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oooao

R, [R, [Ry R, Re X Y
I-1 H H pheny | 4-chloropheny | 1H-1, 2, 4-triazol-1-yl| BHEgs 0
1-2 H H 2-chlorophenyl 4-chloropheny | 1H-1, 2, 4-triazol-1-yl BHggs 0
-3 H H 3-chloropheny| 4-chloropheny| 1H-1, 2, 4-triazol-1-yl BHiEs 0
-4 H |H 4-chlorophenyl| 4-chloropheny| 1H-1, 2, 4-triazol-1-yl BHEs 0
[-5 H H 2, 3=dichloropheny| 4-chloropheny| 1H-1, 2, 4-triazol-1-yl BHgEs 0
[-6 H H 2, 4-dichloropheny| 4-chloropheny| 1H-1, 2, 4-triazol-1-yl BHgs 0
I-7 H H 2, 5-dichloropheny| 4-chloropheny | 1H-1, 2, 4-triazol-1-yl Higs 0
[-8 H H 2, 6—dichloropheny| 4-chloropheny| 1H-1, 2, 4-triazol-1-yl BEs 0
-9 H H 3, 4-dichloropheny| 4-chloropheny | 1H-1, 2, 4-triazol-1-yl Higs 0
[-10 H H 3, 5-dichloropheny| 4-chloropheny| 1H-1, 2, 4-triazol-1-yl HEEs 0
I-11 H |H 2-fluoropheny| 4-chloropheny| 1H-1,2, 4-triazol-1-y| BHigs 0
[-12 H H 2-tr if luoromethoxypheny | 4-chloropheny| 1H-1,2, 4-triazol-1-yl BES 0
[-13 H H 2-ethoxypheny| 4-chloropheny | 1H-1, 2, 4-triazol-1-yl| BHigs 0
[-14 H H 2-methoxypheny | 4-chloropheny| 1H-1, 2, 4-triazol-1-yl BEiEE 0
[-15 H H 2-methy I pheny | 4-chloropheny | 1H-1, 2, 4-triazol-1-yl| BHEgs 0
[-16 H H pheny| pheny| 1H-1, 2, 4-triazol-1-y| BHigs 0
[-17 H H 2-chloropheny| pheny| 1H-1, 2, 4-triazol-1-y| Higs 0
[-18 H H 3-chloropheny| pheny| 1H-1, 2, 4-triazol-1-yl s 0
[-19 H H 4-chloropheny | pheny | 1H-1, 2, 4-triazol-1-yl Hggs 0
[-20 H H 2, 3-dichloropheny| pheny| 1H-1,2, 4-triazol-1-yl Higs 0
[-21 H H 2, 4-dichloropheny| pheny | 1H-1, 2, 4-triazol-1-yl HEgs 0
[-22 H H 2, 5-dichloropheny | pheny| 1H-1,2, 4-triazol-1-yl BHEs 0
[-23 H H 2, 6-dichloropheny| pheny | 1H-1, 2, 4-triazol-1-yl BHigs 0
[-24 H H 3, 4-dichloropheny| pheny| 1H-1, 2, 4-triazol-1-yl BHiEs 0
[-25 H H 3, 5-dichloropheny| pheny| 1H-1, 2, 4-triazol-1-yl BHEs 0
1-26 H H 2-fluoropheny| pheny| 1H-1, 2, 4-triazol-1-y| BEES 0
[-27 H H 2-tr if luoromethoxypheny | pheny| 1H-1, 2, 4-triazol-1-yl BHEgs 0
[-28 H H 2-ethoxypheny| pheny| 1H-1, 2, 4-triazol-1-yl BHiEs 0
[-29 H H 2-methoxypheny | pheny| 1H-1, 2, 4-triazol-1-yl| BEEs 0
[-30 H H 2-methy|phenyl pheny| 1H-1, 2, 4-triazol-1-yl BHggs 0
[-31 H H pheny | 4-methy | pheny | 1H-1, 2, 4-triazol-1-yl| BEgs 0
[-32 H H 2-chloropheny| 4-methy|pheny| 1H-1, 2, 4-triazol-1-yl BEgs 0
[-33 H H 3-chloropheny| 4-methy | pheny| 1H-1, 2, 4-triazol-1-yl| Higse 0
[-34 H |H 4-chlorophenyl| 4-methy|pheny| 1H-1,2, 4-triazol-1-yl BHiEe 0
