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O COOH

H

N
Cripo

M

2. UOBURE SR LT IR (1) 22 TR R B R 0 1) 28 7 1, FURFAEAE T - i 0 28 7 VA B 20 4R
W

HU1.05 g7 —FRIF¥M T 100 mLZAE , AR R 4RI, 33 g 2-F LA Ik
Mg, ok 22 [R] A 1 /NI, VA H A 0, ik DEAR AR, 2 W I, A ST E , TR 981 2 B R 4
J52.00 g.

3. UNBURIE SR 2 ik 1) 22 T R PR I i 25 T7 v FLRFAEAE T I AR Bl AL R B A
85-100°C .

4 AR EESR 1B IR J7 1545 1) 2 B R BUER R R, HARREAE T Frid 2 1 R iR
A T E A e PR AR R R

5. —Fh % B RPUIE I 44 J7 7%, FARFIETE T« /2 B ACRI R 1 45 753 2110 2 56 R s
Lk A 2

6. QBRI EL R 5 AT IR (1) 22 1 R A0 14 il 4% 77 2%, FLRFIELE T« Irid # 88 1  HOIR B
A VEMEAEA RIEEA A MEEA NG E AL EEA .

7. BRI SR B EL6 BT IR 1) 2 B R P I ) £ 07 3%, HARRAEAE T« BAR P BRUn R < B 15
mg % W R FEPUR L, M T 1 mL N, N- R R g e, INEERE S0 . 22 mL, BRI, 15 2
OB AL TRAVE : BRI 75 1 2R 1950 mg, IN0. 05 MAHRR 622 i3 . 6 mLIE R , 15 2B, A
WO BB, 4 CHEHES h, 1R B, 0,01 mol/L BERR L2k PBS 4°CiEMT3 d, %
R3VCGENTI G2 W RIS ; 70358, T-20 CIRIEE H

8. BRI RS E6 BTk 1) 2 B R P 1 ) £ 07 3%, HARRAEAE T« BAR P BRUn R - H13
mg % W R PPUR AT 1 mL N N-ZHE SRR e, in & FF R S I RO 21 mL, = Zf1%0.3
mL, EIRPFET h, 15 B PUEEGRAT IS 50 mg, T4 mL 0. IMBEFR S rhPB
o, 75 3B, A AT DN BB, IR HES h; FH0.01 mol/L PBS 4°CiE#HT3 d,H K3k
BT 13 2 W R PR : 7038, T-20CIRAF4 Ho

9. UnAURE SR B TR J7 ik )25 1) 2 B R YU N, FAFAEAE T« R FH 2 B R P s %
BNYNAS B B v B o AA, AT FH T A ST K G P R PR U s T VR A AR i AR W S AN
T SIS IR 2 % it 22 B R ) P T
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—MZRERFNRSENFIERERNH

RAR G
[0001] A B #E Ko —Fh 2 11 R AP 055 U A )46 R BOSL Y o J T A 24 S B A S R
A

BEREA

[0002] % & R (Carbendazim) JyZR I BKIEIR 7, 5 — b R AFAO) 1 L IRV SR 1871
X BT T AR R R 2R R K 2 O SR A R )i B T AR L R L2
FEERRERT G AR . 2 8 RAEVE RS , BRI A5 AR IR, SR8
XN BRI — BT R E R AR AR, #1152 1 2 W R R IR pm e, Horr, 2
RIEBY P BB KRR EAE0.05 — 2 mg/kgZ ], fEER P i B KIR R PR E7E0.02 - 5
mg/kgZ ], fE K S ) Bt K AR A PR B 7E0.5 — 5 mg/kgZ [A], 75 1R S rp (1) f K ik B PR i
0.1 mg/kg. R HERFARE T A {E 0 (CORESTA FHLw MR 5 22 B R 1) 5 T 1k ik B PR oy
2 mg/kg, FESEPRAE 7, L2 mg/ ke B fi K B B B e b

