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R! R® |R?|R*| n |R®| RS 7zl Rl R Rl¢

CH,Cl |[Me H({H|(2|H|H|N-Me [Me H Me

CH,CI (Me H({H|(2|H|H|N-Me [Me C{=0)OMe CH,C(=0)OMe

CH,CI |Me H({H|2|H|H|N-Me [Me C(=0)OEt CH,C(=0)OEt 20

CH,Cl {Me H({H|(2|H|H|N-Me [Me Me Me

CH,CI1 |Me H({H|2|H|H|N-Ph OMe |H H

CH,CI] |Me H{H|2|H|H|[N-Ph OEt H H

CH,C1 |Me H{H|2]|H|H|[N-Ph OCHF, |H H

CH,CI1 |Me HiH|1 | H|H|N-Me [Me H Me

CHCl[Me (H|H|1|H{H|N-Me |Me C(=0)OMe CH,C(=0)OMe

CHCl1Me (H|H|1[{H|H|N-Me |Me C(=0)OEt CH,C(=0)OEt

CHXClMe (H|(H|1|H|H|N-Me |Me Me Me 30

CH,Cl1Me |H|H|1|H|H]|N-Ph OMe H H

CH,Cl1Me |H|H|1|H|H|N-Ph OEt H H

CH,Cl1iMe (H|(H|1|H|H |N-Ph OCHF; H H

CH)Cl1Me |H|H|O0|H|H|N-Me [Me H Me

CHy,ClMe |H|H |0 |H|H|N-Me |Me C(=0)OMe CH,C(=0)OMe

CH)Cl1[Me H|H|O0|H|H|N-Me [Me C(=0)OEt CH,C(=0)OEt

CH,CI |Me HiH|0|H|H|N-Me |Me Me Me

CH,CilMe |HIH |0 |H|H|N-Ph OMe |H H 40

CHy,Cl|[Me |H!H |0 |H|H|N-Ph OEt H H

CH,Cl1|Me H{H|O0|!H|H|N-Ph OCHF, |H H

CH,Cl |Et HIH}|2 H|H|N-H H H H
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CH,C1 Me H H|2(H|H|H N-Me Cl
CH,C1 Me H|H|2| H |H|Me N-Me Me
CH,Cl Me H|(H|2| H|H|Me N-Me Cl
CH,Cl Me H|H (2| H|{H|C] N-Me Cl
CH,(C1 Me H H|2(H|H|C] N-Me CF,
CH,CI Me H|H (2| H |H|CHF, N-Me Ci
CH,C1 Me H|(H|2| H |H|CF, N-Me Ci
CH,CI Me H|H|2| H |B|CF; N-Me CN
CH.Cl Me H|H|(2| H |H|CF,4 N-Me OMe
CH,C1 Me H H |2 H |H|CF; N-Me OEt
CH.Cl1 Me H H |2 H |H|CF,; N-Me OPr-i
CH,C1 Me H{H|2| H |H|CF,; N-Me OPr
CH,Cl1 Me H H|2| H |H|CF; N-Me OCH,CH=CH,
CH.Cl Me H|(H|2| H |H|CF,; N-Me OCH,CF,
CH,C1 Me H| H|2( H |H|CF, N-Me OFPh
CH,(CI1 Me H{H|2| H |H|CF,; N-Me SMe
CH,C1 Me H|H|(2| H | H|CF, N-Me SOMe
CH,CI Me H|H|2| H |H|CF; N-Me S50,Me
CH,Cl1 Me H{H|2| H |H|CF; N-Me SCF,
CH,C1 Me H|Hi2|{ H |H|CF; N-Me SOCF,
CH,Cl Me H{HI[2| H | H|CF, N-Me 80,CF,
CH,C1 Me H({H|2| H |H|CF, N-Me SPh
CH,Cl Me H{H|2| H [H|CF; N-Me SOPh
CH,CI1 Me H|H|2| H |H|CF,; N-Me S0,Ph
CH,C1 Me H|H|2| H |[H|CF, N-Me Ph
CH,C1 Me HiH|2| H |[H|CF,CF; [N-Me Cl
CH,Cl Me H|H|2| H |H|CF, N-H Cl
CH,Cl1 Me HIH|2| H |H|CF, N-CH,0H Cl
CH,Cl1 Me H| H[2]| H |H|CF, N-CH;0OMe Cl
CH,C1 Me H H|2| H |H|CF, N-CH,CN Cl

gbooooao

8.