[-35 H H 2, 3=dichloropheny| 4-methy|pheny| 1H-1, 2, 4-triazol-1-y| BHigs 0
[-36 H H 2, 4-dichloropheny| 4-methy|pheny| 1H-1, 2, 4-triazol-1-yl| BHEgs 0
1-37 H H 2, 5-dichloropheny| 4-methy|pheny| 1H-1, 2, 4-triazol-1-y| Higs 0
[-38 H H 2, 6-dichloropheny| 4-methy|pheny| 1H-1, 2, 4-triazol-1-yl BHigs 0
[-39 H H 3, 4-dichloropheny| 4-methy | pheny | 1H-1, 2, 4-triazol-1-yl BHggs 0
[-40 H H 3, 5-dichloropheny| 4-methy | pheny| 1H-1, 2, 4-triazol-1-yl BEEs 0
I-41 H H 2-fluoropheny| 4-methy|pheny| 1H-1, 2, 4-triazol-1-yl BHigs 0
[-42 H H 2-trifluoromethoxypheny | 4-methy |pheny | 1H-1, 2, 4-triazol-1-yl BES 0
[-43 H H 2-ethoxypheny| 4-methy|pheny| 1H-1, 2, 4-triazol-1-yl| Higs 0
[-44 H H 2-methoxypheny | 4-methy|pheny| 1H-1, 2, 4-triazol-1-yl s 0
[-45 H |H 2-methy | pheny| 4-methy | pheny | 1H-1, 2, 4-triazol-1-yl BHES 0
[-46 H H phenyl bipheny| 1H-1, 2, 4-triazol-1-yl BEs 0
1-47 H H 2-chloropheny| bipheny| 1H-1, 2, 4-triazol-1-y| Higs 0
[-48 H H 3-chloropheny| biphenyl 1H-1, 2, 4-triazol-1-yl BEgs 0
[-49 H H 4-chloropheny| bipheny| 1H-1, 2, 4-triazol-1-yl BHEs 0
[-50 H H 2, 3-dichloropheny| bipheny| 1H-1, 2, 4-triazol-1-yl HEgs 0
[-51 H H 2, 4-dichloropheny| bipheny| 1H-1, 2, 4-triazol-1-yl BHEgs 0
[-52 H H 2, 5-dichloropheny | biphenyl 1H-1,2, 4-triazol-1-yl BEe 0
[-63 H H 2, 6-dichloropheny| bipheny| 1H-1, 2, 4-triazol-1-yl Hggs 0
[-54 H H 3, 4-dichloropheny| bipheny| 1H-1, 2, 4-triazol-1-yl BHiEgs 0
1-55 H H 3, 5-dichloropheny| bipheny| 1H-1, 2, 4-triazol-1-yl BHEgs 0
[-56 H H 2-fluoropheny| bipheny| 1H-1, 2, 4-triazol-1-yl BEs 0
1-57 H H 2-trif luoromethoxypheny | biphenyl 1H-1, 2, 4-triazol-1-yl HEgs 0
[-58 H H 2-ethoxypheny | bipheny| 1H-1, 2, 4-triazol-1-yl BHiEe 0
[-59 H H 2-methoxypheny | bipheny| 1H-1,2, 4-triazol-1-yl BHEs 0
[-60 H H 2-methy Ipheny| bipheny| 1H-1, 2, 4-triazol-1-yl BHegs 0
[-61 H H pheny | 4-trifluoromethylpheny! | 1H-1,2, 4-triazol-1-yl BHiEs 0
[-62 H H 2-chloropheny| 4-tr ifluoromethylphenyl | 1H-1,2, 4-triazol-1-yl BEgs 0
[-63 H H 3-chloropheny| 4-trifluoromethylphenyl | 1H-1,2, 4-triazol-1-yl BHEgs 0
[-64 H H 4-chloropheny| 4-trifluoromethylphenyl | 1H-1,2, 4-triazol-1-yl s 0
[-65 H H 2, 3-dichloropheny| 4-trifluoromethylpheny|l | 1H-1,2,4-triazol-1-yl BEEs 0

gbooooao

10

20

30



€))

JP 5958905 B2 2016.8.2

oooao

Ri [ R, |Ry R, Rs X Y
1-66 H H 2, 4-dichloropheny| 4-trifluoromethylphenyl | 1H-1,2, 4-triazol-1-yl X 0
1-67 H |H 2, 5-dichloropheny| 4-trifluoromethylphenyl | 1H-1,2, 4-triazol-1-yl HiEs 0
