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SV LVBAERTLIZEERTHDE 7= 5 F) (IUPAC: 4-7 &
B3 EF N1 AFAN- [4(p hIAFF )N DL] T =5 F AR
FHI MIEHOVWT . EEEERREBESE LAV TRLBREREMAE ER L1,

SR U RBREEE. B RE (S oy b)) L EMRE (T, eV,
bbb, ) . EBAH. KPS E. EMEE. TEERE. SHEE (v .
vUR) , BEAMEENE (Zy b vUX, AX) ., BEFEHE (X)) | BESE
PIEDNAE (T h) | BBAE (voR) | 2HRER (v ) | BAERE
H(Zy b UHF) | EEEEHERRETHS,

RBERMNS, BOAMKE, BHEBEERVEBEEEHEEIRD N o T,

ERBROBEMHEOR/MEIXT v FEAVEBHEEYE  BRAEFESRRO
0.56mg/kg AE/H ThH o7z &b, TN2BMLE LT, 2445 100 T L
72 0.0056mg/kg (AE/R % — BERFEE (ADI) & L7z,



I FRENRREORE
1. B&
F A

2. BRSO KA
ik . b7 TR
4 : tolfenpyrad (ISO 4)

3. {L¥4
IUPAC
i 4-700-3-2Fh-1-4F-N- [4-(p- MWIVEF)N v W] € 507 =5 430
3&4 : 4-chloro-3-ethyl-1-methyl- N- [4-(p-tolyloxy)benzyl] pyrazole-5-carboxamide

CAS(No.129558-76-5) _ ,
e : 4-708-3-2FV-1-3F V- N ~[[4-(4-3FV7 2 )%9) T =W AFV) - LHE 59 =50V F43 D
¥4, : 4-chloro-3-ethyl-1-methyl- N —{[4-(4-methylphenoxy)phenyllmethyl]- 1 -

pyrazole-5-carboxamide

4. 5FR
C21H22CIN30:2

5. a7k
383.9

6. HiERX

CHACH, '

CHg ©
7. AROER

7287 Fid 1991 FiIC = LEBRRSFIC IV BREN S V-V BEET
HZEBBAETHY ., TOERABEBEIZCI b ar FITRRBIAEFEEZOREIZLD L
DEEZBND,

M7 287 FIZEA T, WTROEIZBWTHERESATWARY, BBETIX
2003 £ 4 A 24 BIZHE, XE2XANBIODTERE S, BE—2T 28 P (Egk
14 BIEEE) EEIh TS, (BER 1) £7-. 2003 F 9 Bic HAEEKRRASHE (UL
T THREE] ¢35, ) L EBEREECESCHEHALARGEEEN 2SN, 28R 2~
24, 28~82 DERVBRHIN TV B, (BHE 2)



I HEBEERBE
1. BPHEREGRER

M T7xE7 FOEYT7 ) —VER%E UC TEHZLEZLD PyUHC- b7 YT K) |
FULEEZ UWC TEHLEZLD (To4C- L7225 R) AVWTERERBIERESL
2o BMEREBERCRSMBEIIBIZHMYPZVWES M 720 ET FICHBRELE, (it
DRHHAR L [FR)

(1) Sy rIBTsRMERERRAE (HREKRE)

Py-4C- b7 =¥ 7 N Img/kg AE ((KAE) . 20mg/kg AE (FHAE) XX To-14C-
M7 x5 N Imglkg hE (EAE) ORECHEROREL, P72 VT
FDZ >y MeRAW-EmENEGRBRSER Iz,

M PHAEREOCHEBIIR 1DEEY THD,

£ 1 2mPHRAEREES

2P HEARERE (ug/mL)
B’RE&E EHE (Imgkg ) mAE (20mg/kg )
PR i3 i3 HE i3
Tmax (hr)* 2 4~6 6~8 4~12
Cmax (ug /mL) * 0.27~0.30 0.25~0.28 1.93~2.22 2.23~2.37
Tyz (hr) * 12.1~16.4 11.0~27.6 12.6~16.3 11.56~14.2