[0003] [ il , [l A A 22 T SR Bk B A I 7V 2 v ROBURE vl — T B VS v RO
FH T o A T 15 B A A I R BHE 5 e P SR A5 DI B, (R R A IR AR i AL PR 3 FES
T At I 5 SRR 7 A A 3 [ I A AR 00 7 v 75 2 B B ) DR AN R FHAL 4%, L 4 2 L )
THARN GIBAT A FE B, JCiE HEAT DL RS I , I 28 P 22 , 3 DAHE ) o 2 BT R 47T
PRAE FEPE AR T G2 0 Bt 5 925 T DA 1 s B ARG DA it o R AR 2 B B o X 3 M i R A
B BERA Ry PRI SR A, — RIE T XA il EAT R ORI AR B, RO ven i ek o, o {6 P
N TNV AR BESRAN Ry 55 5y e S ANHET ™, A s a2 DRI 7 A e 00 ) 75 22, 0 Heid B L7 7
e AR dh A PR M7 o e M 9 2 B RO B T TSRt 1 — AN Ak g 42 e
FEor T B AT O AR 25 5 B o AT R 7T — A e L SR AL s 2 i S A B
W VBURH S 3 R 1) D9 AR 245 5 B 2 T ) = K SOREBOR o B AR 24 4 15 70 A BOR T T k2 20 A
XIS S AL SR A FRE TR , A 5 T X B g PR R B e Y R0 Ul L 20 1 R L RS L =
i S U SRR 0 B =M R TR L L 2 R A AR AR 2 N R A
PR T RS ST A ) 1 9% S PR EBR S vk BEAT P o PR AR 24 20 M Y i

[0004] AW Jg T AL /N o3 AL S W S BEAL 22 R B 0 A BOR A I S AL & A e
PACSE S 55 R EE G o T AL 2 S AR SR B AN AE W) R F- B et & U 1
H br S0P aL, I 5 8 3 SR 26 RN B o il 24 (0 i mT DL I e 2 5
Pl % X5 /N5 3 A 0 S VR RO LA, R I IR LA PR Ry S P e 2 27 e LA 5 A s
BRI R IC IR TBORAE Y, 58 B ke IR it r BB BB /N 20 1 B AR o S 70 7 ik 5
BT AR A VEUR RIEE SLAR 25 5 B e 5 0 A U R R p 0 B o N P i) 1 6, B9
ZEEAL RSB T BRI SE AR PR S A bn o i ) AR AT 45 8 B 2 5%, e 1K
NIRRT AT R BR3P S AE AR MR AL, 8 T REAN KPR 52 2 A
PURRTE T - BE 15 e it i PR RE RIOR B4 - PR S PR, 12 AR W Bl iR ) 2
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LZRAR
[0005] A& BAE) H ) IE2 2 T BRI B ARG H2 i — 2 5 R -5 8 5 B 5 )
KTE RN
[0006] K HAMY B 2@ PL R R RS «
— PP Z B R PRI B TV, A H2-F AR KM S T SRR I I N 2, Hr 4
AEWAE
H “ COOH

o

[0007]  EARDIERMIT -

BX1.05 g(10.5 mmol) T —REBFVAMET-100 mLZ g, I alii (85-100°C) K 230
A1.33 g(10 mmol) 2- 2 FE IR FFHKME , Sk 452 [ i 1 /N, v A1 2 = 0, ik A5 [l A, 2 H T, 4
GUEE, T8, A2 2 W R FPH2.00 go
[0008]  Firid £ B R i 5 vl T HE S S e L B Ak R AL o
[0009]  —Hp 2 1R RPUSE R #2555, /2 tH 2 W R PR 5 80 8 B RIS 2 . it id £ ik
EAANFREEA VFIEAEA RIEES  AMEEA . INEEAEBULEES
[o010]  EARDIRMIT -