1-68 H H 2, 6-dichloropheny| 4-trifluoromethylphenyl | 1H-1,2, 4-triazol-1-yl BHiEs 0
1-69 H H 3, 4-dichlorophenyl 4—trifluoromethylphenyl | 1H-1,2, 4-triazol-1-yl HiEs 0
1-70 H H 3, 5-dichloropheny| 4-trifluoromethylphenyl | 1H-1,2, 4-triazol-1-yl BHiEs 0
-1 H H 2-fluorophenyl 4-tr ifluoromethylphenyl | 1H-1,2 4-triazol-1-yl BEgs 0
1-712 H H 2-trifluoromethoxypheny| 4-trifluoromethylphenyl | 1H-1,2, 4-triazol-1-yl BHEgs 0
1-73 H H 2-ethoxypheny| 4-trifluoromethylphenyl | 1H-1,2, 4-triazol-1-yl HEs 0
1-74 H H 2-methoxypheny | 4-trifluoromethylphenyl | 1H-1,2, 4-triazol-1-yl HiEEs 0
I-=7% H H 2-methy|phenyl 4-trifluoromethylphenyl | 1H-1,2, 4-triazol-1-yl BHiEs 0
1-76 H H pheny | 2, 4-dichloropheny 1H-1,2, 4-triazol-1-yl BHiEs 0
I H H 2-chlorophenyl 2, 4-dichloropheny 1H-1,2, 4-triazol-1-yl BEgEs 0
1-78 H |H 3-chlorophenyl 2, 4-dichloropheny 1H-1, 2, 4-triazol-1-yl HiEs 0
1-79 H H 4-chlorophenyl 2, 4-dichloropheny 1H-1,2, 4-triazol-1-yl BHiEs 0
1-80 H H 2, 3-dichloropheny| 2, 4~dichloropheny 1H-1,2, 4-triazol-1-yl HigEs 0
1-81 H H 2, 4-dichloropheny| 2, 4-dichloropheny 1H-1, 2, 4-triazol-1-yl BHEs 0
1-82 H H 2,5-dichlorophenyl 2,4-dichloropheny 1H-1,2, 4-triazol-1-yl BHiEs 0
1-83 H H 2, 6-dichloropheny| 2, 4-dichloropheny 1H-1,2, 4-triazol-1-yl BHiEs 0
1-84 H H 3, 4-dichloropheny! 2, 4-dichloropheny 1H-1, 2, 4-triazol-1-yl BiEs 0
1-85 H H 3, 5-dichlorophenyl 2, 4-dichloropheny 1H-1, 2, 4-triazol-1-yl s 0
1-86 H H 2-fluorophenyl 2,4-dichloropheny 1H-1,2, 4-triazol-1-yl BHiEs 0
1-87 H H 2-trifluoromethoxypheny| 2, 4-dichloropheny 1H-1,2, 4-triazol-1-yl BHiEs 0
1-88 H H 2-ethoxypheny| 2, 4-dichloropheny 1H-1,2, 4-triazol-1-yl HiEs 0
1-89 H H 2-methoxypheny | 2, 4-dichloropheny 1H-1,2, 4-triazol-1-yl BEs 0
1-90 H H 2-methy|phenyl 2,4-dichloropheny 1H-1,2, 4-triazol-1-yl HigEs 0
1-91 H H pheny | 3,4-dichlorophenyl 1H-1,2, 4-triazol-1-yl BHEs 0
1-92 H H 2-chlorophenyl 3, 4-dichlorophenyl 1H-1,2, 4-triazol-1-yl Higs 0
1-93 H H 3-chlorophenyl 3,4-dichloropheny! 1H-1,2, 4-triazol-1-yl BHiEs 0
1-94 H H 4-chlorophenyl 3,4-dichloropheny! 1H-1,2, 4-triazol-1-yl BHiEs 0
1-95 H H 2, 3-dichloropheny! 3, 4-dichlorophenyl 1H-1, 2, 4-triazol-1-yl BEs 0
1-96 H H 2,4-dichlorophenyl 3, 4-dichloropheny| 1H-1,2, 4-triazol-1-yl BiEs 0
1-97 H H 2, 5-dichloropheny| 3,4-dichloropheny| 1H-1,2, 4-triazol-1-yl Bgs 0
1-98 H H 2, 6-dichloropheny| 3,4-dichloropheny! 1H-1,2, 4-triazol-1-yl BHiEs 0