KTmax : M PR ER S REDERRH. Cnax: EMFHRHEESRE. Ty EEH

FLVT7 2T FidiE% 72 BRRILINIIZ 80% L B3R & Tz, 5% 168 IR E
thPEMESRIT 88.2~93.2%. RHPHEHRIL 1.7~3.0%Th V. FERTHEHEEIL 0.1%KE T
HoT Py-HC- bV T = ¥ T N 54 48 R DREH HHEM 213 51.8~69.5% ThH -~ 7=,

FELBEBROBEHHFEIIR20DE:BY ThoT-, (BE3)

F2 BARSICETSELHRBOBRBRSIE  (ug/g i@k

5 &4 21 R B e 8 B B R AT ¢ 5. 168 B
FHlig(5.40), B(1.92), /M5 (1.68), &
i T 0.08 L
K f#(1.35), CME (0.8) , M5#(0.46) ETOMRT AT
Py-UC KA E T (5.70), B (1.96), /Mg (1.46), &
| B8(1.38), #BEAENA(1.11),00% (0.88), | £ TOMKE T 0.08 LLTF
11 4%(0.65)

AFig(5.56), B (2.47), /NEQ1.84), &
To-19C 5 B fig(1.65), 18 EA5145(0.93), L& (0.89) T DT 008 LT
FFIg(5.74), B (2.08), /NB(1.48), &

f8(1.41), 1B &AE5(1.39), L& (0.88)




H(25.2), FFIE(18.6),/ 5 (13.4), X | BE8(1.6) J585(1.27),18
HE | B3(5.85), i (4.88), M 5% (4.14), #8 | SR (1.11) , KJ&
EAEN5(3.12), L& (2.79) ‘ (0.99)

B (22.0) , FFi#(20.0),/M8(12.7), K
i | B5(6.92), Mm% (5.50) , B
(5.17),%18i(4.95), 0 (3.06)
MIEAE : BE5 ARHE (ToxfDE) . BAE: 75 6 BE%E (Tmax i)

Py-4C & E
BRE(2.6), ZE(1.64),05
W45(1.42)

BEER S E CORKUOEA~DOHBIZ RF TR M7 =20 T FEED AT,
REHDIIETILO0URUT THY  BPR T ML T = V5 RBLEBRHED 4.1~15.1%.
REHE LT PT-CA. Sul-OH-PT-CA Rt OH-PT-CA MREhFh 23.9~48.9%. 5.3
~ILT% R 6.4~12.9%R D bz, REH 48 B E TOEA P ~0PtE, ~r 7
T RBANEBRFRED ND.~0.7%Bd b, R#mE LT PT-CA-TA -
PT-CA-GA - PT-CA (£ EnOREHDOEE) . Sul-OH-PT-CA R CO-PT B%h
T 31.3~42.9%. 4.7~7.7% K 3.7T~7.4%RH b=,

Py-UC- b7 =27 FEZEAEXIERAERE L, 3. F. BRUOBAEWTO
REMBRESBIEINREZEZA, P72 ETS FIIZEALRZH ONRT, TEASMY
X PT-CA THY, BREHINERBHDEDKH 90%% 5O T\, ABRUOHEEICL AR
BMDER Y — I ERIIRD o T,

M7 =287 FOFERBEBERIZINIATFCBOAFAEOR{L (PT-CA) B
TNREHEZ Y —NVBOFLEZEDOEIL (OH-PT-CA) . #4 (Sul-OH-PT-CA)
THY RUDVLT IVESD CNRBEAOBEIbLT»THILEZL NS, (2R 4)

