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CH,C1 Me H|H|[2|H|H|S |OCHF, [H H
CH,C1 Me H|H|2|H|H|S |oCHPhH H
CH,Cl1 Me H H|2|H|H|OH H CO,Me
CH,F Me H|H|2|H|H|S |oCHF, |H H
CH,Br Me H|H|2|H|H|S |OCHF, |H H
CH,CI Me |[Me H|2|H|H]|S |ocHF, |H H
CH,C1 Me H|H|2 [Me|H|S |OCHF, |H H
CH,C1 Me H|H|2|Et|H|S |ocHF, |H H
CH,Cl1 Me H|H|2[Pri H|S |OCHF, |H H
CH,C1 Me H|H| 2 |Me[Me| S |OCHF, |H H
CH,CI Et H|H|2|H|H|S|OCHF, |H H
CH,Cl1 Pr |H|H|2|H|H|S|OCHF, H H
CH,C1 CH:Prc/H |H| 2 |H|H|S |oCHF, |H H
CH,CI Me H|H|1|H|H|S |oCHF, |H H
CH,C1 Me H|H|1|H|H|S|OCHPhH H
CH,C1 Me H H|{1|H|H|O|H H CO,Me
CH,F Me H{H|1|H|H|s |ocHF, |H H
CH,Br Me H|H|1|H|H|S |ocHF, [H H
CH,C1 Me Me|H|1|H|H|S |OCHF, |H H
CH,C1 Me H|H|1|MelH|S |OCHF, |H H
CH,C1 Me H H|1|Et|H|S |ocHF, |H H
CH,01 Me H|H|1[Pri H|S |OCHF, |H H
CH,CL Me H|H| 1|MeMe| S |OCHF, [H H
CH,01 Et H H|1|H|H|S |OCHF, [H H
CH,CI Pr< |H|H|1|H|H|S |ocHF, |H H
CH,C1 CH,Pr¢/H|H|1|H|H|S |oCcHF, |H H
CH,01 Me H| H|0|H|H|S |OCHF, [H H
CH,C1 Me H|H|0|H|H|S |OCH,PhlH H
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CH,C1 Me H|{H|0|H|/H|OH H CO,Me
CH,F Me HIH|0O|H|H|S OCHF, H H
CH,Br Me H{H|O0O|H | H|S OCHF, [H H
CH,C1 Me MelH|O|H|H|S OCHF, [H H
CH,C1 Me H{H|[O0|MelH|S OCHF, |H H
CH,C1 Me H{H|O0|Et|HI|S OCHF, |H H
CH,CI Me H|H|{O0PrilH|S OCHF,; H H
CH,CI Me H{iH| 0 |Me|Mel S OCHF, |H H
CH,CI Et HIH|0|H|H|S OCHF, [H H
CH,CI Pr-c HIH|0|/H|H|S OCHF, |H H
CH,C1 CHy,PrcfH/H|O0O|H|H|S OCHF, |H H
CH,C1 Me HIH|{2 | /H|H|S OCHF, |H Cl
CHCL, Me HIH{2|HIHI|S OCHF, |H H
CHF, Me HIHI 2/ H|H|S OCHF,; |H H
CHCIF Me HIHI2|H H|S OCHF, [H H
CHFMe Me H|H{2|H|H|S OCHF, [H H
CHCIMe Me H{H|2|H/H|S OCHF, [H H
CF,Me Me H HI2|HI H|S OCHF, |H H
CH,CH,F Me HIH{2|H H[S OCHF, H H
CH,CHF, Me HIH|I2|H H|S OCHF,; H H
CH,CH,Cl  |Me H|{H|2|H|H|S|OCHF, |H H
CH,CHCI, Me HIH{2|H|H|S OCHF, |H H
CH,CCIF, Me HIH|{2|H|H|S OCHF, (H H
CH,CF, Me HiH(2)H|H|S OCHF, (H H
CF,CFy Me H{H{2|H|/H|S OCHF,; H H
CH,CH,CF; |Me H H(2)H|H|S OCHF, (H H
CH,CH,CHF; |Me HIH|2|/H|H|S OCHF; H H
CF,CF,CF, Me H H|(2|H|{HIS OCHF, H H
CH,CF,;Me Me HIH|2|H|H|S OCHF,; |H H
CH,CHFMe |Me HIH|{2|H|H|S OCHF, (H H
CF, CF, HIH|2|H|H|S |OCHF, H H
CHFPr-n Me HIHI2|H|H/|S OCHF,; H H
CFyPr-n Me HIH{2|H|H|S OCHF,; |H H
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CH,C1 Me [H[(H|2|H|H|S |NHMe Me H
CH,Cl1 Me |H|H|2 |H|H|S [NMe), [Me H
CH,Cl Me |H|H|2 |H|H|S [NHCOMe [Me H
CH,Cl1 Me (H(H|2 |H|H|S |NHCOPh [Me H
CH,Cl Me H{H|2 | H|H|S |NHSOMe|Me H
CH,C1 Me (H|H| 2 |H|H|S |NHSO,Ph|Me H
CH,C1 Me (H|H|2 |H|H|S |Me CO,Me Me
CH,Cl Me HH|2|H|/H|{S|Me . CO,Et Me
CH,Cl Me |[H|H|2|H|H|S [Me CO,Ph Me
CH,Cl Me H{H|2|H|H|S |Me CN Me
CH,Cl Me (HIH2[H|H|S [Me CONHMe Me
CH,C1 Me H|H|2|H|H|S |[Me COMe Me
CH,Cl Me H|H|2 |H|H|S |Me COEt Me
CH,Cl Me (H|H{2 |H|H|S |Me COPr-i Me
CH,Cl1 Me (HH{2|H|H|S |Me COPr Me
CH,Cl Me H{H|2 |H|H|S |Me COCFq Me
CH,Cl Me [H|H[{2|H|H|S Me C(=NOMe)Me |Me
CH,Cl Me [H|/H[2|H|H|S Ph COMe Me
CH,Cl Me H|H{2|H|H|S|Ph C(=NOMe)Me |Me
CH,Cl Me H/H{2|H|H|S|CF OMe H
CH,Cl Me |HH|2|H|H|S|CF OEt H
CH,CI Me |H|H|2|H|H|S|CF, OPr-i H
CH,Cl Me H|H(2 | H|H|S|CF, OPr-i H
CH,CI Me |H|H{2 |H|H|S|CF, OCHF, H
CH,Cl Me |H{H|2|H|H|S|Cl CO;Me Cl
CH,Cl1 Me H{H|2 |H|H|S|CI CN Cl
CH,Cl1 Me HH{2|H|H|S|[C CONHMe Cl
CH,Cl Me H|H|2/H|H|S|C CONMe), Cl.
CH,Cl Me H|H|2|H|H{S|Cl COMe Cl
CH,Cl Me H|H|2|H|H|S|Cl COEt Cl
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CH,CI Me H|{H|2[|H|[H|S]|CI COPr-i cl
CH,C1 Me |H|H|2|H|H|S|CI COPr cl
CH,C1 Me |H|H|2|H|H|S]|CI COCF, cl
CH,C1 Me |H|H|2|H|H|S|C] C(=NOMe)Me |C1
CH,C1 Me |H|H|1|H|H|S|NHMe |[Me H
CH,Cl Me |[H|H|1|H|H|S|NMe), [Me H
CH,Cl1 Me |[H|H|1|H|H|S [NHCOMe [Me H
CH,C1 Me |H|H|1|H|H|S [NHCOPh [Me H
CH,C1 Me |H|H|1|H|H|S |[NHSO,MeMe H
CH,Cl1 Me |H|H|1|H|H|S |NHSO,Ph Me H
CH,Cl Me |H|H|1|H|{H|S |Me CO,Me Me
CH,C1 Me |H|H|1|H|H|S |Me CO.Et Me
CH,Cl Me |H{H|1|H|H|S |Me CO,Ph Me
CH,Cl Me |H|H|1|H|H|S |Me CN Me
CH,C1 Me |H|H|1|H|H|S |Me CONHMe Me
CH,C1 Me |H|H|1|H|H|S |Me COMe Me
CH,C1 Me |H|H|1|H|H|S |Me COEt Me
CH,Cl Me |H|H|1|H|H|S |Me COPr-i Me
CH,Cl1 Me |H|H|1|[H|H|S |Me COPr Me
CH,Cl1 Me |H{H|1|H|H|S |Me COCF, Me
CH,C1 Me |H|/H|1|H|H|S |Me C(=NOMe)Me |Me
CH,C1 Me |[H|H|1|H|H|S|Ph \COMe Me
CH,Cl1 Me |H|H|1|H|H|S |Ph C(=NOMe)Me |Me
CH,C1 Me |H|H|1|H|H|S|CF, OMe H
CH,Cl Me |H|H|1|H|H|S|CFs OEt H
CH,C1 Me |H|H|1|H|H|S|CF, OPr-i H
CH,C1 Me |H|H|1|H|H|S|CF OPr-i H
CH,Cl1 Me |H|H|1|H|H|S |CF OCHF, H
CH,C1 Me |H|H|1|H|H|S|Cl CO,Me al
CH,Cl Me |[HH|1|H|H|S|C CN ‘ Cl
CH,Cl Me |H|H|1|HIH|S|Cl CONHMe cl
CH,Cl1 Me |[H|H|1|H|H|S|Cl CON®Me), cl
CH,Cl Me |H|H|1|H|H|S|Cl COMe ql
CH,Cl Me |H{H|1|H|H|S|CI COEt cl
CH,Cl Me |HH|1|H|H|S|C COPr-i cl
CH,C1 Me |H|H|1|H|H|S|C COPr cl
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CH,Cl1 Me |HIH{1|H|H|S|C] COCF; Cl
CH,Cl1 Me (HIH|1|H|H|S|C] C(=NOMe)Me [Cl
CH,C1 Me |H|H|(O0|H|H| S |NHMe Me H
