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L I AT R (0 B Ik e ek &, FLRFAEAE T - S T T RARIBR 5L ) Bl
PIAR AT R B TERE U AR IS DUIUAR T R Bt i 8 VL JER A S 09 2% L e
S P A T R TR PR DU T RABIRDTE A 2 I i 4% 3R A5 , Frid T R AR
BRPE A T R PUR S8R R A RS 2, frid 8id s B O HUIRERE B AR i B &
F R ILTE R A MG A AR A s8R A, rid ] R yus2 h4-%-3,5-
HR LIRS T R NAS 2], Hoor a5 0N -

0T

2. WBURIEE SR LB iR R /JF%EﬂE?“? ﬁﬁﬁ@Tx#ﬁ?J@E’J% e ML ﬁﬁ[ﬂ‘

QN

Na,C0,

3. ﬁnﬂﬂ%ﬁzlﬁﬁ WA, HRHIEE T« ik iimamﬁdsqﬂﬂ’wﬁdiﬁaéhu?
k.

4 AR ELR AT IR AR &, FLRFEAE T : BT IR EE b iC rp vk A A 1C B A BRI 4
A A B AT T A EDL AR 1 5 PR TR Y, 4 b T I D AR A A ST, RS A7) S € Y ER IR VRA TR
FUERPIR BRI ATRCA I B AL S BT AR  BIRONARR — fal Y FF I B 2 i , 2% 1R
~2 mol/LIFIHR IR B3k R VA R 5 b 10 TG D 4 T e EDURC A Tl e T BT JE A0 S €83 R R i
TR IR £h 28 PV, K 1N 1~2 mol /LESEAL AN R

5. QAR ZESR LAk (R ) &, FLARFAEAE T« BT BE Ve A pHIE AT .4, & 0. 05% i -
20.0.01 %ol AIZR 7 JEF 71110. 02 mol /LIER $h&% i s Frid B ¥ W ApH{E 97.0.0.1 mol/L
(IR IR Eh 2% i, T IR VeV P 1 B oy Lo AR H 4L o

6. QAR ZE R 1T (3R &, FLRFAEAE T : BT b T R AR A S W R B 43 5180
g/L+10 ug/L.30 ng/L.90 ug/L.270 ug/L.810 ng/L.

T — R AR ZE SR 1A i X 75 S A DU R i A AT R B B 5 v, AR AR T - 4G
DL BR:

DRI HIPGELEE

2) ARG AT A 5
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— MM T RAEER R RAFIERENH

RAR G
(00011 A B R Wik e BRI AR, AR T — b P FAS U AT R0 Bl BB e B 1k 7
LN P 5 FCAR ) 0 B S R o it o T SR B R AR

BEREA

[0002]  ff ] R Butralin) X AMIREL T IR R AL R LA T R 2R 2 A2 AR08
N-fif T 2445 T 382, 6- B AN, 705 5N CratlaiNsOao fi T ROy A HE IR FERER H77),
2l RS S A A, B I T NLVE TR VA T K AR, 2O6 )5 53 70 il RN & 4530
PRFG IR o 1% 24 9 e B A T B3 570, oA P 5 3R RAB B, 2550 N A I, 2 22
i oy ZE LR AL o 2, TR S B 228 e AR ARG, S BUREAET . T R AT H
TR AR M 2 AR A, AT 7K IR SIS B AR A A 1) 238, T RAE MR RS A 7 o
FIREZ , 2 B RERAM AR B 25 254K o [ e SR 22 9F 7E & A 0 (CORESTAY L5 M 55 v A
T REFE VR IRE NS mg/ke.