(2) Sy MBHI3RAREOREFOMEFRER CEILERBRTE

SD 7 v b (—HHELSIL) 2 Py-UC- L7 =5 FEBEEIEEED (160, 320
mgkg AH) ®#E5 L., M7z VT FORARRE DRSO MEHEEROWHEELEN
BEERAE SN,

BE% 6 R0 M P EE T 160mg/keg KB 57 T 4.08~8.34pg/mL (7 BEf#%IC
FET L7z 141 16.71pg/mL %#Fx<) . 320mg/kg EE#HEF T 5.18~6.97pg/mL (FET-
BMEkR<) Tholz, 160mgkg EEHREE TIX 72 BEEI#%I21X 10.3~18.0pug /mL &
Y. 168 R CTHLHRERETERD bR o7-, 320mgkg FELERETIX 168
FREf# C 11.8~19.1pug/mL & 72 o 7=,

168 BrfEk DB AEMF OMSERTFRIZ 160mg/kyg FEZ 5 CIIABEKHED
0.2~29.7% & T H D E N KE | 320mgkg FEFRGH T 48.4~535%Th o, /I
NEYH OB RER FRIIME R S5 TURBBHARED 1.9~4.8%Th -7,

AN O OKBFREHEISEN S DX, ARBROENED I RBRERAEITAREAEKIC
LHBEHETESICERENZZ 0D, BILTEBIIAZEINTHWADOTIRAL . NEY
PICRELTWDLEEBEIbNAZ L L, INERNEWMTEBERNK 3% L DN Eh b,
M 7287 FOBEEREIZLIVEOEHSMAIS NS LICLDbDEELL
n5d, (BHE5)



(3) v rIEHIRPMERNERRAERE (REES)

Py-4C- b7 x5 RXUE To-UC- b7 = T F (EDHA) % 1mg/kg KE/H
DODRAET. 4 ARREREBRABEL., MV 72U ES RDTy MBI AREHRER
HHARBRBER I N,

14 BRREREZROEZMFIZEIT D Toax Coax R Tz iTHETEN LI 8 FF[H].0.26
~0.30pg /mL K1Y 18.6~20.7 RfEl CThH v | T 12 RFfE. 0.51pg /mL R TN 45.8 BffE T
HoT,

BRE 5% 168 B TOEPHEMRIT 92.1~94.9% ., REHEMEIL 2.2~3.4% ThH > 7=,

FEREBORERARIEIRIOLBY THY, BHEREGRLEUL-SHERTH
7, (B 6)

F3 REBSICEITIELHBORBMSE (Lg/ghiEsl)

BE%&Ht £ 1fn B IR R BER T 5 168 B
g (7.77), Bi#(2.98), BEAEL
3.01), 1.87), /NBB(1.86), S
e (3.00 ﬂi( ) Jﬂ\%( ), M AER5 (0.89) EBE(0.76), KzfE(0.57)
Py-14C- I5 (1.38) , B86(1.48), .1 (0.95),
o e (0.75)
S PEViAAS
Frig(11.3), & &EAER5(7.27), B 8
i | (3.06), Bi#(2.88), KiB(2.16), 5 | B#6(1.20), A5H5 (0.86) , FZ&(0.62)
f5 (1.66) , /IMIB(1.35), i (0.91)
To-14C- JiT I (8.88), & g (3.55), 18 & ik b
W"yt, o | B | (0D, KILTS), MLED), A | b5 0.95), FEHO63), HAY (0.55)
: 56(1.28), FERS (1.40) , FZF (0.80)

XX G 12 BERE  (Tmax (1)

14 B EHRE% 24 BRLUNICBIT 2R ETE~OHRIZ, RFTIE bV T =
E7 FEEDLAT, REMITIET1L0%LUTTHY . EFTIEI M7= ET RAL
HHHEED 0.6~1.1%. fX#Hm & LT PT-CA, Sul-OH-PT-CA X' OH-PT-CA 28 %
NFN 57.2~65.2%. 12.5~16.4% K% 11.1~13.8%RH L, DTV T b 2%
RKETHoT,

Py-1C- b7 2> E5 % 14 BRREREH., MEPICE M7= 8T FIZRE
Do, 1FEAENPT-CAThoT,

R, EFORBHONE — U ROUSGHESITHOVWTIE, RERAKRE L EEZERD
BEOETIZEALEZZR D NPT, (BRT)