1-99 H H 3, 4-dichlorophenyl 3,4-dichlorophenyl 1H-1, 2, 4-triazol-1-yl BHiEs 0
1-100 H H 3, 5—dichloropheny| 3, 4-dichloropheny| 1H-1,2, 4-triazol-1-yl BHEs 0
1-101 H H 2-fluorophenyl 3,4-dichloropheny! 1H-1,2, 4-triazol-1-yl BHiEs 0
1-102 H H 2-trifluoromethoxypheny| 3,4-dichloropheny| 1H-1,2, 4-triazol-1-yl HiEs 0
1-103 H H 2-ethoxypheny| 3, 4-dichloropheny| 1H-1,2, 4-triazol-1-yl BEs 0
1-104 | H H 2-methoxypheny | 3, 4-dichloropheny| 1H-1,2, 4-triazol-1-yl BiEs 0
1-105 H H 2-methy|phenyl 3,4-dichlorophenyl 1H-1,2, 4-triazol-1-yl BEs 0
1-106 H H pheny | naphthalen-2-y| 1H-1,2, 4-triazol-1-yl BHigs 0
1-107 H H 2-chlorophenyl naphthalen-2-y| 1H-1,2, 4-triazol-1-yl BHiEs 0
1-108 H H 3-chlorophenyl naphthalen-2-y| 1H-1,2, 4-triazol-1-yl BESs 0
1-109 H H 4-chlorophenyl naphthalen-2-y| 1H-1,2, 4-triazol-1-yl HiEgs 0
1-110 H H 2, 3-dichloropheny | naphthalen-2-y| 1H-1,2, 4-triazol-1-yl BHEs 0
=T H H 2, 4-dichloropheny| naphthalen-2-y| 1H-1,2, 4-triazol-1-yl BHEgs 0
1-112 H H 2, 5-dichloropheny| naphthalen-2-y| 1H-1,2, 4-triazol-1-yl BHiEs 0
1-113 H H 2, 6-dichloropheny| naphthalen-2-y | 1H-1, 2, 4-triazol-1-yl BHigse 0
1-114 | H H 3, 4-dichloropheny| naphthalen-2-y| 1H-1,2, 4-triazol-1-yl BEs 0
1-115 H H 3, 5-dichloropheny| naphthalen-2-y| 1H-1,2, 4-triazol-1-yl BEgs 0
1-116 H H 2-fluorophenyl naphthalen-2-y| 1H-1,2, 4-triazol-1-yl BHiEs 0
=117 H H 2-trifluoromethoxypheny| naphthalen-2-y| 1H-1,2, 4-triazol-1-yl BHiEs 0
1-118 H H 2-ethoxypheny| naphthalen-2-y| 1H-1,2, 4-triazol-1-yl BiEe 0
1-119 | H H 2-methoxypheny | naphthalen-2-y| 1H-1, 2, 4-triazol-1-yl BHigEs 0
1-120 | H H 2-methy|phenyl naphthalen-2-y| 1H-1,2, 4-triazol-1-yl Bigs 0
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[-121 H H pheny| 4-fluoropheny| 1H-1, 2, 4-triazol-1-yl BHEgs 0
1-122 H H 2—-chlorophenyl 4—f|uoropheny| 1H-1,2, 4-triazol-1-yl Higs 0
[-123 | H H 3-chlorophenyl 4-fluoropheny| 1H-1, 2, 4-triazol-1-y| Higs 0
[-124 H H 4-chlorophenyl 4—fluoropheny| 1H-1,2, 4-triazol-1-yl BHegrs 0
1-125 H H 2, 3-dichloropheny| 4-fluorophenyl 1H-1,2, 4-triazol-1-yl Higs 0
[-126 H H 2,4-dichloropheny| 4—fluorophenyl 1H-1, 2, 4-triazol-1-yl BHEgs 0
1-127 H H 2, 5-dichloropheny| 4~f|uoropheny| 1H-1,2, 4-triazol-1-yl BHiEs 0
[-128 |H |H 2, 6-dichlorophenyl 4—f|uoropheny| 1H-1,2, 4-triazol-1-yl BHigs 0
1-120 H H 3, 4-dichloropheny| 4-fluorophenyl 1H-1, 2, 4-triazol-1-yl BHiEs 0
[-130 H H 3, 5-dichlorophenyl 4—f|uoropheny| 1H-1,2, 4-triazol-1-yl BEEge 0