CH,C1 Me (H|H|O0|H|H|S [NMe), Me H
CH,C1 Me [H|/H|O0|H|H|S |NHCOMe |Me H
CH,Cl1 Me |H|H|O0|H|H|S |NHCOPh |Me H
CH,C1 Me (H|H|O0|H|H|S |NHSO;MeMe H
CH,Cl1 Me (H|H|O0|H|H|S NHSO,Ph [Me H
CH,Cl1 Me HIH O|H[H|S |Me CO,Me Me
CH,Cl Me HH|O|H[H|S |Me CO,Et Me
CH,Cl Me |HIHO|H{H|S |Me CO,Ph Me
CH,Cl1 Me ([HIHO[H|H|S |[Me CN Me
CH,Cl Me |[HHO|H|H|S [Me CONHMe Me
CH,Cl1 Me HH/ O(H[H|S |Me COMe _ Me
CH,C1 Me |H|/H|O|H|H|S |Me COE#% Me
CH,C1 Me |H/H|O|H|H|S |Me COPr-i Me
CH,C1 Me |HIH|OJH|H|S |Me COPr Me
CH,Cl1 Me |H|H|O|H|H|S |Me COCF; Me
CH,Cl1 Me |[HIHO|H|H|S {Me C(=NOMe)Me [Me
CH,C1 Me |[HIH O|H|H|S |Ph COMe Me
CH,Cl1 Me |HIH O|H|H|S |Ph C(=NOMe)Me [Me
CH,Cl Me |HH|{O|H|H|S|CFg OMe H
CH,Cl1 Me |H|H|O[H|H|S CFy OEt H
CH,C1 Me HH|O|H|H|S|CF OPr-i H
CH,C1 Me |H|H|O|H|H|S|CF OPr-i H
CH,C1 Me |H|H|O0|H|H|S |CF,; OCHF, H
CH,Cl1 Me [HIH{OJH|H|S|C] CO,Me Cl
CH,C1 Me [HIH|O|H|H|S|CI CN Cl
CH,Cl1 Me [HIH|O|H|H|S|CI CONHMe Cl
CH,C1 Me |[H|H|O|H|H|S|CI CONMe), Cl
CH,C1 Me [ HH| O|H|H|S|CIL COMe Cl
CH,Cl1 Me |H|/H/O|H|H|S|C COEt Cl
CH,Cl1 Me (HIHIO|H|H|S|Cl COPr-i Cl
CH,Cl1 Me (HIH|O/H|H|S|CI COPr Cl
CH,Cl Me HIHIO|H|H|S|CI COCFy Cl
CH,Cl1 Me [HIH|O|H|H|S|CI C(=NOMe)Me |C1
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CH,Cl1 Me |H|H|2 |H|H|S|CF; OMe CO.Et
CH,Cl Me [H|H|2|H|H|S |CF; OEt COgEt
CH,Cl Me |H|H|{2|H|H|S|CF; OPr-i COyEt
CH,Cl Me H|H|2 | H|H|S|CF; OPr-i CO.Et
CH,Cl1 Me H|H|2 | H|H|S|CF OCHF, CO,Et
CHCL, Me ([H|H|2 |H|H|S |CF; OMe H
CHF, Me (HIH|2|HIH|S|CF; OMe H
CHCIF Me |H|H|{2|H|H|S|CF; OMe H
CHFMe Me [H|H|2 |H|H|S|CF; OMe H
CHCIMe Me |H|H|2 | H|H|S|CFg OMe H
CF,Me Me [H|H|2 |H|H|S|CF; OMe H
CH,CH,F Me (H|H|2 |H|H|S|CF; OMe H
CH,CHF, Me H|H|{2 | H|H|S|CF; OMe H
CH,CH,C1 Me H|H|2 |H|H|S|CF; OMe H
CH,CHCl, Me H|H|2 | H|H|S|CF,; OMe H
CH,CCIF, Me (H|H|2|H|H|S|CF; OMe H
CH,CF, Me' |HH|{2 |H|H|S |CF; OMe H
CF,CF; Me (H|Hj2 |H|H|S|CF; OMe H
CH,CH,CF; |Me (H{H|{2 |H|H|S |CF,3 OMe H
CH,CH,CHF, [Me (H|H|2 |H|H|S |CFs OMe H
CF,CF,CF; |Me |[H|H|2|H|H|S |CF; OMe H
CH,CF;Me |Me |[H|H|2|H|H|S |CF,; OMe H
CH,CHFMe |Me |[H|(H|2|H|H|S |CF; OMe H
CF; CF; |[HH 2 |H|H|S|CFg OMe H
CHFPr-n Me [HH{2|H|H|S|CF; OMe H
CFyPr-n Me |HH|2|H|H|S|CF; OMe H
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CH,C1 Me H|H|2|H|H|CF, Cl
CH,C1 Me H|H|2|H|H|CF, Me i
CH,Cl Me H|H|2|H|HI|CFK OMe
CH,Cl Me H|H|2|H|H|CF, OEt
CH,Cl Me H|H|2|H|HI|CF OPr-i
CH,Cl Me H|H|2|H|H|Ph Me
CH,F Me H|H|2|H|HI|CF Me
CF, Me H|{H|2|H|H|CF, Me
CH,Cl H Me|H| 2 | H| H |CF, Me
CH,C1 Me H|{H| 2 |Me| H|CF, Me
CH,Cl Me H|H| 2 |Et| H|CF, Me
CH,C1 Me H|H| 2 [Prdi| H |CFs Me
CH,Cl Me H|H| 2 |Me|[Me|CFy Me
CH,C1 Et H|H|2|H|HI|CF Me
CH,Cl Pr-c H|H|2|H|H|CF, Me
CH,Cl CH,Prc |H|H| 2 |H|H|CF Me
CH,Cl {CHp);- |H|2|H|H|CF, Me
CH,Cl1 CH,),- |H|2|H|H|CF, Me
CH,C1 CHp)s- [H| 2 |H|H|CF, Me
CH,(Cl «CHps- |H| 2 |H|HICF, Me
CH,Cl Me H|H|1|H|H|CF, cl
CH,C1 Me H|H|1|H|H|CF Me
CH,C1 Me H|H|1|H|H|CF, OMe
CH,(l Me H|H|1|H|H|CF OEt
CH,Cl Me H|H|1|H|H|CF OPr-i
CH,C1 Me H|H|1|H|H|Ph Me
CH,F Me H|H|{1|H|H|CF, Me
CF, Me H|H|1|H|H|CF, Me
CH,Cl H Me|H| 1| H|H|CF, Me
CH,Cl Me H|{H| 1 |Me|lH|CFy Me
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CH,CI Me H|H| 1/|[Et| H|[CF, Me
CH,C1 Me H|H| 1 {Pr-i| H |CF, Me
CH,C1 Me H|H| 1 |Me|Me|CF, Me
CH,Cl Et H|{H|1|H|H|CF Me
CH,C1 Pr-c H|{H|1|H|H|CF Me
CH,C1 CHPrc | H|H| 1| H | H|CF, Me
CH,C1 CHys,- |H|1|H|HI|CF, Me
CH,C1 {CHy,- |H|1|H|H|CF, Me
CH,Cl . {CHps- |H| 1|H|HI|CF, Me
CH,Cl CHy);- |H| 1 |H|H|CF Me
CH,C1 Me H|H|O0|H|H|CF Cl
CH,C1 Me H|{H|o0|H|H|CF Me
CH,C1 Me H|H|o0|H|H|CF OMe
CH,C1 Me H|H|o0|H|H|CF OEt
CH,C1 Me H|{H|o0|H|H|CF OPr-i
CH,C1 Me H|{H|0|H|H|Ph Me
CH,F Me H|{H|0|H|H|CF Me
CFs Me H|{H|0|H|H|CF Me
CH,C1 H Me|H| 0 |H | H |CF, Me
CH,Cl Me H|H| 0 |Me| H|CF, Me
CH,C1 Me H|H| 0 |Et| H |CF4 Me
CH,Cl1 Me H|H| 0 |Pr-i| H |CF, Me
CH,C1 Me H|H| 0 |[Me|Me|CF; Me
CH,Cl1 Et H|{H|0|H|H|CF Me
CH,C1 Pr-c H|H|O0|H|HI|CF Me
CH,Cl CH,Prc|H|H| 0| H|H|CF, Me
CH,Cl CHy)- |H| O |H | H|CFs Me
CH,C1 «(CH,)y- |H| O0|H|H|CF, Me
CH,C1 (CHy);- |H| 0 |H | H|CF Me
CH,C1 (CHy)- |H| O|H|HICF; Me
CH,C1 Me H|H|2|H|H]|C CF,
CH,C1 Me H{H|2|H|HMe CF,
CH,C1 Me H|H|2|H|H|OMe CF,
CH,C1 Me H|H|2|H|H|OEt CF,
CH,C1 Me H|H|2|H|H||OPri |CF,
CH,Cl Me H|H|2|H|HMe Ph
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CH,C1 Me HIH 2|H|H|Q CFy
CH,Cl Me HIH|2 H|H Me" CF;
CH,Cl Me H{H|2|H|H|OMe CFy
CH,C1 Me H|H|2|H|H|OEt CFy
CH,Cl Me H H|2|H|H|OPri CF;
CH,Cl Me HIH|2|H|H |Me Ph
CH,C1 Me HIH{2|H|H|Q CF;q
CH,Cl Me HiH|2|H|H |Me CFy
CH,C1 Me H|{H|2|H|H|OMe CF,q
CH,C1 Me H|H|2|H|H|OEt CF;
CH,Cl Me H|/H|2|H|H|OPri CFy
CH,C1 Me H H|2|H|H|Me Ph
CHCL, Me H{H|2 | H|H|CF Me
CHF, Me H{H|2|H|H|CF Me
CHCIF Me H{H|2|H|H|CF Me
CHFMe Me H| H|2|H|H|CF Me
CHCIMe Me H{H|2|H|H,|CF Me
CF,Me Me H{H|2|H|H|CF Me
CH,CH,F Me H|{H|2 |H|H|CF Me
CH,CHF, Me H H|2|H)|H,|CF Me