T EHUR )45 HU15 mg 2 B R P PU)RE, M1 mL N N-ZFEE I R iz (OMB) H,
FEES0.22 mL, PP 1, 15 B P RS A AT s BRI 3E A & E BSA 50 mg, f10.05 M
TABR SR 22 3 . 6 mLiAfiR , 15 BB , ¥ AR I 2B , 4 CHEFED h, 45 1k e v, F0.01
mol/L BEMREREZ MVRPBS 4 CiENT3 d, B RIRIVGENT I - 7025, 15 81 2 1 R -BSAPLER , T-
20°CIRAF % H
[0011]  GLHEHUFE I H 2% : X133 mgZ B R FPuli , W AE T 1 mL DMFH, A& B 2 5+ 79 14
0.21 mL, =ZJ%0.3 mL, =IWAFET h, 15 20 HUFE T IRAT s BCUNIE B EH (OVA) 50 mg, ¥
T4 mL 0. IMBEERZZ R PBH , 43 2BV, K AV I BB , Z iR +E8 ho H0.01 mol/L
PBS 4°Ci#MT3 d, B RI3VCENTI - 70 %% , 138 2 B R -OVAEHE 5, T-20° CLRA7 4 H .
[0012] R Z B R P S S 015 2 0 B e FE A, m] B T S7 I EDG 4 28 T B W 5 7792
TR Ak e AR AR RS N 2 9% A T ST R 5 % 8 ot 22 T R 1) A 0
[0013] AKMP G ZHE R LHIE LA EHIFE S H201510973048.5H
201510973216 O L F R ) -t R R PU IR G5 HAN R o« A B R G B 22 B R B0 D B A K
FEERRE T 2 W RIS, A G IEKERNERE , ANZE P05 6 & 1 )% 7 25 2
S ZNW), 43 B I BRI AT R P R AL R GE , 5 A AR 2 158 X BLERAR, 45 e
B, REGEHE S
[0014] <Y B il & F A0 i 2 0 HE AR5 S VR 1Y) 22 B R Pt S e o 7, S 150 008 HH s s e PRI 2
B R T B LR A T R o 77 AR I AR S 1 v R I vy, T P S S G G % R B I
T3 45 R AR e AR AR I 2 925 TSI R % 8 ol 22 T R 1) S

Ff =115 BA
[0015] P 108 2 18 R AP & i £k B G2 VR 220 D
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2 9 i AR T 25 AL s i S B o e 1R A R 3 5 2 S SR 5 3R /K s 4 Rl 285 5.4 Joit
FELR 6V 7 ORI

I 3R AR TR

Bl AL B - 8 kL s 9 Tl AL ZE

B A
[0016] T [t &5 & FL A4 1) SIZ ik 5] Sk 32 — 235 [ 3k A O B o 87 B, 3K 4 S i 497 AN FH T 0 BH AR
B T AN FH A PR 1l 4% % BH () 9
[0017]  sjafill 2 B R PR 4%

1 Z W R PRI A R B RO 2 WL D

HY1.05 g(10.5 mmoD) T —FEEFVAME T-100 nLZ I, ik =k T4 imAL.33 g0
mmo 1) 2~ 2 3 IR I KWL , 4k 22 [A] 308 /N, A B 50, I JE 1R A, 2 i, 2B 5, T
e 9B 2 RPPU)E2.00 g, 1LEE86%.
[0018] 2. R AI % E

Mg % 10 NMR - (DMSO-d6) : 11.95 (br, 3H), 7.43 (d,d, J1 = 5.53 Hz, J2 =
5.61 Hz), 7.07 (d,d, J1 = 5.53 Hz, J2 = 5.61 Hz), 2.70 (d, J = 6.61 Hz, 2H),
2.58 (d, J = 6.61 Hz, 2H) .
[0019]  [EIlErp A2 A #26=2.70.2 . 58 AT R B 1 v FH 35 S0 A LRI S, 3% G U 1) A7 7
IE B[R] 8 B B IE e Ty, 2 TR R - LR 45 1 IR
[0020]  sEjEfl2 2 RPUER &

1. 2 B R 5 58 R 1R

Z W R VYRS FIME B EE BGSA (EEAE 2] f R 5.
[0021]  HY15 mg % B R LHUE, MR T1 mL N, N-— F1 & FH ik fie (OMP) 9, ik 400 . 22
mL, FEPE LA, 43 B0 B R TS AT s U4 I35 1 22 1 (BSAY 50 mg, /11005 MBMIER £ 2% itk
3.6 mLVAE, 15 2B K AV INBIBH H , 4 CHEFES h, 51k B, FH0.01 mol/L PBS 4°C
B3 A, BERIRUGENTIR - 7035, 15 5 2 B R -BSAPLR , T-20 CIRA7 & .
[0022] 2.2 RALH R & R