19

10

20

30

40



(12) JP 4317445 B2 2009.8.19
0000
Rl. R2 RS R4 n RS RG R15 z2 RIG
CH,CI Me H|H|2| H |H|CF, N-CH,CH=CH, al
CH,CI Me H|H|2| H |H|CF, N-CH,C=CH cl
CH,CI Me H|H|2| H |H|CF, N-Et ¢l
CH,CI Me H|H|2| H |H|CF, N-Pr-i cl
CH,CI Me H|H|2| H |H|CF, N-Pr cl
CH,Cl Me H|H|2| H |H|CF, N-Bu-t cl
CH,Cl Me H|H{2| H |H|CF, N-CH,Ph cl
CH,CI Me H|H|2| 85 |H|CF, N-CH,CF, cl
CH,CI Me H|H|2| 8 |H|CF, N-CH,C(=0)0Me cl
CH,CI Me HIH|2|H |H|CF, N-CH(Me)C(=0)0Me [Cl
CH,CI Me H|H|[2| H |H|CF, N-C(Me),C(=0)0Me |1
CH,Cl Me H|H|2| H |H|CF, N-CH,CH,SMe cl
CH,Cl Me H|H|2| H |H|CF, N-CH,CH,80,Me  |CI
CH,CL Me H|H|2| H |H|CF, N-80;Me c
CH,CI Me H|H|2| H |H|CF, N-SO,CHF, cl
CH,C1 Me H|H|2| H |H|CF, N-S0,CF, Cl
CH,CI Me H|H|2| H |H|CF, N-S0,Ph cl
CH,(1 Me H|H|2| 5 |H|CF, N-C(=0)Me Cl
CH,CI Me H|H|2| 8 |H|CF, N-C(=0)Ph cl
CH,CI Me H|H|2| H [H|CF, N-C(=0)CH,Ph cl1
CH,CI Me H|H|2| H |H|Me N-Ph Me
CH,CI Me HiH|2|H |H|Et N-Ph al
CH,C! Me HiH|2|H|H|Pr N-Ph a1
CH,CI Me H|H|2| H |H|Pri N-Ph C1
CH,Cl Me H|H|2| H |H|But N-Ph cl
CH,CI Me H|H|2| H|H|CH,0Me |N-Ph cl
CH,CI Me H|H|2| H |H|CF, N-Ph Me
CH,CI Me H|H|2| H |H|CHF, N-Ph a
CH,CI Me H|H|2| H |2|CF, N-Ph cl
CH,CI Me H|H|2| H |H|CF, N-Ph OMe
CH,CI Me H{H|2| H |H|CF, N-Ph OEt
CH,CI Me H|H|{2{ H |H|CF, N-Ph OPr-i
CH,C1 Me H|H|2| H |H|CF, N-Ph OCH,CH=CH,
CH,CI Me H|H|2| 1 |H|CF, N-Ph OCH,C=CH
CH,Cl Me H|H|2| H |H|CF, N-Ph OCH,CF,
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CH,CI Me H H[2| H |H|CF, N-Ph OCH;C(=0)OMe
CH,C1 Me HiH|2! H [H|CF; N-Ph OCH{(Me)C(=0)OMe
CH,Cl Me HiH|2] H [H|CF,; N-Ph OC(Me),C(=0)0OMe
CH,CI Me Hi{H}2] H H|CF, N-Ph OH
CH,C1 Me HiH|2| H [H|CF,; N-Ph OC(=0)Me
CH,CI Me HiH|2| H [H|CF, N-Ph OC(=0)Ph
CH,CI Me Hi{H|2| H H|CF,4 N-Ph 080,Me
CH,CI Me H|H|2| H [H|CF, N-Ph 0OS0,CFy
CH,Ci1 Me HiH|2| H [H|CF, N-Ph 0O80,Ph
CH,C! Me H({H|2[{ H H|CF; N-Ph SMe
CH,C1 Me H{H|2| H |H|CF; N-Ph SOMe
CH,CI Me H({H|2| H |H|CF; N-Ph S0, Me
CH,Cl1 Me H{H|(2| H |H|CF,; N-Ph SPh
CH,C1 Me H|(H|2| H [H|CF,; N-Ph SOPh
CH,C1 Me H|{H|2| H [H|CF,; N-Ph 50,Ph
CH,C1 Me H{H|2| H [H|CF,; N-Ph Imidazol-1-yl
CH,C1 Me H{H{2| H [H|CF; N-Ph 1,2,4-Triazol-1-yl
CH,C1 Me H{H|2| H |H|CF, N-Ph 1,2,4-Triazol-4-yl
CH.C1 Me H|H|2]| H [H|CF,; N-Ph Tetrazel-1-yl
CH,C1 Me H|H|2| H | H|CF;CFy N-Ph Cl
CH,Cl Me H|(H|(2| H [H|CF,; N-Ph(2-C1) Cl
CH,C] Me H({H|2| H H|CF,; N-Ph(2-F) Cl
CH,Cl1 Me HiH|2| H |H|CF,; N-Ph{2-OMe) Cl
CH,C] Me H|H|2| H |H|CF, N-Ph(2-Me) Cl
CH,CI Me H{H|2]| H | H|CF,; N-Ph{(2-NO;) Cl
CH,Cl Me H|H|2| H [H|CF, N-Ph(3-C1) Cl1
CH,Cl Me H|H|2| H [H|CF, N-Ph{(3-F) Cl
CH,Cl Me H|(H|2{ H H|CF,; N-Ph(3-OMe) Cl
CH,Cl Me H | H|2| H |H|CF,; N-Ph(3-Me) Cl
CH,C1 Me H|H|2| H [H|CF, N-Ph(3-NO,) Cl
CH,Cl Me H({H|2| H |H|CF, N-Ph{4-Cl) Cl
CH,Cl Me Hi{H|2| H |H|CF, N-Ph{4-F) Cl
CH,Cl Me H|H|2| H [H|CF, N-Ph{4-OMe) Cl
CH,CI Me H H|2{H |H|CF, N-Ph{4-Me) Cl
CH,C! Me HiH|2{ H |H|CF; N-Ph{4-NOy) Cl
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R! B |R3|Rt|n| R® |R® R16 72 RIS
CH,CI1 Me H({H|2( H |H|Ph N-Me Me
CH,Cl1 Me H{H|2| H |H|{Ph N-Me Cl
CH,C1 Me H(H|2| H |H|Ph N-Me OEt
CH,C1 Me H|H|2| H {H|Ph N-Me CF,
CH,C1 Me HiH|[2| H |H|Ph N-Me Ph
CH,(1 Me HiH|2| H [H|Me 8 cl
CH,C1 Me H({H|2( H |H{Me 8 OEt
CH,Cl1 Me H|H|2| H |H|CF; 8 Ci
CH,Cl! Me H|{H|2| H |H|CF; 8 OMe
CH,C1 Me H{H|2| H |H|CF, s OEt
CH,Br H HiH |2 H |H|CF; N-Me Cl
CH,Cl H H| H |2 H |H|CF; N-Me Cl
CH,CI H Me|H (2| H | H|CF; N-Me Cl
CH,C1 Me H|H|2|Me|H|CF; N-Me Cl
CH,C1 Me H | H|2| Et|H|CF, N-Me Cl
CH,Cl1 Me H|H|2|Pr-i| H|CF, N-Me Cl
CH,C1 Me H|H|2|Me Me|CFy N-Me Cl
CH,CI1 Et H H |2 H|H|CF,; N-Me Cl
CH,Cl CH,Cl (H|H|2| H |H|CF, N-Me Cl
CH,C1 Pr-i H H|2| H |H|CF,; N-Me Cl
CH,C1 Pr H({H|2| H H|CF,; N-Me Cl
CH,C1 Pr-c H({H|2 H |H|CFq N-Me Cl
CH,Cl CH,Pr-c H |H (2| H | H|CFy N-Me Cl
CH,F Me H H |2 H|H|CF, N-Me Cl
CH,Br Me H H(2I H|H|CF; N-Me Cl
CH,1 Me H({H|2]| H |H|CF,4 N-Me Cl
CF; Me HiH|2| H [H|CF,; N-Me Cl
CH.Cl CH3s- |H|2| H [H|CF, N-Me Cl
CH,Cl (CHy)y- [H|2] H |H|CFy N-Me Cl
CH,Cl -(CHy)- [H|2| H [H|CF, N-Me Ci
CH,Cl1 {(CHg)e- |H|2| H [H|CF, N-Me Cl
CH,C1 Me HiH|1|H |H|H N-Me Ci
CH,Cl1 Me HiH|1| H |H|Me N-Me Me
CH,Cl Me HiH|1| H |H|Me N-Me Cl
CH,C1 Me HIHI1| H |H|C N-Me Cl
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CH,Cl Me H(H|1| H |H|Cl N-Me CF,
CH,C1 Me H|H|1| H |H|CHF, N-Me cl
CH,CI Me H|H|1| H |H|CF, N-Me cl
CH,CI Me H|H|1| H {H|CF; N-Me CN
CH,Cl Me H|(H|1| H {H|CF,; N-Me OMe
CH,C1 Me H|(H|l| H |H|CF; N-Me . |OEt
CH,Cl Me H|(H|1| H |H|CF; N-Me OPr-i
CH,CI Me H|H|1| H |H|CF, N-Me OPr
CH,CI Me H|H|1| H |H|CF,; N-Me OCH,CH=CH,
CH,Cl Me H|H|1| H |H|CF, N-Me OCH,CF,
CH,Cl Me H|H|1| H |H|CF, N-Me OPh
CH,CI Me H|H|1{ H |H|CFy N-Me SMe
CH,CI Me H{H|1| H |H|CF,; N-Me SOMe
CH,Cl Me H{H|1| H |H|CF, N-Me S0,Me
CH,C1 Me H|H|1| H |H|CF,; N-Me SCF,
CH,CI Me H{H|1| H |H|CF,; N-Me SOCF,
CH,Cl Me H|H|1| H |H|CF, N-Me S0,CF,
CH,C1 Me H|H|1| H |H|CF, N-Me SPh
CH,Cl1 Me H|H|1| H |H|CF, N-Me SOPh
CH,Cl Me H|H|1| H |H|CF, N-Me S0,Ph
CH,Cl1 Me H|H|1| H |H|CF, N-Me Ph
CH,C1 Me H|H|1| H |H|CF,CF; [N-Me Cl
CH,C1 Me H|H|1| H |H|CF, N-Me cl
CH,C1 Me H{H|1| H |H|CF, N-CH,0H Cl
CH,C1 Me H|H|1| H |H|CF, N-CH,0OMe ci
CH,Cl Me H|H|1| H |H|CF, N-CH,CN Cl
CH,Cl Me H|H|1| H |H|CF; N-CH,CH=CH, Cl
CH,Cl Me H|H|1| H |H|CF, N-CH,C=CH Cl
CH,CI Me H|H|1| H |H|CF, N-Et Cl
CH,CI Me H|H|1|H |H|CF,; N-Pr-i Cl
CH,CI Me HiH|1| H |H|CF, N-Pr €l
CH,CI Me H|H|1|H |H|CF, N-Bu-t )|
CH,C1 Me H|H|1| H |H|CF, N-CH,Ph cl
CH,C1 Me H|H|1| H |H|CF, N-CH,CF, cl
CH,Cl1 Me H|H|1| H [H|CF, N-CH,C(=0)0Me cl
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CH,Cl Me H|H{1] H |E|CF, N-CH(Me)C(=0)0Me |1
CH,Cl Me H|H|1| H |H|CF, N-C(Me),C(=0)0Me  C1
CH,CI Me H|{H{1| H |H|CF, N-CH,CH,SMe cl
CH,CI Me H|{H|1| H |H|CF, N-CH,CH,S0,Me [cI
CH,CI Me H{H|1| H |H|CF, N-S0,Me cl
CH,CI Me H|{H|1] H |H|CF, N-SO,CHF, cl
CH,CI Me H|H|1| H |H|CF, N-SO,CF, cl
CH,CI Me H|H|1| H |H|CF, N-80,Ph cl
CH,CI Me H|H|1] H |H|CF N-C(=0)Me cl
CH,CI Me H|H|1| H |H|CF, N-C(=0)Ph cl
CH,CI Me H|{H|1|{ H |H|CF, N-C(=0)CH,Ph cl
CH,CI Me H|H|1| H |H|Me N-Ph Me
CH,CI Me H|(H|1| H |H|Me N-Ph cl
CH,CI Me H|(H|1| H |H|Et N-Ph cl
CH,C1 Me H|(H|1{ 8 [H]|Pr N-Ph cl
CH,Cl Me H(H|1| H |H|Pri N-Ph cl1
CH,CI Me H|H|1| H |H [But N-Ph al
CH,CI Me H{H|1| H |H|CH,OMe [N-Ph cl
CH,Cl Me H|H|1| H |H|CF, N-Ph Me
CH,Cl Me H|H|1} H |H|CHF, N-Ph cl
CH,CI Me H|H|[1| H |H|CF, N-Ph cl
CH,CI Me H|H|1| H |H|CF, N-Ph OMe
CH,CI Me H|H|1| H |H|CF, N-Ph OEt
CH,4CI Me H|H|1| H |H|CF, N-Ph OPri
CH,Cl Me H|H|1| H |H|CF, N-Ph OCH,CH=CH,
CH,Cl Me H|H|1| H |H|CF, N-Ph OCH,C=CH
CH,Cl Me H|H|1| H |H|CF, N-Ph OCH,CF,
CH,C1 Me H|H|1| H |H|CF, N-Ph OCH,C(=0)0Me
CH4CI Me H|H|1| H |H|CF, N-Ph OCH(Me)C(=0)0Me
CH,CI Me H|H|1| H |H|CF, N-Ph OC(Me);C(=0)0Me
CH,C! Me |H|H|1|H |H|CF N-Ph OH
CH,Cl Me H|H|1{ H |H|CF, N-Ph 0C(=0)Me
CH,Cl Me H|H|1| H |H|CF, N-Ph OC(=0)Ph
CH,CI Me H|H|1| H |H|CF, N-Ph 080,Me
CH,Cl Me H|H[1] H |H|CF, N-Ph 080,CF,
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CH,CI Me H|H|1| H |H|CF, N-Ph 0S0,Ph
CH,C1 Me H|H|1| H |H|CF, N-Ph SMe
CH,CI Me H|H|1| H |H|CF,; N-Ph SOMe
CH,CI Me H|H|1| H |H|CF, N-Ph S0,Me
CH,CI Me H|H|1| H |H|CF, N-Ph SPh
CH,C1 Me H|H|1| H |H|CF, N-Ph SOPh
CH,CI Me H|{H|1| H |H|CF, N-Ph S0,Ph
CH,C1 Me H(H(1| H [H|CF, N-Ph Imidazol-1-y1
CH,CI Me H|H|1| H |H|CF; N-Ph 1,2,4-Triazol-1-yl
CH,Cl Me H|H|1| H |H|CF, N-Ph 1,2,4-Triazol-4-yl
CH,Cl1 Me H|H|1} H |H|CFg N-Ph Tetrazol-1-yl
CH,CI Me H{H{1| H |H|CF,CF; |N-Ph Cl
CH,CI Me H{H{1| H |H|CF, N-Ph(2-Cl) Cl
CH,CI Me H|H|1| H |H|CF, N-Ph(2-F) cl
CH,Cl1 Me H|H{1| H |H|CF, N-Ph(2-OMe) cl
CH,C1 Me H|H|1| B {H|CF, N-Ph(2-Me) cl
CH,Cl1 Me H|H|1| H | H|CF, N-Ph(2-NO,) cl
CH,CI Me H|H|1| H {H|CF, N-Ph(3-Cl) cl
CH,C1 Me H|H|1{ H |H|CF, N-Ph(3-F) cl
CH,C1 Me H{H{1| H |H|CF, N-Ph(3-0Me) cl
CH,CI Me H|H|1| H |H|CF, N-Ph(3-Me) cl
CH,Cl1 Me H|H|1| H |H|CF, N-Ph(3-NOj) cl
CH,CI Me H|(H|[1| H |H|{CF, N-Ph(4-C1) Cl
CH,C1 Me H{H|1| H |H|CF, N-Ph(4-F) ()]
CH,Cl Me H|H|1| H |H|CF,; N-Ph(4-OMe) Ci
CH,CI Me H|(H|1| H |H|CF,; N-Ph(4-Me) Cl
CH,Cl Me H|H|1| H |H|CF, N-Ph(4-NO,} Cl
CH,Cl Me H|H|1| H |H|Ph N-Me Me
CH,Cl Me H|H|1|H |H|Ph N-Me Cl
CH,C} Me H(H|1|H |H|Ph N-Me OEt
CH,CI Me H|H|1| H |H|Ph N-Me CFy
CH,Cl Me H|H|1| H |H|Ph N-Me Ph
CH,CI Me H{H|1| H |H|Me 8 Cl
CH,Cl Me H|H|1| H |HMe 8 OEt
CH,CI Me H|H|1| H |H|CF, 8 Cl
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CH,C1 Me H{H|(1| H |H|CF, 8 OMe
CH,CI1 Me H(H|(i| H |H|CF, ] OEt
CH,Br H H|(H|1|H [H|CF, N-Me Cl
CH,CI H Hi{H|1| H [H|CFy N-Me Cl
CH,Cl1 H Me/H|1| H |H|CF, N-Me Cl
CH,CI Me H|H|1|Me|H|CFg N-Me Cl
CH,Cl Me H H|l|Et | H|CF; N-Me Cl
CH,Cl1 Me H|H|1|Pri H|CF,; N-Me Cl
CH,Cl Me H | H |1|Me [Me|CF; N-Me Cl1
CH,CI Et H H|l| H |H|CF; N-Me Cl
CH,C1 CH,Cl |H | H|1| H |H|CF, N-Me CI
CH,CI Pr-i H(H|1| H |H|CF, N-Me Cl
CH,C1 Pr H H|l| H [H|CF,; N-Me Cl
CH,(C1 Pr-c H{H|{1| H |H|CF, N-Me Cl
CH,CI CHyPr¢H | H|1| H |H|CF, N-Me Cl
CH,F Me HiH|1| H |H|CF; N-Me Cl
CH,Br Me H|H|l1| H [H|CF,; N-Me Cl
CH,1 Me HiH|1| H |H|CF, N-Me Cl
CFy Me H|H|1| H |H|CF, N-Me Cl
CH,(1 (CHg) |H|1| H [H|CF, N-Me Cli
CH,CI (CHyy |H|1| H |H|CF, N-Me Ci
CH,CI -(CHy);- |H|1| H |H |CF; N-Me Ct
CH,CI (CHy)e {H|1| H [H|CF; N-Me Cl
CH,C1 Me Hijo|H [H{H N-Me Cl
CH,(1 Me H|H|[0| H |H|Me N-Me Me
CH,CI Me H|H(0| H |H|Me N-Me cl
CH,Cl Me H|H[0| H |H|CI N-Me Cl1
CH,Cl1 Me H|H{0| H H|C N-Me CF,
CH,Cl1 Me H|H (0| H |H|CHF, N-Me Cl
CH,C1 Me H|H|0| H |H|CF; N-Me Cl
CH,C1 Me H H|0| H H|CF; N-Me CN
CH,Cl Me H|H|0| H |H|CF, N-Me OMe
CH,Cl Me H|H(0| H |H|CF, N-Me OEt
CH,Cl Me H H(0| H |H|CF,; N-Me OPr-i
CH,Cl Me H| H|0| H |H|CF, N-Me OPr
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CH,Cl Me H|H|o| H |H|CF, N-Me OCH,CH=CH,
CH,Cl1 Me H|(H|0| H |H|CF, N-Me OCH,CF,
CH,C1 Me H|H|0o| H |H|CF, N-Me OPh
CH,C1 Me H|H|0| H |H|CF, N-Me SMe
CH,C1 Me H{H|0| H |H|CF, N-Me SOMe
CH,Cl Me H|{H|0o| H |H|CF, N-Me S0,Me
CH,Cl Me H|H|0| H |H|CF, N-Me SCF,
CH,Cl Me H|(H|0| H |H]|CF, N-Me SOCF,
CH,Cl Me H|H|0| H |H|CF, N-Me 80,CFy
CH,CI Me |H|H|o|H |H]|CF, N-Me " |sPh
CH,CL Me H|(H|0| H |H|CF, N-Me SOPh
CH,Cl Me H|(H|0| H |H|CF; N-Me SO,Ph
CH,C1 Me H|(H|0| H |H|CF, N-Me Ph
CH,Cl Me H|H|0| H |H|CF,CF; |N-Me Cl
CH,C1 Me H|H|0| H |H|CF, N-Me Cl
CH,C1 Me H|H|[0| H |H|CF, N-CH,0H Cl
CH,Cl1 Me H|H|0| H |H|CF,; N-CH,0Me cl
CH,CI Me H|H|0| H |H|CF, N-CH,CN cl
CH,C1 Me H|H|0| H |H|CF, N-CH,CH=CH, Cl
CH,Cl1 Me H|(H|0} H |H|CF; N-CH,C=CH Cl
CH,Cl Me H|H|0| H |H|CF, N-Et Cl
CH,C1 Me H|H|0| H |H|CF, N-Pr-i Cl
CH,CI Me H|H|0| H |H|CF, N-Pr cl
CH,C1 Me H|H|0| H |H|CF, N-Bu-t Cl
CH,Cl Me HIH|0| H |H|CF, N-CH,Ph Cl
CH,CI1 Me H|H|0o| H |H|CF, N-CH,CF, Cl
CH,Cl1 Me H|H|0o| H |H|CF, N-CH,C(=0)0Me cl
CH,C1 Me H|H|0o| H |H|CF, N-CH(Me)C(=0}0Me [C1
CH,CI Me H|H|0} H |H|CF, N-C(Me),C(=0)0OMe  |C1
CH,C1 Me H{H|0| H |H|CF, N-CH,CH,SMe Cl
CH,Cl1 Me H{H|0| H |H|CF, N-CH,CH,80,Me Cl
CH,CI Me H|(H|0o| H |H|CF, N-80,Me cl
CH,CI Me H|(H|0| H |H|CF, N-8Q,CHF, Cl
CH,CI Me H|({H|0| H |H|CF, N-80,CF, Cl
CH,C1 Me H|(H|0| H |H|CF,; N-S0,Ph Cl
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CH,C1 Me H|{H|(o| H [H|CF, N-C(=0)Me Cl
CH,C1 Me H|H|0| H |H|CF; N-C(=0)Ph Cl
CH,C1 Me H{H|0| H [H|CF,; N-C(=0)CH,Ph C1
CH,Cl1 Me H{H(o| H |H|Me N-Ph Me
CH,CI Me H({H(0| H |H|Me N-Ph Cl
CH,CI1 Me HiHi0| H [H|Et N-Ph Cl
CH,C1 Me H|{H|0| H [H|Pr N-Ph Cl
CH,C1 Me H|H{0{ H |H|Pr-i N-Ph Cl
CH,Cl1 Me H|H|0| H |H|Bu-t N-Ph Cl
CH,C1 Me H H|0| H |H|CH;OMe |N-Ph Cl
CH,C1 Me H|H{0| H |H|CF,4 N-Ph Me
CH,C1 Me H|(H|0| H |H |[CHF, N-Ph Cl
CH,C1 Me H{H|0| H |H|CF, N-Ph Cl
CH,Cl1 Me H|{H|o| H [H|CF, N-Ph OMe
CH,Cl1 Me H|H|0l H |H|CF; N-Ph OEt
CH,Cl1 Me H H|0| H |H|CF, N-Ph OPr-i
CH,C! Me H{H|o| H | H|CF, N-Ph OCH,CH=CH,
CH,Cl Me HjH|0| H [H|CF,; N-Ph OCH,C=CH
CH,C1 Me H|H|0| H | H|CFy N-Ph OCH,CF,
CH,C1 Me H|H!|0o] H [H|CF; N-Ph OCH;C(=0)OMe
CH,C1 Me H|H|0| H |H]|CF,; N-Ph OCH(Me)C(=0)OMe
CH,C1 Me H(H|0| H |H|CF; N-Ph 0OC(Me);C(=0)OMe
CH,C1 Me H|Hi0| H [H|CFy N-Ph OH
CH,C1 Me H{H|0| H |H|CF, N-Ph 0C(=0)Me
CH,C1 Me H(H|(0| H | H|CF, N-Ph 0C(=0)Ph
CH,Cl Me H|H{0| H [H|CF; N-Ph 080,Me
CH,Cl1 Me H H|0| H |H|CF, N-Ph 080,CF,
CH,C1 Me H|H|o| H |H|CF,; N-Ph 0OS0,Ph
CH,CI Me H H|0| H |H|CF, N-Ph SMe
CH,C1 Me H{H|0} H |H|CF,4 N-Ph SOMe
CH,Cl Me HiH|0| H [H|CF, N-Ph 80;Me
CH,Cl1 Me H|H|0o| H [H|CF; N-Ph SPh
CH,C1 Me H|H|0| H {H|CF; N-Ph SOPh
CH,C1 Me HIHI|0| H |H|CF; N-Ph 80;Ph
CH,C1 Me H{H|0| H |H|CF, N-Ph Imidazol-1-yl
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CH,C1 Me H| H|0| H |H|CF; N-Ph 1,2,4-Triazol-1-yl
CH,Cl Me H|(H|0| H |[H|CF; N-Ph 1,2,4-Triazol-4-yl
CH,C! Me H({H0| H [H|CF, N-Ph Tetrazol-1-yl
CH,Cl Me H(H 0| H [H|CF,CF,4 N-Ph Cl
CH,Cl Me H({H|0| H [H|CFy N-Ph(2-Cl) C1
CH,C1i Me H|H[0} H |H|CFy N-Ph(2-F) Cl
CH,CI Me H|H[0| H |H|CF; N-Ph(2-OMe) Cl
CH,Cl Me H|H|[0| H |H|CF, N-Ph{2-Me) Cl
CH.Cl Me H(H|0o} H |H|CF, N-Ph(2-NO,) C1