[-131 | H H 2-fluoropheny! 4—f|uoropheny| 1H-1,2, 4-triazol-1-yl BHEs 0
[-132 H H 2-tr ifluoromethoxypheny | 4—fluorophenyl 1H-1,2, 4-triazol-1-yl BHgs 0
[-133 | H H 2-ethoxyphenyl 4—fluoropheny| 1H-1, 2, 4-triazol-1-y| BiEs 0
[-134 H H 2-methoxypheny | 4—fluorophenyl 1H-1,2, 4-triazol-1-yl BHes 0
[-135 H H 2-methy I phenyl 4~f|uoropheny| 1H-1,2, 4~triazol-1-yl BHiEs 0
1-136 H H 2-propoxypheny | 4—chlorophenyl 1H-1, 2, 4-triazol-1-yl Higs 0
[-137 H H 2-al lyloxypheny | 4-chlorophenyl 1H-1,2, 4-triazol-1-yl BHiEs 0
[-138 H H 2-butoxyphenyl 4—chlorophenyl 1H-1,2, 4-triazol-1-yl HEgs 0
1-139 H H 2- (3-butenyloxy) pheny | 4-chlorophenyl 1H-1, 2, 4-triazol-1-yl BHigs 0
[-140 H H 2-i-butoxypheny | 4—chlorophenyl 1H-1,2, 4-triazol-1-yl HEgs 0
[-141 H H 2-t-butoxypheny | 4-chloropheny| 1H-1,2, 4-triazol-1-yl BiEs 0
[-142 |H |H 2-cyclopenty loxypheny | 4—chloropheny| 1H-1,2, 4-triazol-1-yl BHigs 0
[-143 H H 2- (3-methy [-2-butenyloxy) pheny| 4-chlorophenyl 1H-1,2, 4-triazol-1-yl BiEEs 0
1-144 H H 2- (3-methy Ibutoxy) pheny | 4—chlorophenyl 1H-1, 2, 4-triazol-1-yl Higs 0
[-145 | H H biphenyl-2-yl 4-chloropheny| 1H-1, 2, 4-triazol-1-yl BHEs 0
1-146 H H biphenyl-4-yl 4—chlorophenyl 1H-1,2, 4-triazol-1-yl HEgs 0
1-147 H H 1-naphthy| 4-chlorophenyl 1H-1,2, 4-triazol-1-yl HEgs 0
1-148 | H H 2-naphthy| 4-chlorophenyl| 1H-1, 2, 4-triazol-1-y| BHgs 0
[-149 H H 2-al lylphenyl 4-chlorophenyl 1H-1,2, 4-triazol-1-yl BiEEs 0
[-150 | H H 2-benzy|pheny 4-chloropheny| 1H-1,2, 4-triazol-1-yl BHgEs 0
[-151 H H 2-propoxypheny | phenyl 1H-1,2, 4-triazol-1-yl BHiEs 0
1-152 H H 2-al lyloxypheny| phenyl 1H-1,2, 4-triazol-1-yl Higs 0
[-153 |H |H 2-butoxypheny| pheny | 1H-1,2, 4-triazol-1-yl BHEs 0
[-154 | H H 2- (3-buteny loxy) pheny | phenyl 1H-1, 2, 4-triazol-1-y| HEgs 0
1-155 H H 2-i-butoxypheny | phenyl 1H-1,2, 4-triazol-1-yl Higs 0
[-156 H H 2-t-butoxypheny| phenyl 1H-1,2, 4-triazol-1-yl BHEgs 0
[-157 H H 2-cyclopentyloxypheny | phenyl 1H-1,2, 4~triazol-1-yl BiEs 0
[-158 H H 2- (3—-methy |-2-buteny|oxy) pheny | phenyl 1H-1, 2, 4-triazol-1-yl HiEs 0
[-159 | H H 2- (3-methy [butoxy) pheny | phenyl 1H-1, 2, 4-triazol-1-y| BHiEs 0
[-160 H H biphenyl|-2-y1 phenyl 1H-1,2, 4-triazol-1-yl HEs 0
[-161 | H H biphenyl-4-y| pheny | 1H-1,2, 4-triazol-1-yl B#EE 0
[-162 H H 1-naphthyl phenyl 1H-1,2, 4-triazol-1-yl HiEEs 0
[-163 H H 2-naphthy| phenyl 1H-1,2, 4-triazol-1-yl BHiEEs 0
1-164 | H H 2-al lylphenyl phenyl 1H-1, 2, 4-triazol-1-y| Higs 0