(00031 H i, A3 S AT R B el A WIF 7 22 B P AR SO B SO B s U 3
WA VR VRURE E i B 1B T A% (v o U vk AR U vk B R A A T R U v R R R AT
DL AEFEFEATHI AL B 2L B AR, 7 22 55 5t A9 R RS A 25, e % L A T RN 5
BEAT BRAEAVE 2, JC I BEAT D87 A AGL N , I 24P 22 o DRI, A — Al AN 52 A 0 5 45 PR 1)
I BLRE WS ST AT it BEAT DRIEAS TP 7 i A5 325 B 38 D) 7 B R A i

RAAE

[0004] A HIE H Y IR 2 T ER AT ARG M0 $2 4t — Fofr 25 4 g B0 A P (68 L A 4%
S0 EL A5E 485 4 100 P T 2R B B e O ) IR S P kT s IR SR b R B T
& TR FEA TR A 5E 1 52 B 51

(00051 7A< Jhc WHY FAy ks 4 T 2R B B - ) I K e il o A - AR AR T R IR BT R
FRIBEFR AR AT R B S B AR B R IS BT AT RARAE SV W R B v 25 1 U
GRS iR AT R A T Ui LUAR T RARIBR BT IR O o e S il 25 3145, ik A T
RABBRPUIR A AT R AP 5 AR H RIS 21, Ik 8 8 1 08 ORI 1 < 2R i
HEE RIIEES NS ES IS E A s &R A, Frid i T R R 2 H4-5-3,5-
THHER LIRS T M NAR R, K AR H O

L o - A

Yo oR
L

[0006]  FFiRA T R PR B4R & ik
H4-5-3,5- R ABR1.00 g, 50 mLZ SR, INTRBREN0.45 o, Bidk, InT %
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0.31 g,80°Cyus N, #i+t3 h, ki, JFURI A S N 56 4% s 45 1h N, ¥ E B =08, e 7%, B
Z2 LT, N80 mLyK, 1 mol/LERFR VT pHIE 24, H R EVEM , N80 mL LR LBREHL, 7K
Be, BRERAE, FAREREL 95 T & H e/ B 0 23 B9, 15 24 T R P05 77 41.05 g.
[0007]  FrikEEbRiC P HUiA R M PiHUE A E PR Pk,
[0008] P IREEFRICHUHLA T B BRIC G BAR I A8 A0 P g Bl 4 T i DU 12 gk R e g , G
MEIZE BRAR I A s B AR 10 B BLPT AR 2 R F I — vk sl R AN A i i S p g gk
AT RIS 21
[0009] Dy V7 BE 5 (335 M 4% AN K SR AR O A, B 171 S B f T RARE A IR
W B & L R R
[0010] P i fif T R bRAE it MR 69, W 23 1 90 ug/L 10 ng/L.30 ng/L.90 ug/L.270
ug/L.810 ug/L,
[0011] 4 FRiC A BRI A Vit I, i JEC A7) i €4 VR ER JER P AV AN JE P B 2HL e, A
R I A S B AR B AT 2K R B Y FR AR IR %, TR 24 1B 9 1~2 mol /LI R
% B R TRV VR s b TC IS A 4 T i EDCR A Bl I 5 il T, T 3 U A Sl €84 VR g T i s ol I 6. 2%
MR, TR 2 1 9 1~2 mol /LA B ANTE R -
[0012] P iR Vit e ApHIE N T .4, F 0. 05% M3 -20.0. 01 %o B A0 7K 7 J&5 771 #1002
mol /LB IR £ 2% il , Forb i) 1 43 L R SR B AR AR 4 B, S g /mLL
[0013] TR B VWAL pHME N7.0.0. 1 mol/LIF)BERR £ 22 i o
[0014] A< B Hh AR AR 1) 1) 2% S FE D « FH /B 2% b B B0 40 S M R R 20 g /mlL, BEFLN
A100 uL,37°CREECHFE2 huld Cid 5, il 2 FL VAR , FHBREIRPEER 21K, B:R30 s, AT,
SRIGIERE L IIN150~200 uLE PR, 37 CREYEIEE 1~2 h, Wi fL N BARHA T, T4 5 F
BRI L S B EHRAT
[0015] o, 75 R b i) £ 3o R H BT FH 21000 B0 8% 22 N pHIEL N9 . 619005 mol /LRI
RGP, EH BN HE T 4, F A 1%~3% (g/mL) BEE A 0.1~0.3 mol /LI HWEEE £h 4% it
o
[0016] %% BH A WU 5 2 A -

