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The invention relates to new isoxazoline compounds of formula
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wherein the variables have the meaning as indicated in the claims; in free form and in salt form; and
optionally the enantiomers and geometrical isomers thereof. The compounds of formula (I) are useful in the

control of parasites, in particular ectoparasites, in and on warm-blooded animals.
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wherein the variables have the meaning as indicated in
the claims; in free form and in salt form; and optionally the
enantiomers and geometrical isomers thereof. The compounds
of formula (I) are useful in the control of parasites, in

particular ectoparasites, in and on warm-blooded animals.
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A ERARERRXEDFTRAEARK LB QR Q& A 2-
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F % 8 2 & & : # 3@ B ( Lepidoptera ) ~ % # H
( Coleoptera)~ [ 3 B ( Homoptera)- ¥ 3 B ( Hemiptera ) ~

E 3 B ( Heteroptera ) ~ 4 % B ( Diptera ) -~ 4 % B
( Dictyoptera ) ~ # 3 B ( Thysanoptera ) -~ H 3 B
( Orthoptera) ~ & B ( Anoplura)- % B ( Siphonaptera) -~ &
2 B ( Mallophaga ) ~ ## 2 B ( Thysanura ) - % & B
( Isoptera): % & B ( Psocoptera) & B¢ 3 B ( Hymenoptera) °
Ko THARRLNSAFADABRABABEXRG Y BT A K
REBZIF A HoiEPE - ¥ KRB (Musca domestica) ~
# K % 3 ( Musca vetustissima ) ~ #% % # ( Musca

autumnalis ) ~ 3% B & %8 ( Fannia canicularis) ~ & & P B 48
( Sarcophaga carnaria) ~ 48 4% % ( Lucilia cuprina) -~ % % %
#8 ( Lucilia sericata)~ 4 & # ( Hypoderma bovis) ~ & g B
( Hypoderma lineatum ) ~ %% EK 4 # ( Chrysomyia
chloropyga ) - A & # ( Dermatobia hominis ) ~ # % & %8
( Cochliomyia hominivorax ) ~ XK & § # ( Gasterophilus
intestinalis )~ ¥ Jx & ( Oestrus ovis); TR B 4§ » #H o & F
B ¢ ( Haematobia irritans irritans )~ £ # A # ( Haematobia
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irritans exigua )~ & # % ( Stomoxys calcitrans); & & ( & ) -
& $t # ( Tabanidae) % 2 # > # 4o Bt # /B ( Haematopota spp.)
( %) %0 % %8 At v ( Haematopota pluvialis)) & # /& ( Tabanus
spp) ( ) 40 2 & ¢ ( Tabanus nigrovittatus)) » & 3t & 3 #
( Chrysopsinae) > # 4w st ¢ B ( Chrysops spp.) ( ## 0 2 B 1
#¢ ( Chrysops caecutiens)) ; # % # ( Hippoboscids) » # %o
¥ 3% 3% ( Melophagus ovinus) ( 4 ¥ 2, % ( sheepked)):; &
¥ % 4o (Glossiniaspp.) i A TR A& LwHH » #H
. #% # ( Ceratopogonidae ) ( # ( biting midges ) ) ~ 8 #
( Simuliidae) ( 2 # ( Blackflies) - £ # # ( Psychodidae)
(& #¥ (Sandflies)); R R B oo & & ° 6 2o X F » # 4o F K
B ( Anophelesspp) #3 B ( Aedesspp) B B B ( Culex
spp) > k% » # 4o 5% # 58 % ( Ctenocephalides felis) & K %
( Ctenocephalides canis) ( % # 3 % ( cat and dog fleas)) ~
Ep B B % ( Xenopsylla cheopis) -~ A % (Pulex irritans) -~ #
% ( Ceratophyllus gallinae) - ¥ & # % ( Dermatophilus
‘ penetrans ) ; & & #H ( 2l B ( Anoplura)) > # 4 &k 38 & B
( Linognathus spp)~ f # B ( Haematopinus spp) -~ % & B
( Solenopotes spp )~ A # ( Pediculus humanis); sA & 0 & ( &
£ B ( Mallophaga ) ) » # 4 4% ¥ # ( Bovicola/Damalinia
ovis) > 4 % # ( Bovicola/Damalinia bovis) & & # £ & B
4 #% ( Bovicolaspp.) s F AP F L3 ®i$ B ( Acarina)
Z B M (o4 B (Chorioptes bovis) ~ # &
B ( Cheyletiella spp. )~ # & #| %% ( Dermanyssus gallinae) ~
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AELMZHAXBINETRERGTE - WHEHEARMHER &
B#ih B (Acarina) R B A E A - KERZTHHEHY
RS RPR/XBRBAFATE F AEBT > IF B 3L BP R
Bl — KRz (PlodRITHLAEY) RAEEF T L 4
REBHRIBIPRRAEEAY > XMHMBBET > HlokdDHm
EFZHBR/ABFERBLE  BERFAKHEENED 50%
E260%zmAEEFEALADEF(RTE)- X (D) LEHFTAP
B LEARA T LY 0 ALK ®A ( Muscidae ) ~ f & #
( Sarcophagidae) ~ Anophilidae & # # ( Culicidae) # 4 i
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B E8E ~@u8 (4 %K+ (Blattidae) (B # ) #
o 48 B /) # ( Blatella germanica ) ~ £ % % % ( Blatta
orientalis) + % % #8 ( Peripianeta americana)) R A% 3@ B
(%) %o % # ( Formicidae) ( 5% ) & 3 # # ( Vespidae) ( %
#)) -

SAEg > X (1) LY FARABRRBEBZIIFA
# » A H£ # #m ( Copepoda ) % 8 ( # » ¥ © 8
( Siphonostomatoida) ( # & )) Bl s #» &A™ T & % M4 R
¥ o

R (D)t FTRAPBRRELERARET LY  LAHRE
# - Anophilidae R # ey 8 ; AW E - ®WRE (#lb
A ) ABEE (pllohH)-

R (D LT HHEDYZIFABRLAEBEAETHRY
W oo M B Z sk (spider mites) M TF » £ & % &
# 94 # ( Tetranychidae) ( £ 3% B ( Tetranychus spp.) R &
N4 B ( Panonychus spp.)) Z 5 ~ ¥ & /R & °