Z W RPPUR S INEE A OVA BEBAS 2 9l 5 .
[0023]  HY13 mgZ B R PPUE, % AET 1 mL DMEH, INE IR = A BEO0. 21 mL, In = 4 )i
0.3 mL, EWBFET h, 15 2P E AR ; BUPiE & H (OVA 50 mg, % T4 mL 0.1M PB
2R, 15 2B, K AR I BB, EilR A HES ho FH0.01 mol/L PBS 4°CiEHT3 d, %
RI3UGENTI - 7735 , 15 5 2 B R -OVAELYE 5, T-20°C IR 1745 H o
[0024] 3.2 H R A% )i 5 apk E I e

T AR 73 DD - — i ek SR AM R S e e PR S vk AR I 15 8 A RS
B, RUORPEPUR 5 8 B AE A T A AN R RFERIS , 4 AR I e DNy, AR 28 A e =
T IE DA I, DR L A SR B ) R R A S 2 O AR B I A, AT A A IR
[0025]  fEIBCELAINE - A KR 2 B R PR B R EA IS Ea M MEA S
Z W R PLPURI S G, BLfil s — @ R EERIE, SR 5 A Ao 66 B AT A K F 4
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B2 EA T AR PO TE
[0026]  HR4f5 2 NK=A/CLZr it 5 2 1 R PR AR 7S 3 & A L IRTE 5 B W EE 2RV
R AR B2 B R PP ) S R A A AR I ) S S AR » 42 A S h S0 A
Y R AE AR B B JRIR FE L, RUARERLL -

Ca/Cv= (Aqmzea X Knsazso—Agmzso X Knsazes) / (Agsizso X Kainzea-Afizes X Kaiioso)

EHEEMNGE BB RS S 452805, WE280 nmA260 nmf) 73 66 EE , #%
AFHEE B R RSB R

5 H i (mg/mL) =1.45 X 0D2s0—0. 74 X 0D260

G IR AN A I 1Y) 5 08 25 R < Jl o SR AN HE S e e PR S s B AR DR A AU
B, M4 2 T R PUE 8RB B AR IR 7R R 8 K BE ZRIBO R R PR S akik iR
HI A LT 1RILS 1, AR RCR B, S R S 5 2819, 2 mg/mL, B4 (1)
HAEEZENS. 4 mg/mL,
[0027]  SEHI3 2 B R R B BUAA IR i) 4%

1 AT Je A M () 3R 15

D E RGP 2 W R PR -BSABREY) G 5D 53651 38 IR 58 Ak R e 40 Ak, B2
NVEST8-10 EEE I Balb/c /MR, A s BN 150 ng/ H;

2) IR G PR IR : N E IR G e T 46, B 9 A i S g% — Ik, FH B U 52 A R B 3R IR
SEARNEF, I7 AR B R IR

3) B¢ g — YN S 9% — ) Je AR JEC E ik SR I 0380 A il A8 400 1) EL RS AR 3k 240 1 10000
DA E I 3R AT 40T AR IR G2 < s v 5 AN DA AT 2 750 B A8 SR 0 . 1 mL, = RS AR BB/
B J I 5 - e 4 M 5

4) SR 1) 2 5 4 B K B %8 4 B 077 92 000 5 A1 375 V0 » 975 32 BH M L ) R A PR A v 0
FHAEFLBEAT ve AL, 19 21 T EE AL A8 5E 77 Wb 22 11 R BR. 0 [ 044 110 e 58 TR 4 PR, BDUAE T e 4
A K A 58 9o A R A TR A BV, 3 TR TR AR KA OR AT
[0028] 2., HL e fE fL A i il %

D 40Ma 52 75 U 2 B R 5 v B B 258 T A AR R A7, SERIION 3T Cok i v i
B L BRI ARG TN 5555

2) il K Sk aifh . R FAR N B4 K Balb/ e /MR (8 1) IR v N K B A i i
0.5 mL/ K, 7K Ja B v 5 2458 S A5 X 1074/ R, TR Ja REEIE /K o FH 2 BR -1 AN i R 44
VEHEAT A, 19 31 2 TR R B FE BRI TR (20 CIR1P)
[0029] 3. HLBEREHUAARZ M B E