FERAL 2% B AR AP T RABIRHUIR , IR AV T 8Os #E i Vs TS, BT T R 5
SORE BT FEAR AP T R SEEFR AR BB 0 b T RABBCPUE ST 4 T R g E 4t
P, IINBEFRIC BRI T BOME I, Bl B, FEARROC S5 T R 8 2 i
FHIG, St th Ze bt AL R AT 43 BIFE A A T R 95k B & [F I AR A B A AR BB i) iR, 5
FR R P PR b 14 i 8 Y0 L PR B 5 T REL S, T R A o (T SRR BRI PV
[0017] AR BHICHEAE 1 — MR IR I S 2 ol R SRl fh T R B0 0732, B
IR

D FEAHT AL

2) FA A S TR I 5

3 Akl 45 2R .
[0018] A< J B A MIfh T 3R (1) B I 328 X 7] 6 2 2B R FH R 82 5% 4+ EL TSA 7 v e PE Bl e A
DUREA A A T 3R 1 B B 5 A A 1) T A 3 B SR ARG, P AR T Ak o 2 17 1, i ) PR s A
REFEA s T 2600 L TR R St , 5 58 777507 (8 24T s AR B PR B A dE

4
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AR 1k A A R S e % 8] R P B e 3 53, ELRE SR KR FERAUMT T R 7074544, DA
ST I Dy B AT A )R e A R e s SRR v RGP R AR B v AR AN K
Y D Pl R e 2 1k 7P S5 o 5 T B S P 75 6 0 B8 395 A6 R A 7 9k v 2k T < T
i 8T RHEEFEA TR L € 1 2 ARl

B [=115¢ BR
(00191 [ 1. AT RA-PUl & i 26
12 2 - ) A oA it 28 B G2 B i 2R D

B A
[0020] " [f) & & FLAA I SI ik 5] Sk 30— A5 ) R AR i B o I8 B, X A S i A5 AN A T R AR
B T AN FH A PR il 4% % BH (1) 9
[0021] sl 3RFR B4 o 1 il 4

LR T RAFUR I AR (B s 2k W D &% 5E

B4-5-3,5- A 4 11.00 g, 50 nLZEEIAME, INBREEEH0.45 o, ik, T %
0.31 g,80°CiHA A, BEFES b, Kril, Bl B A I 87 56 4% s 45 1E OB, ¥ EV B =0, e 28, B
22T, N80 mLyK, 1 mol/LERFR VAT pHIE 24, H R EVEM , N80 mLL MR LBEEHL, 7K
Ve, BRERHE, FHARFRLE A5 1 & H b/ H B i 0 55, A3 24P T R~ 1.05 g,
W Z92.11%.
[0022]  #%WL%E'H NMR(CDCl3, 300MHz)68:11.01(1H, d, J=0.000),8.281 (1H, d, J=
0.000),4.011 (1H, tq, J=6.914, J=6.757),8.281 (1H, d, J=0.000),3.822(t, 21,
2.791 (AH, ddd, J=7.114, J=6.914),1.591 (2H, d, J=6.757),1.251 3H, t, J=7.114),
0.901 (3H, t, J=7.114).
[0023]  [&|§Err, 422 #6=1.591.1.251.0.901.2. 7911 Jy 5L T i b R B A0 3L 4
FLHRW LIS , 6=4 . 011 A JRRE T I N7 J T 0 i A P R R A U, 3x S 06 %) A7 7 11F B (1]
B B AR IR 2, A T R PUE S5/ B
[0024] 2. fPT RABEAIUR B & 8 %58