EEAHARABBZHNRALA&NFHEHE  LEHKR
#f # ( Aphididae ) ~ #& & # ( Delphacidae ) -~ ¥ 8 #
( Cicadellidae) ~ K & # ( Psyllidae)~ #h # ( Loccidae)~ J&
# #t ( Diaspididae) R # %% # ( Eriophydidae) ( ] %o # #
AR LZHW) A E4AY 88 -ERBREMB
A& ¥AE - %98 -4V EBREVBZIHAMHRSA -

ERHFBASCAMNKRNLIEFTFZIATADYLIERR &
Bl -
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B X (1) Lo ERKRLEHLEZHNERRAL AR
BAEMAEAELHYAARERITRE  ZEFhHEFHE - HIL-
K -~FE2K~RE-BHEE-RE-KRXR--BE-RFI
MG - EZAEARAEMBEY -

XTIt mFTABXKRRLE L AEE (Meloidogyne) ~ B
B % & B (Heterodera)- 58 B % & B ( Pratylenchus) ~ %
% & B (Ditylenchus)~ 3L 4% & B ( Radopholus) ~ 1R %% &
( Rizoglyphus ) £ mi#E 2 M % & &

FeX (D) Lt FRARBKRELE S DS -

R A BHELREZ BARLGCIH LB RES
ZREER Bl hE % LEF B B BR
Mo AF - RZEZR AR XE BREBERAIME
S AAHEBER UEASRER  #BAKLEBLE 0P REE
( Haemonchus )~ £ # % & B ( Trichostrongylus)~ 4 § %4 &
/& ( Ostertagia) ~ % 38 4% & B ( Nematodirus)~ B 4 £ 4 &
# B ( Cooperia) ~ tm & B ( Ascaris ) ~ 7 o & & B
( Bunostonum ) ~ # & 4% & & ( Oesophagostonum ) -
Charbertia ~ # & B ( Trichuris)- B & /B ( Strongylus) ~ &
# % & B ( Trichonema) - # 2 % & & ( Dictyocaulus) ~ &
m % & B ( Capiliaria) ~ £ # B ( Heterakis) ~ i & B
( Toxocara) ~ & tm & B ( Ascaridia) >~ # & B ( Oxyuris) »
¢ o B (Ancylostoma) - 49 & B ( Uncinaria) ~ 3 im 4% & B
( Toxascaris ) ~ &| m & /& ( Parascaris ) &R < %4 & B
( Dirofilaria) - % & A &% & % K # # ( Fasciolideae)» £ £
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% B K ® & ( Fasciola hepatica) o
A28H2K (1) b HHRIBRATLEDFHEHER
R BREELHZED 50-60% L F > B4 AHAiB 90%
zZRTE o EMHA 95-100% - X (1) bt kKE
WAABRE LA AR KB T BEAR 2 LB — N A &N
AEBRB LT REFA NI R EL Gl RBAGRY (Fl
g % # ( spot-on)~ % # #| ( pour-on)-~ °f % # ( spray-on) -
Ak~ BER-BRTHESY - ZREEH ) £ 8
@ mway (HlolF &F - -HE- B8 BIRLH)
BEBHEE (Al bHmBE&EE A BEE - #E
(B TEREHBE) BRIXFEAINRESA D P a2
(WA REBHRE)) - R ARY— K REARBBERE
EHEMNEERATKX - FBEHh (T L2HAKX (1) FHAS
XL EFHERTAALLEFTRERA>IZIEALCRAETASF £ 2 E
B ERAIARBERORE) UAF L HF XA L
Pl BFFTRERATPERELBAAD T ERLRLSLS ~ 246 K%
® HRALE BUALAFARARBUAZILEZZHEHN -
PR B T A B (BERRFKE) M XTFE-CTE -
AEE - RABERTE b BER _BEREBR
Bs » Mo Hb > A B —_FH B L _8- -C_8B%
PTERXL-_BEECLRR-_C—83%T& (butyl dioxytol);
BELE > Ml BN A B BB OR - EBA SR
diacetanol alcohol ; R % ¢ — & > # % PEG 300~ % % - @
R TEABBEBEBER » #Hdo N-FR2-hogog e ~ = F 5

&
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Bk — F R FEAE K BB EE ¥ BE T8 R
WMEBRAE S HEHhd > HEFE - BB B Fd R KR
b AREBRHHE - — B HhE =B H b B
EREBREOREATR_BEOE AR (XBET) By
b  FIRBERZIBRAINDTAETERAAHMAEBRRBE A &8 -
BHBRTEAEEANSEEBEERS THERA R TR H
ERA B HZ2HE » #4 L+ (Vaseline) % 5 #
¥ &8 (wool fat) #H s x X % » ) %0 ¥ £ 5 ( lanolin)
¥ A58 0 B =8 (polyethylene glycol) #] 4 8 Z =

8 o&x &

(macrogol); RAEEE A Y » #lio B fis & = 8 H# /b 85 » # 40 &
1L 18 4 o

T ERERILACR - BHEBRESE » — & 5P 8%
B dw KRE B BV BRAKRLILBERAR LA A B

A BRBB N EAT AR BN BB B E
o+ NB BB wBEBEE RALHEBRARLABEED
BREs > o B LA BEIE 20 MK L R B AR BL B 0 o B K

0

R BEEEAME S RALHZI B HEREWE&
R B4 & (poloxyl oleylether): R & & B & T 1 &
BHE Y > ko Pluronic™ | K # 8 » o KB = & 5 8 &
REhXEpEEES > wREh A REMDEERE  #
B LUEBERTOREREAE -

FAEYNTTLHEBILRE RBEALE » o R AHEITAE
ho~ B ER - RLUHE RLHUWEREARSE a5 =
a1 -
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B BEAEHNBEARETZRASER  mERBRZIITEY
Tl ke BRI B RIABALERL - RREE - BB
LB RERBRHRENPVCZ AT REHE -

TR L ERNIE - R B BB REN
B2 2 B &Y BEAE -

X o Tk LR FTERAUYBARXTFHREZIY
BEAEB okt FEZIEAIR -

FHRRSIRFTERTZEANTTHEANBEEF » 4o 2

@ uwnBitinsf-

AN HE AR bolil 2B 0B TABILLBEHZESRA
ME HETENKRRETY  #HoBHy S tEkaf
Ed (Bl PREBLEE  BRIFABEFT  TEABEBLAHKS
o EkEaxERaf HBAEBEMYG) RREK
RoM (B RLHE  RLHERBSRAE) KBTS A
HAB (Bl HEBSEF B ABFE) BFECH
RS ) BARE (HeB R Ry ) REHBE (H