CH,Cl Me H|H|0} H |H|CF, N-Ph(3-Cl) Cl
CH,Cl Me H{H|0} H |H|CF, N-Ph(3-F) Cl1
CH,C! Me H|H{j0o| H |H|CF, N-Ph(3-OMe) Cl
CH,CI Me HiH|0| H |H|CFy N-Ph{(3-Me) Cl
CH,C1 Me H{H|0| H |H|CF; N-Ph(3-NOy) Cl
CH.C1 Me H|H|0| H |H|CF; N-Ph(4-C1) Cl
CH,CI Me H({H|0| H |H|CF; N-Ph(4-F) cl
CH,C1 Me H({H|0| H | H|CF; N-Ph(4-OMe) Cl
CH,C1 Me H|(H|0| H | H|[CF; N-Ph(4-Me} Cl
CH,Cl Me H|(H|0{ H |H|CF, N-Ph(4-NO,) cl
CH,CI Me H{H|0) H |[H|Ph N-Me Me
CH,C1 Me H{H|0| H |H|Ph N-Me Cl
CH,C1 Me H({H|(0| H {H|Ph N-Me OEt
CH,C1 Me H(H|0| H [H|Ph N-Me CF,
CH,Cl Me HIH|0| H |H|Ph N-Me Ph
CH,CI Me H|H|0| H |H |Me 8 Cl
CH,C1 Me H|H|0| H |H |Me 8 OEt
CH,C1 Me H|H|0| H |H|CF; 8 Cl
CH,Cl Me H{iH|0| H |[H|CF; 8 OMe
CH,CI Me HiH|0| H |[H|CF, S OEt
CH,Br H H|H|(0o| H |H|CF; N-Me Cl
CH,CI H H| H|0| H |H|CF, N-Me Cl
CH,Cl H Me|H (0| H |H |CFy N-Me Cl
CH,CI Me H| H|0|Me|H|CFy N-Me Cl
CH,C! Me H|H{0|Et |H|CF;3 N-Me C1
CH,CI Me H|0|Pr-i| H [CF,4 N-Me C1
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CH,Cl1 Me H | H|0| Me [Me|CF; N-Me Cl
CH,Cl Et H|H|o| H |H|CF, N-Me cl
CH,Cl CH,Cl |H|H|o| H |H|CF, N-Me cl
CH,Cl Pri |H|H|0|H |H|CF,s N-Me Cl
CH,C1 Pr H|H|0o| H |H|CF, N-Me cl
CH,Cl Pr-c HiH|0| H H|CF,; N-Me Cl
CH,Cl CH,Pr- H|H {0| H |H |CF, N-Me cl
CH,C1 Me H|H|0| H |H|CF; N-Me o)l
CH,Cl Me H|(H|0o| H |H|CF, N-Me €l
CH,CI Me H|(H|0o| H |H|CF, N-Me cl
CH,C1 Me H|H|o| H |H|CF, N-Me cl
CH,C1 -(CH,);- |H|o0| H [H|CF, N-Me cl
CH,CI «CH,),- |H |0o| H |H|CF, N-Me cl
CH,CI «CHy)s- {H|0| H |H|CF, N-Me cl
CH,4C1 (CHp)s {H|0| H [H|CF, N-Me cl
CH,CI Et H{H|2| H |HH N-H H
CH,C1 Me H|H|2| H |H|CI N-Et CF,
CH,C1 Me H{H|2|H|HIC N-Pr CFy
CH,C1 Me H|H|2| H |H|C N-Pri CF,
CH,C1 Me H|H|2| H {H|C] N-Bu-n CF;
CH,Cl Me H|H|2| H |H|CF, N-Bu-n cl
CH,CI Me H|H|2| H |H|C N-Bu-s CF,
CH,Cl Me H|H|2| H |H|CF, N-Bu-s cl
CH,C} Me H|H[2|H |H|C N-Bu-i CF,
CH,CI Me H|{H{2| H |H|CF, N-Bu-i cl
CH,CI Me H|H|2| H |H|CF, N-Bu-t H
CH,C1 Me H|H|2| H |H|C N-CH,Ph CF,
CH,C1 Me H|H|2| H {H|C N-CH,CH,OMe CF,
CH,C1 Me H|H|2| H |H|CF, N-CH,CH,OMe Cl
CH,C1 Me H|H{2| H |H|CI N-CH,SMe CF,
CH,CI Me H|H|2| H |H|CF, N-CH,SMe cl
CH,C1 Me H|H|2| H|H|c N-CH,0Et CF,
CH,Cl Me H|H|2| H |H|CF, N-CH,0Et cl
CH,C1 Me H|H|2| H |H|O N-CH,CHF, CF,
CH,C! Me H|H|2| H [H|CF, N-CH,CHF, 1
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CH,CI Me H|H|2| H [H|Cl N-CHF, CF,
CH,Cl1 Me H|H|2| H H|CF N-CHF, Cl
CH,C1 Me H|H|2| H [|H|CI N-CH,CF, CF,
CH,C1 Me H{H{2| H [H|C N-CH,0Me CF,
CH,Cl Me H|(H|2| H |H|C] N-CH,COOEt CF,
CH,Cl Me H|H|2| H|H|CF,; N-CH,COOEt Cl
CH,C1 Me H|H[2| H |H|C N-CH,CH=CH, CF,
CH,C1 Me H|H|2|H |H|C N-CH,C=CH CF,
CH,CI Me H|H|2| H |H|CI N-CH,Pr-c CF,
CH,CI Me H{H|2| H [H|CF, N-CH,Pr-c Cl
CH,Cl Me H|H|2|H|H|C N-CH,Bu-c CF,
CH,Cl Me H|H|2| H |H|CF; N-CH,Bu-c cl
CH,CI Me H|H|2| H [H|C] N-CH,Pen-c CF,
CH,Cl Me H|H|2| H [H|CF,; N-CH,Pen-c cl
CH,CI Me H|H|2| H |H|C N-CHjHex-c CF,
CH,C1 Me H{H|2{ H |H|CF, N-CH Hex-¢ cl
CH,Cl Me H{H|2| H|H]CI N-CH,CCl=CHCI CF;
CH,Cl Me H|H|2| H |H|CF; N-CH,CCl=CHCI Cl
CH,C! Me H|H[2| H |H|CF,s N-Hex-c Cl
CH,CI Me H{H{2| H |H|CF; N-Pen-c Cl
CH,CI Me H|H|2| H |H|CI N-CH,NMe, CF,
CH,CI Me H|H|2| H |H|CF, N-CH,NMe, cl
CH,Cl1 Me H|H{2|H [H|C N-CH,NHMe CF,
CH,C1 Me H|H|2| H [H|CF, N-CH,NHMe Ci
CH,C1 Me H|H|2| H |H|C N-CH,N(Me)COMe  |CF,
CH,Cl Me H|H|2| H |H|CF; N-CH,N(Me)COMe  |C1
CH,C1 Me H{H|2| H [H|C] N-CH;N(Me)COCF; [CF;
CH,C1 Me H|(H|2| H |H|CF; N-CH,N(Me)COCF; |C1
CH,CI Me H|[H|2| H [H|C] N-CH,N(Me)SO,Me |CF,
CH,CI Me H{H|2{ H [H|CF; N-CH,;N(Me)SO,Me |C1
CH,Cl1 Me H|H|z| H|H|C N-CH,CONH, CF,
CH,C1 Me H|H|2| H|H|CF; N-CH,CONH, Cci
CH,Cl Me H(H|2| H{H|C N-CH,CONHMe CF,
CH,Cl Me H|(H|2| H |H|CF; N-CH,CONHMe Cl
CH,C! Me H|H|i2| H |H|C N-CH,CONMe, CF,
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CH,CI Me H{H|2| H |H|CF, N-CH;CONMe, Cl
CH,Cl Me H H|2(H [H|C N-CH,;COMe CF;
CH,C1 Me H H|2( H H|CF, N-CH,COMe Cl
CH,Cl1 Me H H|2(H |H|C N-CH,CH,COMe CF;
CH,Cl1 Me H|H|(2| H {H|CF,; N-CH,CH,COMe i
CH,C1 Me H|H|2|H [H|O N-CH,COCF, CF,
CH,C1 Me H|H|2| H |H|CF,; N-CH;COCF, Cl
CH,CI Me H{H|2| H [H|CF,3 N-Me F
CH,Cl Me HiH|2(H |H|CF; N-Me Me
CH.Cl Me H|H|2| H |H|CF,; N-Me CF,
CH,C1 Me H|H|2| H |H|CF,; N-Me OH
CH,C1 Me H|H|2] H |H|CF; N-Me OBu-n
CH,CI1 Me H{H|2| H |H|CF; N-Me OBu-t
CH,C1 Me H|H|2| H |H|CF,; N-Me OCH,CHF,
CH,Cl Me H|H|2[ H {H|CF; N-Me OCHF,
CH,Cl Me H H|2| H |H|CF; N-Me OPen-c
CH,Ci Me H H|2} H [H|CFqg N-Me OHex-¢
CH,C1 Me HIH|2| H |H|CF,4 N-Me OCH,Pr-c
CH,C1 Me H|H|2| H |H|CF,4 N-Me NH,
CH,CI Me H|H|2| H |H|CF; N-Me NHMe
CH,C1 Me H{H|2| H |H|CF; N-Me NMe,
CH,C1 Me H|{H|2| H |H|CF, N-Me NHPh
CH,Cl Me H|(H|2|H |H|CF; N-Me NMePh
CH,C1 Me H|H|2| H |H|CF, N-Me O-Ph(2-Cl)
CH,C] Me H|H|2| H |H|CF, N-Me 0-Ph(3-Cl)
CH.Cl1 Me H|H|2| H |H|CF; N-Me 0-Ph(4-CD)
CH,C1 Me H|H|2| H |H|CF; N-Me O-Ph{4-F)
CH,Cl1 Me H{H|2  H |H|CF; N-Me 0-Ph{4-Me)
CH,Cl Me H|H|2[ H |H|CF; N-Me 0O-Ph(4-OMe)
CH,CI1 Me H| H|2| H [H|CF; N-Me S0:Et
CH,Cl Me H{Hi2| H |H|CFg N-Ph H
CH,C1 Me H|H|2| H |H|CF,; N-Ph F
CH,C1 Me H|H|2| H |H|CF,; N-Ph CN
CH,Cl Me H|H|2| H |H|CF,4 N-Ph CF,
CH,Cl Me HiH 2| H [H|CF, N-Ph Prn
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CH,C1 Me H{H|2| H |H|CF; N-Ph OBu-t
CH,CI Me H|H|[2| H |H|CF; N-Ph OCH,CHF,
CH,CI Me H|H|2| H |H|CF; N-Ph OCHF,
CH,CI Me H|H|2| H |H|CF,s N-Ph NH,
CH,Cl1 Me H{H|2| H |H|CF, N-Ph NHMe
CH,C1 Me H|H|2| H [H|CF, N-Ph NMe,
CH,Cl Me H|H|2| H |H|CF, N-Ph S0,Et
CH,CI1 Me H|H|2|H [H|CI N-Bu-t CF,
CH,Cl Me H|H{2| H |H|CF, N-Ph(4-COMe) cl
CH,Cl Me H|H|{2| H |H|CF, N-Ph(4-CN) Cl
CH,CI Me H|(H|2| H |H|CF,; N-Ph(4-COOMe) Cl
CH,Cl Me H|H|2| H |H|CF; N-Ph(4-NQ,) cl
CH,C! Me H|H|[2| H |H|CF, N-Pyrimidin-2-yl Cl
CH,CI Me H{H|L{H |H|Q N-Et CF,3
CH,C1 Me HiH|[1|H |H|C N-Pr CFy
CH,C1 Me H|H|(1|H |H|C N-Pr-i CFy
CH,C1 Me HiH[1|H |H|Q N-Bu-n CF,
CH,Cl Me H|H|1| H [H|CF, N-Bu-n ¢l
CH,C1 Me H|H|1| H |H|C N-Bu-s CF,
CH,C1 Me H|H|[l| B |H|CF, N-Bu-s cl
CH,C1 Me H{H|l| H |H|C N-Bu-i CF,
CH,C1 Me H|H|1| H |H|CF, N-Bu-i cl
CH,C1 Me H|(H|1| H |H|CF, N-Bu-t H
CH,Cl1 Me H(H[L|H |H|CI N-CH,Ph CF,
CH,CI Me H|(H|L|H [H|C N-CH,CH,0Me CF,
CH,CI Me H|(H|L| H |[H|CF, N-CH,CH,0Me Cl
CH,CI Me H{H|l|H |H|C N-CH,SMe CF,
CH,Cl1 Me H|{H|1| H |H|CFg N-CH,SMe cl
CH,Cl Me H|H|1| H |H|Cl N-CH,OEt CF;
CH,Cl Me H|H|1| H |H|CF, N-CH,OEt cl
CH,Cl Me H{H{1| H |[H|C N-CH,CHF, CF,
CH,Cl Me H|H|1| H |H|CF, N-CH,CHF, Cl
CH,C1 Me H|H|1|H [H|C N-CHF, CFy
CH,CI Me H|H|1| H |H|CF, N-CHF, cl
CH,C1 Me HiH|1|H |H|C N-CH,CF, C¥y
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CH,C1 Me H{H|1|H H|C] N-CH,OMe CF;
CH,CI Me H(H|1| H |H{C] N-CH,COOEt CF,
CH,Cl Me H|H|1| H |H|CF, N-CH,COOEt ci
CH,Cl Me H{H|1| H{H|C] N-CH,CH=CH, CF,
CH,Cl Me H|H|1|H [H|cl N-CH,C=CH CF,
CH,Cl1 Me HH|1|H |H|C1 N-CH,Pr-c CFg
CH,CI Me H|H|1| H |H|CF, N-CH,Pr-c al
CH,CI Me HiH{I|H H|CI N-CH,Bu-c CFy
CH,Cl Me H|H|1| H [H|CF, N-CH,Bu-c C1
CH,Cl Me H(H|1|H H|CI N-CH,;Pen-c CF,
CH,C1 Me H|H|1|H |H|CF, N-CH,Pen-c cl
CH,Cl] Me H(H|1l H [H|C] N-CH;Hex-c CF,
CH,C1 Me H(H{1| H |H|CF; N-CH,Hex-c Cl
CH,CI Me H|H[1|H |H|a N-CH,CCI=CHC1 CF,
CH,C(C1 Me H|H|l| H |H|CF,; N-CH,CCl=CHC1 Cl
CH,C1 Me H{H|1| H [H|CF, N-Hex-¢ Cl
CH,C1 Me H H|l{H |H|CF; N-Pen-c Cl
CH,CI Me H(H|1| H [H|CI N-CH;NMe, CF,
CH,(C1 Me H|H|1| H |H|CF,; N-CH;NMe, Cl
CH,Cl Me H{H|1| H [H|C] N-CH,NHMe CF,
CH,CI Me H|H|1| H |H|CF, N-CH,NHMe cl
CH,Cl Me H{H|1|H |H|C] N-CH,N(Me)COMe CF,
CH,C1 Me H|H|1| H [H|CF; N-CH;N(Me)COMe Cl
CH,Cl Me H{H|1|H |H|CI N-CH3;N(Me)COCFy;  |CF4
CH,Cl1 Me H|(H|1| H |H|CF; N-CH,N(Me)COCF3; Cl
CH,Cl Me H|H|1| H |H|C N-CH,N(Me)SO,Me |CF,
CH,Cl1 Me H|H|1| H |H|CF, N-CH;N(Me)SO,Me |C1
CH,Cl Me H(H|1| H |H|CI N-CH,CONH, CF,
CH,Cl1 Me H|H|1| H [H|CF, N-CH,CONH, ]
CH,Cl Me H(H|1| H |H|CI N-CH,CONHMe CF,
CH,Cl1 Me H|H|1| H |H|CF; N-CH,CONHMe Cl
CH,Cl Me H(H|1|H |H|C! N-CH,CONMe, CF,
CH,C1 Me H|{H|l1| H [H|CF,; N-CH,CONMe, Cl
CH,C1 Me H{H|1| H |H|CIL N-CH,COMe CF;
CH,CI Me H(H|1| H [H|CF, N-CH,COMe Cl
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CH,Cl Me H{H|1| H |H|CI N-CH,CH,COMe CF,
CH,CI Me H|H|1| H |H|CF; N-CH,CH,COMe cl
CH,Cl Me H|H|1| H |H|C N-CH,COCF, CF,
CH,Cl Me H|H|1| H |H|CF,; N-CH,COCF, v
CH,C! Me H|H|1| H |H|CF, N-Me F
CH,C1 Me H|H|1} H |H|CF, N-Me Me
CH,C1 Me H|H|1l H |H|CF, N-Me CF,
CH,CI Me HiH|1| H |H|CF N-Me OH
CH,Cl Me H{H|1| H |H|CF,s N-Me OBu-n
CH,CI Me HiH|1| H |H|CF, N-Me OBu-t
CH,Cl Me H{H|1| H |H|CF, N-Me OCH,CHF,
CH,CI Me H|H|1| H |H|CF, N-Me OCHF,
CH,Cl Me H|(H|1| H |H|CF, N-Me OPen-c
CH,C1 Me H|H|1| H | H{CF, N-Me OHex-c
CH,CI Me H|(H|1| H |H|CF,4 N-Me OCH,Pr-c
CH,C1 Me H{H|1| H |H|CF, N-Me NH,
CH,C1 Me H{H|1| H |H|CF, N-Me NHMe
CH,CI Me H|H|1| H |H|CF, N-Me NMe,
CH,CI Me H|H|1| H {H|CF, N-Me NHPh
CH,Cl Me H|H|1| H |H|CF, N-Me NMePh
CH,C! Me H|H|1| H |H|CF N-Me 0-Ph(2-Cl)
CH,CI Me H|H|1| H |H|CF,; N-Me 0-Ph(3-Cl)
CH,Cl Me H|H|1| H |H|CF, N-Me 0-Ph(4-Cl)
CH,Cl1 Me H|(H|1| H |H|CF, N-Me 0-Ph(4-F)
CH,C1 Me H|(H|1| H |H|CF; N-Me 0-Ph(4-Me)
CH,Cl1 Me H{H{1]| H |H|CF,; N-Me 0-Ph(4-OMe})
CH,C1 Me H|H|1| H |H|CF,; N-Me S0,Et
CH,CI Me H|H|1| H |H|CF; N-Ph H
CH,Cl Me H|H|1l| B |H|CF, N-Ph F
CH,C1 Me H|H|1| H |H|CF, N-Ph CN
CH,CI Me H{H|1| H |H|CF, N-Ph CFy
CH,Cl Me H|H|1| H |H|CF, N-Ph Pr-n
CH,C1 Me H|H|1| H |H|CF, N-Ph OBu-t
CH,C1 Me H|H|1| H | H|CF, N-Ph OCH,CHF,
CH,CI Me H|H|1| H |H|CF, N-Ph OCHF,
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CH,C! Me H|{H|1| H |H|CF, N-Ph NH,
CH,CI Me H{H|1l| H |H|CF, N-Ph NHMe
CH,C1 Me H{H|1| H |H|CF,; N-Ph NMe,
CH,C1 Me H|H|1| H |H|CF; N-Ph S0,Et
CH,C1 Me H|H|1| H [H|C N-Bu-t CF,
CH,C1 Me HIH{1| H |H|CF, N-Ph(4-COMe) cl
CH,C1 Me H{H|1| H |H|CF, N-Ph(4-CN) cl
CH,Cl Me H|H|1| H |H|CF, N-Ph(4-COOMe) Ci
CH,CI Me H|(H|1| H |H|CF; N-Ph(4-NO,) Cl
CH,Cl Me H|H|1| H |H|CF, N-Pyrimidin-2-yl Cl
CH,Cl Me H{H|0| H |H|C N-Et CF,
CH,C1 Me H(H|0| H |H|C N-Pr CF3
CH,CI Me H|H|0| H |H|C] N-Pr-i CF,
CH,CI Me H|H|0o| H |H|C1 N-Bu-n CF,
CH,Cl1 Me H|H|0| H |H|CF, N-Bu-n al
CH,Cl Me H|H|0| H {H|CI N-Bu-s CF,
CH,C1 Me H|H|0| H |[H|CF; N-Bu-s Cl
CH,Cl Me H|H|0| H |H|cl N-Bu-i CF,
CH,Cl1 Me H|H|0| H |H|CF, N-Bu-i cl
CH,CI Me H|H|¢| H |H|CF,; N-Bu-t H
CH,C1 Me H|H[0|H |H|CI N-CH,Ph CF,
CH,C1 Me H|H|[0| H |H|CI N-CH,CH,0Me CF,
CH,Cl Me H|H|0| H |H|CF, N-CH,CH,0Me Cl
CH,Cl Me H|H|[0o| H |H|C N-CH,SMe CF,
CH,Cl1 Me H|H|0| H |H|CF, N-CH,SMe Cl
CH,C! Me H|H|[0| H |H|CI N-CH,OEt CF,
CH,CI Me H|H|0} H |H|CF, N-CH,OEt Cl
CH,CI Me H{H|0o| H |H|C] N-CH,CHF, CF,q
CH,C1 Me H|H|0o| H |H|CF, N-CH,CHF, cl
CH,C1 Me H|H|0| H {H|CI N-CHF, CF,
CH,C1 Me H|H|0o]| H |H|CF, N-CHF, cl
CH,C1 Me H{H|[0| H |H|C N-CH,CF, CF,
CH,Cl1 Me H|{H|[0| H |H|C N-CH;OMe CF,
CH,C1 Me H(H[0|H|H|CI N-CH,COOEt CF,
CH,Cl Me H|(H|o| H |H|CF, N-CH,COOEt Cl
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CH,Cl Me HiH{0| H |H|CL N-CH,CH=CH, CF;
CH,CI1 Me H(H|0| H|H{C] N-CH,C=CH CF,
CH,C1 Me HIH[0|H H|CI N-CH,Pr-¢ CF,
CH,Cl Me H H|0| H |H|CF, N-CH,Pr-c Cl
CH,Cl Me H|H|0|H [H|C] N-CH,Bu-c¢ CF,
CH,Cl Me H|{H|o| H |H|CF, N-CH,;Bu-c Cl
CH,C1 Me H|H|0| H |H|CL N-CH,Pen-c CF,
CH,CI Me H{H|0| H |H|CF; N-CH,Pen-c cl
CH,(C1 Me HiH{0| H |H|C1 N-CH.Hex-¢ CF,
CH,C1 Me H|(H|o| H |H|CF; N-CH,Hex-c ]
CH,Cl Me H|H|0| H |H|C N-CH,CCl=CHCl CF,
CH,CI Me H|H|0}] H [H|CF,4 N-CH,CCl=CHCI Cl
CH,Cl Me Hi{H|0| H [H|CF,4 N-Hex-c Cl
CH,Cl Me H|H|o| H [H|CF,; N-Pen-c Cl
CH,Cl Me |H|H|o|H[H]|a N-CH;NMe, CF,
CH,C1 Me HiH!0| H |H|CF; N-CH,NMe, Cl
CH,C1 Me H{H|0| H |H|CI N-CH,NHMe CF;
CH,Cl1 Me H{H|0| H |H|CF, N-CH,NHMe Ci
CH,C1 Me H|H|o| H [g]c N-CH,N(Me)COMe  |CF,
CH,Cl Me H H|0| H|H|CF, N-CH N(Me)COMe  [Cl
CH,C1 Me H|H[0| H|H|CI N-CH,N(Me)COCF; |CF;
CH,Cl1 Me H|(H|0| H |H|CFy N-CH,N(Me)COCF; |[Cl
CH,C1 Me HIH|0|H [H|C] N-CH,N(Me)SO;Me [CF,
CH,Cl1 Me H|H|0| H [H|CFy N-CH,N(Me)SO,Me [CI
CH,C1 Me HiH|0|H [H|C] N-CH,CONH, CF,
CH,Cl Me H(H|0| H [H|[CFg N-CH,CONH, Cl
CH,Cl Me H({H|0[H |H|C N-CH,CONHMe CF,
CH,Cl1 Me H(H|0| H [H|CF; N-CH,CONHMe Cl
CH,Cl Me H({H|o| H |H|C N-CH;CONMe, CF,
CH,C1 Me H{H|0| H |H|CF; N-CH,CONMe, Cl
CH,C1 Me H|Hi0{ H [H|CL N-CH,COMe CF;
CH,C1 Me H|{H|0| H |H|CF; N-CH,COMe Cl
CH,Cl Me HiH|0| H |H|CI N-CH,CH,COMe CF;
CH,Cl Me H|H|0| H [H|CF,; N-CH,CH,COMe cl
CH,Cl1 Me H H|0|H |H|C] N-CH,COCF, CF;
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CH,C1 Me H(H|0( H |H|CF, N-CH,COCF; Cl
CH,Cl1 Me H(H{0| H |H|CF; N-Me F
CH,(C1 Me H{H{0| H |H|CF; N-Me Me
CH,C1 Me H|H|0| H [H|CF; N-Me CF,
CH,C1 Me H|H|{0| H [H|CF, N-Me OH
CH,Cl Me H|H{0| H |H|CF, N-Me OBu-n
CH,Cl Me H({H|0| H |H|CF, N-Me OBu-t
CH,C1 Me H|H|0| H H|CF,; N-Me OCH,CHF,
CH,C1 Me H{H|0| H |H|CF; N-Me OCHF,
CH,Cl Me H|H|0| H |H|CF, N-Me OPen-c
CH,C1 Me H{H |0 H |H|CF; N-Me OHex-c
CH,C1 Me H H|0| H |H|CF, N-Me OCHyPr-¢
CH,C1 Me H{H|0| H |H|CF,; N-Me NH,
CH,C1 Me H{H |0 H |H|CF, N-Me NHMe
CH,Cl Me H({H|0} H |H|CF, N-Me NMe,
CH,C] Me HiH|{0| H |H|CF, N-Me NHPh
CH,C1 Me H|H|0| H |H|CF, N-Me NMePh