(4) v BT 5RBEBES & UL PBITIERR
SD v MR AL (BEHR) I Py-UC- L7 =T K% 3meg/ke FERDZEE L,
PR BB R O BITRER (B’E5 24 REM%R £ TRIE) RERS,
BAEMER O B OBHERIIRE% 12 RE CTESEEICEL., BEMmE T 2.90pug



/mL, BRFRETR—FT0.87Tug/lg TH Y, BEMPEF R OBRFER— bFORE
D KIS X PT-CA Th-o T,

AP OBAEITRES 12 R TREREICEL, BAMmIET 0.82ug /mL, ILHT
232ug 'mL Thotz, LAHPTORBHOKRE ST, PT-CA DA F LT RATF )Lk

(PT-CA-Me) Th o=,

FLIRMm$E P OSBRI LR L, BE®IC Py UC- M7 = V5 REREHR
12 FRREICARRII BRI SRR E % EEl -7, FIR Mg 0B O KES1L PT-CA TH -
oo (BHR8~11)

(5) 5y NIF& S-9 in vitro RICHB 1T 3 LR
in vitrofXE% (J v FIFS-9 4mL) 12 Py-14C- F L7 =2 ¥ K 0.1mg XiE 1mg .
To-14C- b7 =¥ 5 K 0.1mg R UFEIEE/E 1mg 2%, 37TC T3 RFRIA ¥ 2 —
arv L., InvitroREEBRNREBI N,

7287 FRLEKFED 102~124%BHEHh., TEREBE L T
OH-PT-CA | PT-CA KU CO-PT-CA B EFNEFI 24.5~32.4%, 13.4~16.2%% T 9.3
~13. 2% tH iz, £ Ofh, 12 BEORBMY P RE R ORE SN BAEKHED 8%
UFThot,

M T 2T RO in vitro SR TOEFERBREIX, ©5 YV —NLBOFILE

Do-1MNOBIEECT NI LIRS EOAFLEDOERLTHY . T/, XL IALT I
BOORE. N-AFNVEGOBRAFNME, €7 —NVBOTFLEDE = VE~DLEH
ThdEEBZILND, (B 12)

2. EHEREGBE
(1) BFIcsTHEMERERRR
FTA (@A Tl 2 5) 2RV, EMEREMRREER Lz, ARBRCHAW:,
ARBRRHBMERIUTORY TH 5,

3tk To-l4C- P LT =V BT K To X by C-
L7225 R
HRERX 2y ©) ® ©)
AR 5 i KPR BEEIZB M A RERVE RO
el EE T 17 10 B 1B 10 MR
B b R o> EEENR L 5t
. 2 R 7 L
ALER T RIS ORI | LCERSECHRi | O R HAE O
. EOERXR
B
Rk E B MEREE 1. 2, 4 B | BMER, BMLT7, 280 | BM% 3. 7. 14, 28 H
kERAE 1ug/mL 7.5mg/mL % 60 u g/mL




RBROTIL, EDE~DOBHREOBITIIREMNICHEMLIZbDOORNPLERVE~D
BATIIA 72 < 4 BIRICAEBURED 53.9% MR T, 0.4%NE T, 0.2% N ZE TR SN,

RBROQOTEDOPIIZBRA SN A RRITEIRBVICBIT L, 28 B TIXED LS 5T
DE\IIHMLTER, BHOFE~OBITIXIZLEAYRBDO LN o0z,

REQTIL, LBERVREL OREICHHFENLEE L TRY ., 28 B TREKHEE
D 87.1~91.8% MR EMIZ KA LTz, SENBEOER VPREIZRIT 55X, 0.1%KHE
THY ., ELEBA~OBITIIRDO N o T,