@ uursim) RHEAR (bl @)

AHH2X (1) LB TEBEEARALLRLE D H
mAhBER HEITHAAAREFHEBRZEE AL UH
mEMN S RBBEF - FHEBRZIHE AL U o KE
MEE  HAFTHSIWwABERRBMR - RlmT > £
A A HZ & B (adulticide) 2B 2 h e X (1) L4 4
ZHERANT TR AEALAEAZRKRRBEF LAY Z AL
AWM BAALRFTADZIHABORETEBAAF » X
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BRZRFH - AKX REEALEREERBREAZHKEF
AW ERR - o o s WBBEFTE LA NEB LR
- HFZ86TTERBEAER  FEHTRD FHERS
 BERBZHRGERELAATN S BEMWAA
EttatBihz B8t BT Hurk (1) 164
Mo mARTAA — RS BLERRY - RAEW P 2B
CHBEMTAREYE Sl BARRETHEASNZIKRILSE
BAKWGE AL TLICART LBRNE C 4o o
Bl PR ESARWHB - LA KAGH A ERYBKEFZF
MRS RERAGBZEFREARSY BRI EE - F
RBMBEBRREB ) URRIRESHELEZRILER/RBMEEY
o HiEB B MR -S4 KL LB RKRWE
M# T AL WO 2009/071500 % 18-21 B ¥ 24t b4 %
1-284 S P R R - B A 2R AEBHOFRHMLTHE WO
2009/071500 % 21 R ¥y xi4 4 (A1) - CA31) ¥R A -
BEXEBRBRABERGIERPMEET S AL WO 2009/071500
%21 2228 v 2444 (R1) -(R3) 8RR - #4542
Bl # &9 9 M # M F 1 £ WO 2009/071500 % 22 B ¢ 2 1t &
# (S1) -(S3) ¥R AR -
R P XL ZEBERYALAARZIZEELEANBR R K -
RI o #H B M P AN LR KL Pesticide Manual, The
British Crop Protection Council, London ¥ B # 4 # #e 49 #

belg

Z 4

it & # JR A 2 Merck Index, Merck & Co., Inc., Rahway,
New Jersey, USA & & F| X gk P -
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BN LR AR - EHGHN —EFERARNE
HEaSHhH Lz F A et B HAHsmarn X (1)
Lo EXRLAFE) —HAEFHBEAERXFRFMHEEDZ
HWbiEMnR P RED —HAEZLETHLZHBE - KEH
ABERpPdHEEs, - HBEG AFAIBRLERARS A
B EHR 01 EFENEIOEE% AHL 01 EE%E IS EE
%z — X SHEX (1) FHARD 999 FEE%E 1 EE% L
H OIS EFEENESEENIEHRIRBARASH 6 0£F F

@ %z255F% ALK 01 EF%E 25 FEF%L R @5 A -
WA Az AR MERNFLEBRZIGH T EELRB - & O

B RAETERIT AR o RIER LR BFR
(ZH® ) 3B ~48 ~boli-BE- - THBE%Ep - AE -

X HRABARBHU AL B4 AD AR EEZR AR
2EE - ABRAETABRDMAZIFPRAER  BEHFHN

By BREHB I HARREALB s ER - AEHE
ARBTFERERLEERABDRATKCAN G F L 2

® BPRAREY - WHBARMERABEANH Y S LA H R
MHER  BLEAHHFHRAESRL LT ERAYT MK 2 —
BXETFTHE HRXEL2FH005mZE Iml--BEFSQH

H 0l mzBEEERA  CEEAFZFMEEHH 0.1 ml £ 100

ml> BERNY SOmIZBEAXBE - KM AT oY% L5 F
LBRBENEEEBRZODALBARARAR Pl s AR

P  c WERBRBEHEYELRIRBRGA LSS

M FTHHBETFTEMFT>ZIREREHE - BF ot #
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B RRRBEAENIBEEZRESERANLLE LA K
hE) B OERCREATRT 4225%?@]5%&%%‘Ebﬁé\%ﬁm#h‘?éa
TXEAMHERMATAGRR RN LEAIEZERLSE S
4 2 5 B o 2h 4R o

BB ERARHBETRSA RA > HIRERR S H
REEABLABEEHHEALEN > B—HBERAEREH -
BEZRBEAGBHRER  BHREABEMHRER  #H
2-F R+t B R EEER BABEER ¥+ whk B
RAAE - - #H#HMBEERE - AABRYESE - BHBBE - B

KEsE - AAR B OB - hBRE hBRAS b B XBES 42Kk E Cia-Cys
2 oA s B REEEE L —HBEEER D X = F 8
—TE  MA_FHE-_EmEs C_H_FK A T —8
—ETHE REEBREER Pl -8 - "ZINELETH
Bl Hho B BERILE ST ECoF T H A 2-9L & o 87
2-(N- e K)o 2 &R ~ A B ~- R _BRARRE -/ = B
RERZBEHbBE M AEROES A 0 W o BAR
o e dh c T Rh -kl ZRA-GRERE o H b
FTUREBEACHKAFLE FITHERARBHRRARY A4 -
ABRBEHBRD — KA 1 EE%E 989 € F %X
(DIt 4 401 EE%Z 80FE%N AR 1EE%E 98.9
EE%NER  ABREETFEALAREAANAANBE G Y > #
W BB ERE ETPROKXBGEHSBEAAESY
HR BEXRMGE o FFENAEBEN S TRFTAMNA
AR Y e BEHNEETRREY  LAXBEHHEEEH
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BAEZ HALBETAERBERAAZIN AT A -

K BUEBPTEAEASHEABRAREY  RELERFB
EHRERAH AR  c AKdm > LAREFAME - B O KR F
ZASRBFTUFRBEXNA AR SIWBEBLXER > B F
LABRLETARYBTAHAFRARED

BEERMW T TALAAL LTI WE > BB ETH - Hie
B FEABDE - HBOBREBEE > UREEFHRS
LEmRBHRMER -

® WHEHZ RAAARBEARAY (Lo RERAAEER)