CH,CH,C1 Me H| H|2|H|H,|CF Me
CH,CHCI, Me H H|2|H|H|CF; Me
CH,CCIF, Me H| H|2|H)|H,|CF Me
CH,CFy Me H H|2|H|H|CF Me
CF,CF; Me H H|2|H|H|CF, Me
CH,CH,CF; |Me H| H|2|H|H|CF Me
CH,CH,CHF, |Me HiH|2|H|H,|CF Me
CF,CF,CF; |Me H| H|2|H|H,|CF Me
CH,CF,Me |[Me H| H|2|H|H,|CF Me
CH,CHFMe [Me H H|2|H)|H,I|CF Me
CFy CFy H H|2|H|H|CF Me
CHFPr-n Me H H|2|H|HICF, Me
CFyPr-n Me H{H|2|H|H|CFs Me
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Rl R2 R3 R4 n R5 RG R19 RZD R21 RZZ m
CH,01 Mo H(HE[2|E[E|] G Ph |HE|H|
CH,C1 Me H{H|2|H|H| oOMe Ph |H|H|,
CH,Cl Me HiH|2|H|H| =H CF; |H|H|o
CH,C1 Me HiH|2|H|H| «a CF, |H|H|o
CHCl . |Me HiH|2|H|H| o©N CF; |H|H|o
CH,Cl Me H|H|2|H|H| OMe CF, |H|H|
CH,Cl Me H|H|2|H|H| oOEt CF; |H|H|o
CH,01 Me H|H|2|H|E| Ph Ph |H|H|o
CH,Cl Me H(H|2 |H|H| «a (4-CDPh | H |Me| o
CH,Cl Me H|EH|2|H|E|] @coPh |H|H| o
CH,C1 H H|H|2 |H|H| = oF, |H|H|o
CH,Cl H H|H|2|H|E| =H oF; |H|H|o
CH,Cl H Me|H|2 |H|H| = CF; |H|H|o
CH,Cl Me H|H|2|Me|H| = CF, |H|H|o
CH,Cl Me H|H|2|B|H| =H CF; |H|[H|o
CH,Cl Me H|H|2 PriH| = CF; |H|H|o
CH,Cl Me H|H|2|Me|Me| H CF, |H[H|o
CH,Cl Et H|H|2|H|H| H CF, |H|H|o
CH,Cl Pri |H|H[2|H|H| = CF; |H|[H|o
CH,C1 Pr H|H|2|H|H| =H CF; |H|H|o
CH,Cl Pre |H|H|[2|H|H| = OF; |H|H|o
CH,CI CH,Pr-c|H|H|2 |H|H| H cF, |H|H|o
CH,Cl (CHyy |H|2|H|H| = CF; |H|H|o
CH,Cl {(CHpy- [H|2|H|E| = cF; |HIH]|
CH,Cl {CHpy |H|2|H|H| = CF, |H|H|o
CH,Cl (CHpy |H|2|H|EH| =H oF, |H|H|
CH,C Me H(H|1|H|H| Ph |H|H|o
CH,Cl Me HiH|1|H|H| OMe Ph [H|H|o
CH,01 Me H{H|1|H|E| = CFs |H|H|o
CH,Cl Me HiH|1|H|HE| CF; |H|H|o
CH,Cl Me H|H|1|H|H| CN CF; |H|H|o
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R? R R
R! RS
N 805t
5
Ry R, |Rg|Ryn|Rs; |Rs| Y,
CH,C1 Me HH|2|H|H 5-Trifluoromethyl-1,3,4-thiadiazol-2-yl
CH,Cl1 Me HH|1|H H 5-Trifluoromethyl-1,3,4-thiadiazol-2-yl
CH,Cl1 Me HH|0O|H|H| 5-Trifluoromethyl-1,3,4-thiadiazol-2-yl
CH,Cl Me H H|2| H|H| 4Trifluoromethyl-thiazol-2-yl
CH,C1 Me H H|2| H|H| 5-Difluoromethoxybenzofuran-2-yl
CH,C1 Me H H|i2|  H|H 4-Difluoromethoxybenzothiazol-2-yl
CH,C1 Me H H|2| H|H| 3-Difluoromethoxypyridin-2-yl
CH,Cl1 Me H [H|2{ H|H| 6-Bromo-3-difluoromethoxypyridin-2-yl
CH,Cl1 Me H H|2| H|H| 6-Chloro-3-diflucromethoxypyridin-2-yl
CH,C1 Me H H(2| H|H| 6-Cyano-3-difluoromethoxypyridin-2-yl
omolwe i [aa| || SDiemeione
CH,C1 Me H H{2| H|H 3-Difluoromethoxy-6-methylpyridin-2-yl
CH,C1 Me H Hi2| H|H 3-Diflucromethoxy-6-methoxypyridin-2-yl
CH,Cl Me H H|{2  H|H 3-Difluoromethoxy-6-ethoxypyridin-2-yl
CH,C1 Me H H |2 H |H| 3-Difluoroethoxypyridin-2-yl
CH,C1 Me H H|2| H|H| 3-Trifluorcethoxypyridin-2-yl
CH,C1 Me H H{2 H|H 6-Chloro-3-difluorcethoxypyridin-2-yl
CH,Cl Me H H|2| H|H| 3-Triflucromethylpyridin-2-yl
CH,F Me HH|2H|H 6-Chloro-3-triflucroethoxypyridin-2-yl
CH,F Me H H|2| H|H| 3-Difluoromethoxypyridin-2-yl
CF, Me H H|{2| H | H| 3-Difluoromethoxypyridin-2-yl
CH,C1 H MeH|2| H | H 3-Difluoromethoxypyridin-2-y1
CH,C1 Me Me H (2| H | H| 3-Diflucromethoxypyridin-2-yl
CH,C1 Me H [H}2|Me| H| 3-Difluoromethoxypyridin-2-yl
CH,(C1 Me H [H|2|Me|Me| 3-Difluoromethoxypyridin-2-yl
CH,C1 Me H |H|2|Pri| H| 3-Diflucromethoxypyridin-2-yl
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R, Ry |Rg|R¢|n|Rs{Rg| Yy
CH,C1 Et H [H|2]| H|H| 3-Difluoromethoxypyridin-2-yl
CH,C1 Pr-c H [H|2| H|H| 83-Difluoromethoxypyridin-2-yl
CH,C1 CH.PrcH (H|{2| H |H| 3-Difluoromethoxypyridin-2-yl
CH,Cl CH,Cl H [H|2| H|H| 3-Difluoromethoxypyridin-2-yl
CH,C1 «(CHy);- H|2| H |H | 3-Difluoromethoxypyridin-2-yl
CH,C1 «(CHy),~ H|2| H|H/| 3-Difluoromethoxypyridin-2-yl
CH,Cl -«(CHy)- (H|2| H | H| 3-Difluoromethoxypyridin-2-yl
CH,C1 «(CHy)- [H|2| H|H| 3-Difluoromethoxypyridin-2-yl
CHCl, |Me H [H{2| H|H| 8-Difluoromethoxypyridin-2-yl
CHsz Me /H (H|2| H|H| 6-Chloro-3-trifluoroethoxypyridin-2-yl
CHF, Me H H|{2| H|H| 3-Difluoromethoxypyridin-2-yl
CHCIF Me H H|2| H|H| 3-Difluoromethoxypyridin-2-yl
CHFMe Me H (H|2| H|H| 3-Difluoromethoxypyridin-2-yl
CHCIMe Me H H|2| H|H| 38-Diflusoromethoxypyridin-2-yl
CF.Me Me H H|2| H|H| 3-Difluoromethoxypyridin-2-yl
CH,CH,F Me H [H|2| H|H| 3-Difluoromethoxypyridin-2-yl
CH,CHF, Me H H|2| H|H| 3-Difluoromethoxypyridin-2-yl
CH,CH,Cl Me H H|2]| H|H| 8-Difluoromethoxypyridin-2-yl
CH,CHCl, Me H [H|{2| H|H| 3-Diflucromethoxypyridin-2-yl
CH,CCIF, Me H H|2| H|H| 3-Difluoromethoxypyridin-2-yl
CH,CFy Me H H|{2| H|H| 3-Diflucromethoxypyridin-2-yl
CF,CFy Me H H|2| H|H| 3-Difluoromethoxypyridin-2-yl
CH,CH,CF; [Me H |[H|2| H|H| 3-Diflucromethoxypyridin-2-yl
CH,CH,CHF, |Me H H|2| H|H| 3-Difluoromethoxypyridin-2-yl
CF.,CF,CF3; |Me H H|2| H|H| 3-Difluoromethoxypyridin-2-yl
CH,CF;Me |Me H H|2| H|H| 3-Difluoromethoxypyridin-2-yl
CH,CHFMe [Me H H|2| H|H| 3-Difluoromethoxypyridin-2-yl
CF; CF3 H H|2| H|H| 3-Difluoromethoxypyridin-2-yl
CHFPr-n Me H H|2| H|H| 3-Difluoromethoxypyridin-2-yl
CF.Pr-n Me H H|2| H|H| 3-Difluoromethoxypyridin-2-yl