CH,C1 Me H|(H|0| H |H|CFy N-Me 0-Ph(2-Cl)
CH,C1 Me H|{H|0| H |H|CF; N-Me 0-Ph(3-CI)
CH,C1 Me H|H|0| H [H|CF; N-Me 0-Ph{4-Ch
CH,Cl1 Me H|H|0] H |H|CF, N-Me 0-Ph{4-F)
CH,C1 Me HIH|0] H |H|CF; N-Me 0-Ph(4-Me)
CH,C1 Me H|(H|0o| H |H|CF, N-Me 0-Ph(4-OMe)
CH,C1 Me H|(H|¢| H |H|CF; N-Me 50,Et
CH,C1 Me H|H|0| H {H|CF, N-Ph H
CH.Cl1 Me H(H|0| H |H|CF, N-Ph F
CH,CI Me H|H[0| H |H|CF; N-Ph CN
CH,C1 Me H|H|0{ H [H|CFy N-Ph CF,
CH,C1 Me HIH{j0o| H |H|CFy N-Ph Prn
CH,CI Me H|H|0o| H [HCF, N-Ph OBu-t
CH,C1 Me H|H|o| H [H|CF;3 N-Ph OCH,CHF,
CH,Cl Me H(H|0| H |H|CF; N-Ph OCHF,
CH,C1 Me H|H|0| H [H|CF; N-Ph NH,
CH,Cl Me H H|[0| H |HI|CF,; N-Ph NHMe
CH,Cl Me H|H|0| H |H|CF, N-Ph NMe,
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CH,CI Me H|H|0| H |H|CF, N-Ph SO,Et
CH,C1 Me H|H|0| H |H|CI N-Bu-t CF,
CH,C1 Me H|{H|0| H |H|CF,; N-Ph(4-COMe) cl
CH,C1 Me H|H|0| H |HICF; N-Ph(4-CN) cl
CH,C1 Me H|H|0| H |H|CF, N-Ph(4-COOMe) Cl
CH,CI Me H|H|0| H |H|CF, N-Ph(4-NOj) Cl
CH,Cl Me H|H |0} H |H|CF; N-Pyrimidin-2-yl Cl
CH,CI Me H|H|2| H |H|CF, N-NH, Cl
CH,C1 Me H|H(2|H |H|C N-NH, CFy
CH,C1 Me H|H(2| H |H|OH N-Me CF,
CH,CI Me H|H|2| H |H|OMe N-Me CF,
CH,C1 Me H|H|[2{ H |H|OEt N-Me CF,
CH,C1 Me H{H|{2| H |H|0Pr N-Me CF,
CH,CI Me H|{H|{2| H |H|OCHF, |N-Me CF,
CH,C1 Me H|H|2| H |H |OCH,CHF,|N-Me CF,
CH,C1 Me H|H|2| H |H|OCH,CF; |N-Me CF,
CH,C1 Me H|H|2| H |H|OCHF; |N-Me OCHF,
CH,Cl Me H|H|2| H |H|CF; N-Me CONH,
CH,CI Me H|H|2| H |H|CF, N-Me CONHMe
CH,C1 Me H|H|2| H |H|CF; N-Me CONMe,
CH,CI Me H|H|2| H {H|CF; N-Me COOMe
CH,Cl Me H|H|2| H {H|CF; N-Me COOEt
CH,CI Me H|H|2| H |H|CF,3 N-Me COOPr-i
CH,Cl Me H|H 2| H [H|CF, N-Me COMe
CH,C1 Me H|(H|[2| H |H|CF, N-Me COEt
CH,CI Me H|H|2|H |[H|OCHF; [N-Ph CF,
CH,C! Me H|{H|[2| H | H |OCH,CHF,y|N-Ph CF,
CH,CI Me H|H|2| H |H|OCH,CF; [N-Ph CF,
CH,C1 Me H{H|[2| H |H|CF, N-CHF, F
CH,CI Me H|H|2| H |H|[CF, N-CHF, OMe
CH,C1 Me H|H|2| H |H|CF,; N-CHF, OCHF,
CH,CI Me H|H|2| H |H|CI N-CHF, cl
CH,CI Me H|{H|2| H |H|F N-CHF, CF,
CH,Cl1 Me H|H|2| H |H|OMe N-CHF, CFy
CH,CI Me H|H|2| H |H|OCHF, |N-CHF, CF,
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CH,CI Me H{H|2| H |H|OCHF, [N-CHF, OCHF,
CH,Cl Me H|H|2|H |H|C N-Et Cl
CH,Cl1 Me H|H|2{ H |H|C N-Pr-i cl
CH,Cl1 Me H{H{2| H |H|CI N-Pr cl
CH,CI Me H|H|2|H |H|C N-CH,Pr-c cl
CH,Cl Me H|H|[2z| H |H|O N-CH,C=CH a
CH,Cl Me HiH|2|H |H|C1 N-CH,0Me cl
CH,CI Me H|H|2! H |H|OCHF, |N-Et OCHF,
CH,(I Me H|H|2| H |H]OCHF;  |N-Pr-i OCHF,
CH,CI Me H|H|2| H |H|OCHF;, [N-Pr OCHF,
CH,CI Me H|H|2| H |H|OCHF, |N-CH,Pr-c OCHF,
CH,C] Me H|H|2| H |H|OCHF, |N-CH,C=CH OCHF,
CH,CI Me H|{Hl|2| H |H|OCHF, |N-CH,OMe OCHF,
CH,C1 Me H|H|2| H |H|CF, N-CH,Pr-c F
CH,Cl Me H|H|2| H |H|CF, N-CH,Pr-c OMe
CH,Cl1 Me H|H|2| H |H|CF,s N-CH,Pr-c OCHF,
CH,Cl1 Me H|H|2|H |H|F N-CH,Pr-c CFy
CH,C1 Me HI|H|21 H |H|OMe N-CH,Pr-c CF;
CH,C1 Me H{H|2| H |H|OCHF, [N-CH,Pr-c CF,
CH,C1 Me H|H|1| H |H|CF, N-NH, Cl
CH,Cl Me H(H|L|H |H|CI N-NH, CF,
CH,C! Me H|H|i|H |H|0oH N-Me CF,
CH,Cl Me H|H|1| H |H|[OMe N-Me CF,
CH,CI Me H|H|1| H {H|OEt N-Me CF;
CH,CI Me H|{H|1| H |H|OPr4 N-Me CF,
CH,Cl Me H|H|1| H |H|OCHF; |N-Me CF,
CH,C1 Me H|H|1| H |H |OCH,CHF,[N-Me CF;
CH,Cl Me H|H|1| H |H|OCH,CF; [N-Me CF,
CH,CI Me H|H|1| H |H|OCHF, [N-Me OCHF,
CH,Cl Me H|H|1| H |H|CF,; N-Me CONH,
CH,CI Me H{H|1| H |H|CF; N-Me CONHMe
CH,Cl Mo H|H|1| H |H|CF,; N-Me CONMe,
CH,CI Me H|(H|l| H |H|CF; N-Me COOMe
CH,Cl Me H|H|1| H |H|CF; N-Me COOEt
CH,CI Me H{H|1| H |H|CF, N-Me COOPr-i
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CH,C1 Me H|H|1| H |H|CF, N-Me COMe
CH,Cl Me H|H|1| H |H|CF, N-Me COEt
CH,CI Me H|H|1| H |H|OCHF, |N-Ph CF,
CH,C1 Me H|H|1| H | H |OCH,CHF4|N-Ph CF,
CH,CI Me H|H|1| H |H |OCH,CF; |N-Ph CF,
CH,Cl Me H|H|1| H |H|CF, N-CHF, F
CH,C1 Me H|H|1| H |H|CF, N-CHF, OMe
CH,CI Me H|H|1| H |H|CF, N-CHF, OCHF,
CH,Cl Me H(H|1|H |H|C N-CHF, cl
CH,CI Me H|H|1|H |H(F N-CHF, CFy
CH,C1 Me H|H|1| H |H [OMe N-CHF, CF,
CH,CI Me H|H|1| H |H|OCHF, |N-CHF, CF,
CH,C1 Me H|H|1| H |{H[OCHF, |N-CHF, OCHF,
CH,C1 Me H|H|1| H |H|C1 N-Et al
CH,C1 Me H|H|1| H |H|C N-Pr-i cl
CH,C1 Me H|H|{1] H |H|C N-Pr cl
CH,C1 Me H|H|1|H |H|C N-CH,Pr-c cl
CH,C1 Me H{H{1| H |H|CI N-CH,C=CH cl
CH,CI Me H|{H|1|H |H|C] N-CH,0Me al
CH,CI Me H|(H|1| H |H|OCHF, |N-Et OCHF,
CH,CI Me H|H|1| H |H|OCHF; |N-Pri OCHF,
CH,C1 Me H|(H|1| H |H|OCHF, |N-Pr OCHF,
CH,CI Me H|(H|1| H |H|OCHF, [N-CH,Pr-c OCHF,
CH,C! Me H|H|1| H |H|OCHF, |N-CH,C=CH OCHF,
CH,C! Me H|H|i| H |[H|OCHF, |N-CH,0Me OCHF,
CH,CI Me H|H|1| H |H|CF; N-CH,Pr-c F
CH,C1 Me H|H|1| H |[H|CF,; N-CH,Pr-c OMe
CH,C1 Me H|H|1| H [H|CF, N-CH,Pr-c OCHF,
CH,C1 Me H|H|1{H |H|F N-CH,Pr-c CF,
CH,C1 Me H|H{1| H |H|0OMe N-CH,Pr-c CF,
CH,C1 Me H|H|1| H |H|OCHF, |N-CH,Prc CF,
CH,CI Me H|H|0| H {H|CF; N-NH, Ci
CH,CI Me H|H[0|H |H|C N-NH, CF,
CH,CI Me H|H[0[H |H|OH N-Me CF,
CH,CI Me H{H[0] H |H|OMe N-Me CF,
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CH,C1 Me H|H{0{ H |H|0OEt N-Me CF,
CH,C1 Me H|H|o| H [u|oPri N-Me CF,
CH,Cl Me H|H|0| H [H|OCHF, |N-Me CF,
CH,Cl Me H|H|0| H | H |OCH,CHF,|N-Me CF,
CH,Cl Me H|H|0| H {H|OCH,CF; |N-Me CF,
CH,CI Me H|H|0o| H |H|OCHF, |N-Me OCHF,
CH,CI Me H|H|{0| H |H|CF, N-Me CONH,
CH,Cl Me H|H|o| H |H|CF, N-Me CONHMe
CH,Cl Me H|H|o| H |H|CF, N-Me CONMe,
CH,C1 Me H|H|o| H |H|CF, N-Me COOMe
CH,CI Me H|H|0| H |H|CF, N-Me COOEt
CH,C1 Me H|H|0| H |H|CF, N-Me COOPr-i
CH,Cl Me H|H|0| H |H|CF, N-Me COMe
CH,CI Me H|H|¢| H |H|CF, N-Me COEt
CH,C1 Me H|H|o| H |H|OCHF, |N-Ph CF,
CH,Cl Me H|H|0| H | H|OCH,CHF,|N-Ph CF,
CH,Cl Me H|H|0| H | H|OCH,CF, |N-Ph CF,
CH,Cl Me H|H[o| H |H|CF, N-CHF, F
CH,Cl Me H|H|o| H |H|CF, N-CHF, OMe
CH,C1 Me H|H{o} H |H|CFs N-CHF, OCHF,
CH,C1 Me H{H[0| H [H|CQ N-CHF, a1
CH,C1 Me H{H|o|H |H|F N-CHF, CF,
CH,Cl Me H|H|o| H |HOMe N-CHF, CF,
CH,CI Me H|H|o| H |HI|OCHF, |N-CHF, CF;
CH,C1 Me H|H|o| H |H|OCHF, |N-CHF, OCHF,
CH,C1 Me H|H|o| H [H|a N-Et cl
CH,(1 Me H{H|0| H |H|C N-Pri cl
CH,C1 Me H|H|0o| H ("]l N-Pr cl
CH,Cl Me H|H|o| H [H]0l N-CH,Pr-c cl
CH,CI Me H|E|o|Hlu|a N-CH,C=CH Cl
CH,CI Me H|H|0o|H |H|OI N-CH,0Me 1
CH,CI Me H|H|0| H |H|OCHF; |N-Et OCHF,
CH,CI Me H|H|o| H |H|OCHF;  |N-Pri OCHF,
CH,C1 Me H|H|o| H |{H|OCHF, |N-Pr OCHF,
CH,C1 Me H|H|0| H |H|0OCHF, |N-CH;Pr-c OCHF,
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CH,Cl1 Me H|H|0o| H |H|OCHF, |N-CH,C=CH OCHF,
CH,C1 Me H|H|0| H |HjOCHF, [N-CH,0Me OCHF,
CH,CI Me H|H{0| H |H|CF; N-CH,Pr-c F
CH,CI Me H|(H|0| H |H|CF; N-CH,Pr-c OMe
CH,CI Me H|H|0| H | H|CF; N-CH,Pr-c OCHF,
CH,CI Me H H0|H |H|F N-CH,Pr-c CF,
CH,CI Me HiHi{0] H |H|OMe N-CH,Pr-c CF,
CH,ClI Me H|H|0| H |H|OCHF, [N-CH,Pr-c CF,
CH,C1 Me H|H|2]{ H |H|CF, N-(CH,);0-
CH,CI Me H|H|2| H |H|CF, N-(CHy)30-
CH,C1 Me H|H|2| H |H|CF, N-(CH,),S-
CH,CI Me H|H|2| H |H|CF; N-{CH;);804-
CH,Cl Me H|H|2| H |H|CI N-{CH,;),0-
CH,Cl Me H|H|2|H |H|C N-(CH,);0-
CH,Cl Me H|H|[z| H |H|CI N-(CH,),5-
CH,CI Me H|H|[2| H |H|C N-(CH,),80,-
CH,C1 Me H|H|1| H |H{CF; N-(CH,),0-
CH,CI Me H|(H|1| H |H|CF, N-(CH,);0-
CH,C! Me H|H|1| H |H|CF; N-(CHy),S-
CH,C! Me H|H|1} H |H|CF, N-(CHy),80,-
CH,CI Me H{H|1|H H|CI N-(CH,),0-
CH,Cl Me H|H|1| H |H|CI N-(CH,),0-
CH,C1 Me H|H|1] H |H|C N-(CH,),S-
CH,CI Me H|H|1| H |H|C N-(CH_)380,-
CH,CI Me H|(H|0| H {H|CF,; N-(CH,),0-
CH,Cl Me H|H|[0| H |H|CF, N-(CH,),0-
CH,Cl Me H|H{0|H |H|CF, N-(CH,),8-
CH,Cl1 Me H{H[{0| H |H|CF N-(CH,)3S0,-
CH,Cl1 Me H|H|0|H |H|{C] N-(CH,),0-
CH,C1 Me H|H([0| H |H|CI N-(CH,);0-
CH,Cl1 Me H({H|[o| H |H|C N-(CHgy),S-
CH,CI Me H|H|[0| H |H|CI N-(CHjy)5S0,-
CH,Cl Me H{H|2| H |H|CF; N-Et F
CH,Cl1 Me H|H|2|H |H|F N-Et CF,
CH,C! Me H|(H (2| H |H|CF; N-Et Br
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CH,CI Me |H|H|2|H |H[Br N-Et CF,
CH,CI Me |H|H|2|H |H|CF, N-Et CF,
CH,CI1 Me |H|H|2|H |H|CF, N-Et CN
CH,CI Me |H|H|2|H |H|CN N-Et CF,
CH,Cl Me |H|H|2| = |H|CF, N-Et Me
CH,01 Me |H|H|2|H|H|Me N-Et CF,
CH,CI Me |H|H|2|H |H|CF, N-Et Et
CH,CI Me |H|H|2|H|H|Et N-Et CF,
CH,Cl Me |H|H|2|H |HI|CF, N-Et OH
CH,CI Me |H|H|2|H |H|CF, N-Et OMe
CH,CI Me |H|H|2|H |H|OMe N-Et CF,
CH,CI Me {H|H|2|H |H|CF, N-Et OEt
CH,CI Me |H|H|2|H |H|0Et N-Et CF,
CH,CI Me |H|H|2|H |HICF, N-Et OPr-i
CH,CI Me H|H|2| H {H|0Pri N-Et CF;
CH,CI Me |H|H|2|H |E|CF, N-Et OPr
CH,Cl ImMe |H|H|2|H |u|CF, N-Et OBu-t
CH,CI Me |H|H|2|H |H|CF, N-Et OPh
CH,CI Me |H|H|2|H |H|CF, N-Et OCH,Ph
CH,Ci Me |H|H|2|H |H|CF, N-Et OCH,CH=CH,
CH,Cl Me |H|H|2|H |H|CF, N-Et OCH(Me)CH=CH,
CH,CI Me |H|H|2|H |H|CF, N-Et OCH,C=CH
CH,CI Me |H|H|2|H |H|CF, N-Et OCH(Me)C=CH
CH,Cl Me |H|H|2|H |H|CF, N-Et OCHF,
CH,C! Me |H|H|2|H |H|OCHF, [N-Et CF,
CH,CI Me |H|{H|2|H |H|CF, N-Et OCH,CF,
CH,C! Me |H|H|2|H |H|CF, N-Et OCH,CHF,
CH,Cl Me |H|H|2| H |H|OCH,CHF,|N-Et CF,
CH,CI Me |H|H|z|H |H|CF, N-Et SMe
CH,CI Me |H|H|2|H |H|CF, N-Et SOMe
CH,CI Me |H|H|2|H |H|CF, N-Et S0,Me
CH,Cl Me |H|H|2|H |H|CF, N-Et SEt
CH,CI Me |H|H|2!H |H|CF, N-Et SOEt
CH,CI Me |(H|H|2|H |H|CF, N-Et SO,Et
CH,CI Me |H|H|2|H |H]|CF, N-Et SPr-
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CH,Cl Me H|H|2| H |H|CF, N-Et SOPr-i
CH,CI Me H|H|2| H |H|CF, N-Et SO,Pr
CH,Cl Me H|H|2| H|H|CF; N-Et SCF,
CH,Cl Me H|H|2| H |H|CF, N-Et SOCF,
CH,Cl Me H|H|2| H |H|CF, N-Et S0,CF,
CH,Cl Me H|H|2| H |H|CF, N-Et SCHF,
CH,C! Me H|H|2| H |H|CF, N-Et SOCHF,
CH,C! Me H|H|2| H |H|CF, N-Et S0,CHF,
CH,C1 Me H|H|2| H |H|CHF, N-Et cl
CH,Cl Me H|H|2| H |H|CHF, N-Et OMe
CH,Cl Me H|H|2| H |H|CHF, N-Et OCHF,
CH,C1 Me H|H|2| H | H [CHF, N-Et CN
CH,C1 Me H|H|2| H | H|CHF, N-Et Me
CH,C1 Me H|H|2{ H |H|Me N-Et cl
CH,C1 Me H|H|2| H |H|Me N-Et OMe
CH,C1 Me H|H|2| H |H |[Me N-Et OCHF,
CH,C1 Me H|H|2| H [H|Me N-Et CN
CH,CI Me H|H|2| H |H|Me N-Et Me
CH,C1 Me H|H|2| H |H|Et N-Et cl
CH,C1 Me H|H|2| H |H|Et N-Et OMe
CH,C1 Me H|H|2| H [H|Et N-Et OCHF,
CH,C1 Me H|H|2| H |H|Et N-Et CN
CH,C1 Me H{H|2| H |H|Et N-Et Me
CH,Cl Me |H|H|2|H |H|OCHF, |NEt cl
CH,C1 Me H{H|0o| H |E|CF, N-Et F
CH,C1 Me H|{H|o|H |H]|F N-Et CF,
CH,Cl Me H|H|o| H |HICF, N-Et Br
CH,Cl Me H|H|0| H |H|Br N-Et CF;
CH,CI Me H|H|0| H |H|CF, N-Et CF,
CH,Cl Me H|H|0| H |H|CF, N-Et CN
CH,CI Me H|H|o|H |H|CN N-Et CF,
CH,CI Me H|H|o| H |H|CF, N-Et Me
CH,CI Me H{H|0| H |H [Me N-Et CF,
CH,CI Me H|H|0| H |H|CF, N-Et Et
CH,CI Me H|H|o| H |H|Et N-Et CF,
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CH,Cl Me H|H|0| H |H|CF, N-Et OH
|cH,C1 Me H|H|0| H |[H|CF, N-Et OMe
CH,Cl Me H{H|0| H |H|OMe N-Et CF,
CH,Cl Me H{H|0| H |H|CF, N-Et OEt
CH,CI Me H|H|0| H |H |OEt N-Et CF,
CH,CI Me H|H|0| H |H|CF, N-Et OPr-i
CH,C1 Me H|H|0| H | H|OPr-i N-Et CF,
CH,C1 Me H{H{0o| H |H|CF, N-Et OPr
CH,C1 Me H|{H|0| H |H|CF, N-Et OBu-t
CH,CI Me H|H|[0| H |H|CF,; N-Et OPh
CH,C1 Me H|H|0| H |H|CF, N-Et OCH,Ph
CH,Cl Me H|H|0| H |H|CF, N-Et OCH,CH=CH,
CH,CI Me H|H|0| H |H|CF, N-Et OCH(Me)CH=CH,
CH,CI Me H|H|(o| H |H|CF, N-Et OCH,C=CH
CH,CI Me H|H|0| H |H|CF, N-Et OCH(Me)C=CH
CH,C1 Me H(H|0| H |[H|CF, N-Et OCHF,
CH,C1 Me H|H|0| H |H|OCHF, |N-Et CF,
CH,CI Me H|H|0| H |H|CF, N-Et OCH,CF,
CH,CI Me H|H|0| H |H|CF, N-Et OCH,CHF,
CH,C1 Me H|H|0| H |H|OCH,CHF,N-Et CF,
CH,Cl Me H|H[0| H |H|CF,; N-Et SMe
CH,C] Me H(H[0| H |H|CF,; N-Et SOMe
CH,C! Me H|H|0| H |H|CF, N-Et S0,Me
CH,CI Me H|H|0| H |H|CF, N-Et SEt
CH,CI Me H|H|0| H |H|CF, N-Et SOEt
CH,CI Me H|H|0o| H |H|CF, N-Et SO,Et
CH,CI Me H|H|0| H |H|CF, N-Et SPr-i
CH,C1 Me H{H|0| H |H|CF; N-Et SOPr-i
CH,CI Me H|H|0| H |H|CF, N-Et SO,Pr-i
CH,CI Me H|H|[0| H |H|CF, N-Et SCF,
CH,CI Me H|H|0| H |H|CF, N-Et SOCF,
CH,CI Me H|H|0| H {H|CF, N-Et SO,CF,
CH,C! Me H|H|0| H |H|CF, N-Et SCHF,
CH,CI Me H|H|0| H |H|CF, N-Et SOCHF,
CH,Cl Me H|H|0| H |H|CF,; N-Et S0,CHF,
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CH,01 Me H|H|o| H |H|CHF, N-Et cl
CH,Cl Me H|H|o| H |H|CHF, N-Et OMe
CH,01 Me H|H|o| H |H|CHF, N-Et OCHF,
CH,Cl Me H|H|o| H |H|CHF, N-Et CN
CH,CI Me H|H|0| H | H|CHF, N-Et Me
CH,CI Me H|H|o| H |H|Me N-Et cl
CH,CI Me H|H[0| H |H|Me N-Et OMe
CH,Cl Me H|H|[o| H |H|Me N-Et OCHF,
CH,CI Me H|{H[0} H |H[Me N-Et CN
CH,CI Me H|{H|o| H [H[Me N-Et Me
CH,C Me H|{H|[0o| H |H|Et N-Et ol
CH,C1 Me H|H|o| H |HI|Et N-Et OMe
CH,C1 Me H|H|o| H |H|Et N-Et OCHF,
CH,Cl Me H|H|o| H |H|Et N-Et CN
CH,C1 Me H|H|0| H |H|Et N-Et Me
CH,C1 Me H|H|[0| H |H|OCHF, |N-Et cl
CH,C1 Me H|H|2| H |H|CF, N-Me Et
CH,C1 Me H|H|2| H |H|Me N-Me CF,
CH,C1 Me H|H|2| H |H|CF, N-Me Br
CH,C1 Me H|H|2| H |H|Br N-Me CF,
CH,C1 Me H|H|0| H |H|CF, N-Me Et
CH,CI Me H|H|0o| H |H[Me N-Me CF,
CH,C Me H{H|0o| H |H|CF, N-Me Br
CH,Cl Me H|H|o| H |H|Br N-Me CF,
CH,Cl Me H|H|2| H |H|CF, N-Pri F
CH,C1 Me H|H|2|H|H|F N-Pr-i CF,
CH,Cl Me H|H|2| H |H|CF, N-Pr-i Br
CH,Cl Me H|H|2| H |H|[Br N-Pr-i CF,
CH,Cl Me H|H|2| H |H|CF, N-Pri CF,
CH,C1 Me H|H|2| B |H|CF, N-Pr-i CN
CH,CI Me H|H|2| H |H[ON N-Pr CF,
CH,C1 Me H|H|2| H |H|CF, N-Pr Me
CH,C1 Me H|{H|2| H |H|Me N-Pri CF,
CH,Cl Me H|H|2| H |H]|CF, N-Pr Et
CH,CI Me H|H|[2|H |H|Et N-Pr-i CF,