BB RABZTHZI A -

EABFRAZANAEFEADEHNAOES T EZTRARAETAZSE
FEameEdanty X (1) 2EFHERS>TUREAMAZE
MlakAERESHHXER -

ABRANTEE AR ESD  AHLAEE - FXE
BEBREYWUBERFASEEZZ > A HENK (1) 2FH
A b EEBzFrERAERY XA M KD B

® BAITUABBIXRBAEAL o b EHIFLBERT

B o ABARABEANRE I EF2 - AHHA 2K (1)
it &4 -

UTFTERGPEANRAAEA® A Y H /o X RH > 4
BEMRER AT LR GEETRAFRAZIEMBHDE - FF
Z o Bt EEME R T

(% =% %)

M B &

—
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1.98 & a) b)
(i) &M &% 5% 10%
= 23 94 % -
SRS HY®E 1% -
442 %0 B - 90%

BERRAICERN R TR T FTENRA L LK%
B A ATTABRESBED - b AT A& M6 KR

A o
(ii) FH AR 3%
R —8 (mw?200) 3%
& 4t 94%

(mw =% F &)

HahREEARTAEARSS FHIE N ELERT
—EHAEIHALLE QUK AR BERLEHRBEAR -

2.4% # &% boli

I F MRS 33.00%
- 0.80%
WA & 0.80%
EP & 8.40%
II 4% & 3L# 22.50%
EP & ) 17.00%
MRS E 16.50%
B RS B 4 1.00%

I B FPERBEFRBFERY DEBEKREZ HHFEAPER
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Bt agBiE RALEFHATRERIKBRYS - B ki
RFRMOALR S PLEERBRY -&d 12M &G F4& A
BRI kR -

Il 2 REMA AERY B -

I RABRE IR I AEFZBRR S B R KL H
s boli e

3.°7 & 41 B

A& E (KR BHR)

o (i) F# %45 0.1-1.0 g

LA H FHAE 100 ml

(ii) A% 0.1-1.0¢g

¥ Bl A AmE 100 ml

W BERARERN N b T AEHEHE 8

FRANERA BB BEAEALNK  HWREMEBEAM
PEbILRAH 0022 umTBLBBESLEITEBBIE -

B Atz s (FHEARRE)

L (i) M 8 % 0.1-1.0 g
4-f8 AP A-1,3-— A A% (H&dHK) 40 g
1,2-% = & F ho £ 100 ml

(ii) M A5 0.1-1.0g
1,2-%/ = & AN ZE 100 ml

Wt BEERSERN BB F 0 B g HF
HAAEEZEMEFAFLEHALRZEA 022 pm X BABEBIE K i
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TR BABIE -
C.k 3% 4 (solubilisate) ( # & £ 2% )
(i) MR 0,1-1,0 g

LA ALY BE (40 BEILT H E T 10 g
1,2-7 — & 20 g
R T B l g

2 4 A K (aqua ad inject) FHiwE 100 ml
(ii) FH A S  0.1-1.0 g
FLAALMALABEE bH®E (20 BALTH E

a\
A
0
aQ

4-f2 A FA-13-— R A8 (#HmHWBKX) 20¢g

X7 Bf 1 g
A &5 A K HKmwmE 100 ml

W BEMRSERANAEABMRARRBDEREF - LA

KB REFETBHE £ 022umARLZBERBESEH
B HRABERE -

4.% A Al

(i) F M mRa 5¢g

+ w8 B & &5 10g

B2 R B ZAimwE 100 ml
(ii) F MR 2 g
B A B T B 5¢g

t 4k = BL H b BS 15 g
Z B s fm E 100 ml
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(iii) F M, 5 2 g
i BF b BL BS 5¢g
N-% X -sto5 oz 8 40 g

£ /A % fw E 100 ml
5.85 % Bl
(i) &M & » 0-15 g

—-—®EL® HwE 100 ml

(i1) &M & o 10-15 g
® 8 ¥ & 10 g
£ AR B Z/mE 100 ml
(iii) % M & o 10-15 g
R R B 20 g
R T B Ao £ 100 ml
6.°8 & i
(i) FH R l1g
2 ABE 40 g
. B BR 49 A Bg A v 2 100 ml
(ii) 7 # & 1 g
A = B 10 ¢
£ A& A ZE 100 ml

KMEAZ2LTTRERANPELOR/ZBIEARNER - &R
R TEARERRDSWE > B IH > o (BFEHF) BEA
e md (BALETE - R SRKIE ) H R #
o B RE R A AR FE R AR K
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ARERBFHERARZIRERBZELEFTLER S o

BoA kM E A R Kb o Bl T % A0 B AL A K B
PoORHRRA (D LSMEPHARBARZREHH A
AAKEHRA -

KT RGP ARARARESR - 58 Chy A F - A
A B R AN I TEARTREMAASL & o2 F % &

oo
A EFEFAT B4l D25 W14 B R E Bischoff
( Leonberg, Germany ) z A 4 # M % # ( Daisogel @

SP-120-ODS-AP S pm> 150x3 mm )& Waters Autopurification
(HPLC/MS) A2 % 47 - £#d m/z A F G FMH S HLED o
AEHEBFEAT  LXLL2HFEHMALSRHERREZEE
(## A: H,O+0.01% HCOOH:> B %A # B: CH3CN +0.01%
HCOOH)Z B H 2 4 M A M- R & EH AR B L 2.00
ml/min Z R R FTERFPARme B 2B N EKBRHEREA
k% A R B Bischoff ( Leonberg, Germany) Z % #

( Daisogel SP-120-ODS-AP 5 pm » 150x3 mm ) » 2.00 mL/min

ZHRE R TR IHRERAMESE

B Ri[min] | A[%] | B [%]
0.5 90 10
1.0 74 26
1.5 60 40
2.0 47 53
25 36 64
3.0 26 74
3.5 19 81
4.0 13 87

425 10 90
45 8 92
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4.75 7 93
5.0 6 94
5.5 5 95
6.5 5 95

# % B: % & Waters XTerra MS C18 5 pm > 50x4.6 mm
( Waters) » 3.00 mL/min 2 A& » R T R AL B = 55 R

wBEMHE
8% Fa] [min] A [%] B [%]
0 90 10
0.5 90 10
‘ 2.5 5 95
2.8 5 95
2.9 90 10
3.0 90 10
K1
b B %l A ON-2-((RE2 F A ) & )-2-l & & T