st [T] TEENAARILAIEL. U FIORT RS- TRETS 2 &2
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WAV DNVAVE=NVEEORHEEZR L, <131 M 0B 2R, )

UTF. LREEF SRS ITRECHRTS,

(I&1)

—HHA (5] TRENDANT 4 FEEMHRIT, —BR [1] TRIhB3{AmL.
A [2] TRENBABAET MY v AT & & BB IR OEEET (F
FLUITESRBET) | BEOFETUIFEET ORGSES 2 &0k ) —ipst

[3] '@iéﬂé%/vﬁ7°§7‘/®iﬁ%)im%lﬁ'éiﬁéﬁbfcﬁé\ CDANATE D

(3] ZHMET B L2, A [4] TESNB UL LHEKREFESE5 (08
AL o TIRT UHNRER BIZITarH Y v MESLA] : CHyOH)SOsNa- 2E,0
F) BRMTAZEbTES) ZLitkoTlETs - LT %,

FUOSIEERX, WTFhoREb 0°CH b ISRITI I BBITIEEE £ TOEZDIEEE,
HELIEOC~1 0 0 COREHATHY . FUSRKRITEAWICE Y BARBH0.
5~ 2 AR TH 3,

FISIcg s 2 F 0Bz, —BR [1] CESNBLAW 1 YBIoR LT, —ip
R [2] TRENBHEADRO—BR [4] THRISNBLEAW 1 ~3UETHY .
EEFERATIHAIL. HEO0. 5~3%8Th5,

WL LT, FIARYASY, S5 Fuer 5y (THF) £0x—F 145 :
Vrzuuxzgy, MEHRE, ZenRuRr Y na e L snan oAb,
RALAKEE ; NNN—UAFATE RT3 R, N N=PAFNFEALLT IR (DMF)
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WEL LT, AIZIEAFET N DAEDLEBARIS ; F ) P A7 I FXUZ
VFULDAL Y TRENT I REOTVIVEBTINE,; ¥UPY, NIZFAT
IV, 8—=UTHEYra [5.4.0] —7—0rF e rSOaEEE ; Kk
EF DU T A, KBIED Y U AEOT NVE Y &RBAERY ; KEREIN S 7 ATk
Bb~= 7R LEDT VA ) HEERBKBY) ; IREET DY 7 ASUIREED Y 7 A
EOT NG SRR ; IREPKFR T MY U AIIRBBAKED ) VAEOT VDY
ERERBEFEOBBELR, V3T NI VAR MRV RXEI Y Db ter t
—7 bRV FEOT NV a—VOEBEERETLh S,

(T 2)

—fRK [6] TRENDZANVFFY FHFEEGEIE, B [5] TRENBRAVT 4
RFEEMR & B L 2 Y 2B | SO AT XUIMMIEOIEET TGS ¥ 3
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FISIgESn5RFI0RIE, —BX [56] TRENA{EW 1 YBiTx LT, Bk
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—f& [3 3] CHRENBZERPAWIT. UTOFEC L VEET 3 - LR Tx
5,

<HEW6 >

R5.0H
2R3 2R3 6
323% CY 143] > Rﬁ)fi gY 16
~OH TR 0N ps OF
+ KD T 22 )R AT 4V
Bm _ [33]
T4

XH, Y, RL R2% R3 R4 R5 RORUaiIMimEFUERESEL, RS
NXNE, ~aTARNE VI T RN, VT ARAT AR, Tk
:wg\Tw%:wg Twn%yﬁwﬁ:w7w#w% BEEEITHTH XA
VA= % - XEBRSNTOTH LN DLEZRT, 208, YidE#R
Effo LVBIREND, 1 ~5EE COR—XITHERSETEBRSNTHTY &
V)

(I®24)

IR [3 3] TREINSIEFERAWE. —BK [3 2] TRINBEERLE
ME—X [43] TRENBLAWM L BBBF, 7IAMERRY 7 ==k
74 Y OFETTRESEZAMMO5E (Synthesis, 1981,1-28) |o#E U CHYET 5 =
EBTE B,

CORSIZERE, FINEEO0~100°CT1 045~ 2 4BEE4T S
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Emmﬁénéﬁﬁwﬁﬁ~ﬁﬁf32]@iéﬂéké%l%%ﬁﬂbf\—%‘
K [43] TRENHLEW 1~15 Y&, 7AW 1~ YERR Y 7= =0
WAZ 42 1~15 HEPEE LWAB, BISORIICE U TEEIRELSEE 2 LT
g5,

WHLLTE, fIZRYAXF U ITF A S e Rer s v B8na—F A8 D
Ry, RBRR, 7 nu_UBr X idr uuRuP v SEpau AR bk
FEGN, N=UXFATERITIR N, N=VRAFARLAT I RXUIN—RF
N=—2=EulT I VEDT I NE ; VAFIVANVEFY RUTANE T AEDR: S
CEWIE ; VBV, MU UV EOE BB LAEE T = F UL
FO=PUMVE, VI H D DEAMERET NS,