o 38 iR i & ——Ah T RPPrRE 5 4R s A & E BSA BT 21 4 5 .
[0025]  Efh T REHUELL mg, In— FIEWHL DOMSO 0.2 mLIEME, 1= %20 oL, i+,
AT, N R 7 T lE6 mg, HE2 h, 19 2 EH0JE 5 LA ; BL50 mg BSAHNO.1 mol/L pH
ENT . 20 PBGZ MBI i, 49 BB, 1 AV 22 12 0 I 2B, 4R 84 HED h 45 1k N, 0.02
mol/L PBSEMTS d, BRI, 1320 T R-BSAMEIA , R IR, 4325 , 20 CIRAF
%H.
[0026]  fu i JR il & ——A T R PHUE 5 IMEERH OVA BT 2 a5 .
[0027]  HUfPT RF-PHUJE6 mg, HON,N-ZHI B F I % (DMP) 0.2 mLyf# , I — I % (EDC)
4.5 mg, PEEE, VI, IIN-BEHEE W (NHS) 2. 24 mg, ZIREEEL2 h, 15 FAK ; BLOVA 50
mg, J16 mL 0.05 mol/L pH{ENT. 2[R PBGZ IMERIE MR , 453 2B , AV 22 12 IN BB , =
TIEFE NS hofF 1k RN, 0.02 mol/L PBSEMMBLENTS d, BRI 3R, 43 2P T R-0VA
B, R i, 73 2% , —20°C IR 17, £ H
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[0028]  f&& RAt T R AR IE R BB P 5 U B B 5 AR = B L 4o, 34T 48 4k
(200 ~ 400 nm HFFHME , @I L =F 43 HAE260 nmAI280 nmPI AR THEH L&
LE ARBR AT T R - B 1) S ORI 5 i T R PP i L s R B 1 1 A R S i
FHEC R A T B AR AL, R BA AT T R PP -HUA R B A B B & PR S
BSARIZE & LE N12: 1, 50VARI 45 & E N9 1,
[0029] 3. ff ] R L pmBE i il &

D Z38 R 4H AR B 3R 15

IR G K AT R R-BSAMEIBA (o i) 555/ 1 9B IS se A 78 0 Fudk, K
NEST6 R IBalb/c /N, B 0.2 mL;

TGRS 98 IR« BT IR G e TR, B 7R JE i e e — X, 3k XA 58 e RS B IR 58
ST, TR AN R R B IR

B3¢ JE IR 058 G 18— JE) i HIEL R e Pk SR I 3000 258 A7 AR 40 ], A 400 skl EL 280 38 211 : 10000 A
BT EEAT U R AR IR G 2 « WG R T S AN AT AR A2 AU S 9% SRS IR0 . 1 mL, =K S5 AL FE/NRR , HY
FLREAE 5 B BE IR A A

K F 1) 42 58 S B B G 128 23 A 7 325 00 5 400 P 37 VAR » 975 32 B 12k L o ) P A B R R v 5 B
PEFLEEAT R AL, 15 2 5F S S AR 7 WA AT R BRSO R HUAA (1) 458 T 4B Bk , AL Tk i AR
K A 2258 908 40 B PR AT 1 AR B 2V, 0 38 TR A5 TR R KA BRAT
[0030]  2) H B HUAARI ] 2%

YA 75 BUH AR T R B 5w B B 225 T A B AR IR AT 5 SR T C ok sl ik, 5
O EREAARGE  BARE IR R 57 5

H1 4% BE K SPUARLiAL - S AR P F AR K Balb/c /MR (8 IS S s v N K I A it Vil
0.5 mL/ W, 7R JG RIS 2252 A5 X 1054/ R, TR J5 R K o FH = 1R -1 ARt R 4
AT AL AR BT T R B RE RIS (20 CIRAD
[0031]  3) B TEREHUAAR RN 1 Il 2

PR 42564+ ELTSAVEI E Bk 244 21 : (150000~400000) o
[0032] () SE SFELISATS i : AR T R AU -OVA MBI B4 BEAR AR , IO AR T R bR HE
VR PR T R T PR TR AN R 1 AL P B AR T I 2R BUR BUBUAR A R, 25 °C ) B30
min, {3 HFL AR, B SRR eI 3~5 1K s - K AR T s IO Y R 43, 25°C )R Bi15 min
J&i > IINZ RV R B T e BEAR AT 31450 nmAd il B FLIR 6 FEAE
[0033] 4 BR B B A e S P P 5