ETIEI IV T 28T FBNEMEED 89.5~93.6%(132~206ug /g)58H b, FE
K#E L LT PT-OH, OH-PT. PT-CA KU DM-PT 258 b 7228 0.2~0.3%(0.3~
0.7ug /PBRETH Y | ZOMOEE N7 REHITVFi b 0.2%(0.4pg/g) LT TH - 72,

To-MC- M7 = V5 NREHEOREHM E LT T-AM 3B 5724, 28 B THLE
HERED 0.4%(0.4pg/g) ThHotz, BETII ML 7 =25 FALBEHED 92.2~
93.6%(0.76~0.80pug/g)B® b, TENHMW & LT PT-OH.OH-PT.PT-CA &k (} CO-PT
DR BN 0.2~0.4%(0.002~0.003ug/g) BETH Y . F DMORE SN - KRBT
WD 0.3%(0.002ug /g AT TH o7z, ToUC- b7 =22 EF REFORBEHME LT
T-AM 2338 HiL7225, 28 H % THAEKHEED 0.1%(0.001pg /g) TH o7z,

72T FREBTIZBWTIZE A ERB SN2V, RBEEIZ. P LVE
AFNEOKEEL (PT-OH) RO T Y —LEBOZFLED -1 MNOKE{, (OH-PT)
RO (CO-PT) . T, RUPAT I U5 0 CNEESOBE (T-AM) RUY
TS NVB IO A F Lt (DM-PT) ¢Ex2 b5, (BR13)

(2) Y RYICHEITHEDENERRER

To-UC- VT =2 BT R Py-UC- MV 7 =2 VT FESTLAERIE (0.5mg/mL)
ERERBEROX v XY (&fE K 121Ky 4720 SmL THI L SmIc#HAFm L.
MEEH#, 7. 14, 28 HEEPy-UC- M7 =5 NI 28 BEORITER L., M7
BT FOF ¥ VBT HEDENEMRBRIER SN,

To-MUC- "N T = BT FOX ¥ XV BIT AREFEEKRERE (TRR) li&&ﬁ[_ﬁé'@&&ﬁ
FRETRED 80.0% T - /=A%, 28 BHEITIX 58.9%IZHA Li-, ML IZRIT A HHIL,
SR E % TIIZMEEIC 90.6%. REERIZ 9.4% TH Y . 28 B TILFEEIZ 99.7%. Fﬂm 0.3%
Thotz, NHE 28 HEDHETITI IV 7 = 5 N8 55.0%TRR4.63pg/g). FEH
# & LT OH-PT.OH-T-CA.OH-T-OH & U CA-T-AM BN Fh 6.4%TRR(0.54ug/g).
3.9%TRR(0.33ng/g). 3.7%TRR(0.31ng/g) &} 2.4%TRR(0.20ng /g)38H b, T Do
FE S =R 1.9%TRRO.16pg /g L T Th o7, A 28 HEDRFEEKT
M7 2T FRORBEHITW T Y 0.1%TRR(0.03pg/g)Rif Tdh - 1=,

Py-UC- b7 =7 FOF ¥ V2815 TRR i 28 B CUEBKHEED 89.4%
Tholz, MHERIZEBIT D 5MITIEIZ 97.2%, FEERIZ 2.8%ThHo7-, 0 28 A%
OAETIHE IV 7 =BT KA 49.8%TRR(4.7T1pg/lg). TERBMH & LT OH-PT.
OH-PT-OH,OH-PT-CA.PCA B ZEH 7.89%TRR(0.75ug/g). 3.40%TRR(0.321g/g).
2.93%TRR(0.27pg/g) B O} 2.11%TRR(0.20ug/@)iRH S, ZDOMDEIE S i-Emit
WL 1.6%TRR(0.15pg/@) i FTH o7, W 28 BHOKEERTII M7 BT K