TIOMEHE LT BIZIETY CUNR B FAIIT VOB VB TA
I Iu CNVERETLNB,

WRIT el 2 3\ TAFERL A O BELE  REIER ks BN 3,

. AF B LS9 O BE T A O RS b O TR T 5,

< Ejasl 1 >

S5—7BBAFN—5—RAFN—3—(5—RAFNV—3— M) TAFurFNLVF
XYY —N— A=A NAFNTFA) —2—AVF%HV Vv (KR WES1)
DHE

S—7BURAFN—3—AZVAVKE=N—5—RFN—2—f VFHHV VL9,
4g(11.23VU%N) ON, N=PRAFNERNLT I R4 0m | EIKIZ, KEbF
MU D AKFIML.8 g (MEET 0%, 2 1.9 IVENL) RINZ QBB LE, 20
®, REEVY UA1.6g(11.23VEA) . BV HY 9 F1.7g(11.23VFN)
EO4—-TaerFN—5—RAFN—=3— NI TANFORAFAAL VFEH Y —1 1.
9g(7.6IVUEN) ON, N=UVAFNAFNVALATIR30m 1 IWIEEZINZ, Fio=



10

15

20

WO 03/010165 PCT/JP02/07398

63

WICT 1 6 R Ui, RISKTH, FUSAREARICES, B 74 Gt L
7o FONIABBTRIEKCUES LIk, okMB~ s 3o T MCTRB L, B
FEFREREEL, REES Y WFADT A o~ M TS T 4RI - ~F 3o
— B F RS THRIL. EBEERBMRYEDOS — s mu AT —5 —XF
N—3—(5—RAFN—3—hrUTZFdaRAF A Yzl‘ﬂeﬂy‘y*f—/l/— 4 — A NVRAF)
FF) —2—AIJFFYV2.0g (KT 7.8%) 2%,
1H-NMR(CDCIs/TMS, § (ppm)): 4.11(2H, s), 3.53(2H, q), 2.99(2H, ABq, J=16.9, A y
=111.5Hz), 2.54(3H, 5),1.55(3H, s)

< FEHafil 2 >

B—/BuAFN—5—-RAF)N—3—(5—RXFN—3—h ) ZLFurFiLIF
FYPY =N — A=A NRAFNAVEZN) —2—AVFHHY Y (KBRS HE
T2) DHE

5= muRrAFN—5—RAFN—3—(5—RAFNV—3—h I TZAFaRFNAIF
XS —N—A—ANAFNTFF) =2 —AVFFH V1.4 5(4.3IVFEV)D
ZurudNAl Om L ERIZ, KAT, m—7uni@ZEER2.7 g (FET7 0%,
10.93VEN) #l%, BET2 1R L, RISKTE. RSk kS
EE, ZradVATHHELEZ, BONCERELZERBASET M) AKEK, B
BKSRT b U 0 AKERIE R OB K CIBREES LTzt BARiR~ 2 X0 Aic Tl
Belic, BETHEELZEERL, EAEHMRYEDNS 2/ nuAF 1 —5 — X F L —
(8 —=—AFN—3—bFITNFaRFNALIFFF S ——A4—ANVAF LR
BE=W)—2—AVFXYY V1.6 (K 7.5%) 2B,
'H-NMR(CDCI3/TMS, & (ppm)): 4.54(2H, s), 3.63(2H, q), 3.33(2H, ABq, J=17.6, A v
=125.4Hz), 2.61(3H, s), 1.63(3H,s) |

< S 3 >
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5= RrAFN—5—-RAFN—3—(4—hMITAFarFArrY P —3—A)V
AFNFE) —2—AVFHYY Y v (KREFLAMES3) 0fld
§—7/BBRAFN—=3—AFVANVE=)V—5—=AF)— 2—?( IAFHI V0.
3g(1.43VU%E)N) ONN—=—UAFAFNVAT I F20mlERIZ, KT Y
VA0.23 g(MET7 0%, 4.1IVEN) X 1REER L, T0%, AR
BV UA0.2g(1.53VFN), v FY»10.22g(1.43VEN) ZNZ,
B 2 FHIRHR, 3—TREAFN—4— P I TIAFRAFAEY V0.3 g(1.
3IVEN) BRKETMA, £0%, ZET2REMER L, SR THERE, b
PR ZAKICEE, FHR-FIVTHIH Lz, B DN EHE 2 KR OREAK THIEHE,
FOKBRBR~ 7 AT U ATHBR L, WETHEELZEEL, ZEaRBRMOS5 -7 0w
AFN—=B5—RFN—3— (4= ) IAFa AFAEY PV —3—A NV AFNLFF)
—2—AVFXPYV0.33g (LT 1.7%) 2B,
IH-NMR(CDCIs/TMS, 6 (ppm)): 8.97(1H,s), 8.71( 1 H,d), 7.52(1H,d), 4.46(2H,s),
3.563(2H,q),3.01(2H,Abq,J=16.7, A v =112.2Hz),1.56(3H, s)

<SEhEhl 4 >

5—7uuAFN—5—AFN—3— (4— NI TAVFRAFALY -3 —A
WAFWVANEZ)N) —2—A VFHHV Y (REALEDET4) K5 —7u
UAFNV—5—RAFN—3— (4— NI TINFRAFALYI DV —N—FF F—3
—ANVAFNRANVEKEZ)) —2—A4 IFXV VY (KEELEMERES) O
5—78uBAFN—5—RAFN—3— (4A4—b I IAFarAFArY o —3—4
WAFNFZE) —2—~A4VFFYYV0.33g (1L.0IVENL) ODZaaiill
20m IR, kAT, m— 7 uniBREEMO0.5¢ (WET0%, 2.93V=
V) MR LREEBR L, Z0%, BICRIRICTL 2RBESBE L, KK THESR
%, RIGEIREKICEE 7 va iV A THE L, BoneFlB2ERBAkET b
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VU LIKEEIR, REBUKSET M) U AKESIR, KR OBEAK CIEREES L 7c., EARH
v 7RV NI THE L, BETHEEEZEEL, BEZY I IV IS Au<
NG T4 —CREL, AAESE (BR81.0—83.0C) O5—unAF L —
B—AFN—3— (44— PV INFRAFAET DU —3 —A NVAFALRALFE=NL)
—2—AVFXYIV0.07g (FEL9.4%) RN ECHABRYEDS — 2
BRAFN—5—AFN—3— (4— RV IZNFBRAFALY PV —N—FFY F—
B—ANAFNANKTZN) —2—AVFFH V2 0.05¢g (NK13.5%) %
Bics

5—7vuRrXAFN—5—RAFN—=3— (4— M) TIAFRAFALY L —3—A
NAFNVANE=)V) —2—AIVFFH Y v
IH-NMR(CDCls/TMS, ) (ppm)):8.97(1H,s),8.85(1H,d),7.65(1H,d),4.92(2H,
8),3.63(2H,q),3.31(2H,ABq, J=17.8, A v =121.3Hz),1.57(3H, s)

5—7unuRXAFN—5—RFNL—3— (4—F UV TAVFurAFLEY) P —N—F
FYR=3—ANVAFNRANVE=N) —2—A4 I FHH Y
H-NMR(CDCly/TMS, ¢ (ppm)):  8.83(1H,d), 8.81(1H,s), 7.63(1H,d),
4.41-4.61(2H,m), 3.01-3.72(4H,m), 1.63(3H,s)

EROISIC L THELNEARILEHO—FlOWEE, LTORL 5ITR LK,
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®15
A
{%”g B B (0p™). BLAR (C) XI'H-NMR{E
CH,Cl
CH, 2 CF;,
1 - SN SR : 1.4843
078 01-12& 0 B3R
CH;,
CH,CI
CH, 2 CF;
2 o\N/ SOz>CH24§gI JEHTER : 1.4824
CH;,
CH,Cl CF, 'H-NMR(CDCI,/TMS, § (ppm)):
; | CHs c 1.56(3H,s), 3.01(2H, ABq, J=16.7,
O\N/ S-CHy~ /=112.2Hz), 3.53(2H,q), 4.46(2H,s),
N 7.52(1H,d), 8.71(1H,d), 8.97(1H,s)
o CH,C1 CF,
CHj;
4 = FiA : 81~83°C
0~N/ 80z-CHy~( 1\{
CH,CI CF,
CHjs il 'H-NMR(CDCI,/TMS, § (ppm)) :
5 0.7 —80,-CH, \ / [1-63(38H,s), 3.01-3.72(4H,m), 4.41-4.61(2H,m)
N [7.63(1H,d), 8.81(1H,s), 8.83(1H,d)
0