gbooog

.19

10

20

30

40



(40)

JP 4317445 B2 2009.

ooogoao
Rl RZ R3 R4 n RE RG R15 ZZ Rls

CH,C1 Me H|H|2| H |H|CF, N-Pri OH
CH,Cl1 Me H{H|2| H |H|CF,; N-Pr-i OMe
CH,C1 Me H|H|2| H|H|OMe N-Pr-i CF,
CH,C1 Me H|H|2| H |H|CF,; N-Pr-i OEt
CH,Cl Me H|H 2| H |H|OEt N-Pr-i CF,
CH,Cl Me H|Hi2| H |H|CF, N-Pr-i OPr-i
CH,Cl Me H|H|2| H |H|OPr-i N-Pr-i CF,
CH,C1 Me H|H|2]| H |H|CF, N-Pr-i OPr
CH,CI Me H{H|2| H |H|CF; N-Pr-i OBu-t
CH,Cl Me H|(H|2| H |H|CF, N-Pr-i OPh
CH,C1 Me H|H|2| H |H|CF; N-Pr-i OCH,Ph
CH,Cl Me H|{H|2{ H |H|CF, N-Pr-i OCH,CH=CH,
CH,CI Me H|H|2| H |H|CF, N-Pr-i OCH(Me)CH=CH,
CH,C1 Me H|H|2( H [H|CF, N-Pr-i OCH,C=CH
CH,C1 Me H|H|2| H |H|CF; N-Pr-i OCH(Me)C=CH
CH,CI Me H|H|2| H |H|CF, N-Pr-i OCHF,
CH,C1 Me H|H|2| H |H{OCHF, |N-Pri CF,
CH,CI Me H|H|2| H |H|CF; N-Pr-i OCH,CF,
CH,Cl Me H|H|2| H |H|CF; N-Pr-i OCH,CHF,
CH,C! Me H|H|2| H | H |OCH,CHF,|N-Pr-i CF,
CH,CI Me H|H|2| H |H|CF, N-Pr-i SMe
CH,Cl Me H{H|2| H |H|CF, N-Pr-i SOMe
CH,C1 Me H|H|2!| H |H|CF, N-Pr-i 80,Me
CH,Cl1 Me H|H|2{ H |H|CF, N-Pr-i SEt
CH,C1 Me H|H|2| H |H|CF, N-Pr-i SOEt
CH,CI Me H|(H|2| H |H|CF; N-Pr-i SO.Et
CH,Cl Me H|H|2{ H |H|CF, N-Pr-i SPr-i
CH,CI Me H|H|2( H |[H|CF, N-Pr-i SOPr-i
CH,Cl1 Me H|H|2{ H [H|CF; N-Pr-i SO,Pr-i
CH,CI Me H|H|2| H |H|CF,; N-Pr-i SCF,
CH,Cl1 Me H|H|2| H |H|CF; N-Pr-i SOCF,
CH,Cl Me H|H|2{ H |H|CF; N-Pr-i S0,CF,
CH,Cl Me H|H|2| H |H|CF, N-Pr-i SCHF,
CH,C1 Me H|H|2| H |H|CF, N-Pr- SOCHF,
CH,C1 Me H{H|2| H |H|CF, N-Pr-i S0,CHF,
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CH,C1 Me H|H|2| H | H|CHF, N-Pr-i cl
CH,C1 Me H|H|2{ H | H|CHF, N-Pr-i OMe
CH,CI Me H|H|2| H |H|CHF, N-Pr- OCHF,
CH,C1 Me H|H|2| H |H|CHF, N-Pr-i CN
CH,C1 Me H|H|2| H |H|CHF, N-Pr Me
CH,CI Me H|H|{2| H |H|Me N-Pr-i cl
CH,Cl Me H|H|2| H |H|Me N-Pr- OMe
CH,C1 Me H|H|2| H |H|Me N-Pr-i OCHF,
CH,C1 Me H{H|{2| H |H|Me N-Pr-i CN
CH,C1 Me H|H|2| H|H|Me N-Pr-i Me
CH,CI Me H|H|2|H |H|Et N-Pr-i cl
CH,C1 Me H|H|2|H |[H|Et N-Pr-i OMe
CH,Cl Me H|H|2| H |H[Et N-Pr-i OCHF,
CH,C1 Me H|H|2| H |H|Et N-Pr-i CN
CH,Cl Me H|H|2| H |H|Et N-Pr-i Me
CH,Cl Me H|H|2| H |H|OCHF, |N-Pri cl
CH,CI Me H|H{0| H |H|CF, N-Pr-i F
CH,Cl Me H|H|o|H |H|F N-Pr-i CF,
CH,C1 Me H|H|o| H |H|CF, N-Pr-i Br
CH,C1 Me H{H|o| H [H|Br N-Pr-i CF,
CH,CI Me H|H|0| H {H|CF; N-Pr-i CF,
CH,Cl Me H|H|0| H |H|CF,; N-Pr- CN
CH,Cl Me H|{H|{0| H |H|CN N-Pri CF,
CH,CI Me H|H|0| H |H|CF, N-Pr4 Me
CH,C1 Me H|H|0| H |H[Me N-Pr-i CF,
CH,C1 Me H|H|o| H |H|CF; . N-Pr-i Et
CH,Cl Me H|H|0o| H |H{Et N-Pr CF,
CH,CI Me H|H|0| H |H|CF; N-Pr-i OH
CH,CI Me HI{H[0| H |H|CF, N-Pr+ OMe
CH,CI Me H|H|0o| H |H|0OMe N-Pr CF,
CH,CI Me H|H|o| H |H|CF, N-Pr-i OEt
CH,CI Me H{H{0o| H |H|0Et N-Pr-i CF,
CH,CI Me H|H|o| H |H|CF, N-Pr-i OPr-i
CH,CI Me H|H|o| H | H|OPr N-Pri CF;
CH,Cl Me H|H|0o| H {H|CF, N-Pr-i OPr
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CH,C1 Me H|H|0| H |H|CF, N-Pr-i OBu-t
CH,CI Me H|H|0| H {H|CF, N-Pr-i OPh
CH,C! Me H|H|0| H |H|CF, N-Pr-i OCH,Ph
CH,Cl Me H|H|0| H |H|CF, N-Pr-i OCH,CH=CH,
CH,CI Me H{H|0| H |H|CF,; N-Pr-i OCH(Me)CH=CH,
CH,Cl Me H(H|0| H |H|CF; N-Pr- OCH,C=CH
CH,CI Me H|H|0o| H |H|CF, N-Pr-i OCH(Me)C=CH
CH,Cl Me H|H|0| H |H|CF, N-Pr-i OCHF,
CH,C1 Me H|H|0| H |H|OCHF, |N-Pri CF,
CH,Cl Me H|H|0| H |H|CF,; N-Pr-i OCH,CF,
CH,Cl Me H|H|0| H |H|CF, N-Pr-i OCH,CHF,
CH,C! Me H|H|0| H | H |OCH,CHFN-Pr-i CF,
CH,Cl Me HiH|[o| H |H|CF, N-Pr-i SMe
CH,C1 Me H|H|0| H | H|CF; N-Pr-i SOMe
CH,CI Me H|H|0| H |H|CF, N-Pr-i S0,Me
CH,CI Me H|H|o| H |H|CF, N-Pr-i SEt
CH,Cl Me H|(H|0| H |H|CF, N-Pr-i SOEt
CH,C1 Me H|(H|0| H |[H|CF N-Pr-i S0,Et
CH,CI Me H|H|0| H |H|CFy N-Pr-i 8Pr-i
CH,CI Me H|H|0| H |H|CF, N-Pr-i SOPr-
CH,C1 Me H{H|0| H |H|CF; N-Pr-i S0,Pr-i
CH,Cl Me H|H|[0| H |H|CF, N-Pr-i SCF,
CH,Cl Me H|H|{0| H |H|CF, N-Pr SOCF,
CH,Cl Me HIH|0| H |H|CF, N-Pr-i S0,CF,
CH,CI Me H|H|o| H |H|CF, N-Pr-i SCHF,
CH,C1 Me H{H|0| H |H|CF; N-Pr-i SOCHF,
CH,C1 Me H|H|0| H |H|CF,; N-Pr-i SO,CHF,
CH,CI Me H|H|0| H |H|CHF, N-Pr-i cl
CH,C1 Me H|H|0| H |H|CHF, N-Pr-i OMe
CH,C1 Me H|H|0| H |H|CHF, N-Pr-i OCHF,
CH,CI Me H|H|0| H |H |[CHF, N-Pr-i CN
CH,Cl Me H|H|0| H |H|CHF, N-Pr-i Me
CH,CI Me H{H|0| H |H|Me N-Pr-i Cl
CH,CI Me H|H|0| H | H[Me N-Pr-i OMe
CH,CI Me H{H|0| H |H[Me N-Pr-i OCHF,
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CH,CI Me H|H|0o| H |H|Me N-Pr4 CN
CH,C1 Me H|H|o| H |H|Me N-Pri Me
CH,C1 Me H|H|o| H |H|Et N-Pr-i cl
CH,Cl Me H{H|0| H |H|Et N-Pr-i OMe
CH,CI Me H|H|0| H |H|Et N-Pri OCHF,
CH,Cl Me H|H[0o| H |H|Et N-Pr-i CN 10
CH,Cl Me H|H|0| H |H|Et N-Pri Me
CH,Cl  |Me H|H|0o| H |H|OCHF, [N-Pri cl
CHCI, Me H|H|2| H |H|CF, N-Me cl
CHF, Me H|H|2| H |H|CF, N-Me a
CHCIF Me H|H|2| H |H|CF, N-Me cl
CHFMe Me HIH{2| H |H|CF, N-Me cl
CHCIMe Me H|H|2| H |H]|CF, N-Me cl
CF;Me Me H(H|2| H{H|CF; N-Me Cl
CH,CH,F  |Me H|H|2| H |H|CF, N-Me ' Cl 20
CH,CHF, |Me H|H|2| H |H|CF; N-Me cl
CH,CH,Cl |Me H|H|2| H |H|CF, N-Me cl
CH,CHCl, |Me H|H|2| H |H|CF, N-Me 1
CH,CCIF,  |Me H|H|2| H |H|CF, N-Me al
CH,CF, Me H|H|2| H |H|CF, N-Me cl
CF,CF, Me H|H|2| H |H|CF, N-Me cl
CH,CH,CF; |Me H|H|2| H |H|CF, N-Me cl
CH,CH,CHF, |Me H|H|2|H |H|CF N-Me cl
CF,CF,CF, [Me H|H|2| H |H|CF, N-Me ct
CH,CF,Me |Me H|(H|2( H |H|CF; N-Me ] 30
CH,CHFMe |Me H|H|[2| H |H|CF, N-Me cl
CF, CF;, |H|{H|2|H |H|CF, N-Me cl
CHFPrn Me H|H|[2| H |H|CF,; N-Me Cl
CF;Pr-n Me H|H|2| H |H|CF; N-Me cl
CHC], Me H|Hlo| H |H|CF, N-Me cl
CHF, Me H|H|o| H |H|CF, N-Me Cl
CHCIF Me H|{H|0|H |H|CF;  |N-Me Cl
CHFMe Me H|H|o| H |H|CF, N-Me cl
CHCIMe Me H|H[0| H |H|CF, N-Me Cl 40
CF,Me Me H|H|0| H |H|CF, N-Me Cl
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CH,CH,F  |Me H|H|o| H |H|CF, N-Me cl
CH,CHF, [Me H|H|0| H |H|CF, N-Me Cl
CH,CH,Cl  |Me H|{H|o| H |H|CF, N-Me a1
CH,CHCl, |Me H|H|o| H |H|CF, N-Me Cl
CH,CCIF, |Me H|H[o| H |H|CF, N-Me cl
CH,CF, Me H|H|o| H |H|CF; N-Me ci
CF,CF, Me H|H|o| B |H|CF, N-Me cl
CH,CH,CF; |Me H|H|0| H |H|CF, N-Me Cl
CH,CH,CHF, |Me H|H|0| H |H|CF, N-Me cl
CF,CF,CF, |Me H|H|o| H {H|CF, N-Me al
CH,CF,Me [Me H|H|o| H |H|CF, N-Me 1
CH,CHFMe |Me H|H|o| H |H|CF, N-Me Cl
CF, CF;, |H{H{0|H |H|CF; N-Me cl
CHFPr-n  |Me H|H|0| H |H|CF; N-Me c1
CF,Pr-n Me H|{H|o| H |H|CF, N-Me Cl
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CH,C1 Me H|H|2|H|H  NMe cl H
CH,C1 Me H|{H| 2 H|H [N-Me Cl Me
CH,C1 Me H|H|2 |H|H N-Me cl Et
CH,Cl1 Me H|H| 2 | H{ H [N-Me Cl CF,
CH,Cl Me H|H|2|H|H [NMe Cl Me
CH,CI Me H|H| 2 | H|H N-Pri Cl Me
CH,CI Me H|H|2 |H|HI|NPr cl Me
CH,C1 Me H|{H| 2| H|H |[NBut Cl Me
CH,CI Me H|H| 2 |H|H [N-CHPh cl Me
CH,C1 Me H| H| 2 |H|HN-Ph OMe Me
CH,C1 Me HijH| 2 |H| H |N-Ph OFEt Me
CH,Cl Me H|H)| 2 | H|H |[N-Ph OCHF, Me
CH,Cl Me H]iH| 2 | H|H |N-Ph OCH,CF, Me
CH,C1 Me H| H| 2 |H}{ H [N-Ph CF; H
CH,C1 Me H|H|2|H|H|NPh OCH,CH=CH, | Me
CH,Cl Me H|H|2|H|HI[NPh OCH,C=CH | Me
CH,Cl1 Me H|({H| 2 | H|H]INPh Cl Me
CH,C1 Me H{H| 2 | H| H {N-Ph2-CD) Cl Me
CH,C1 Me H|H| 2 | H| H |[N-Ph{2-F) Cl Me
CH,Cl Me H|H| 2 | H| H |N-Ph(2-OMe) (C] Me
CH,Cl1 Me HjyH | 2 | H| H |[N-Ph(2-Me) |Cl Me
CH,Cl1 Me H|H| 2 | H| H |N-Ph(3-Cl) Cl Me
CH,Cl Me H|H| 2 |H|HI[NPHSF) |[cl Me
CH,C1 Me H|H| 2 | H} H |N-Ph{(3-OMe) (Cl Me
CH,Cl Me H|H|2|H|H N-Ph3Me) |[CI Me
CH,Cl Me H|H | 2 | H]| H |[N-Ph(4-CD) Cl Me
CH,Cl Me H|H |2 |H|H[NPhaF) |[CI Me
CH,Cl Me H|H| 2 | H| H |N-Phi4-OMe) |C] Me
CH,Cl Me H| H)] 2| H| H [N-Phid-Me} |Ci Me
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CH,Br H H|H|2|H|HINPh Cl Me
CH,C1 H H|({H{2 |H|H|NPh Cl Me
CH,C1 H Me|H| 2 | H|H |N-Ph Cl Me
CH,Cl Me H|H| 2 |Me| H |N-Ph cl Me
CH,Cl Me H|H| 2 |Et|H|NPh cl Me
CH,CI Me H|H| 2 |Pri| H |N-Ph cl Me
CH,CI Me H|H| 2 |Me|Me|N-Ph Cl Me
CH,CI Et H{H|2|H|H |NPh cl Me
CH,CI CHCl |H|H| 2 |H|H |NPh cl Me
CH,CI Pri H|H| 2 |H|H |NPh cl Me
CH,CI Pr H|H| 2 |H|H |NPh cl Me
CH,CI Pr-c H|{H|2|H|H|NPh cl Me
CH,CI CHPrc| H|H| 2 | H| H |N-Ph Ci Me
CH,F CHCl |H|H| 2 |H|HI|NPh cl Me
CH,Br CH, 01 |H{H|2|H|HI|NPh cl Me
CH,I CHCl |H|H |2 |H|H|NPh cl Me
CF, CHCl |H|H {2 |H|H|NPh Cl Me
CH,CI “CHy)y |H| 2 |H|HINPh Cl Me
CH,Cl “CHp)» |H| 2 |H|H [N-Ph cl Me
CH,Cl CHp)y |H| 2 |H|H |NPh cl Me
CH,Cl CHp)¢ |H| 2 | H|H [N-Ph cl Me
CH,Cl Me H|{H|1|H|H|NPh Cl H
CH,CI Me H{H|1|H|H|NPh cl Me
CH,CI Me H|H|1|H|H|NPh cl Et
CH,CI Me H|H|1|H|H|NPh 1 CF,
CH,CI Me H|H|1|H|HI|NEt Cl Me
CH,CI Me H|H|1|H|H [NPri Cl Me
CH,CI Me H|{H|1|H|H|NPr cl Me
CH,CI Me H|H|1|H}H |NBut cl Me
CH,Cl Me H|H|{1|H|H [N-CHPh cl Me
CH,C1 Me H{H|1|H/|HINPh OMe Me
CH,C1 Me H|H|1|H|H[NPh OEt Me
CH,C1 Me H|H]1|H|HINPh OCHF, Me
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CH,CI Me H|(H]1|H|H|NPh OCH,CF, Me
CH,CI Me H|H|1|H|H|NPh CF, H
CH,Cl Me H|H|1|H|H|[NPh OCH,CH=CH, | Me
CH,Cl Me H|H|1|H|H|NPh OCH,C=CH | Me
CH,CI Me H|H|1|H|HI|NPh Cl Me
CH,C1 Me H|{H|1|H|HI[NPhC) |l Me
CH,C1 Me H|H|1|H|HI[NP2F [l Me
CH,C1 Me H{H|1|H|H |N-Ph2-OMe) |C1 Me
CH,C1 Me H|H|1|H|H NPhMe) |CI Me
CH,C1 Me H|H{1|H|H|[NPGEC) |c Me
CH,CI Me H|H|1|H]H|NPEP |0 Me
CH,C1 Me H|H| 1] H|H [N-Ph3-0Me) |C Me
CH,C1 Me H{H|1|H|H|[NPh3Me |CI Me
CH4CL Me H|H|1|H|H|NPhaC) [C1 Me
CH,CI Me H|H|1|H|H|NPWsF) |CI Me
CH,Cl Me H|H| 1|H|H [N-Ph4-OMe) |Cl Me
CH,C1 Me H|H| 1{H|H|[N-Ph4Me) |[C Me
CH,Br H H|H|1|H|H|[NPh cl Me
CH,CI H H|{H|1|H|H|NPh Cl Me
CH,CI H Me| H| 1| H|H |N-Ph cl Me
CH,CI Me H|H| 1 |Me|H |N-Ph ci Me
CH,C1 Me H|{H|1|Et|H|[NPh cl Me
CH,C1 Me H|H| 1 {Pri| H [N-Ph cl Me
CH,C1 Me H|H| 1 |Me|Me|N-Ph cl Me
CH,Cl Et H|H|1|H|H|NPh cl Me
CH,Cl CHCI |H|H|1|H|H|[NPh cl Me
CH,CI Pr-i H|H|1|H|H|NPh Cl Me
CH,CI Pr H{H|1|H|H|NPh cl Me
CH,C1 Pr-c H|(H|1|H|H|NPh 1 Me
CH,C1 CHPrc| H|H| 1 | H| H |[N-Ph cl Me
CH,F CH,C1 |H|H|1|H|H|NPh cl Me
CH,Br CHCl |H|H|1|H|HI|NPh Cl Me
CH,I CHCl |H|H|1|H|H|NPh cl Me
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CF, CHCl |[H|H|1|H|H|NPh cl Me
CH,C1 «(CHy)y» |H| 1 |H|H [N-Ph Cl Me
CH,C1 {CHy}y |H| 1 |H | H |N-Ph Cl Me
CH,CI «CHy)y |H| 1 |H| H |N-Ph cl Me
CH,CI CHy)- |H| 1 |H|H |N-Ph cl Me
CH,CI Me HiH|O|H|H |NMe Cl H
CH,CI Me H{H|O0|H|H |NMe Cl Me
CH,C1 Me H|H| 0 |H|H|N-Me cl Et
CH,C1 Me H|H|0|H|H |NMe cl CF,
CH,C1 Me H|{H|0|H|H|NEt Cl Me
CH,CI Me H|H|O0|H|H|NPri Cl Me
CH,CI Me H|H|0|H|HINPr l Me
CH,C1 Me H|H| 0] H|H|NBut Cl Me
CH,CI Me H|{H| 0| H| H |N-CH;Ph cl Me
CH,CI Me H|{H|0|H|HI|NPHh OMe Me
CH,CI Me H|{H|O0|H|H|NPh OEt Me
CH,CI Me H{H| 0 |H]|H|NPh OCHF, Me
CH,CI Me H|H| 0 /|H|H|NPh OCH,CF, Me
CH,CI Me H|!H| 0 |H|H |[N-Ph CF; H
CH,CI Me H|H|0|H|H|NPh OCH,CH=CH, | Me
CH,CI Me H|{H|0|H|H|NPh OCH,C=CH | Me
CH,CI] Me H|{H|0|H|HiNPh Cl Me
CH,CI Me H|H| 0| H|HINPh2C) |Cl Me
CH,CI Me H|H| 0 |H| H |N-Ph2F Cl Me
CH,CI Me H|H| 0| H|H |N-Ph2O0Me) Cl Me
CH,CI Me Hi{H|o0|H|{H |NPh2Me |[Cl Me
CH,C1 Me H|H{ 0| H|H|[NPn3-C) jCl Me
CH,C1 Me H|H| 0| H|H [N-Ph3-F) Cl Me
CH,CI Me H|H| 0| H| H |N-Ph3-OMe) |Cl Me
CH,C) Me H|{H| 0| H|H|N-Ph3-Me) |[Cl Me
CH,C1 Me H|H| 0| H|HINPh4-C) [Cl Me
CH,Cl Me H|H| 0| H| H N-Ph4-F) cl Me
CH,Cl Me H|H| 0| H|H |NPh4OMe) |Cl Me
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CH,CI Me H|H|{0|H|H [N-Ph4¢-Me) |[C] Me
CH,Br H H|{H|0|H|H|NPh Cl Me
CH,C1 H H|H|0|H|H [N-Ph Cl Me
CH,Cl H Me| H| 0 | H| H [N-Ph cl Me
CH,CI Me H{H| 0 |Me| H|[N-Ph Cl Me
CH,CI Me H|H| 0 |Et|H |N-Ph Cl Me
CH,CI Me H|H| 0 |Pri| H [N-Ph cl Me
CH,Cl Me H| H| 0 |Me|Me|N-Ph cl Me
CH,CI Et H|H|0|H|H|NPh Ci Me
CH,C1 CH,Cl |H{H| 0 |H]|H NPh Cl Me
CH,Cl1 Pr-i H|H| 0 |H|H[NPh cl Me
CH,CI Pr H|H{0|H|HI[N-Ph Cl Me
CH,Cl1 Pr-c H|H| 0 |H|H [N-Ph cl Me
CH,Cl CH,Prc] H|H| 0| H| H |N-Ph Cl Me
CH,F CH.CI |H|H| 0} H|H|[N-Ph Cl Me
CH,Br CH,Cl |H|H| 0 |H|H [N-Ph Cl Me
CH,I CH,C1 |H{H| 0 |H]|HINPh Cl Me
CF, CHCl |H|(H| 0 {H|H|[NPh Cl Me
CH,Cl (CHy)y- [H| 0 | H | H [N-Ph v Me
CH,Cl CHy)y |H| O | H | H |[N-Ph cl Me
CH,CI CHp)y» |H | 0 | H| H |N-Ph cl Me
CH,C] CHy)e- |H | 0 | H| H |N-Ph cl Me
CH,C] Et H| Hj2|H|H|NH H H
CH,C1 Me HiH|2|H|H|NH CF, H
CH,CI Me H|H| 2 | H| H [N-CHF, COMe H
CH,CI Me H|H| 2 |H | H N-CHF, COMe Me
CH,CI Me H|{H| 2| H | H |N-CHF, COOMe H
CH,CI Me H|H| 2| H|H N-CHF, COOMe Me
CH,Cl Me H|H| 2| H|H |NCHF, OCHF, H
CH,CI Me H|{H|2|H]|H NCHF, OCHF, Me
CH,C1 Me H|H| 2 |H|H |N-CHF, OCHF, Et
CH,C1 Me H|H| 2 |H|H |N-CHF, CF; H
CH,CI Me H|H| 2 | H|H [N-CHF, CF, Me
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CH,C1 Me H|{HE|2]|H|H |N-CHF, CF, Et
CH,Cl Me H|H {2 |H|H [N-CHF, -(CHyp)y
CHC, Me H|H|2|H|H|NMe CF, H
CHF, Me H|H|2|H|H|[NMe CF, H
CHCIF Me H|H|2|H|H|NMe CF, H
CHFMe Me H{H|2|H|H |N-Me CF, H
CHCIMe Me H|H|2|H|H|NMe CF, H
CF;Me Me H|H|2|H|HI|NMe CF, H
CH,CHF  |Me H|H| 2| H|H |N-Me CF, H
CH,CHF,  [Me H{H|2|H|H|N-Me CF, H
CH,CH,Cl  |Me H|H| 2| H|H|NMe CF, H
CH,CHCl, [Me H|H|2|H|H|[NMe CF, H
CH,CCIF, [Me H|H|2|H|H|NMe - CF, H
CH,CF, Me H|H| 2 |H|H|NMe CF, H
CF,CF, Me H|H| 2 |H|HI|NMe CF, H
CH,CH,CF; [Me H|{H|2|H|H|NMe CF, H
CH,CH,CHF, [Me H|H|2|H|H|NMe CF, H
CF,CF,CF; |Me H|H| 2 |H|H |N-Me CF, H
CH,CF;Me [Me H|H| 2| H|H |N-Me CF, H
CH,CHFMe |Me H|H|2|H|H|[NMe CF, 2
CF, CF, H|H|2|H|H |N-Me CF, H
CHFPr-n Me H|H| 2| H|H [N-Me CF; H
CFyPr-n Me H|H| 2 |H|H |N-Me CF, H
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CH,C1 Me HiH| 2 |H|H|N-Me |[H |OMe
CH,C1 Me H|H| 2 |H|H|N-Me [H |OEt
CH,C1 Me H|(Hi2|H|H|N-Me |[H |OCHF, 10
CH,C1 Me H|H|2|H|H[N-Me [H |OCH,CF,
CH,C1 Me H|H|2|H|H|NPh [H |OMe
CH,CI Me H|{H| 2 |H|HI{NPh |(H |[OEt
CH,C1 Me H|({H| 2 |H|H|N-Ph |[H |OCHF,
CH,CI Me H|(H| 2 |H|H|NPh |H |OCH,CF;
CH,CI Me H|{H|2|H|HI|S Me |H
CH,Cl CH,Cl {H|H| 2 | H|H|[N-Ph [H |OMe
CH,CI H H|{H|2 |H|HIN-Ph |[H |OEt
CH,CI H MefH| 2 | H| H|N-Ph [H |[OMe 20
CH,Cl1 Me H|H| 2 |Me|H|N-Ph |H |OEt
CH,Cl Me H|H| 2 |Et|H|[NPh [H [OMe
CH,Cl Me H|H| 2 |Pri| H|N-Ph |H |OEt
CH,CI Me HiH| 2 |Me|Me|N-Ph [H |OMe
CH,CI Et H{H| 2 |H|HI|N-Ph |H |OEt
CH,CI CH;Br ([H|H] 2 |H|H |NPh |H |OMe
CH,ClI Pr-i H|H|2|H|H|NPh [H [OEt
CH,Cl1 Pr H|H|2|H|H|NPh |[H |[OMe
CH,CI Pr-c H|H|2|H|H|NPh [H |OEt
CH,C1 CH,Prc| H|H|{ 2 |H|H|N-Ph [H |[OMe 30
CH,Br Me H|H| 2 |H|H|N-Ph |[H |OEt
CH,F Me H|H| 2| H|H|N-Ph |[H |[OMe
CH,I Me H|H| 2 |H|H|N-Ph [H |[OEt
CF, Me H|H|2|H|HI|NPh |[H |OMe
CH,CI (CHpy- |H| 2 |H|[H|NPh |H |OEt
CH,CI {CHy- |H| 2 |H|H|NPh [H [OMe
CH,Cl CHy)y- |H| 2 |H|H[NPhr [H |OMe
CH,CI CH)e- [H| 2 |H|H|NPh |[H |OEt
CH,Cl1 Me H|H|1|H|H|N-Me |[H |[OMe 40
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CH,CI Me H|H|1|H|HI[NMe [H |[OEt
CH,CI Me H|IH|1|H|H|NMe [H |OCHF,
CH,CI Me H|H|1|H|H|N-Me |[H [OCH,CF,
CH,CI Me H|H|1|H|H|NP [H |OMe
CH,CI Me H|H|1|H|HINPh [H |0oEt
CH,CI Me H|H|1|H|H|[NP [H |oCHF, 10
CH,CI Me H|H|1|H|HI|NPW {H |OCH,CF,
CH,CI Me H{iH|1|uHlH]|S Me |H
CH,CI CH,01 |H|H|1{H|H|NPh [H |OMe
CH,CI H H|H|1|H|H|NPh |[H |OEt
CH,Cl H Me| H| 1 |H|H|N-Ph [H |OMe
CH,Cl Me H|H|1 |Me|HI|NPh |[H |OEt
CH,Cl Me H{H|1|Et|H|NPh {H [OMe
CH,Cl Me H|H|1|Pi| H|NPh |[H |OEt
CH,Cl Me H|H| 1 |Me|Me|NPh |[H |OMe
CH,0l Et H|H|1|H|H|[NPL |[H OBt 20
CH,CI CHBr |H|H|1|H|H|NPh |[H |OMe
CH,Cl Pr-i H|H|1|H|HE|NPh [H |OEt
CH,CI Pr H|H|1|H|H|[NPh |H |OMe
CH,Cl Pr-c H| H|1|H|Hi{NPh |[H |OEt
CH,Cl CHyPrc| H| H| 1 |H | H |N-Ph [H |OMe
CH,Br Me H|H{1|H|H|NPh [H |OEt
CH,F Me H|H|1|H|H|NPh |[H |OMe
CH,L Me H|H|1|H|H|NPh |[H |OEt
CF, Me H|{H|1|H|H|NPh |[H |OMe
CH,Cl CHpy |H|1|H|H|N-Ph {H [OEt 30
CH,Cl CHy)- 'H| 1 |H|HIN-Ph |H [OMe
CH,CI CHps |H|1|H|H|[NPh [H |OMe
CH,CI CHpe |H|1|H|H NP [H [OEt
CH,CI Me H|H|0|H|H|NMe [H |OMe
CH,Cl Me H|H|O0|H|HI|NMe |[H |OEt
CH,Cl Me H|H|o0|H|H|NMe |[H |OCHF,
CH,Cl Me H|H|O0|H|H|NMe [H |OCH,CF,
CH,CI Me H{iH|o|H!H|NPn [H |OMe
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Rl R2 RS R4 n Rﬁ RE ZS R20 R21
CH,C1 Me H|H|O0|H|H|[NPh OEt
CH,C1 Me H|(H|o0|H|HI[NPh |[H |OCHF,
CH4CI Me H|H|o0o|H|H[NP:y |[H |OCHCF,
CH,CI Me H|H|o|H|H|S Me |H
CH,01 CH, 1 |H|H|o0|{H|H|NPh [H |OMe
CH,CI H H|H|o0o|H|HI|NPh {H |OEt
CH,CI H Me|H |0 |H|H|[NP: |H [OMe
CH,C1 Me H{H|O0|Me|HINPh |[H |OEt
CH,C1 Me H|H|o0o|Et|H|[NPL |H |OMe
CH,C1 Me H|H|o0 |Pi| HN-Ph |H |[OEt
CH,C1 Me H|H| 0 |Me|Me|NPh [H [OMe
CH,C1 Et H|H|jo|H|HI|NPh |[H |OEt
CH,CI CHpr |H|H|o!|H|H|NPh |[H |OMe
CH,CI Pr-i H|H|o0o|H|H|NPh [H |OEt
CH,CI Pr H|H|o|H|H|[NP [H [OMe
CH,CI Pr-c H|{H|o|H|HINPh [H |OEt
CH,4Cl CHPrc|H |H| 0 |H|H|[NPh |[H |OMe
CH,Br Me H|H|o|H|H|[NP:w [H |[OEt
CH,F Me H|(H|o0|H|H|[NPh [H [OMe
CH,I Me E|{H!o|H|H[NPN |H |OEt
CF, Me H|H|o{H|H|NPh |[H |OMe
CH,Cl CHp)y |H|o|H|H|NPL {H |OEt
CH,Cl CH)y- |H| o0 |H|H[NPh |H |OMe
CH,C1 (CHgs» |H|o0|H|HI|NPh {H |OMe
CH,C1 (CHpe |H| o0 |H|H|[NPh |[H |OEt
CH,C1 Et H|H|2 |H|HI|S H |H
CH,C1 Et H|H|2 |H|HINH |[H |H
CH,CI Me H|{H;2|H|H|NMe |C1 |CHF,
CH,CI Me H|H|2|H|H|NMe |01 |CF,
CHCl, Me H|H|2|H|H|[NMe |Cl |CF
CHF, Me H|H|2|H|HI[NMe |1 [CF
CHCIF Me H|lH|2 |H|H[NM {c1 [cF
CHFMe Me H|H|2|H|H|NMe [C1 [CF,
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zE R20 R21