H)5-5-C.5-= R EXAXA)S(ZRF A)4.5-= & £ & =& -3-
E)2-FAE-3-FEEZEHE - (X1 F2isd i 1.32)
‘. B A &£ OCTF #% DIPEA (80 mL) R AT W B &
B (11.6 g) A EN(F=ZTABA ) KEH® (200 g) &
TBTU (40.3 g) W — R ¥4 (350 mL) 2% ¥ - £ %
m T 18 etk ARKEREH FILEBERA -RFRERE
X o Aéf NaHCO; Z & R#a#f NaCl KB RABAHZH
i & MgSOLMARKBAEAZEZYRE - by BEREEH
(BT /R »3:2 8% 2:1) itmAigd %32 QU(R
AFR)EER)2-RARCA)BEATR®RE=TE (222g)-
TR B B FhRm (29mL) A FWEQ-(RARET
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A)VBER)2- WAL LA)BEATHRE=ZTE T (8.73g) N =
A FH (360mL) R THF (90mL) F2x &+ - £ERT
4 % EEZEZPYRERERAY - BB BB EFNT B
P HiBE FEEZaeBBKT 2-BA-N-(REATF X)) &
BT RA®BE (7.9¢g)- |

T C: % (9.7mL) B# A mE 1-(5-F K gEa-2-
X)zm (266g) Redes (17.2g) »k (100mL) + =
BRF - L£FBT I8 % AAMKAEMN (1 M) #£ R
BT LERLELEXR=ZR - A4#f NaCl KE R
A A ZAEME o 8 MgSO, MK B A A E P AL 477
EXBEB KT 1-(4-8-5-F ko -2-%)z 8 (41.3
gl MAEAMARL & — S AL THER

B D: % LiH (3.20g) HwZE 3,5'-=f-2,2,2-Z £

RXTE#) (56.0g) B 1-(4-i8-5-F K Ep-2-K)z 8 (41.0g)
# THF (500 mL) # 2% & ¥ - £ 60CTF 5 /84 » & fo
MTBE( 500 mL)B & OCTF # R JE R & 4 4% 12 48 4 » k(500
mL) £ - 5 & &4 B8 MTBE & Kk48 &Kk - A 4 % NaCl
KBERAEBAHZ A MBI & MgSO, KB £ A% F ik
4 0 158 110 g 1-(4-38-5-F A e -2-4)-3-(3,5-=— & %
£)444-ZA-3-BAT-1- B - HEHFE&E— P &l T
% A o

THBE: £ 0CTH=—ACTHE (38.0mL) BFHHKWwZE
1-(4-38 -5-F K o -2-£)-3-3,5- = L £ £ )-4,4,4-= & -3-

z £ T-1-8(87.0g) R = B (53.0mL)» = & ¥ # (1000
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mL) Y2 &¥ - £FEBT 18/ 1% > A 5 NaHCO; XK
BRBBREMDBAA A FTFRERZ=ZR - AKAKASHZ
A#tE & MgSO MK EARZEFTIRSGE » FE 2K &HK
M z (E/Z)-1-(4- 7% -5-F &K & =% -2- % )-3-(3,5- = & X%
£)-4,44-Z 5 T-2-%-1-8 (95.0g)- M EH KR & # — ¥ &
LB 4 M -
$ 8 F: 8 NaOH (18.0g) R mBEH®ESR (13.0g) &%

#o E (E/Z)-1-(4- % -5- F % & % -2- % )-3-(3,5- = & %

® A)-4,4,4-Z F T-2-4%-1-80 (84.0g) » Z & (1000 mL) *
ZERY - LEBRTFT I8 IHHL  LAAZTRERERESDY
BAMmML&BRK sHEBMALALHERKME SRR - AMH
Fo NaCl KB R A K S H XA H B & MgSOLM KE L EZE
PR&E - HawBEREEMN (ZDRFR/EK > 1:9 1:4) &
it At FEEXREBERBKZ 3-(4-12-5-F & £ -2-
A)-S-35-— R EXEKX)S(=ZRTFHA)45-— A & B4 (47.0
g)e M.p.: 110-112°C -

® 5B G: #RAibs (1.2¢g) H mwZE 4 PA(PPhs), (1.2 g)
B 3-(4-%-5-F k& -2-4)-5-(3,5-= £)-5-(= &
$)-4,5-— & BB« (4.6g) 2 DMF(12mL) % - £ 120C
TALAEHETFTAEAMBABE PR RERSMY | A8 B E 4
HAHNZEER HhmARCLBECLELEGY 2L 2EE8
FR o B EZMHER LB LB ERAKERR - A4 Ff NaCl
KBRS ZAEHRM & MgSO, KB £ A %X PR
oA FHHEA HPLC L&t EY  FEHE2XEeBBKZ

51



[511966

5-(5-3,5- = A AXK)S-(ZAF HA)4,5-— 8 £ B =-3-4)-2-
FHRES-3-FH (2.2¢g)-

$ 8 H: % KOH8M (4.1 mL) #F s & 5-(5-(3,5-=
ARA)S-(ZRATFAR)4S5-— A F-B2-3-K)2-FHAE%H-3-F
B (2.2g) T =8 (14mL) v+ 2&E®%&+ - £ 100CT £

FHEFPLEMEAE P ARERASY | N - AHFEZF

% RAABHBBRAHWAE DN SHAEM HC12M (20mL ) A T
BMUBERRERSHM =R - BRéeHh NaClRKBERRAKESH XA
#An o & MgSO, MM KB EEEFRSG - HbwwBEERMN
(i) thitlm A4 B F EARE R 1532 2K
& B EKkz 5-(5-3,5-— R ER)S5-(=
Bog -3-K)-2-F A Eop-3-F8 (1.7¢g)-

LTI g ma A (0.lmL) HmwZE 5-(5-(3,5-— & X

? %)-435':‘ ﬁ_/ﬂ\_

bl

B)S(Z R FA)A5-— G B -Bok-3-4)2-F A E%-3-F&
(170mg) » F X (1.7mL) 2R ¥ - £FRT 305
%o AHRERSCMBEBREZEZYTYRE - KRBREMWERN=
AP (3mL) PEHW2-BA-N-(RAFR)ZCEBE TR
# 8 ® (100mg) A DIPEA(NN-— 2 &/ X T A » 0.2 mL) -
AEBT I8 /% RMLBRLEHBERERLESS B KA
Aef NaCl KB Rk # B #48 & MgSO, KB £ A ZE ¥
R - RLBLEBEERADE SR FR E2ae6BHRRKX
N-2-((RA 7 A )mA)2- AKX T H)5-(5-3,5-= & X
R)S5-(ZRFHA)45-— 8 BB 4-3-5)2-FHAE%H-3-F &k
g (130 mg) > MS (HPLC/MS): 519 (MH") - #% g e r : 1.81