(Hr RO RITER))

<BEHI1>

MY TZNFuT7TE N TATE REFV A —T L— f Dl

M ZNFaTE b TATE REFANITEZ—NL50.0g (347.03UF
V) DAZ—=N80mlBKIZ, e FKeE AT IVERE24.18 (347.0
IVEN) VKL 60m1EMZ, KAET, 50%KERLF N vAKEKS 0.0 g
(1.7FN) 2T Lz, M TRTHREERICT6REMWR L, ISKTH. 10%
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EREMATpHE L L, =—F L THH L%, BETFTEELEEL, BohBE
ERELT, NI AFueTE M TATE REFVAT—FL—124.7 ¢ (N3
8.0%) &EHic,

<&ZEfH 2>

M) Zndu7e b RediEf 7wl Fo—F L— g

M) ZrFure N TATE REFV A —F1L—124.7g (131.7IV%
V) ODMF 5 Om 1 BRI, kT, N—7uEa/BBAIN38.8g (218..
0IUEN) ODMF 12 5m 1 BKEML, BETIREBIRLE, KISKETHE,
PSR Z R FICEE = —F NV CHH L, B bhiEHE 5 2k ok L 7=,
MK~ 7 XY 7 A TR LT, METHEEZEEL, BEZEY LT, BEHR
WEO L) ZnFduaTe e FrF Y Ef V70l Ro—F 1L — 1 33.3 ¢ (INE9
5.0%) =&/,
IH-NMR(CDCI3/TMS, § (ppm)): : 9.30(1H, s)

<BEH 3 >

5—AFN=38~=F ) INVFRAFNVA I FHYY =) — 4 — IR BT F )N
2TV DHIYE

T MFBRTFN6.7Tg (51.3IVUEN) DRAZ J—A80m | BWKIZ, F k
JULA PR R2.8g (51.33VEN) #MZ, KBTF, N 7rdurE b
EReFTEA LTI Re—F1L—15.0g (18.8IVENL) DRAE ) —)L2
Om 1 RZMA T, F|RICT3MERR L, RSKTH, METERESH=L,
KEMAZ, 7 Bud/VATHH Lk, BbnEHE L2 Ak G Lk, EiH
B~/ AV T DT TRFR LTz, BETHEEZEEL, BEZ VI WAV IT LI a~
T T4 — (WHEE .~y B FVBAEE) TRRL, EamiyEg
DE=AFN—=3 = I TIAFBRAFNAIFTFY Y —)v— 4 —HNVRLVBBTF L
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ATN2.9g (K6 9.0%) 2R/,
IH-NMR(CDCls/TMS, § (ppm)): 4.36(2H, Q), 2.77(3H, s), 1.37(3H, t)

<BEH4 >

(8=RAFN—3— NI TNFRAFNA IV FHH S~ N—d—( V) —RZ ) —

N O E

KRV FUATAVI=UAL0.16g (4.23VFA) OTHF 15m | BNiK%
OCITHAL, 5—RAFN—3 = ) INFBRAFNAL VFHFH S —— 4 — B )UE
VBBTFNTATN0.93g (4.23 UEN) OTHF 15m 1l K %4212z
oo OCTI1RMMRER LTc, BUSKTH, FFRTFAZMEITLIEDS < B L 7%,
KEMZ, VXL H# Lz, MEASBL, AEE=—FATHE LEL, Bbhi-h
W8 2 RIE/K TYRIE L Tc ., BB~ 7 X V0 AC TR L, WE T2 B
Ly (B=AFN—=B3— M) TNFURAFNA IFHEF S —N—d—A)V) —RZ )
—0.5g (N6 0.0%) %7Bi,
1H-NMR(CDCls/TMS, § (ppm)): 4.60(2H, d), 2.54(3H, s), 1.66(1H, br)

<BEH 5 > '

A—TUERAFN—=5—AFN—3— ) TAFERAFANL Y FH5H — L Dhils

(6 —=AFN—3—=bFIINARAFNA I FHF S —N—4—~A)V) —RAEZ ) —

N0.45¢g (2.5IVEN) O-—F)10mlIEKEOCITARL, =&Y v
0.2g (8.9IVEN) 2IMNATe, BETLBEBERE L, RISKTH. SREK
ERFICHEE =TV THH L7, BoNAHEZ REKCE L, Sk
IRV LTHEE L, BETHREZEEL, 4 — T 0EAF L —5—2AF1—3
— b TAFBAFNA VARF =L 0.5 g (RET4.0%) 2Bk, |
'H-NMR(CDCls/TMS, 6 (ppm)): 4.31(2H, d), 2.51(3H, s)

<2EH6 >
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A= MY INAERAFA=AFUBAFAT AT L ORE
4—PIorFuRrFr=aF B 6g (24.13VEL) ONN—URAFL
FNMATIRT Om L INIRIC, BAKRIBI I VL6.7g (48.63V%FN) , a7
fEXFN6.9g (48.6IVEN) i, BETL 2BEEHEBRLE, KIGKTHE
otk RUSIRZ KICEE | BiR=F VTl Lz, BohEKB 2 KkROE K
TYRRE, BB~ XU ATHE L, METHREZEEL, BEEZY YL F
NHThTaw T T T 4 — EHEE: ~% L — B T VRSV TRRIL .
BEWRYOA— M) INVF U RFA=aF VBAFAT ATV, 77 ¢ (NR5 6.
1%) 2B, )
TH-NMR(CDCIs/TMS, § (ppm)): 9.11(1H,s),8.92(1H,d),7.64(1H,d),3.99(3H, 5)

<BEHT>

(A—=PYVIRFBRAFNAELY DU —3—A ) — xR J—)LDilE

KRB FULTNAI=UL0.37g (9.7IVFL) OTHF 10 0m 1 K
Z—50CHAIL, 4— NIV INFBAFN=aF UVBAFALZAFL2.0g (9.
8IVEN) DTHF 3 Om I BKEDoL VT Lz, BT, —5 0°C T3 EEHE
#LRO&W%T%%%\%@I?»%Mif\LHE<%#L%%QEK*%MZ\
LIS\ Lic, BEABL. SREFR=F/LVTHE L, BohEHE K
ROERHKCTUER, Bk~ Xy A CTHE L, BMETREYEEL, BE
EVVATNAT BIw= N T 40— BEHEE  ~F V2 - F VR AT
THREL, BAIREDO (4— NI IAFRAFALI S —3—(N) —R X ) —
N0.6g (IME35.3%) 2B,
1H-NMR(CDCls/TMS, 6 (ppm)): 9.00(1H,s),8.73(1H,d),7.51(1H,d),4.95(2ELs)

<BEH >

3—TRERFN—4—FY TNFuRAFAEY DUOBE

2
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(4= NI INFBRAFALY D —3—A)) —RAX)—L0.6g (3.43
%w)bv:%w:—?»50m1EW%—3OtK%ﬁL\Eimvy14g(5.
2IVEN) BEMMZiz, BICERT, 12U, K TSRS, KISk
EARICHEE, R TV CTHIH L, B b 7caHE 2K R OB Craldds, Mk
Wi~ 72U A TR LTz, WETHELZFHEL, RAHRYD 3 —TaE2F)1L
—4—hITIANFBRRAFACID0.61g KT 5.3%) &,
IH-NMR(CDCl/TMS, § (ppm)): 8.88(1H,s),8.73(1H,d),7.54(1H,d),4.63(2H,s)

AREFADKRERNT, —RK[1] TRENBA VAFYV Y VHBEAR O W EHEIR
g LTh3,
AREPMEEMEREA L UTEAT 2 ICRERIMEEDTREE TR TS JVa,
AT ROV SN B8, FEEER, SEFUIMBRSEES LT, B
Al AFHL AAL, a7 TR BREIOIRAI SRR L CERATA L b TR
%o