PRI 5S4 ELISATR N 5E HLAA I 24 791 - (200000~400000)
[0030]  [A]EFESELISATT VA : FHZ B R iR -OVAIR Y G MR , I\ 22 B R AR i
I 2 B R B S BE P v VAN R I A Y B AR 1C B S PR U PRI W, 25°C O30
min, {58 H LA, FHPESRBBE R 3~ IR, AWK ERAAT s IR 2 a3, 25°C ) Wi 15 min
J& s IIANZ BV AR [ B3 T8 BREFR A T K450 nmAk il 5E B LIS FEAE
[0031] 4 B o G He A4y S ML 1 s

Ui R A8 BRI PR 455 1 e ) 5 RNZ PR R S5 & 6 JI R, o
FAZE SUR N ZEAE VT Rt o 58 SO BEER /0N , 47044 R A e 1k T sy

6
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[0032] ARSI 22 TR R A At A FE R S8 % B 77 (R R 18 R L 2R 8 R R B R i R 71
Fe, 4 ) 5 B T B B AR AT [A) B2 35 4 ELISA , I VEFRUE B 28, 2 IT 453 1Cs0,, SR G 12 R 01t
A RN

Sl S0V R EEREE
TXREE (%) = *100%
Sli#e S0 RIR) B i e s S m iR

SR BN Z R R LAY AE YR LN « 2 B R 100% . FEBE60 18 R <1%- KB
R<1%WEF R <1%. AR BHPTARS B R0 1 R 2R T R W8 T R 55 JHAth 2R S IR e 28 2 1R 771
TR X R, RETN 2 W RAFEF LS.

[0033]  sijafild 2 B R AR SR AR il %

1. 2 B R B B Pk - AR S Anic o i &

(D) e 4 1) i) %

PR 25 B 7 /KR B 0 B 1% S BRI TR R R0 . 01% , U100 mL B T-HETE A,
FHE R F R 1 P 28 I b I , FE R SR FF SR T INNL .5 mL B4 BN 1% A7
B2 = ANV 4 SR SR B P I Z VA B B A i b A R B =R BB T K
W B JEARF, 4 CRAT - il 2% B U 1 Jie A 4 FH AR WL 422 T 2 i P I, S0 B TR I, AR R
[ TCIEPTA 45 H O T SR R A 4 B B e Rl 4L
[0034]  (2) Z B R g FEHUA- R IR EAR e Y H %

FEREIPEHE T FHO.2 mol /LK IR B W R e A 4 I pHAE 227 . 2 CA Rl H AR B pHAE AR i
JEFE TET~8 2 18], W] AARAL) , 3% 2 FH IR AR & I W TN 20~50 ng$TAA 1 bR v [ JI 1R 4 ¥
WA IR 2 0 R e BB, BiFR S, EEEE 10 min, IA10% BSA{E AR A4
W & R R BN 1%, % B 10 min.12000 r/min,4 ‘CE040 min, 7 FIEWL TIE
SRS B IR s AR RUCRI UG IR R & R AR L/ 10 RIS 2 i Ulie 8, B4 CH
.

[0035] 45 VA L% ph : S BSAR B 23 HN0 . 1%~0. 3% it 3 —80 ) Jii & 73 % 0. 05%~0. 2%.
pH 1 ~7.2f)0.02 mol /LR Eh 2% kK «
[0036] 2. FlFL ik il 2%

A LA AR AL AN 100 nL 2 B R B S FE fi AR - AR S AR, TN A R TR LA+
TEA MR B N-50°C 24, B3 hfg, BEZ 15 h, BIATHCE , S 26TA 2 W R H$
T RE PR S AR 1C LR 2 R AT
[0037] 3 HF b R e B il 4%

FERE i R B TR AR 2 HOR0 . 5% 4 I3 E B E  pHIE AT 2/90. 1 mol/LIERR #h 4% i
W EH2h, 37 CHE2h 4 FH .