=

s
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S 4% o M.p. ! 158-1617TC -

y A
BB RA S5-(5-3,5-— AR X H)S- (=& F #£)-4,5-
— B BBk -3-K)2-FA-N-2-0 & A-2-((2,2,2-Z A T &)

AL E ).k H-3-FEBBEZHEHE - (k1 +2ib4 1.19)
B A 4 DIPEA (15 ml) ZwZEZ N(F=ZTRHKK)

H BB (5.0 g) PYBOP (N A#MEBERXHF =Z2-1-A-A K =
hoeg oz sl v 163 g) B 2,22-Z ALK (247 ml) =R F

@ 5 (48ml) FzEmE - c EEBT 24/ 085K AABEARE
MEtAA _RFHRERZR - A HCl (2M) - Na,CO; (1

M) B4fo NaCl KB R KA 2 H HAB & MgSO, B K
BAAZEY RS - £ ERHREW (450 g) ALBTEARDT

e (2:3 2 3:2) 2R ERRGELBEY 0 #F 2 [(2,2,2-

ZR-CHEBRTBA)FRA]- AT Y =Te (3.89g)-
$ 8 B: =828 (23.4 ml) & & &K mwE[2,2,2-=
AR-CHEBEFTHBA)-FR]-BATFHRF=TH (3.89g) =

@ vn(Tsm)vrmmtcATETISAGE ARZ
PREBERERAY - Ehal®FPLE I RbibmBKY
BEIHLEBRKZIZACTEHEQR22-ZA-TAKET®ER)
FA-4 (4.12¢g)-

$ 8 C: £k (50%H,0:%% » 1.82mL) H AwZE 5-
FAEA-2-FRksp-3-F& P85 (5.0g) »F& (75 mL)
P2 BERY  AEAERT 3 NAFHE EAZFTREREY -
BRE RN LB LERKZHE - AL CTEXRK®M
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ZR-AAKBERfF NaCl KEREBESHZH KA &
MgSO, MM KB A BEZ Y R HF8 S-(BAEmE)F A)-2-
Fhooh3-FHTE -HANFAEE— S LB TRA -
FH D £ O0OCTH S-(BRAERERA)TE)2-F A%
3-FEE PR (3.0g) AR F (18 mL) 2R WE
13- &-5-(1-= A FA-ZH KX)-X (3.95 g)~ 5 &M
(chlorox) (4% > 44 mL) R=2 % (023 mL) R =R F &
(70mL) P2 BERF -2/ K BREKRERSH DS K-
S ELA - RFRERKAKMERR - S HHHF KB &
MgSO, MK B A EZFYR%E - £ FHH A HPLC L&
Ed o BEHILIAETEBBKZ 5-(5-3,5-= R EXA)5-(= &
FE)AS-— 8 BB -3-K)-2-F A %%H-3-FT&R P& (3.13
g) s MS (HPLC/MS): 422 (MH") - #& @ o5 p : 2.19 5 48 o
# 8 E: # LiOH (1.06 g) #HmwZE 5-(5-(3,5-— £ ¥
A)S(ZAF H)45-— 8 B Bok-3-2) -2-F Kok -3-9
B FE (3.1¢g) » THF #LkzRAm (75 mL 1:1) + &
BERFY - AEBRTF I8/ 8% > KA HCI(2N) HwER
REHPEHERES pH 1-2- R EZRA LB IBEEZRILSY
ZR-GHAMIM A KR NaCl KE &R & # & MgSO,
MALEEEYR®GE  REEZREBRRAKZ 5-(5-(3,5-=
XE)S(ZRAFHA)IS-— G BB -3-K)-2-F A %k%-3-F
% (2.8g) - MAEAMABLE—F LB THEA -
$ 8% F: &£ 0OCTF # DIPEA(O0.12mL) A E = A T
(222-ZA-Z A B FaBA)FHA-4%8 (100 mg> R A LK

Bk
22
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% B)  PYBOP (150 mg) & 5-(5-(3,5-— R X A)-5-(Z A ¥
£)-45-— 8 BB -3-4)-2-FA%H-3-Fa (100mg) #
— R RF% (2mL) Y2k - £AFERBT 18/ 854% > £ &
TEYRERBERSY - £ FHH AV HPLC Lisbis &
o FEEIREBRKZT 5-(5-CB5-=RXE)S-(=ZAF
A)-4,5-— B R Bok-3-%)-2-F K -N-(2-fal & £ -2-((2,2,2-=
£)B AV £ )k -3-F &8 8 (63 mg)e MS (HPLC/MS):
546 (MH+) - # @657 : 1.84 548 - M.p. : 172-174C -
® BunEE T s B TR 1 PARABRZIHE - LB
S BEARTF K

¥ X -R;"Rs ARG RAEXR 1 THY -

1 :