AL L TRV O BHEEE LT, SIXEFA s, RURFAL N, 71—,
AF Y BEE, RTA MI—FRy X—=IF%25( b, REBUAT T A, AKX,
W, BiZ. RREOEFEHEE, 1Y 7FuATra—L, Ly, V7 a~sky
U ATFNVFTE VU EORIEEEERH TS,
REEERIROGEH L LT, FIZIETASARUB U RV VBRARE. UF
TFNAZVDPANVEKEVBRERE., TNVa—NVRBT AT A, TLELT Y — R
NWEVEBE, V7=V RAVKRVEBRE, RIVFFVzF L) a—no—F0, RY
i%?:?VV?W%WTU*WI—?W\ﬁU%%VI?VVYWE?V%/TW
FL— MERDIT b5, MEAIE LTI, BlIEIABEFYAFVELT—R, R
VoFrvrZ)a—j, 777 ILERHITONDG, FRICE L TITEY REE
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FRLTEAMAT A0 IIEEERT 5.,
AFEHOBREAIZIEBAM, LA K ERASC L v EAT 3 - 8 TE 5,
ARGy DEEEIEIC OV TILBETIE U THEHERITN A 8. BFIUIEH &+ 358
FIX0. 01~10% (BB . FELLIX0. 05~5% (EE) O, HEE
BEDOBE, AFIROKFFETHHEITILI~50% (BEE) . H#ELIE5~3
0% (BEE) DHENLEERIOBLIWV, X, 707 TAF LT 38EBE1T1~4 0%
(EE) . FELII5~30% (ER) OHFAILEETREDOR I,
FREACREAOHARBIIER SN2 AYORE, REME, RAeMEN, BiES
B2 b NERT 2FBEIC L o ThHD B, BRARVKRHFD L 52 0EEEAT
DHENE, APESGL LTI~ Z—N%D 1g~50kg, HFELLIZ10g~1
0k g DHEFHMPLEEBSDON LV, X, AH., AFFRRT a7 7L E LT 584
DX IR THERTAEHEIE. 0. 1~50000ppm. HFELLIIZ10~10
000 ppmPDHFAISHEERSDONB LV,

X, RFEROCEWITHBEITIE CTRBH] BREH, MOBRER, Y4 TR,
MRS L RAT L TH LUy, |
WITRER 2BEB % b 1T TREI 2 BERICHBET 3, LaW. Rins oRE
EOBEHERIZ, ThORITBEENS Z L R BV TEEMRETH S, TO
BAIZIBWT T XEEHEEKRT 3,

(BRI 1)  KFnAl

FFEALEY (LEWEE2) OLO0OBRERIFIFTFLUFIFAT =T
—=TNNDO. 5E, B—F TRV ARNKRVBENATY VST N T AEDO.
5HF. EEELT D208, 7L —D6 9FFESEBRL. KFHZ2EE,

(AR 2) Tur7 s

MR L e ARBLAEY (bEWEB2) 2 0%47K6 OBRICHBE ., R 4%
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VEFVIARFVUMT 2= V2= TARBE AR, = F LS Y a— A TEEMNL
5 & & BITT Y a—AF-118N (JEfLRR LM SIS % 8FT L 2 0 0 p p ml
A EDRREHEIC T 3 0 RS L BRI T L 7 u 7 S AEI 2B,

(BHFI3) A

AERANLEY (LEWEF2) O3 0BICHF VLU e, VAR OEREAW6 0
B, REEEFR) IR =F LU AR T AFL— b, RUFFSTFLLT
NENT V=R 2—=RORTNVEAT V= VANV ER— N DIREHD 1 08 %2,
INbZ RIS DEERRZ LIk THAEZE,

(BARIBI4) R

FEREEY (LEWET2) O 10, FAT7 LV ML V2L : 30EAET
BELIEEBAIDO8 0B, SV P —Rr D58, REEESIRY % xFL
INVERZTNAHELV—b, RILFFTZFLUTAFAT Y — AR v—K AT %
VT Y —VANVEX— D OREHO 5EITAK L 0B ZME, Lo TR—X Mk
LEbDZEZEO0. TmmDEINVANLHUH L THRELEHEIZ0. 5~1mmd
RSICUMT L, RiFl & B,

RICHABRE 2 b TARRHEWOERT 2DRETHT 3,

(RERFI 1)  KHTELIIC X AR RAR

100’77 RFy 7 Ry MUKBLIEZFEL, REHE. A/ Xx, a)F
DREFEHERL, A3 c miHk Lic, BA, B 1 17 U TR L 7ARAl %
RTHERL., KREH T Lz, BARIZ, APRIE, 1~7F—1%01000g&
Lic, 20, EENTERL, L% 2 1 ARICERL 6 DERECH-> TRESR S
REL, BRERL TITRT,
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#F16
=T BREZDR (EEMHIRE) ROKE
5 90% L LD OREZIR, EKE
4 70% LA E90%RTHEDRREZNR, KE
3 50%LL E70%RIEDRESR, HKE
2 30% LA L50%REDRERR, FE
1 10%LL E30%RFHEORESIR, K=
0 0%LL E10%RMOBRESNR, RKE
F17
{bEWE S | EE(gai. /ha) | FAXE | aFF
2 1000 5 5
4 1000 5 5
5 1000 5 5

GRERGI 2) M IR IT X 5 BREZRRAR B
80 cm’7TAFy /ANy MMEEEFEL, A X¥x, =/ aul/Y0BFE
BELTEL L, BH6) LIS CREBILZATRIZATHRRL, 1~7F—1Y
DHEZIRESH31 000 giZRBKIT, 1~Z7F—1%D 1000 1 &2/IIEERTtH
BRMITHW—ITHAM Lz, £0%, BENTERL, 42 1 BEICE 1 6 DEXERZ

E>T, REDRZFAE L. BERELEE 1 3ITFT,
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#18
{CEWE S | E(gai /ha) | (X |z /ool
2 1000 5 5
1000 5 5
5 1000 5 5

(RERGI3) IEHIZEZENIRIC L B BRENERR

80 cm’TIARFy IRy NIBWEREL, A Xz, =) aulVoET3iEE
L. BEANT2BRFSE, BAF 1T THRELZATHFZAKCHERL, 1~
F—IVEDFBEDR1 000 giZRBBET, 1~ZF—%D 1000 1 %/ B
Tt CREMBE O L5 0 b ERICEIERANE Uiz, Z0%, BENTER L., A1
ARHIZERL 6 DEREITH- T, REPREZHE L, BREE19ITRT,

#F19
bewES | EE(gai. /ha) | AXE= |z /ol
2 1000 5 4

EESE L OF A FIRE M

—fR[ 11 TRENDIEARADOLAYIL, MHIZB VTR L 72 55« DHEE, 4
ZITAFAXEF (Polygonum lapathifolium L.) . 72 E= (Amaranthus
viridis L.), ¥B¥ (Chenopodium album L.). . NI (Stellaria
media (L.)Villars) . 4 ¥ & (abutilon theophrasti Medic.) , 7A UM
¥ AV (sida spinosa L.) . 7R VBV ) 2% %A (Sesbania exaltata
(Raf.) Cory) . 7H¥ U4 (Ipomoea spp.) « T EI (Xanthium strumarium
L.) FEOREHELZIITD, NvRAF (Cyperus rotundus L.) . FATRH (

Cyperus esculentus) , B A7 7 (Cyperus brevifolius (Rottb.) Hassk.
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var. leiolepis (Franch. et Savat.) T. Koyama) . Z¥Y U 7% (Cyperus
microiria Steud.) . 2TALTP¥Y Y (Cyperus iria L.) BDHELBLIDT
1FED¥>Y ) 7YP4EE, v (Echinochloa crusgalli(L.)Beauv. var.
crus—galli) . A& 2N (Digitaria ciliaris (Retz.)Koeler) , &/ 3 H
7Y (Setaria viridis (L.)Beauv.) « ARXRA/HZ YT (Poa annua L.) .
Va5 A (Sorghum helepense (L.) Pers.) . JARRA?FoRY (
Alopecurus myosuroides Huds) , HETL N7 (Aveua fatua L.) DA
FRIHEREDORFRI N CEBFTHORNHEIC Dz > TENRED R HIET 5, Fi,
KEIZFHEETSH A4 XL (Echinochloa oryzicola Vasing.) . Z<A¥ VY

(Cyperus difformis L.), 27 ¥ (Monochoria vaginalis (Burm. £.)Presl
var. plantaginea (Roxb.) Solms-Laub.) . 7 €7 (Lindernia procumbens
(Krock.) Borbas) ED—FAMEER NV U I Y (Sagittaria pygmaea Mig.
) . AEHF D (sagittaria trifolial.) . S AH¥Y Y (Cyperus serotinus
Rottb.) . 727U A (Eleocharis kuroguwai Ohwi) . HZ /A (Scirpus
juncoides Roxb. var. hotarui Ohwi) " ~FZEXH (Alisma canariculatum
A. Br. et Bouche) EOLZFEAMELHRTIZ LB TES,

—77. ARERAORERNIEDICHTIEZEEDEL, FTHAR, ALK, FTF A4
¥, buErwadl SV UINT A FAX, TE, TUPAL &R LTRVWES
HERT,
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AR DOHLFE
1. — &K [I] TRENWDA VZFHY Y VFEEIIZORKE RSB,

