KA RR, BN RAR IR EHE.

13
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AEBEAF T ERERBATELHENARS E. REBHELFEL
&y ERRTARETIMRBNAEER, RASLAOEBEA 0
T¥HERASBHFABELISAS ER NS RN | SRR TSR
4.8ug/L.

e N

N
o OOt


https://share-analytics.zhihuiya.com/view/1066433a-a241-4438-bbcd-9f20126374d8
https://worldwide.espacenet.com/patent/search/family/039034933/publication/CN101100457A?q=CN101100457A
http://epub.sipo.gov.cn/tdcdesc.action?strWhere=CN101100457