[0038] 4. sz I IS ) i) £

R AE : SRR 22 K 22 T R P 5 - OME B AR A B 2L mg/mL, F Isof low
PO FAL T R ER 2T 4 R _E ARSI LR (D, g EN1.0 ul/cm; FH0.01mol /L pHAE
N AR R 3 2% R E PUR TP AR R 21200 ng/mL, FTsof Tow st JEACHKE H A0 4% T i
BRI FI RIS 2 (O , A B 91,0 ul/cmo 45 G015 1 16 [ N i B 37 °C 4641 T T4
2h, % H.
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[0039] 5. %311 4H 2%

(D 4Ry 2 2

Wt B AR A ot R AT e S B W 7 R AR IR 5 ML ol Tt 6 P JER AR b 5 A ot O S 8 ) AR i
5 IS PR s it R S R P A ity 55 W 7 S PR e i A , 5 W AL 3 1) 2 i 5 G AR 11 463
it Ao 55 » I 7K P A i 5 JER AN P A i %o 55 5 1 2L 28 4 P A AR P A ot O S 2 Rl O R B B,
P T BT MAXAR L 2% o
[0040]  (2) k4RI 4l

¥ 3R 0 R 115 B AR S AL iR 4 2% R AR5k, 72 2~8°C I PR A7, B U 12
NH.
[0041]  Sjtafsls Al 22 B R B R Ak e i AR 2% 1 8L

LR A ) T Ak 3

FREXL.020.05 gy A MIRE i 2550 mLEBS LA, INAN10 mL 50%H B K I, i
JiEl min,3000 rpmbd EB05 ming BL100 wl BB, IIANA00 uLREA S R, IR A4,
[0042] 2., AR AR S gt A T Al

T E R ARE100 nLARFIAE A BT AL S48 4 78 53 S5 LA k)
RS, EE (20~25 O MFE3 minfa, Kl 4UhR AMAXARIC L al AN & J5 0Lt
R TR B T AB T, SN 10 min, MR % 2 P 5 45
[0043] 3. 4»HfrA i

FATE (& : TER B C2R B AR B 5 Ok Bt — 3, TR AR 22 1 RIR AR TR IIRR .
[0044]  BHYE (O TZRE A CL B AR TEAA RO, R AT ZHRIKELE TS T
SRR o
[0045]  TEAL AR HHILCLL, R IEH 35AF d FE B4R 4% O A8 TR R0 AE AR L T, B
FRURAT 240 53] 52 1 BH 1 5 9 B AR 4% 33t
[0046]  sjffple Al 22 B R A AR SR AR S BR SHU i

1 R
B 7 B B 723 BB T R ELRIEN 0.120.2.0.4 ng/ke,

HURAR S TR, BN RS B I =K.
[0047]  FHARARSRAT AR 7= i S R B A b B, 24 b 2 B RIS IR M0 . 1 mg/ kg, 34K
% F IR T B AL CLL B AR B S CLk 00— 3, M 4 b 23 RSN EE N0, 2,
0.4 mg/kghf, 24845 L ERHTL B A CE BARMTEAN TG, 2R, FH AR
A= i R 2 B R AT IIER 2502 mg/kgs
[0048] 2 fERPHE R ARBH I R 56

WO Z W R EENRT0.2 mg/kgHIBHIHEAE 204, BIHEAE 2047 , H =4t %317
Foril , AR I BH
[0049] S5 IR FR B« 3/ AR 7 () T A% %A WU BH P A5 ot BF, &5 SR 4 S BH A , T 260 BH PR A
il A4 28R 100%, 45 B 14 28 SR 0 5 A B 14 A I, 25 SRA SRV, ml B VR AR A RN
100%, 1B BH 14 26 0 o 15 BH A S BH A Aar il 22 B 2R (14 AR 2% mT LUK AR 72 i B M B e (1) 22 B R
AT PR A o
[0050] 3.4 756
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P2 RO AT T mg /LAY H BB B R IR B R W R 45 R B , il 4Rk TE Rt
bE C2E 2t IR B 5 CER it — B0, S B o Ul W AS Bl AR 2 0 Y R Bt 1T R R TR R TR R A
MR o
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