Rxﬁ

VR

RUZ, Cl~C4 a7 AFLEERL,

R2jX, ARFF, C1~CLO7VFAEE, Cl~CanuT ¥ i C3~C8Y 7
27 NENAENIICE~C8Y7uT V¥V C1~C3T /LFNLERL,

R3EORU4L, FA—NiZFE2->T, KFEF, C1~CL07VFNENIZIC3~CS
I aTNARNEERTH, RONIEIRIE R B—HIZR->T, ZhbDREES LR
REFLHEZCI~CTORYRREFRLTH, BICR2ER3LB—FITRoTT
NoDFREE LERBRTFEHICE~SEREZFARLTH KL,

- REROURET, RA—IHER> T, KERFXIIC1I~CL07 NV LEERL
YU OonE ZINVE FonE A VAT UVE FTYUAE,
FTOTITINE, RUTFTIINVENIRC Y 7Y NEERL, 2 bDA~Fr
REIEHREN o JVBRIND 1 ~5BOR—XIIHEERIETERIN, BiCE
BEFE O LVBRSND 1 ~4HOR—XIIMERZETBEHRSAL TV TH L X,
BYERE 0 D OBIINEERBE L 2T ASAVERL, 7rasdERLE, TS
HETAasih TAFVELTAFAFAE, FTAFVEE TSRS
E, TAINELE ) TAENTI ) EK&iTJV%/V%k DTNENT I ) EERD
BEIX. TNOOER2EEE LTI ~4EBONu U EFCEBBRIATH LVW5~
SEREWALTH L, X, ~TuREXYY PALEOBEIMILSh TN—FF
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FiZZzoTh &<,

nix 0~ 2 DEHERT,

MEHLEERE o |

KERE, BHEM P LVBRINIEROETE V BRINZCI~CI0T A FL
&, Cl~CanuaThFLEk C3~C8 7 ur7NFAi, BHER ) L VBRSHh
LPHEBDETE / BHRINKLCI~CI0TVaFiHE, Cl~Canuriafi i,
C8~C8I 7 uT NHFNFHVE, C3~C8Y7u7 VFILCIl~C8T A FNFH
., Cl~Clo7VFNFAE BUREHy LVBRShBEEOETE  BRIH
7 C1~C107 A F A F A, Cl~CANT TS AFAE, C2~CET LA =LV,
C2~CO6TNT=NFFIVE, C2~C6TNF= Lt C2~C6T7NAF ol E,
CI~ClOT7 NVHFNANT 4 =)VE Cl~Cl07VFNANF = VE, BHEREy &
VERENIEEDOETE / BRINLCI~CUOTAFAANVF=LE, Cl~C4
NBTIFNVANVFE=NVEE, Cl1~C10T VX NVANFo NG HVE, Cl~Canu
TWVEWANE=NFHVE, BRI TOThbEW T o, BRI THTS
N7z FVE BREINTOWTHIWT 2o F3E, BRI THTH LW
BRE~TRRE, BRI TV T LWEFBE~T 0RiI3VE, BRSATVTY
FWFEFBRE~T R RTFAE, BREAL TV THIWNWT 2o VAR VEE, BEh
TWTh IWHFERAT eRA VG VE, BRI THTHEIWVW T 2=V 2 k=
NAFRVE, Cl~C6T VNVE, Cl~CANuTAFAIAR=VE, BEIH T
THIDRUDOAINFR= B BRENTHTH XWORUY A A, ARSI
£, C1~CL07 A ax v VR=NE, BRI TV THIWRY I FFT bl
RoVEE, BRI TWTHLIWI =2 ) RV HIAVRAVE, 7 VR, IAREL L
# (FEOERFFIIFA—NIER->T, C1~CILOTAFAEIBRINTNT
bEWTZ 2= VETEBRINLTWThH LY, ) ., CI~CE7 VA HvE, C1~C4
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NBTIVFNVANVREAFFVE, BRI THNTH IWORUVPAIANR= L FF
& BRI TOTHRWRU YA NASVE, = e 7I 8 (BEOEERE
FIRE—XIZER>T, CI~CI07VFVE BRI TWTbLEWT == VE,
Cl~C6T7 I NVE, C1l~CanuaTAF VIR E BlREhTHTh vy
UNANEK=VE, BRENTWTHIWRUY A NVE, CI~CL0TVF L ZRLE
SNV, Cl~CANT T AR ANRSVE, BRSATOTS LU IR LR
SAVETBERIN T THIWT 2o VAR VETERINTHTH IV, )
MEHELRE B |

KBRE, C3~C8Y 7 m7 ASAE, Cl~CI07 ha% L, Cl~C107 L%
FAE, C1~CLOTNVFALALF=NVE, CI~CLOT7VaF v HAR=VE, C2
~Cenua TN T E FEEOBRRFIIF—XIRR->T, C1~C10
ThAENE, C1~C6T7 v NVE, C1~CanuTAFAIAR=NVE, C1~C107
NENVANVEZIVE, Cl~Canua T IVF LA NNE = VETBR I TONTE IV, ) .
ANNEANEE GEOERFEFIIA—XIIRR>T, C1~CLOTVFAEIIE
BTV THINWT 2= VETERIATHTH XY, ) . C1I~CE6TVAE, C
I~CANB T INFNH VA= )VE, C1~CL0Thvadxi A I K, o7 8, B
ENTVWThINWTZ =g BRI THWTHEIWT =) FUE

MEHEERE v |

CI~CLOTNVaF T INR=NVE BREALTHTHIWT oo vE, BHSHh
TWT S IWFFE~T niE

MEHLEERE S |
KB, "N FURF, Cl~CLT v NEE, BREMHLVBRINWIEENE
T ERENECI~CL07 VFLE, Cl~CanuTLELE, C3~C8s 7 m
ThxNVE, Cl~CL0TVaxvE, BHEHy LV BRESNWBEEDETE /B
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BINECL~CL0TNVafxv i, Cl~CanuTiraxid, C3~C8 Zuri
FNAFTE, C3~C8Y 7T NHFACI~C3TNAFAFHFIE, C1l~C10T7 v
FNFAE, BREHy IV BRENIEBEOETE  BRENECI~CL0T VF
NFAHE, Cl~CanuTAFAFFE, C2~C6T7 VT =/L#, C2~C6TNIr=
NEHFRVE, C2~C6TNVF=)VE, C2~C6TAF=A4FTE, C1~C107 v
FNVANVT 4 =VEE, CI~CLOTAFARARoNVE, BRERy IV BRSNS
EBROETE/BRENTZCI~CIOTAVFNANF=AE, Cl~Cana T
ANVHE=)VEE, C1~CLOTNVFINRANVE= VARV E, Cl~Cana 7)1/5911/111/
RENFHVE BRINTHTHbIWTZ =i BBREATHTHENWT = /%
VE, BRI TOWTHEWT 2o VF 4, BRENLTHTS LWHER~7 il
&, BESh TOTH IWEFBEA~T eRAFVE, BRI THTS LWFEE~
TUuRTFAE, BRINTWTHIW Iz A=V, BRI THTE LW
FEBE~NTaRANVE=NVE, BREA T THEWNW T 2o VR VERS VSV,
Cl~C6T7 I IVE, C1l~CaAnuT VNV NR=)vEE, BRENWLTHTH Ly
CNVANT=NVE, BRI THTHLIWSRU YA VE, IARFVLE, C1~C
W7 NaxsINR=VE BRI THTHIWRUOATFVIAR=LVE, B
BEINTHNTHENWT 2 )T INRNE, T 2 E, IANEAVE GEDZE
RRFIIFE—XIER->T, CI~CILO7TAVFAEXEIBHRENL T T IV ==
NVETEBR I THNTH IV, ) . C1I~C6T Y FE, Cl~CarnuTiFil
ANKR=NVFHRVE, BRENTOTHIWNWRU DU IR FVE, BESH
TWThRWORU Y A FFvE, =beE, 7IE EROEHEFEFIIR—XT
F2oT, CI~CI07VFAE, BRINTWTbIWI 2= E C1~C6T7
NE CI~CANuTAFAINR=NVE, BRIV THTH IRV AL R=
NVE BRI THWTH IV YA VE, CI~CL0TAF A A VR VE, Cl~



10

15

20

WO 03/010165 PCT/JP02/07398

70

CANBTNHFRNANEFZ)NVE, BRENVNTHTHL VRV AR R VEITE
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DETE /) BEREINECI~CIOTVFIVE, Cl~CanaTLFAE, C3~C8Y
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