PUARR: 1 AR B R R PR 45 A 0 B8 0 5 RN PR R & 6 58 it s, o
FAZE SR N Z6AE RV ARt o 28 OSSR /IS , 470 0 A e e T
[0034]  ASZIGWG A T R e HAtH WA SR AL SRR B GRT I RN R IR
RACTRRE TR T MR FIFERE, 5390 5 B w BE PUAAR R AT A4 52 G+ ELTSA, Hill fE AR v i 28,
TS B ICs0, SR Ja 4% T ATHEAS X M
32 S0vaPIE T =it E

W R FEE (%) = x100%
B |#2 sl B — AR sk e e R

SRR ST R b AR WL R R R SRR TR B A X ML < ] R 100% 5
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THE<1%FHFR<1% —H KR <1% L TH R <1% 5K R <1%. A K& BHPUARSS 5
JE AR R H R LT 9R IR RS A i R e SRR R TR A R R, R X
T RER RIS S .

[0035] 4. EHURR Priiiknl

PA=E R 5 3% 24, DA SRR BT A S 9% S5 G e To s S5k 3, 15 B S LR ib sk
[0036]  5.[FARICHTHUMAK il %

Wi 2E PR Prii 5 AR i S A P (HRP) SR FH B0 R 5 o Al R Al 2R 47 (R BBk » £ B 1
ik TR A SR R AR R B S PR I BE JRIR LG 40 1, BT AR I AR A A 5 SR A
EFH T AV 2 5HUREE A AL A X RS BRI AR 7 F 724 TIEES 0TI
MR, BRI T BEAR GBS M, 8 & RSB PR A VR 2 R AR N T R IX AN [
BAVGAL SR 73T T 2R L B

DAL TR E R, FOVRE =4 B B2 R EE N AR LR R

2) BRI A AL VI S PUAR B BE SRR FELL R 220 1, B R 5 i 7 vk L AR G 1 T v 1)
8, 5o BV 1 D 53 ik /b
[0037] 6. BEhRAR ) ) &

FH AL 22 i B S P T R 230 R -OVA MR B YD Rk 20 wg/mL, F4LIIA100 1
L,37T°CHREGIFE2 h, L LA, FIVERRBERR 2K, BR30 s, 1, ARG ERALH A
200 uLE PR, 37T CROLIF B2 h, 2L AR, TG AR IR B 2 B B R A
[0038]  sizjffsil2 AT R A B G s B A B 2H

HEATIFR T R BRI S e o &, A A IR

D A 0T R AR B EE AR ;

) AT RAFHE S IEW, W4 HIN0 ug/L 10 ng/L.30 ng/L.90 ng/L.270 ng/L.810
ug/L;

DT R TORE TR TR

D BRI A AR bR iC 0 PR SipiiA

5) JEH 2 €0 AV RIBYR ZHL A 5 JEC 4 S 0 VAR A ok SR A R 5 JER 4 S 0 SR B S DU P S
IR i 5

6) & 1B N2 mol /LB BR 22 i

T YEV T A PHE NT .4, B4 0. 05%H: iR -20.0 . 01 %o B MR B & 5110 02 mol /LR Eh
VP FTiR Ayt N E R AR T A b

8) VAT APHE NT.0.0.1 mol /LI RERE Eh 22 Mk
[0039]  SEjfsl3 MM FEAR AR T R 5K R & Ak

L FEASHT AL B

W JR FEA GRS, FREXL.00.05 gFEARZH0 mLERZMHEOEF, IIAL0 nLs
1 » FR TR & 40R B2 min, 25753000 g i (20~25 C) E.05 min, ;100 ul b )Z7EH
F2 mLERLEEOE T, IIN900 uLE B, #zh20 s 850 uL T4,