M\mz% X | Rs [Rs Rs a# F % |EMux [m/z| R, [min] | M.p. [C]
1.1 S |Me|H ~cu,j\§/\Fl<'; A 561 |562| 4.04 | 197-199
12 S |[Me|H _CH;D A 506 |507| 226 | @ik
1.3 S [Me|H E/HF A 573|572 5.17 | ks
1.4 S |Me|H /;N A 499 |500| 3.63 | 166-168
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N/
1.5 S [Me|H| _ A_J A 513 |514] 360 | 212-214
_ 3
1.6 S [MelH c FF A 534|535 413 | shakdm
HO
1.7 S |Me H A 422 423 279 | wmkdm
1.8 S [Me| -| =C-N(Me)2 A 477 |478| 415 | smikim
1.9 S [Me| - | =C-NH(OMe) A 479 1478 4.61 | mikim
1.10 O |[Me|H| -CH,CF; A 488 |489| 426 | mikin
—CF,
111 | O |Me|H ® A 497 |498| 3.83 | 171-173
—cn,—(o
1.12 O |Me|H i B 501 |502] 1.74 | 148-150
'\
113 |o|melu| ~*% B 502 53] 171 | 98-100
. (S] . . -
H"\\\N
[¢]
1.14 O [Me|H _CH:Q) B 490 | - | 1.02 A5
1.15 0 |Me|H I;N B 483 |484| 1.03 #tAs
—CH,
1.16 0 |Me|H S B 503 |504| 1.87 K
N
\==
1.17 0 |Me|H b B 476 |477| 1.83 | 130-132
(o)
1.18 O |Me|H I;N B 483 |484| 135 Bihs
i F
1.19 Me|H _CH,)LH/\KF B 545 |s46| 1.84 | 172-174
F
120 Me Me B 20 421 225 | wikim
1.21 Me b B 478 |479| 2.02 IR
S
Y s g
122 O [Me|H _CH;C, 497 498 1.33 BiAs
123 Me CH,CO,Me B 478 |479| 1.85 BiAS
1.24 Me ] :JN B 484 |485| 1.84 BHAS
N
F .
125 |0 |Me|H _CH;C)N B 497 [498| 142 | s
1.26 O [Me|H -CH,CO,H B 464 1463 1.69 Sk
=N
127 | O |Me|H Mp B 557 |s5s8| 1.90 | As
F
128 O |Me|H| -CH,CH,SMe B 480 |481| 1.98 BiAs
1.29 O |Me|H| -CH,CONHE B 491 |492] 1.71 BiAS
1.30 O |Me|H | -CH,CONHMe B 477 478 1.63 s
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sz
1.31 O [Me|H o7 TNH B 503 |504| 1.71 2R3
O
—cH{
1.32 S |Me|lH N B 518 (519 1.81 158-161
A\
N
33 S |Me|H —che B 517 |[518]| 1.85 170-172
1. e N . -
H
A\
1.34 S {MelH b B 492 1493| 1.96 161-166
(o}
1.35 S |[Me|H -CH; B 436 437 1.93 143-145
136 | S |MelH [ /\ B 499 |s00| 1.44 Bk
1.37 S |[Me|H| -CH,CH,SMe B 496 {497 2.12 134-136
1.38 S |Me|H b B 494 |495| 2.15 #i A5
S
1.39 S |[Me|H| -CH,CONHEt 507
1.40 S |Me|H | -CH,CONHMe 493

BUn LR R BT R 2 PRS2 E - %M
SHAAE TR

& 2
b4 | X|R3 | Rs Re ¥ H ik |EM wx [m/z| R, [min] | M.p.[TC]
O
—C

2.1 S|Me| H “’_/(u A 551 [552] 3.96
AN

2.2 S|Me| H \c.g&uf\g'; 595

F
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—CH.‘.—(ov
23 S|Me| H N 552
H_\\\N
2.4 S|Me| H “CH,CONHET 541
25 O/Me| H| -CH,CONHMe 527
[s)
—CcH; ¢
26 |o|Me| H y B 535 |536| 1.87 |117-122
\
27  |o|Me| H \cu,in,’\ﬁi B 579 |580] 1.96 |122-128
F
(]
28  |0o|Me| H —CH’_% B 536 1537 1.82 |117-122
. (+ . -
N\
29  |O|Me| H ~CH,CONHEX B 525 |526] 1.82 nd
210 |O|Me| H| -CH,CONHMe 511
211 |0|Me| H “OH B 456 |457] 178 | &%k
212 |0|Me| -CH,CH,CH,CH,- B 494 (495 2.09 | smik
213 |O|Me| -CH,CH,N(Me)CH,CH,- B 523 |524| 140 | &%k
214 |O|Me| -CH,CH,OCH,CH,- B 510 |511| 1.97 | shik#m
2.15 O(Me| H -NHCOC'Bu B 555 |556]| 2.06 n/d
[o]
216 |olmel | T L 619 |620| 460 | ik
3
217 |O[Me| H “OMe B 470 |471| 1.95 | @&
218 |O|Me| H| -OCH,CHCH, B 496 |497| 206 | sa%

& ¥

I XERNBERBHAET (HE (Catflea)) 2 F M -

HAEREARGBRENEAB TR 96 7LEF >
BAAIBRALEFRZTHELELEREZ RIEUARL A
A o BFUBLER L hRAR 24/ F 14 sk bk
A AN EBBRALDUNZIATHETHHEAETRLEAE
Mofb A4 1.1-1.2~1.7~1.10-1.14~1.16-1.22~1.24~1.25 ~

1.28~1.34~1.37~2.6-2.9~2.12~2.15~2.16~2.18 88, £&
10 ppm F % % A % 80% ( ECgp) ¢
2. F N L & & B | A2 A ( Rhipicephalus

58



1511966

sanguineus ) ( K ¥ ( Dog tick)) Z /& # -

EREFAFEHBERBEELCAARIIRFA D TR Z
A A O A A BER K2 6L B - B & AMEARE
et B EERBKEXEE (MED) - 3% & 3 R1Ls 4
A 10 4 £ 54 28CR S0%MMHBETFRE TX2 0 4
bR E R R RIS HHER - FRFHRAT  MET KRS
e A

B RF » UTFTEEGBATHLE 640 ppm T 25 K K 7

o 80% (ECgo): 1.2~ 1.11-1.15~1.17~1.19-1.22~ 1.24~ 1.25 ~

1.27-1.30~ 1.32+1.35~1.37~2.6-2.9~2.12~2.14 & 2.16 -

3.EBANEIE S Y L & ( Mongolian gerbils) ( & J\ 7
R ( Meriones unguiculatus)) % b 2 dn 4z J 38 B2 A WA &) 7T M
(EFE»wmB)

2 0 R HAhEA SR AREEHETIARILLLEDRE
DR BTI(FR2) R as BHREAZIRBRTENGS L -
BHYGEBH MW F LEAERLBR - FAK LR KkERXTD

@ emsTzwBHmA LS LK (Abbot's formula)

UERHEBEREBARLELZIEB BRI EATRAED K -

ALBRY  ATERBGBATELR 3 FHAIETZEE
Tz K 80% (ECgp) ©

& 3
Lo ek # & (mg/kg) I H B Yo
1.12 3.2 97
1.13 3.2 94
1.19 10 100
1.29 3.2 91
1.30 32 92
1.32 100 85
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2.6 3.2 99
2.7 3.2 90
2.8 3.2 99