»5 0.41%TRR(0.034pg/g) 33588 b v, REHITVTh b 0.2%TRR Rt TH -7z,
L Z7=2ET FiZF ¥ XY TREBMESICRRI L. Z2<OREDICHBEIND
D, FEERA~OBITHIMES . REREBIX, 7YV BOZFLED -1 fLOKEL
(OH-PT) . IV —LBERINIAFTF I RUDVEDOHKEESR S DRI SRE T
T FEEOMASHE (T-AM) . BROBRELD NI AFXIRUDAREHOT VX
NWEDOEEL (T-CA) ThHhDLEZbND, (BR 14~15)

(3) BHICH T HHEBEAERRR

To-4C- F L7 = BT XL Py-UC- F L7 = U ES REETIRAR (1.0mg/mL) % .
b (B EK) OREXBFRLE—HE2MIZ4AnL#MA L, To-4C- b7 =BT F
IR TIIAFEE R, 14, 28, 56 HIRICEE, £, RE%L PyMC-h 7= BT NAUETIE
56 HZLICEL X%, 53 BRIZEER, ThEPhERL., M 7207 RO HIZBITS
R EPEGRBRNERE I,

To-C- bV 7z BT FOH HIZKIT 5 TRR ITNEE % CUEBKSRED 32.6%. 56
A% T 32.8% Ch V) BEEMLEIIV o7, EHEPIZRT 2 0Mik. LEE, X
RORETENENHFEREED 83.1%, 7.5%K W 9.3%ThHV, REIIERETHIHK
SRED 95% L, LITRBICHFE Lz, FENBE~DOSMHIX0.1%KH Th o 7=,

N 56 BHEOETIEI L7 2 ET B 20.0%TRR(12.4pg/g). FERBMHME LT
PT-CA.CA-T-CA R T-CA B ZNZH 9.1%TRR(5.6pg/g) &K L2 &L, LLTRER) .
9.1%TRR(5.7pg/g) L U* 5.1%TRR(3.2ug/p)BH b, TDOMORE & iz REgmii v
b 2.0%TRR(1.2ug/g) LT TH o T, 56 B DEFITIT 1.02ug/g DR KA EIEE
b, TDHSHL M T2 ET FH 0.79%g/g BE L. £OMOREHIX 0.02ug/g LLF
Thotz, U 56 BEDOERNTIEI ML 70T RFERDLIT, REmE LT
CA-T-CA ORBEER 0.02pg/lg B BN,

Py-UC- b7 x5 FOL HIZEIT 5 TRR IZ A 56 A% TUEBKEED 23.5%
Tholc, EHERICBIT H0MITNEE, ERVREETENEN 86.1%, 7.3%KE N
6.6%THY . REICEETIHRFEED S D 86 4%ITRFICHEEL TV, ETIX LY
=BT P 28.1%TRR(21.1pg/g). EEARHMH & LT PT-CA. OH-PAM, PT-OH Xk
U OH-PT-CA B Zh i 14.6%TRR(11.0ug/g) (BEEKE2 ST, LLTRER) .
7.8%TRR(5.82ug/g). 3.8%TRR(2.83ng/g) &k } 2.8%TRR(2.06ug/g)i8H b, Do
REIN=RBEDITNTNIE 1.87%TRR(1.40pg/) L F TH o7, BETIZ M T =V
B R 428%TRRB24ug/g B bh . BE S ERBFHITIT VTR
0.06%TRR(0.12pg/g) A FTH o, RATIX AV 7 = 5 K2 0.02%TRR
(0.003pg/g) L LT HLHIRDHNT, R & LT OH-PAM 28 0.26%TRR(0.035ug/g)
BODbI, TOMDEIE S NIZREDITT D 0.02%TRR(0.003ug/g) LA T Th - 7=,

MyZ720E7 FOLBIEBITAEERBPERIZ. PIALTFIBO A FILEDRL
(PT-CAE ., SV —NLEBE NIATFIRUDLEDEESEHS OBILBISHBE DT 2
FfE& DMK EROH-PAM), BMELTERTE P IAFFIRUPARES DT XL
®:DB{t (CAT-CA) ThHrEEXLNSE, (BFE16~17)
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