[0040] 2. A7) S Al

) B4 A T R AR ERHT JE I BEEAR AR AL DN T R bR o 5 VR B A B ) R AR

VIS0 uL/FL, SRS IINAP T R BT B A TAEMRS0 ul/FL, BEIR% IR S, P36 MU 25 4R
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J& B 25 CREE IR )R B30 min 8] H FL A, BEFLINA250 RLYESEE 78 70 PEik4~51K
BRIEIRE10 s, W OKARIAT s FF NN BRAR It S AL B AR 10 09 “E PR PLiif 100 wL/fL, 8
BRI ST, FH S A 55 AR J5 25 C e IR A [ 230 min, BUH B8 Be O B8 LA
JE A L AT I S AL IRBO L, KA 2 (S BYR DY H JE XA 250 L, BRI 51, F B R
R TSR G B 25 CIABE e it 15 min, BEFLINAZK IER2 mol /LERERS0 uL, HEIR G R
5], FBS bR KR 2 5450 nmid, K620 nm, I 52 AE LK OG FE AR (ODED -
[0041] 3G II&h S o Hr

FH BT 3R A5 00 AN 94 52 1) o 14 0 V5 VR ) R ' B2 P 30 (BD Bk BA SR — AN b o i VS VR (O
10 IO FEE Bo) FELL100%, 75 2 T 43R G FE AR DA T R AR HAE S IR FE (ug /L) X5,
IR FEARL A Y B, 2 b v 2%, A P 2 o o P TRDRE 1) 8 T SRR A VA ) ¥ 0 ROl B
1B, FEXS R —ANFEAR )T R R BE 2 0 o] Dbt 28 B .
[0042]  sijifil4 AT REGEE S iR EH AR S H ) i 2

1) 6 7R R AR 0 PR

o R T 10 5 R ) B R AU, R SR i 2R B A N 10 ng /L, A il 2R 1) Y5
J910~810 ug/L, ICs0 (5O%FM A O ¥ BN FEl 30~50 wng/Ls X2 H M £ A 2040 147
D5 FRAE il 28 12 0BT 25 B WO FEAE IR, LA 2040 R AR IR BE 1 P 3548 I b 3 A
1 22 RS PR 5 285 FAFZ T 1L R A AL PR N1 mg/ke
[0043] 2 FFEASKE %5 B ANAE 2 1050

DA RS 26 A D v i PR T b o LA B 5 W0 5 i — AR AR AR P A W 5 SR ARG s v AR 22
(RSD%) 1E Ak % BEVEA 845 o THEL A KON B 0 = SEBR I /E IR {E X 100%, HH
TS A I RE AR S IR BE 5 AT AR WE IR 22RSD% = SD/X X 100%, FeH SD bR {22 , X9l
& R 1)~ MH
[0044] %1 mg/kg-2 mg/kg-4 mg/kg = ANIREEART R XS 2 1 MHHFE A 34T 75 00 (=] e
5 BENFEARMAATAT , = ARG AT W 5E , TH SR A 1) P 38 RIS SR % L 45
RIFER.
[0045] &1 HE % & K oAy P X 6

i B ==
x4 RLAESDin=49% | HLBEIRSD(n=31%
(mglkg) (n=4)%0
1 937 73 2.1
pdliay 2 112.5 5.8 79
24 1049 2.0 9.2

PA1.2.4 mg/kg = ANIRFEI R T R X2 MR FE A BEAT A8 0, ~F 3 RIS 3R 7E83 . 7%~
112 5% 8] 5 3tk Py b B) AE A 74 f 22 327N T-10%
[0046] 3.7 & A e MR

AN RAT KA N2~8°C, i 124 AR e , 3776 1 B KO B AR GRARTE) 50%4
B BE A T RIS NS s I e E IR IR VR 2 W - % e s fa A 2, 2 AR IR R
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TRAF 26T DL R G AE 3T CORAF 2R R ICE TR AT I E AL 5, 25 SRR 1% 67
A THRbR 76 475 R BRI SA UR OUR L Bl S TN -20 CUKRRAR R TR

T 5E 25 5t R 5 B & TAE bR 78 4 1B W « ML B &5 SR AT 15 R 7 & A BAFE2~8°C & /i
7124 AL k.
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