A
=
B
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%

R! r?

CHCIMe Me
CF;Me Me
CH,CH,F Me
CH,CHF, Me
CH,CH,C1 |Me
CH,CHCl; |Me
CH,CCIF, Me
CH,CF, Me
CF,CF, Me
CH,CH,CF; |Me
CH,CH,CHF; (Me
CF,CF,CF; [Me
CH,CF;Me [Me
CH,CHFMe |Me

N-Me |Cl [CF,
N-Me |[CI |CF;
N-Me |C1 |CF,
N-Me iC1 |CF;
N-Me |C1 |[CF,
N-Me |C1 |CF, 10
N-Me |C1 |CF,
N-Me |Cl |[CF,
N-Me |C1 [CF,
N-Me |C1 |CF;
N-Me [Cl |CF,
N-Me |C1 [CF,
N-Me [CI |CF,
N-Me |C1 |CF,

CF, CF, N-Me |C1 |CF, 20
CHFPr-n Me N-Me [C1 |CF;

CF;Pr-n Me N-Me (C1 |CF;

CH,C1 Me N-Me |[C1 |CHF,

CH;Cl Me N-Me [Cl |CF,

CHC], Me N-Me |Cl |CF;

CHF, Me N-Me {Cl1 |CFy

CHCIF Me N-Me |Cl |CF;

CHFMe Me N-Me |C1 |CFy

CHCIMe Me N-Me [CI |CF,

CFyMe Me N-Me |1 |CF, 30

CH,CH,F  |Me
CH,CHF, |Me
CH,CH,Cl |Me
CH,CHCl, |Me
CH,CCIF,  [Me
CH,CF, Me
CF,CF, Me
CH,CH,CF, |Me

N-Me [Cl |CF,
N-Me [Cl |CF,
N-Me |Cl |CF;
N-Me [C1 [CF,
N-Me [Cl1 |CF,
N-Me |[Cl |CF,
N-Me |Cl1 |[CFy
N-Me [C1 |CF,

=B R B N - T~ - - < R o - e o = - - - < = -~ = < B = S < - ==« == [ = = =~ i == = - Y« <[ o g = i = ) &
= R R - < B« o - - B B« <« == =~ Y =« « B o = - - < - B = = < = < == = == == [ == T =~ =~ = == B - Qi < &
c Cc Cc O 0 0 0 @ 00 O o O O NN MNNNNNNRNNNNN NN
=B B R - B T - - e c [ e v O« - B« <= B« < = - - = = - O ¢« =« R =~ = - = == = - =~ =~ B = < ¥
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CH,CH,CHF;|Me H| H| 0| H|H|N-Me |Cl |CF,
CF,CF,CFy |Me H|H| 0| H| H|N-Me |Cl |CF;
CH,CF;Me |Me H|H! 0| H| H|N-Me {Cl |CF;
CH,CHFMe |Me H{ H|O0|H|H|N-Me |Cl] [CF,4
CFy CF, Hi{H|O0|H|HINMe |CI |CF
CHFPr-n Me H|H| 0| H| H|N-Me |CI |[CF,
CF;Pr-n Me H|(H|O0|H|H|N-Me |C1 |CF;
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R R |R*|R*| n |R°|R® Y
CH,Cl Me H|H| 2| HjH |1,24-Oxadiazol-3-yl
CH,C1 Me H|H | 2| H | H |3-Phenyl-1,2,4-0xadiazel-5-yl
CH,Cl1 Me H|H| 2| H|H {3-Benzyl-1,2,4-0xadiazol-5-yl
CH,C1 Me H | H | 2 {Prif H |4-Trifluoromethylpyrimidin-5-y1
CH,Cl1 Me H|H| 2 | H | H {4,6-Dimetoxypyrimidin-2-yl
CH,Cl Me H|H| 2 | H| H |4,6-Dichloropyrimidin-5-y!
CH,CI Me H|H!| 2| H|H [1,4Dimethylimidazol-5-yl
CH,C Me H|H| 2| H|H |i-Phenyl-4-methoxycarbonyl-1,2,3-triazol-5-y}
CH,C1 Me H|H| 2| H|H |4-Methyl-6-trifluoromethylpyrimidin-5-yl
CH,Cl Me H|H| 2| H | H |4-Chloro-6-trifluoromethylpyrimidin-5-yl
CH,CI Me H|H| 2| H| H [4-Methoxy-6-trifluoromethylpyrimidin-5-yl
CH,C1 Me H|(H| 2 {H | H |4-Ethoxy-6-trifluoromethylpyrimidin-5-yl
CH,Cl Me H|H | 2| H| H {4-Phenoxy-6-triflucromethylpyrimidin-5-yl
CH,Cl1 Me H|H | 2 | H| H |4-Phenyl-6-trifluoromethylpyrimidin-5-yl
CH,Cl Me H|H} 2| H | H |4-Chloro-6-methylpyrimidin-5-yl
CH,;Cl Me H|H| 2| H | H |4-Chloro-6-methoxypyrimidin-5-yl
CH,CI Me H|H| 2 | H| H (4,6-Dimethoxypyrimidin-5-yl
CH,Cl Me H|H| 2| H| H {4,6-Diethoxypyrimidin-5-yl
CH,Cl Me H|H | 2| H|H [4,6-Dimethoxypyrimidin-2-yl
CH,C1 Me H|H| 2| H| H {4,6-Diethoxypyrimidin-2-yl
CH,C1 H H|(H| 2iH|H |4Methoxy-6-trifluoromethylpyrimidin-5-yl
CH,Cl H H|H| 2 | H| H |4-Ethoxy-6-trifluoromethylpyrimidin-5-yl
CH,Cl H Me|H | 2 | H | H |4-Methoxy-6-triflucromethylpyrimidin-5-yl
CH,Cl Me Hi{H| 2 |Me| H | 4Ethoxy-6-trifluoromethylpyrimidin-5-yl
CH,C1 Me H|(H! 2 |Et|H |4Methoxy-6-trifincromethylpyrimidin-5-yl
CH,Cl Me H| H| 2 |Pr-i| H |4-Ethoxy-8-trifluoromethylpyrimidin-5-yl
CH,Cl Me H | H | 2 |[Me|Me|4-Methoxy-6-trifluoromethylpyrimidin-5-yl
CH,C1 Et H|H| 2| H| H |4-Ethoxy-6-triflucromethylpyrimidin-5-y1
CH,C1 Et H|H| 2 H;H |4-Methoxy-6-trifluoromethylpyrimidin-5-yl
CH,C1 Pr-i H| H | 2 | H| H |4-Ethoxy-6-trifluoromethylpyrimidin-5-yl
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R! R? [R*|R*| n [R*|R® Y!
CH,C1 Pr H{H| 2 | H| H |[4-Methoxy-6-triflucromethylpyrimidin-5-yl
CH,CI Prc H|H| 2 |H | H {4-Ethoxy-6-triflucromethylpyrimidin-5-yl
CH,C1 CHyPrc(|H | H| 2 | H | H |4-Methoxy-6-trifluoromethylpyrimidin-5-yl
CH,Br Me H|{H| 2| H| H |4-Ethoxy-6-triflucromethylpyrimidin-5-yl
CH,F Me H|H| 2| H| H |4Methoxy-6-trifluoromethylpyrimidin-5-yl
CH,I Me H|H | 2 | H|H [4-Ethoxy-6-trifluoromethylpyrimidin-5-yl
CF, Me H|H| 2 | H| H |4-Methoxy-6-trifluoromethyl pyrimidin-5-yl
CH,Cl {CHy);- |H | 2 | H| H [4-Eihoxy-6-trifluoromethylpyrimidin-5-yl
CH,CI (CH,)y- |H| 2 | H | H |4-Methoxy-6-trifluoromethylpyrimidin-5-yl
CH,C1 (CH3)y- |H | 2 | H | H |4-Ethoxy-6-trifluoromethylpyrimidin-5-yl
CH,Cl1 -(CHs)e | H | 2 | H | H |4-Methoxy-6-trifluoromethylpyrimidin-5-yl
CH,Cl Me H| H| 2| H|H (4,6-Bis(difluoromethoxy)pyrimidin-5-yl
CH,Cl Me H H|1|H}H |1,24-Oxadiazol-3-yl
CH,Cl Me H|H | 1| H| H |3-Phenyl-1,2,4-0xadiazol-5-y]
CH,Cl Me H|{Hi 1| H|H |3-Benzyl-1,2,4-0xadiazol-5-yl
CH,Cl1 Me H|H| 1 |Pri| H {4-Triflucromethylpyrimidin-5-yl
CH,Cl Me H|H| 1| H | H [4,6-Dichloropyrimidin-5-yl
CH,Cl1 Me H|H| 1| H| H |1,4-Dimethylimidazol-5-yl
CH,C1 Me H|H | 1| H| H {1-Phenyl-4-methoxycarbonyl-1,2,3-triazol-5-yl
CH,C1 Me H|H| 1| H | H |[4-Methyl-6-triflucromethylpyrimidin-5-yl
CH,Cl Me H|H | 1| H/| H [4-Chloro-6-trifluoromethylpyrimidin-5-yl
CH,C1 Me H|H| 1| H | H |4Methoxy-6-trifluoromethylpyrimidin-5-yl
CH,C1 Me H[{H| 1| H|H |4Ethoxy-6-trifluoromethylpyrimidin-5-yl
CH,C1 Me H|H | 1] H | H |[4-Phenoxy-6-trifluoromethylpyrimidin-5-yl
CH,Cl Me HiH| 1| H| H {4-Phenyl-6-triflucromethylpyrimidin-5-yl
CH,Cl Me H | H| 1| H|H [4-Chloro-6-methylpyrimidin-5-yl
CH,C1 Me H|H | 1| H|H [4-Chloro-6-methoxypyrimidin-5-yl
CH,CI Me H|H| 1| H|H |4,6-Dimethoxypyrimidin-5-yl
CH,C1 Me H|H| 1| H | H |4,6-Diethoxypyrimidin-5-yl
CH,C1 Me H{H| 1| H|H {4,6-Dimethoxypyrimidin-2-yl
CH,Cl Me H|(H| 1| H| H |4,6-Diethoxypyrimidin-2-yl
CH,Cl H H{H!| 1| H| H |[4-Methoxy-6-trifluoromethylpyrimidin-5-yl
CH,C1 H H|H| 1| H | H |4-Ethoxy-6-trifluoromethylpyrimidin-5-yl
CH,C1 H Me|H | 1] B | H [4-Methoxy-6-trifluoromethylpyrimidin-5-y1
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R! R® |R}|R*'|n |R*|Rf Y!
CH,Ct Me H | H | 1 |Me| H |4Ethoxy-6-triflucromethylpyrimidin-5-yl
CH,Cl1 Me H|H| 1|Et|H |[4-Methoxy-6-triflucromethylpyrimidin-5-yl
CH,C1 Me H|H| 1 {Pri| H |4-Ethoxy-6-trifluoromethylpyrimidin-5-y1
CH,C1 Me H | Hi 1 |Me|Me|4-Methoxy-6-trifluoromethylpyrimidin-5-yl
CH,Cl Et H|H| 1| H| H {4Ethexy-6-triflucromethylpyrimidin-5-yl
CH,C! Et H|(H| 1} H|H |[4-Methoxy-6-trifluoromethylpyrimidin-5-y!
CH,Cl Pr-i H|H|1]|H]|H |4-Ethoxy-6-trifluoromethylpyrimidin-5-yl
CH,(Cl1 Pr H|H | 1| H| H |4-Methoxy-6-trifluoromethylpyrimidin-5-yl
CH,Cl Pr-c H|H | 1 | H | H |4Ethoxy-6-trifluoromethylpyrimidin-5-yl
CH,Cl CHPr-c| H | H| 1 | H| H [4-Methoxy-6-triflueromethylpyrimidin-5-yl
CH,Br Me H(H| 1| H|H |[4Ethoxy-6-triflucromethylpyrimidin-5-yl
CH,F Me H{H} 1| H| H |4-Methoxy-6-triflucromethylpyrimidin-5-yl
CH,l Me H|H| 1| H| H |[4-Ethoxy-6-trifluoromethylpyrimidin-5-yl
CFy Me H|H| 1 |H| H |4-Methoxy-6-triflucromethylpyrimidin-5-yl
CH,Cl1 {(CHy);- |H | 1 | H| H [¢-Ethoxy-6-triflucromethylpyrimidin-5-yl
CH.Cl «CHy);- |H | 1| H | H |[4-Methoxy-6-trifluoromethylpyrimidin-5-y}
CH,Cl «CH,);- | H| 1 | H | H |4-Ethoxy-6-trifluoromethylpyrimidin-5-y]
CH,CI (CHpe- | H| 1| H | H |4-Methoxy-6-trifluoromethylpyrimidin-5-yl
CH,Cl Me H|H| 0| H|H |124-Oxadiazol-3-yl
CH,Cl Me H|H| ¢ | H| H |3-Phenyl-1,2,4-oxadiazol-5-yl
CH,C1 Me H|H| (¢ | H| H |3-Benzyl-1,2 4-oxadiazol-5-yl
CH,Cl Me H | H | 0 |Prif H |4-Triflucromethylpyrimidin-5-yl
CH,CI Me H|(H| 0| H| H |4,6-Dichloropyrimidin-5-yl
CH,Cl] Me H|H| 0| H{ H {4,6-Bis(diflucromethoxy)pyrimidin-5-yl
CH,C1 Me H|H| 0] H| H |1,4-Dimethylimidazol-5-yl
CH,C1 Me H|{H 0| H| H |1-Phenyl-4-methoxycarbonyl-1,2,3-triazol-5-yl
CH,Cl Me H|H | 0| H| H |4-Methyl-6-trifluoromethylpyrimidin-5-yl
CH,Cl Me H|H| 0| H| H |4-Chloro-6-trifluoromethylpyrimidin-5-yl
CH,C1 Me HiH| 0| H] H |4-Methoxy-6-trifluoromethylpyrimidin-5-yl
CH,Cl Me H|H| 0] H|H |4-Ethoxy-6-trifluoromethylpyrimidin-5-y1
CH,CI Me H|H | 0 | H| H |4-Phenoxy-6-trifluoromethylpyrimidin-5-yl
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CH,Cl Me H|H| 0| H| H |4-Phenyl-6-triflucromethylpyrimidin-5-yl
CH,C1 Me H|H| 0| H | H [4-Chloro-6-methylpyrimidin-5-yl

CH,Cl Me H|H/!| 0 | H| H |[4-Chloro-6-methoxypyrimidin-5-yl

CH,CI Me H|H | 0| H| H i4,6-Dimethoxypyrimidin-5-yl

CH,ClI Me H|H| 0| H| H |46-Diethoxypyrimidin-5-yl

CH,CI Me H|H| 0| H|H |[46-Dimethoxypyrimidin-2-yl

CH,C1 Me HiH| 0| H! H 4,6-Diethoxypyrimidin-2-yl

CH,C1 H H|H] 0| H|H |[4-Methoxy-6-trifluocromethylpyrimidin-5-yl
CH,Cl H H|H | 0 | H| H |4-Ethoxy-6-trifluoromethylpyrimidin-5-yl
CH,Cl1 H Me| H| 0 | H| H [4-Methoxy-6-trifluoromethylpyrimidin-5-yl
CH,Cl Me H|H| 0 [Me| H |4-Ethoxy-6-triflucromethylpyrimidin-5-yl
CH,C1 Me H|H| 0 |Et| H |4-Methoxy-6-trifluoromethyipyrimidin-5-yl
|CH,0L Me H|H | 0 |Pr-i H |4-Ethoxy-6-triflucromethy!pyrimidin-5-yl
CH,Cl Me H | H| 0 | Me|Me|4-Methoxy-6-triflucromethylpyrimidin-5-yl
CH,Cl Et H|H | 0| H| H [4-Ethoxy-6-trifluoromethylpyrimidin-5-yl
CH,C1 Et H|H)] 0| H| H |4-Methoxy-6-triflucromethylpyrimidin-5-yl
CH,Cl Pr-i H{H | 0 | H| H |4-Ethoxy-6-trifluoromethylpyrimidin-5-yl
CH,Cl Pr H | H | 0| H|H |4-Methoxy-6-triflucromethylpyrimidin-5-yl
CH,Cl Pr-c H|H| 0| H| H [4-Ethoxy-6-trifluoromethylpyrimidin-5-yl
CH,CI CH,Pr-c| H| H| 0 | H | H |4-Methoxy-6-trifluoromethylpyrimidin-5-yl
CH_.Br Me H|H | 0| H| H {4-Ethoxy-6-trifluoromethylpyrimidin-5-yl
CH,F Me H|H | 0| H| H |4-Methoxy-6-triflucromethylpyrimidin-5-yl
CH,I Me H|{H| 0| H| H |4-Ethoxy-6-trifluoromethylpyrimidin-5-yl
CF, Me H|H| 0| H| H |4Methoxy-6-trifilucromethyipyrimidin-5-yl
CH,CI1 (CHg)yy | H | 0 | H | H |4-Ethoxy-6-triflueromethylpyrimidin-5-yl
CH,C! CHypy- |H | 0 | H| H [4-Methoxy-6-trifluoromethylpyrimidin-5-yl
CH,Cl (CHys- |H | 0| H| H [4-Ethoxy-6-trifluoromethylpyrimidin-5-yl
CH,CI CHpe- | H| 0 | H | H [4-Methoxy-8-trifluoromethylpyrimidin-5-yl
CH,CI CH,Cl |H|H| 2 | H| H |Pyrrol-1-yl