4 FRNAERESTDTELRA(KEANDRAR) F L HHBALF
(%) wiER (Bo%A)

¥ 0 R Ha¥ A LEAUBREIEETARRZIARILSY
BRUOREDPR REBIFTELALSAHEIAREFBFTANL
b F A48 EhHHADAD KR EBRSTHE #AT
HHFH - R EMELAXBRRAAZ AL R E T

2% e
EWBEF > ATEREFBILEE 4 PHAETZIEE
—FIﬁﬁiK% 80% (EC80)°

* 4
Aeb-4h 4 5% #& (mg/kg) M 2K Y
1.1 32 100
1.12 1.0 98
1.19 3.2 99

SERNEREFTDPLA(KENDR) S L HHHFALX
(%) gt (FEHE®RA)

% 0 X > o EERAABREBHEZ A RS R E
DR BTl R BERABEAREFBRFIANGEH L - F A
24 NBF R 48 B A B H B A AWK ZEBE B #AT
HHFE - ERAEAH AKX ARHEBAETAHLREATY
% o

B RY > ATERGBATLELR S PHETTZEHEZ
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.FI/]ﬁK% 80% (EC30)°

) 5:
bt # & (mgkg) 37 2K Y
1.12 3.2 96
1.13 10 100
" 1.19 10 94
1.29 10 89
1.30 3.2 85
1.32 32 96
2.6 1.0 90
2.7 32 84
. 2.9 3.2 97
>
(B X & 4§ 9% ]
-3
[ &2 A4 FH%HRA]
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101104306 S EF| & 35 &
PP EHEEMNRAKOA04 F7 A 13 8)

£~ P EARE

1.—# F K244 40
R R  /ON

o R (1a)

ZRETHREHBLIEE T

n% 1% 328 R AHC-CoaAKXE: & Rk
EobaE C-CohnA C-CohRARXARAAERZ
# ;X% S% O:R; A HHC-Coki ks Rs s H & C-Cy
& s Re & Ci-Coli Bk ~ Co-Co ik ~ Cp-Co it & ~ C3-Cs 5
A C-Co I BEBBEA R Ci-Cr B R P R AR ER
REEEE - HAERBH S TREF - 25 C-CRR
B -C-CoEamAR C-CormA C-CommamAt L
A -~ N-B2-C-Co A mAK NN-=-C,-C, A % -
BENC-Coln AR AKRE kA -

A H NN-=-C,-Cy & % 5% 8 ik % -

COOH-C,-C, % &
O N-$-Ci-Com £ % 883
% B -C(O)NR,R; & % H Q'Huk &% ReHEEH Q' & Reit
Fl Rs — A& % % B =C-NR;R; :Bz—C-NRy(ORg), R, % H % C,-C,4
A RegB H; Cr-Co i & 7 Cr-Cy i K 5 C3-Co I & & &
C-Coe & ' HALBRRAXLBEF C-Coalwf & ~Ci-Co g
Ak B -BA - BmACN-B-C-ColmEAmEA R NN-=
C\-Coale AR ~abog K FRE - F KA REEHF
FE C-CORER C-C, ARABERAKARNERKZ b
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2 EREXELERK A QARAQLEHEH KL -k K -
thof Ak v Bk A o BBkl s Fek Kk BBk K > oabek K-
ohooft A v = oft Ko~ o — o o~ 0B — ok Ko~ owbog K- oK of K-
Bz K~ ot KR = of & - o o8 K (thietanyl) K m & % &
o RAE5ErE8BRAKBHEFE-C-C, £4% ~C-C, &K A -
Cl-C; i A A C-Craaln & & ~ A -HEXC-CoRAR
BERA -

2 KA 12K (la)fed s £ P n s 32K 3
R, % CF,; % R, BB 8% X4 S% O;R; 58 H %
Ci-Cokt & i Rs A Hi B ReBH C-Chol & L ABRRKE

AN PEEE BEA -C-CoRARL C-Colii fA -
Ci-Commik ~C-Cho @kam A - % - COOH- C,-Cs K &
A EZB-COOONR/Rg A B QBRAK : X ReBEAH Q5 K
R¢ & F] Rs —#¢ & % B =C-NR;Rg % =C-NR;(ORg); R; & H
£ Ci-Cali B  Rg B Co-Co i & ~Cr-Chu v & ~C3-Co E R A
ZC-CoAL FAERRALBAEAFT - REAEI B RERRK
BEQARQE&EAH 1-E K ~2-bg K&K 3-abeg K~ 1-wket &
2-vkop A s 4ovk ol B oK S-wkok K - [-abop K K 4-ab ek K - 2-
ok A > 4ovE oo R S-vEok K~ 1,2,4-=Z0-3-K K 1,2,4-=
ok 4o F v 1,2,3-Z o-1-K K 1,2,3-Z0#-2-K ~ 2-ab o B - 3-
R B R 4R 4 BRER S-ERA - EBE R WA
% h A  HERAEBRAKLERF -C-Co A ~C-C, &K
E - C-Co A% Ci-CobBRARE-RE-HER C-Cy
RARERK -

C189500BX20150713-2C.doc 63



[511966

(.3

330 £E 12X (la)dbsa £ F n i R 2H 3
R, % CF,; # R B E® ;X 4ASXKO0:Ri A H &
C,-Coli sk i Rs B HiRe B3 C-Cyati 2 £ AEBRRKLAER
Ao veaBE - -C-CoRAL~C-C e & ~ /&
COOH- C,-Cokc fs % - AB-C(ONR/Rg & £ B QRN
% Re HZ % EH Q & Reig B Rs — iﬂ%%l =C-N(C-C2 # % )2
% —C-NH(OC,-Co %t #£): Ry % H: Rg# Cp-Cy st £ - C3-Cq
BRARC-CHEE EALRRALEEFXAERNA R
QA Q%4 2--vk & ~2-beg & ~ 3-bg A K 4-2TH >
4-F oz K H S-Hegk  3-EH AR 2-WwHERBER 3-© AR
o A EBEKRBRARLE C-CoiE2 £ C-CoaREARR

4w LB 12K (la) bé&¥ £+ X B O-

S5 KiE 42K (la) e £ F R B F A -

6.—HAAESN F A ALY ERBER/SH
BT O AHAEBTHRRNZED —HH KA 1 E S5 §42
—mBz X (la) 6464 -

T —#HwERBE1E 52 —FH2zKX (la) ko HeA
RO RERANEEBRAB LIV BRRNRE LI FE DG ER
;NN Y/
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