CH,C1 CH,Cl1 ([H|  H| 2| H| H |[Oxazol-2-yl

CH,C1 CHBr HjH| 2 | H | H {1H-Imidazol-2-yl

CH,C1 CF, H|H) 2] H|H |1lH-Imidazol-4-yl

CH,C1 CHyC1 |H|H| 2| H|H [1H-Imidazol-5-yl

CH,Cl CH,C1 H|H| 2 |H|H |1H-1,3,4-Triazel-2-yl
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R! R? |R*|R R | R® Y'

CH,CI CH,C1 1H-1,3,4-Triazol-5-yl
CH,C! Me H |4-igo-Propoxy-6-triflucromethylpyrimidin-5-y1
CH,CI Me HH g :iDiﬂuommethoxy-6-triﬂuoromethylpyrimidin—ﬁ-
CH,CI Me | glu g:;\:ethoxyd—methyl-ﬁ-triﬂuoromethylpyrimidin-
CH,CI Me gl H gl ;iEthoxy—Z—methyl-b‘-triﬂuoromethy]pyrimidin-ﬁ-
CH,C1 Me H|H H | H |2,4-Dimethoxy-6-trifluoromethylpyrimidin-5-yl
CH,C1 Me H H H | H |2,4-Ethoxy-6-trifluoromethylpyrimidin-5-yl
CH,CI Me g u qlH i:?lmino-4—methoxy-6-triﬂuoromethylpyrimidin-
CH,CI Me H|H |l u iiAmino—4—ethoxy-6-triﬂuommethylpyrimidin—S-
CHOL e HI B2 e
CROL e HIE| 2R it
CHCl Mo IHE |2 | idin ]
S e P B e
el we ;w3 || fpDmon Caction s
CROL e \H IR |2 E | il
CH,CI Me gl gl B ::(y}}yano-4-methoxy-ﬁ-triﬂuoromethylpyrimidin—
CH,CI Me | u gl u iiCyano-4-ethoxy—ﬁ-triﬂuoromethylpyrimidin—5-
CHOLMe HB |2 R s
CECL e |H|E |2 E | it sy
CHCL e |H | E |2 | eimitin sl
cmO we |E|m|2 | m | vimitin b
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CH,C1 Me H| H H | H [4-Cyano6-triflacromethylpyrimidin-5-yl
CH,C1 Me H|H H | H |4-iso-Propoxy-6-trifluoromethylpyrimidin-5-yl
CH,CI Me il Hlu :iDiﬂuoromethoxy-ﬁ-triﬂuoromethylpyrimidin-5-
CH,0l Me gl u gl u ::i\:ethoxy—2—methyl—B—triﬂuoromethylpyrimidin-
CH,CI Me gl HlH ;Ethoxy—2—methy1-6—triﬂuoromethylpyrimidin-E—
CH,Cl1 Me H|H H | H (2,4-Dimethoxy-6-trifluoromethylpyrimidin-5-yl
CH,CI Me H|H H j H |2,4-Ethoxy-6-trifiucromethylpyrimidin-5-yl
CH,C Me H|H gl g:;mino-4-meth0xy-6-triﬂuommethylpyrimidin—
CH,Cl Me glu gl H iiAmino-4—ethoxy—6—triﬂuoromethyIpyrimidin-S—
CHROL Mo | HIH| 0K \E | i1
A P T e
O B P A e e i
cno ue|n|n|o|n| 5 s
ot ae ||| 0| 1| Dieromiee dmethory
I T P P Y P P e i
CH,CI Me glu Hlu g:}(,llyano-4-methoxy-ﬁ-triﬂuoromethylpyrimidim
CH,CI Me H|u il u iiCyan0-4-ethoxy-ﬁ-triﬂuoromethylpyrimidin-5-
onet e |u|u|o| || smaimas,
o e [n|n| o | |u|Bo tottamsos
onor ue ||| 0| | [ Dimeiiemive meiory s
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R! R?
CH,(C1 Me
CH,CI Me
CHCl, Me
CHF, Me
CHCIF Me
CHFMe Me
CHClMe Me
CF;Me Me
CH,CH,F |Me
CH,CHF; |Me
CH,CH,Cl |Me
CH,CHCl, |Me
CH,CCIF, (Me
CH,CF, Me
CF,CF, Me
CH,CH,CF; |Me
CH,CH,CHF|Me
CF,CF,CF; [Me
CH,CF;Me |Me
CH,CHFMe |Me
CF; CF;
CHFPr-n Me
CF,Pr-n Me
CHCl, Me
CHF, Me
CHCIF Me
CHFMe Me
CHCIMe Me
CF;Me Me
CH,CH;F |Me
CH,CHF,; |Me
CH,CH,Cl [Me
CH,CHCIi;, |Me
CH,CCIF, |[Me
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2-Dimethylaminoe-4-ethoxy-6-
triflueremethylpyrimidin-5-yl

4-CyanoB-triflucromethylpyrimidin-5-yl

4-Ethoxy-6-trifluoromethylpyrimidin-5-yl
4-Ethoxy-6-triflucromethylpyrimidin-5-yl
4-Ethoxy-6-trifluoromethylpyrimidin-5-yl
4-Ethoxy-6-trifluoromethylpyrimidin-5-yl
4-Ethoxy-6-trifluoromethylpyrimidin-5-y1
4-Ethoxy-8-trifluoromethylpyrimidin-5-yl
4-Ethoxy-6-trifluoromethylpyrimidin-5-yl
4-Ethoxy-6-triflucromethylpyrimidin-5-yl
4-Ethoxy-6-triflucromethylpyrimidin-5-yl
4-Ethoxy-6-trifluoromethylpyrimidin-5-yl
4-Ethoxy-6-trifluoromethylpyrimidin-5-yl
4-Ethoxy-6-triflucromethylpyrimidin-5-yl
4-Ethoxy-6-triflucromethylpyrimidin-5-yl
4-Ethoxy-6-trifluoromethylpyrimidin-5-yl
4-Ethoxy-8-trifluoromethylpyrimidin-5-yl
4-Ethoxy-6-trifluoromethylpyrimidin-5-yl
4-Ethoxy-6-triflucromethylpyrimidin-5-y}
4-Ethexy-6-trifluoromethylpyrimidin-5-yl
4-Ethoxy-6-trifluoromethylpyrimidin-5-yl
4-Ethoxy-6-trifluoromethylpyrimidin-5-yl
4-Ethoxy-6-triflucromethylpyrimidin-5-yl
4-Ethoxy-6-trifluoromethylpyrimidin-5-yl
4-Ethoxy-6-trifluoromethylpyrimidin-5-yl
4-Ethoxy-6-trifluoromethylpyrimidin-5-yl
4-Ethoxy-8-trifluoromethylpyrimidin-5-yl
4-Ethoxy-6-trifluoromethylpyrimidin-5-yl
4-Ethoxy-6-triflucromethylpyrimidin-5-yl
4-Ethoxy-6-trifluoromethylpyrimidin-5-yl
4-Ethoxy-6-trifluoromethylpyrimidin-5-yl
4-Ethoxy-6-triflucremethylpyrimidin-5-yl
4-Ethoxy-6-triflucromethylpyrimidin-5-yl
4-Ethoxy-6-trifluoremethylpyrimidin-5-yl
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CH,CF, Me H|H| 0| H| H |4-Ethoxy-6-trifluoromethylpyrimidin-5-yl
CF,CF, Me H|H| 0| H]| H j4-Ethoxy-6-triflucromethylpyrimidin-5-yl
CH,CH,CF; |Me H|H| 0 | H| H |4-Ethoxy-6-trifluoromethylpyrimidin-5-yl
CH,CH,CHF|Me H|H | 0| H | H |4-Ethoxy-6-triflucromethylpyrimidin-5-yl
CF,CF,CF; |Me H|H | 0 | H| H |4-Ethoxy-6-trifluoromethylpyrimidin-5-yl
CH,CF;Me [Me H|H| 0 | H| H |4Ethoxy-6-triflucromethylpyrimidin-5-yl
CH,CHFMe |Me H|H | ¢ | H| H |[4-Ethoxy-6-triflucromethylpyrimidin-5-yl
CF, CFy H|H| 0jH| H |[4Ethoxy-6-triflucromethylpyrimidin-5-yl
CHFPr-n Me H|H| 0| H| H |4Ethoxy-6-triflucromethylpyrimidin-5-y1
CFyPr-n Me HiH| 0{H | H |4-Ethoxy-6-trifluoromethylpyrimidin-5-yl
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CH,Cl |(Me H H | 2 | H | H |Benzimidazol-2-yl
CH,Cl|(Me H H | 2 | H | H |Benzothiophen-2-yl
CH,Cl|Me H H | 2 | H | H |3-Chlorobenzothiophen-2-yl
CH.Cl|Me H H | 2 | H | H |Benzotriazol-1-yl
CH,Cl|Me H H | 2| H | H |1-Methylindazol-4-yl
CH,Cl |Me H H | 2 | H | H |Benzoxazol-2-yl
CH,Cl|Me H H | 2 | H | H |3-Methylbenzothiophen-2-yl
CH,Cl{Me H H | 2} H | H |3-Bromobenzothiocphen-2-yl
CH,Cl |Me H H | 2| H | H |Benzothiophen-7-y1
CF; |Me H H | 2 H | H |Benzothisphen-7-yl
CH,F (Me H H | 2 | H | H |Benzothiophen-7-yl
CH,Cl (Me H H | 2| H | H |1-Methylindazol-7-yl
CH,CliMe H H | 2| H | H |3-Chloro-1-methylindol-2-yl
CH,Cl|Me H H | I | H | H |Benzimidazol-2-yl
CH,Cl|Me H H 1 | H | H |Benzothiophen-2-yl
CH,Cl{Me H H 1 H | B |3-Chlorobenzothiophen-2-yl
CH,Cl |Me H H | 1| H | H Benzotriazol-1-y}
CH,CI [Me H H 1| H | H [1-Methylindazol-4-yl
CH,Cl | Me H H 1 | H { H |Benzothiophen-3-yl
CH,Cl|Me H H 1 | H | H |5-Chlorobenzothiophen-3-yl
CH;Cl|Me H H 1 | H | H |Benzoxazol-2-yl
CH,Cl Me H H | 1] H | H |3-Methylbenzothiophen-2-yl
CH,Cl|Me H H 1 | H | H |3-Bromobenzothiophen-2-yl
CH,Br(Me H H | 1| H | H |Benzothiophen-7-yl
CF; Me H H | 1| H | H |Benzothiophen-7-yl
CH,F |Me H H 1| H | H |Benzothiophen-7-yl
CH,Cl|Me H H | 1| H | H |Benzothiophen-7-yl
CH,Cl |Me H|H} 1| H | H |l1-Methylindazol-7-yl
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CH,Cl
CH,C]
CH,C1
CH,C1
CH,C1
CH,C1
CH,C1
CH,Cl1
CH,Cl1
CH,Cl
CH,Cl
CH,Br
CF,
CH,F
CH,Cl
CH,Cl
CH,C1
CH,C1
CH,C1
CH,Cl1
CH,Cl
CH,Cl1
CH,Cl
CH,C]
CH,C1
CH,Cl
CH,Cl
CH,Cl
CH,Cl
CH,C1
CH,C1
CH,C1
CH,Cl

Me
Me
Me
Me
Me
Me
Me
Me
Me
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Me
Me
Me
Pr-c
Me
Me
Me
Me
Me
Me
Me
Me
CH,Prc
Me
Me
Me
Me
Me
Me
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3-Chloro-1-methylindol-2-yl
Benzimidazol-2-yl
Benzothiaphen-2-yl
3-Chlorobenzothicphen-2-yl
Benzotriazol-1-y1
1-Methylindazol-4-yl
Benzothiophen-3-yl
5-Chlerobenzothiophen-3-yl
Benzoxazol-2-yl
3-Methylbenzothiophen-2-yl
3-Bromobenzothiophen-2-yl
Benzothiophen-7-yl
Benzothiophen-7-yl
Benzothiophen-7-yl
Benzothiophen-7-yl
1-Methylindazel-7-yl
3-Chloro-1-methylindol-2-yl
Benzoxazol-2-yl
4-Chlorebenzoxazol-2-yl
5-Chlerobenzoxazol-2-yl
6-Chlorobenzoxazol-2-yl
7-Chlorobenzoxazol-2-yl
4-Fluorobenzoxazol-2-yl
§-Fluorobenzoxazol-2-yl
6-Fluorobenzoxazol-2-yl
7-Fluorcbenzoxazol-2-yl
4-Methylbenzoxazol-2-yl
5-Methyibenzoxazol-2-yl
6-Methylbenzoxazol-2-yl
7-Methylbenzoxazel-2-yl
4-Methoxybenzoxazol-2-yl
5-Methoxybenzozazol-2-yl
6-Methoxybenzoxazol-2-yl
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CH,Cl | Me H H | 2 | H | H |Quinolin-2-y1
CH,C1|CH,C1 H H | 2| H | H |Quinolin-8-yl
CH,Cl [Me H H | 2| H | H |Quinoxalin-2-yl
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0 TH-NMR(CDCI5/TMS,5 (ppm)): 4.24(2H,s), 3.55(2H,q), 3.02(2H,ABq, J=16.7,A v =11
0.5Hz), 1.71(9H,s), 1.57(3H,s)
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0 TH-NMR(CDCIL/TMS,5 (ppm)): 4.26(2H,s), 3.56(2H,q), 3.03(2H,ABq, J=16.7,A v =11
1.8Hz), 1.56(3H,s)
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O *H-NMR(CDCI3/TMS,5 (ppm)): 4.64(2H,s), 4.29(2H,q) , 3.62(2H,q), 3-30(2H,ABq, J
=17.8,A v =125.6Hz), 1.550 1.50(6H,m)
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0 *H-NMR(CDCI5/TMS,3 (ppm)): 8.78(1H,s), 4.57(2H,q), 4.45(2H,s), 3.57(2H, q), 3.

03(2H,ABq, J=16.8,A v =114_3Hz), 1.58(3H,s), 1.45(3H,t)
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lH—NMR(CDCI3/TMS,6 (ppm)): 8.87(1H,s), 5.03(2H,s), 4.59(2H,q), 3.64(2H, q), 3.
33(2H,Abq,J=17.7,A v =125.9Hz), 1.64(3H,s), 1.46(3H,t)
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0 *H-NMR(CDCl5/TMS,3 (ppm)): 4.150 4.08(4H,m), 3.54(2H,q), 3.01(2H, ABq, J=16.7,
A v =110.8Hz), 1.55(3H,s), 1.47(3H,t)
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0 *H-NMR(CDCI5/TMS,3 (ppm)): 4.56(2H,s), 4.17(2H,q), 3.61(2H,q), 3.31(2H, ABq, J

I
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.8,A v =123.6Hz), 1.58(3H,s), 1.50(3H,t)
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0 TH-NMR(CDCIL/TMS,5 (ppm)): 4.26(2H,s), 4.06(5H,m), 3.55(2H, q), 3.02(2H, ABqg,
J=16.9,A v =110.5Hz), 1.56(3H,s), 1.41(3H,t)
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4/TNS,5 (ppm)): 4.58(2H,s), 4.32(2H,q), 4.09(2H,q) , 3.61(2H,q), 3.

=17.8,A v =121.7Hz), 1.62(3H,s), 1.480 1.43(6H,m)
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0 TH-NMR(CDCl5/TMS,3 (ppm)): 4.26(2H,s), 4.06(3H,s), 3.72(3H,s), 3.55(2H,q), 3.0
2(2H, ABq, J=16.7,A v =111.0Hz), 1.56(3H,s)
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H-NMR(CDCl5/TMS,5 (ppm)): 4.01(2H,s), 3.69(3H,s), 3.55(2H,q), 3.09(2H,
.0,A v =114.4Hz), 1.56(3H,s)
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0 TH-NMR(CDCl5/TMS,3 (ppm)): 4.64(1H,m), 4.51(2H,s), 3.76(3H,s) , 3.61(2H,q), 3.
24(2H, ABq, J=17.8,A v =116.9Hz), 1.61(3H,s), 1.40(6H,d)
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oooooOoooooboooooooboooooao

gboooooobobobooobobobao
ubouoouoboboboboouobuoboba

Oooo0ogoood

Ooooooogg

Oooooooogdg

JP 4317445 B2 2009.8.19

Oooooooodg

Oooooogg

Oooooooogdg

OooooooQgodg

Oooo0ogoood

Ooooooogg

OooooooQgdg

Oooooooodg

Ooooooogg

Oooooooogdg

OooooooOgodg

10

20

30

40

50



ey e Y Iy

Ooooooo0ooooooooooogoQgdg
OO0 O0Dooo0o40dooooooUogoooogoogdg
Ooooooo0ooooooooooggg
Ooooooo0oooooooooogogQgdg

OoOoo0oooogoogoao

Oooooooo0ooooooooooogQgog
OO0 o0Dooo4doooooogogoooogdg
Ooooooo0oooooooooogg
Ooooooo0ooooooooooQgdg

0

O

O

O OooOooo
O Ooooo
O 0Ooo0ooo
OO oO0ooo
O Ooooo
O Ooooo
O 0Oo0ooOoo
O OooOooo
O Ooooo
O 0Ooo0ooo
O OoOooo
O Ooooo
O Ooooo

OoOoo0ooodgadg
O

O
O
O
OJ
O
O

OoOoo0oooogd
Oooooogod
OooOoo0ooooOod
OOoo0oooogd
OoOooooogd
Ooo0oood
OooOoo0ooood
OoOoo0oooogd
Oooooogod
OooOoo0ooood
OoOoo0oooogd
OoOoo0oooogd
OooOoo0oood

O O
O
O
(]
O
O

O O0Oo0oooloo
O 0Ooo0oooioo
O 0Oo0oo0ooioo
O 0Oo0Oooooog
O Ooo0ooooaog
O Ooo0ooooao
O Ooo0ooooao
O Ooooooaog
O Oooooooo
O Ooo0ooooao
O Oo0ooooog
O Ooooooaog
O Ooo0ooooo
O Ooo0ooooao

O
oooo0on0
ooooono
oooooo
(00O000)0
ooooono
Doooon

Ooooocooooooao

gooobooao

O 0Oo0ooOooao
O OooOgooo
O 0Ooo0oooo
O 0Oo0oooao

O 0OoOooo

O

:Doooooooo)o
gbobooboobooaoad

O
O
ooooood
O
O
O

ooooood

O

OooooogogQg
Ooo0ooogoQgoQg
I [y |
OOoo0oooogd
OOoo0ooood
OoOoo0ooood

(98)

O 0Oooo
O Oooo
O Oooo
O 0Oooo

O 0Oo0oo0ooao

O Oooooao

OOoo0oooaog
OOoo0oooago
O0Ooo0Oo0ooao

OOoo0oooao

O 0Ooo0oo0ooao

JP 4317445 B2 2009.8.19

00000O00O0o0oO0
00O00o0O0o0O0o0oodg
000000000000
0O00o0o00o0O0o0oOn
00O0o0o0O0DoOoo0oon
0Ooo0o0o00ooooO0
00000O00O0o0oO0
00o0o00O0ooo0ood0
000000000000
00o00o0O0o0oO0ooOon
00o0o0O0oOooooq0
00O0o00O0o0Oooood0
0o0(@OoOO0O0O0)dooO
00O00O0(@OO000)d
00o0o00O0o0Oooood
00o00o0O0o0oO0ooOon
00O0o0o0O0DoOoo0oon
00o0o0o0O0ooOoo0ood0

00000O000O000O0000

(000O00)DOooooooo
00o0o00O0o0Oooood
0o(@OoOOO0O0)IoOoO
00O0o0o0O0DoOoo0oon
00O0o00O0o0Oooood0
0Ooo0o0o00ooooO0
00000O00O0o0oO0
00o0o00O0ooo0ood0

TH-NMRO (CDCl5/TMS,3 (ppm)): 9.97(1H,d), 1.76(9H,s)
0Do0ooao

Dooooo
(0000000000000 00000000000000000000O0ooon
0O)Doooooooao
00000000000000000000000000000000000000
00000000000(@OO0O0O0O000O0)000000000000000
00000000000000000(@OO000O000O0)00000000on
000000000000 0000000000000000000000000
00000000000000000000000000000000000000

O o0Ooo0oo0oonoan.
OoOooo0ogao

OOoo0oooao O Oooo

OOoo0oooao

OooooogooQgQg

0000
0000
0000
afslalls
0000
afislalls
0000
0000
0000
afislalls
0000
aliulialln
0000
0000
0000
afislalls
0000
0000
0000
0000
0000
afislalls
0000
aliulialln
(@omo

0000
0000

10

20

30

40



O

s e e [ [y

(99) JP 4317445 B2 2009.8.19

000000000000 000000000000000000000000000
000000000000 00000000000000000

IH-NMR(CDCI5/TMS,5 (ppm)): 4.60(2H,d), 1.72(9H,s), 1.58(1H,t)

ooooo

afsfalslalls

000000000000 000000000000000000000000000
ooooooooon

(0000000000000 0000000000O00O00O0OONOONOONoOn

coo)>oooooooooo(@oooboooo)oooooooDbobooooooo
ooooooOooooboooooboogoo(@ooooooo)oooboooobooboo
gboooooobooboboooooboobobobooobooooboobooboboobooao
ubooouobouobobooboooobooboboboobooobouoboboboobooo
oooooooooboooobooooobooOooooobObooobobooOoobooo
gboooobobobobobooooobobobao

ugboooad

ooooon

(coooooooooboOoooboOoOooboo0ooobooboDbOUoooDbDbooOoooDoon

000)D0O0O0DO0O0DO0OO0O0OO

000000000000 0000@O0000000000O00O0)IO0oonoan
000000000000 000000000000000000000000000
000000000000 000000000000@O00000000)IOonoan
000000000000 000000000000000000000000000
000000000000 000000000000000000000000000
0000000000000 00000000000000000N0NOo0Noooooan
0000000000000000000000000000000000000
IH-NMR(CDCI5/TMS,5 (ppm)): 3.65(2H,d), 1.90(1H,t), 1.70(9H,s)

ooooo

Ooooooo
0000000000000000000000000000000000
00000000000000000000000000000(@O00000000)
000000000000 0000000000000000@O0000O0ono)o
000000000000 00000000000(@O0O0000)00000000
000000000000 000000000000000000000000000
0000000000000 000000000000D00DO00NDOo0NDOo0Noooonoan
000000000000 000000000000000000000000000
000000000000000000000000000000000000
0oooo

Ooooooo

0000000000 000000000000000000000
000000000000 00000000000000000000000(@O0
000O00)0000000000O0O0@OO00O00ONoOD)I0ONOONOONoOoo
000000000000 000000000000000000000000000
000000000000 000000000000000000000000000
000000000000 0000000000000D00D00D0o0NOo0Noooooan
000000000000 000000000000000000000000000
00000

0oooooo

000000000 00000000000000000000000
00000000000 0000000000000000000000(@O000
000)00000000000000O000000O00O00ON0O00O0oon(@Oan

10

20

30

40



OOoooooo0ooooooo0Dooooooo0ooDoDoooooooaog

48(3H, 1)

Oooooo4o0ooooo4oooooogoQgog

OoooOoooooooooobooooOod
O oo oooDooooooogoodg

[

OoooooooQgoogoao
OO0 oooogogogao

0

Oooooo4oooooogogooao
Ooooooo0oooooQgooao
Oo0ooooooooooogooao

Oooooodgogoao

O

O

O Oo0oooogd
O Ooo0ooooo
O 0Ooo0oo0oooao
O Ooo0ooooaog
O Ooo0ooooog
O Ooo0ooooao
O O0Oo0ooooaog
O Ooooooaog
O Ooo0ooooao
O Ooo0ooooao
O Ooooooaog
O Oooooooo
O Ooo0ooooao
O Oo0ooooog
O Ooooooaog
O Ooo0ooooo
O Ooo0ooooao
O Ooo0ooooaog
O Ooo0ooooo
O Ooo0ooooao
O O0Oo0ooooaog
O Ooooooaog
O Ooo0ooooao
O O0Oo0ooooog
O Ooo0ooooaog
O Ooo0ooooo
O 0Ooo0oo0oooao
O Ooo0ooooaog
O Ooo0ooooao
O Ooo0ooooao
O O0Oooooog
O Ooo0ooooog
O Ooo0ooooao

O

O

O
O

O

O

O

)
O
O
O
O

O

(100)

JP 4317445 B2 2009.8.19

gbooooboobobobooooobooboboboooobooboobonb

ooao

O
O

O

Oooooogogooao
Ooooooogooao
Oo0Dooo-gogoao
Oooooogogooao
Ooooooogoooo

O

100

O
t
u

O

O
0
4

ooobOooooooocoobooboooooboooooobooooao

O
0
U

O
O
U

ooooboooooooooooboooooao
gbooooobooboboobooooooboonbd
0

OOoo0ooood
O Ooo0ooood
OOooooodg
OOoo0ooood
O 0O0ooood
OOoooood
OOoooood
OO0Ooo0ooood
OOoo0ooood
O Ooooood
OOooOooood
O O0Oo0ooood
OOoooood
OoOoooood
O 0O0o0oooodg
OOoooood
OOo0ooood
OOoo0ooood
O O0Ooooood
OOoooood
Oo0Ooo0oood
OO0Ooo0ooodg
OoOoooodg

O
(@ooooooooooobooooooo)g
oooobOoooooooooooooooao

H-NMR(CDCI3/TMS,5 (ppm)): 10.41(1H,s), 8.95(1H,s), 4.63(2H.q),

ooooao
OooooC

uod
oo
oo
oono
uod
oo
gbooon
gobooon
ooooao

1.48(3H,t)

go
uo
OO
oo
ao
OO
oo

O
O

OooooQgogao

O Oooooooo
O Ooo0ooooao

1H-NMR(CDCI5/TMS,3 (ppm)): 8.80(1H,s), 4.81(2H,s), 4.59(2H,q), 2.28(1H,bR),

oooon
gooogoad
oooobOooooooOooooboooooooboOboooooboooOooooao
gboooogooboboboobooooboboboboboooooboboboboooo
(A
ooooOOo) ooooooooobooooooooooooDbDDbOoOoOooooo

gbooogoobobobooooobobobobobooooboboboboon

Ooo0ooogoQgQg

[

OooooooQgooao
OO0 o0ooogog-gogoao
Ooooogoogogooao
Ooooooogoooao
Ooo0ooooOooOooao
Ooooogogogoao
OooooQgooao
OoooooOoogoao
OOo0ooogo-gogao
Ooooogogao
OoooooQgogoao
OooOoo0oooOoogoao
Oo0ooogogogao
Ooo0oooQgogao
Oooo0ooQgogao
OOo0ooogo-gogao
Oooooogogoao

gbooooboobooboboooboooooboboboboonn

ubooboobobobobooobooboboboboobooobonn

O

O

O

O

H-NMR(CDCl/TMS,5 (ppm)): 8.79(1H,s), 4.61(2H,q), 4.55(2H, s),

OoOoooood
Oo0Ooo0Ooood
OOoo0oooogod
OOoooood
OoOoo0ooood
O0Oooooogd
OOoo0ooood
OoOoo0oood
O0O0oo0oooogod
OOoo0oooogod
OOoo0oood
O0Ooo0oood
OOooooogod
OOoooood
OoOoo0ooood
OO0Ooo0oooogod
OOoo0oooogod
OOoo0ooood

O
1.49(3H,t)

oo
go
OO
o0
go
uo

gboooooao

OOoo0oooao
O0Ooo0oo0ooao

O
O

OoooooOooOgoao

O
O

10

20

30

40

50



ey e Y Iy

Ooo0oooooo0 oo ooo o0 oo oooooooo

[

Ooooooo0oooooo0ooDooooooooodg
OOo0o0ooo40odU0oooDoDooggUoooDoDooUogoooogdg

OO0 O0Doo40o0U0ooDoDooUgUooDoDoo4gooooaog
Ooooooo0ooooooooDooogooooaog
OoooooooooooooDoDooogogooooaog
Ooooooooooooooooooooooao

OO0 ooooogogogoao

O

0

O

O

Oo0ooooooooooo0oooDooo4ogoooogg

O

O

OoooooooooooooDooooooooogdg

O

H-NMR (CDC

O

Ooooooooooooooooooooooogodg

Oo0ooooogogooao

OoooogQgoQg
OooooogoQgaQd
OOoooogogdg
OoooogoQgoQg
OooooogQgaoQg
I [y |
Oooooggdg
OooooogQgQg
OoOoo0oooogoQdgaoQg
OOoo0oooggdg
OoooogoQgQg
OooooogQgoQg
I [y |
OoOooooggoQg
OooooogQgodg
I B [y [y |
OOooooggdg
OooooogoQgoQg
Oooo0ooogoQgaQg

OOo0oooogogoao —

O
O

O
O

OoOoo0oooogdg
OoOoo0ooooQgdg
OooOoo0ooOod
Oo0oo0oooogdg
OoOoo0oooogdg
Ooo0Oo0oooodg
OooOoo0ooood

O
O

O

OoooooQgooao

OooOoo0oooOod

OOo0o0oooogdg
Oooooogdg

O

OooooogoQgoao
Ooooooogoogooao
Ooooogogoao
OoOoo0oooogod
OoOoo0ooogod
I B [
OO0Oo0oooogod
OOoo0oooogod
I B
OOoo0oooogd
OoOoo0oooogod
OoOoo0oood
Oo0Ooo0Ooood
OOoo0oooogd
OoOoo0oooogod
OoOoo0ooood
OO0Oo0oooogd
OoOoo0oooogd
OooOoo0oood

O

0

Oo0oo0oooQod
OooOoo0ooood
O oOooooogdg
Oooooooogdg

O

O

3/TMS, 8 (ppm)):

O 0Oooooao
O0Ooo0oooao
O0Ooo0oo0ooao
O0Oo0oooao
OOoo0oooao
O0Ooo0oooaoo
O0Oo0Oo0ooao
OOoo0oooao
O0Ooo0oooaoo
O0Ooo0oo0ooao
O0Ooo0oooaog
O0Ooo0oooaoo
O0Ooo0oooaoo
O0Oo0Oo0ooo
OOoo0oooao
O0Ooo0oooao
O0Oo0oo0ooao
O0Ooo0oooao
O0Ooo0oooaoo
O0Ooo0oo0ooao
O0Oo0Oooo
O0Ooo0oooao
O0Ooo0oooaoo
O0Oo0Oo0ooao
O0Oooooao
O0Ooo0oooao
O0Ooo0oo0ooao

9.86(1H,d),

OooOoo0ooood
OOo0o0oooogd
OooOoo0oooogdg
OooOoo0oooOod
Ooooooood
Oooooogdg
Oooooooogdg

O

O

O

O

(101)

4.19(2H,q),

OooOoo0ooood
OoOoo0ooogd
Ooo0ooooogdg
OooOoo0oooOod
OOo0oooogd
OoOoo0oooogdg
OooOoo0ooooQod
OooOoo0ooood
OoOoo0oooogd
Ooo0ooooQgd
OooOoo0oooOod
OOo0o0oooogd
OoOoo0oooogdg
Oo0oo0oooQod
OooOoo0ooood
OoOoo0oooogd
OoooooQgod
OooOoo0oooOod

ao

JP

O 0O0oO0ooood
OOoo0ooood
OoOoo0ooood
OOoo0oo0oood
O Oo0ooood
OOoo0ooood
OoOoo0ooood
O 0O0oO0Ooood
OOoo0ooood
OOoo0ooood
OoOoo0oo0oood
OOoo0ooood
OOoo0ooood
OoOoo0ooood

1.52(3H,t)

O O0Oo0Oooao
O Ooo0oooao
O Ooo0oooao
O 0Ooo0oo0oo0oao
O Ooo0oooao
O Ooo0oooao
O 0Ooo0oo0ooao
O Oo0ooogoao
O Ooo0oooao
O 0Ooo0oooao
O 0Oo0oo0oo0oao
O Ooo0oooao
O Ooo0oooao
O 0Ooo0oo0ooao

4317445 B2 2009.8.19

10

20

30

40

50



ey e Y Iy

Oooooooo0ooooo0o oo oo ooo0o oD oD oooooooDooooooDoooQgoao
s s e e e e e A e [ [ o
OoOOoooooUooooooo U oDoDooUo0DUoDoDooooDoooDooDoogooDoooggoao
Oooooooo0ooooo0o o0 oDoDooo0D oo oooo0 oo oooo0oooDooogogQgoao
Oooooooo0ooooo oo oo ooo0o oo oooo0oooDooooooooooQgoao

OOoo0ooog
OoOoo0ooog
O0Ooo0oooao
O0Oo0ooog
OoOoo0ooog
I B
I B
OoOoo0ooog
OoOoo0ooogdg
I B
O0Ooo0ooodg
OoOoo0ooog
I B
O0Oo0Oo0ooao.o
OoOoo0ooog
OoOoo0oooog
O0Ooo0oo0ooao
OOoo0ooog
OoOoo0oooog
I B
O0Oo0ooodg
OoOoo0ooog
OoOoo0oooo
I B
OOoo0ooog
OoOoo0oooog
O0Ooo0oooao
OO0oOo0ooog
OoOoo0oooog
I B
O0Ooo0oo0ooao
OOoo0ooog
OoOoo0ooogdg
O0Ooo0oooagd

OooooooooQgooao
OO0 ooooggogoao
Oo0ooooogogogogooao
OooooooooQgooao
Ooooooooogooao

O
O

(coobooOoOoOoOoOooOoooobobObObODOoO0oOoDOoOoooooboboDoDoooooOog)

Ooooogogoao
Oooooogogogoao
Ooooooogogao

OoOo0ooogQgogao
Oo0oooQgogoao
Ooo0oooOoogoo

O
O

O
O

O Oo0ooood
OOo0o0oooodg

O

O
O

O
O

O 0Oooo
O Oooo
O 0Oooo
O 0Ooog
O oOooo
O 0Oooo
O 0Ooo
O Oooog
O Oooo
O 0Oooo
O 0Ooo
O 0Oooo
O 0Oooo

U
U
0
U
u
0

g
U
0
U
g
0
0

Oo0Ooo0oood

u
0
U
g
U
0

(102)

JP 4317445 B2 2009.8.19

goooOoooooooooooboooobooooboboobooo
(bcoOoOoOoOoOoOoOo)oooooOoDbDbOOOODODOoOOooOOODOD

o(@ooooooOoo)oooooooooooooOogod
ugboboooooouoboboboobooooboboaoboon
gooboooooooOocooboooooooobooooooboon
ooooooo@oooooobooooooooooDo)o
gbobooooooobooboboobooooboobobaoaon

oooooao

OoOoo0ooood
OoOoo0ooood

gboboooooobooboboobooboooooboboboobooo
gboobooooobooboobobooooooobooboboooao
ooobOooooobooocooooboooooboooooobooooao
gbobooooooobobobooboooooboboboboog
gbobooooobooboobobooooooobooboboobooao

o(@ooooooooooooooobobboboooooooooo

) ooooooooooooooODbOOO0O0ooooooao

ooobOooooboooooooobooo

ugboboooooooboboobannb
(@oDooooooo)oooopooao
ooooDoo@oooooooo)o
gboooooag
uono

gboooooan
ugboogodaoad
gooooogaod

(0O00D0000)0

00

O O
O d

OO0O0[0]00

O O
[ |
0O O
O d
O O
[ |
O d

O Oooo

O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O

O
O

O Oooo

O
O

O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O

O

O

uono

O

O

O

O
O

O
O

]

OoOoo0ooodg
OoOoo0ooodg
O0Ooo0oood
OO0Oo0ooodg
I B
Oo0Ooo0oood
OO0Oo0ooodg
OoOoo0ooodg
Oo0Ooo0oood
O0Oo0oood
OO0Oo0ooogodg
OoOoo0ooodg
I B B

ooo

10

20

30

40

50



ey e Y Iy
e e ey ) [y Ry
e s e e A e s e s e Y Y

e s e e e e ) e [ e [ Y Iy
e [ [ [ Iy
Oooooooo0o0oOooo0o o0 oo ooo0 oo oo o0 oo oo oo o0 oD o oo o0oonDoDooo0oooDoooogooao

O Ooo0oooao
O Ooo0oooao
O 0Ooo0oo0ooao
O Oo0oooaog
O Ooo0oooao
O 0Ooo0oooao
O 0Oo0oo0oo0oao
O Ooo0oooao
O Ooo0oooao
O 0Ooo0oo0oo0oao
O Oo0oooao
O Ooo0oooao
O 0Ooo0oooao
O 0Oo0oo0oo0oao
O Ooo0oooao
O Ooo0oooao
O 0Ooo0oo0ooao
O Oo0oooao
O Ooo0oooo

O Oooooo

O
O
O
O
O

O
O
O
O
O
O
O
O
O

O
O
O
OJ

O O ogo

O 0Ooooo
O 0Ooooo
O 0Ooo0ooao
O 0OoOooog
O Ooooo
O 0Ooooao
O 0Oo0oo0oao
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O oOooo
O 0Oooo
O 0Ooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Ooo
O Oooo
O 0Oooo
O 0Oooo
O 0Oooo

O OooOooo
O Ooooo
O 0Ooo0ooo
O 0Ooo
O Oooo
O 0Oooo
O 0ooo

O0Ooo0oooao
O0Ooo0oooao
O0Ooo0oo0ooao
OO oOooog
O Ooooo
O Ooooo
O 0Oo0ooOoo
O Ooooo
O Ooooo
O 0Ooo0ooao
O OoOooo
O Ooooo
O 0Ooooao
O 0Oo0ooOoo
O Ooooo
O Ooooo
O 0Ooo0ooOoao
O OooOooo
O Ooooo
O 0Ooo0ooao
O 0OoOooog
O Ooooo
O Ooooo
O 0Oo0ooOoao
O OooOooo
O OooOooo
O 0Ooo0ooao
OO oOooog
O Ooooo
O Ooooo
O 0Oo0ooo
O Ooooo

OOoo0oooao

O Oooo

O0Ooo0oo0ooao

O 0o oo

O Oo0oooo

I Y o [
O

O
O

O Ooo0oooao

O
O
O
O
O
]
O
O
O

OOoo0oooao

O 0Ooo0ooo

O Ooogoo

O
O
O
O
O
O

O 0Ooooo

O 0Ooo0ooo

O O0Oogoaog

O Ooogooo

O 0Ooooo

(103) Jp

O 0Ooo0ooo
O O oOgogo
O Ooogooo
O 0Ooooo
O 0Oo0ooo
O Ooogoo
O 0Ooooo
O 0Ooo0ooo
OO oOgogo
O 0Ooogooo
O 0Ooooo
O 0Ooo0ooo
O Ooogoo
O 0Ooooo
O 0Ooo0ooo

O 0Ooo0ooo
O Ooogooo
O 0Ooooo
O 0Ooo0ooo
O O0Oogoo
O Ooooo
O 0Ooo0ooo
O O0Oogoo
O Ooogooo
O 0Ooooo
O 0Ooo0ooo

O
O
O
O
O
O
O
O
O
O
O

O
O
O
O
O
O
O
O
O
O
O

4317445 B2 2009.8.19

O Ooogoo

O
O
O
O
O
O
O
O
O
O

O Ooooo

O
O
O
O
O
O
O
O
O

O 0Ooo0ooo

O O0Oogoao

O Ooooo

O 0Ooooo

O 0Ooo0ooo

O Ooogoo

O 0Ooooo

O Oooo
O 0Oooo

O Ooo0ooo

10

20

30

40

50



oo oOooooog

Oooooooodg
Ooooooood

Oooooooogdg

oo Oooooo

OooooooQgodg

(104) JP 4317445 B2 2009.8.19

0000200000000 0000000000000000000000O00A0
000000000000 Do o oo oOooOoOoo
o000 o0o0oo0oo0ooooouoooooooooooooooo oo oo oo oo oo o oooooOooOoao
g0yt by o oo ooy ogooao
googdoo
OoQo0Qoao
Oo0oo
B BRESERE(EBMHRE RUEE
“ 10
5 Q0% L LM OBRER R, 2E
4 70%LL E90% AR OMREZLR, HE
3 50%LA E70%RMOIRESR, FF
2 30% LA EB50%AT DB ELRh R, HKE
1 10%LL E30%RIFEDERELIR, HH
0 0%LL E10% R DOBRER R, i
20
OoQ0Qoo
Oo0no
{bE¥E S & (g ai. /ha) FAFE'T | at¥
2 1000 5 5
ggoodg
OO0O0O0Q0Q0Oo0O0oOo0ouooououUoouougoo
000200000000 0000000000000000000O0O000O00O0 30
g0 oot oo oo oot oo oo poboDouooooao
gO0O0O0O0O0O0O0O0U0o0oUoUo0oooooUooDoU Do o oo oOooOoo
g0 oo b oo oo ogogooao
gdooooooocooogoodo
ggoodg
O0o0o
{bEES 3B (gai /ha) |3’z | x/japs'y
2 1000 5 5 40
ggoodg
gogooooopboooououoouopooonoo
0002000000000 000000000000000000D0O0O0DOO0OO0Qd
g0y pbyUoyg o ooy ooy ogogoao
ggfdoooogoouogoouofooyoo oo oo oot oo oo poDouooo oo
gO0O0O0O0O0O0O0O0U0o0oUoUo0oooooUooDoU Do o oo oOooOoo
Oo00O0O0O0o0oO0oo0ooouooUouooogoooooooooo
ggoodg



Oo0ooooooooooogogdg

OO0 ooooooooooQgg
OO0 oDoDoDoogog4gogoooogg
OO0 ooooogoooooogg

oo oooooogogoo
Ooooooooogoogoo

(105)

JP 4317445 B2 2009.8.19

$ & (g a.i. /ha)

AL’z

Tjaa)’

1000

O ooooogogo
oo oooogogoo
OooooooQgogoo
O oD oooogogog

O
O
O
(]

|

Oooooogogao
OoooooQgogoao
OooOoo0oooOoogao
OoOoooogogogao
Oo0oooQgogoao
OoooooOoogoao
OOo0ooogo-gogao
Oooooogogao
Oooo0ooQgogoao
OO0 ooogo-gogaog
OoOoooogogogao
Ooo0oooQgogao
OooOoo0ooOoogao
OOo0o0ooogogogao
OoooooQgogao
OoooooQoogoao
OOo0ooogo-gogaog
Ooooogogao
Ooo0oooQgogoao
OoooooOoogao
Ooo0ooogogogao
OoooooQgogao
OoooooOoogao
OOo0o0ooogo-gogao
Oooooogogao
OoooooQgogoao
OooOoo0oooOoogao
OoOoooogogogao
Oo0oooQgogoao
OoooooOoogoao

|

O

O

10

20



(106) JP 4317445 B2 2009.8.19

gbooooogooan

(7000 00000
0000000000000000
(72000 00000
000000000000000000000000000000000
(72000 0000
00000000000000000
(7000 00000
00000000000000000
(72000 0000
000000000000000

gog gogo

(56)0000 DOOOOOOoOooooDooOOobboOogo
gbobooobooboobooooooo
gboboobooboooobooooao
ooooooboooooooooobog
oooooobooboooooooboooo
gbobobobooboboboboboo
gboboboboboobobobobaoa

Goooooadant.Cl.OOOO)
C07D 401/00-421/14
AOIN 1/00-65/02
AO1P 1/00-23/00
REGISTRY (STN)
CAplus  (STN)
MARPAT  (STN)



	biblio-graphic-data
	claims
	description
	overflow