[-165 | H H 2-benzy|pheny phenyl 1H-1, 2, 4-triazol-1-y| BHgts 0
[-166 H H 2-propoxypheny | 4-methy I phenyl 1H-1,2, 4-triazol-1-yl BHgs 0
[-167 H H 2-al lyloxyphenyl 4-methyIphenyl 1H-1,2, 4~triazol-1-yl BHiEs 0
1-168 H H 2-butoxypheny| 4-methy I phenyl 1H-1, 2, 4-triazol-1-yl Higs 0
[-169 H H 2- (3-butenyloxy) pheny | 4-methy I phenyl 1H-1,2, 4-triazol-1-yl HEgs 0
[-170 H H 2-i-butoxypheny | 4-methy Iphenyl 1H-1,2, 4-triazol-1-yl HES 0
I-171 | H H 2-t-butoxypheny| 4-methy | pheny| 1H-1, 2, 4-triazol-1-yl Higs 0
I-172 H H 2-cyclopentyloxypheny | 4-methy Iphenyl 1H-1, 2, &-triazol-1-¥l HiEs 0
[-173 H H 2- (3-methy |-2-buteny | oxy) pheny | 4-methy I phenyl 1H-1,2, 4-triazol-1-yl BHgEs 0
[-174 H H 2- (3-methy Ibutoxy) pheny | 4-methy I phenyl 1H-1,2, 4-triazol-1-yl HiEs 0
[-175 | H H biphenyl-2-yl 4-methy I pheny | 1H-1, 2, 4-triazol-1-yl BHEs 0
[-176 H H biphenyl-4-yl 4-methy Iphenyl 1H-1,2, 4-triazol-1-yl Higs 0
I-177 H H 1-naphthy| 4-methy Iphenyl 1H-1,2, 4-triazol-1-yl HEgs 0
1-178 | H H 2-naphthy| 4-methy | pheny| 1H-1, 2, 4-triazol-1-y| BHegs 0
[-179 | H H 2-al lylphenyl 4-methy | pheny| 1H-1, 2, 4-triazol-1-yl HEgs 0
[-180 | H H 2-benzy|pheny 4-methy | pheny| 1H-1, 2, 4-triazol-1-y| BEEE 0
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I-181 | H H 2-propoxypheny | biphenyl 1H-1, 2, 4-triazol-1-yl BEiES 0
1-182 H H 2-al lyloxypheny| biphenyl 1H-1, 2, 4-triazol-1-yl BHEEE 0
1-183 H H 2-butoxypheny| biphenyl 1H-1, 2, 4-triazol-1-yl BHiEs 0
1-184 |H |H 2- (3-butenyloxy) pheny | biphenyl 1H-1, 2, 4-triazol-1-yl BHEA 0
1-185 H H 2-i-butoxypheny| biphenyl 1H-1, 2, 4-triazol-1-yl BHigs 0
1-186 H H 2-t-butoxypheny| biphenyl 1H-1, 2, 4-triazol-1-yl BHiEs 0
1-187 | H H 2-cyclopentyloxypheny | biphenyl 1H-1,2, 4-triazol-1-yl BiEs 0
1-188 H H 2- (3-methy |-2-buteny | oxy) pheny | biphenyl 1H-1, 2, 4-triazol-1-yl BHgs 0
1-189 H H 2-(3-methy Ibutoxy) pheny | biphenyl 1H-1, 2, 4-triazol-1-yl s 0
I-190 | H H bipheny|-2-yl| biphenyl 1H-1, 2, 4-triazol-1-yl BiEae 0
I-191 H H biphenyl-4-y| biphenyl 1H-1, 2, 4-triazol-1-yl BEEE 0
1-192 | H H 1-naphthy| bipheny| 1H-1, 2, 4-triazol-1-yl BHiEs 0
1-193 | H H 2-naphthyl biphenyl 1H-1,2,4-triazol-1-yl BHiEE 0
I1-194 | H H 2-al lylphenyl biphenyl 1H-1, 2, 4-triazol-1-yl BHiga 0
1-195 H H 2-benzylpheny biphenyl 1H-1, 2, 4-triazol-1-yl BEs 0
I-196 | H H 2-propoxypheny| 4-trifluoromethylphenyl | 1H-1,2, 4-triazol-1-yl BiES 0
1-197 H H 2-al lyloxypheny| 4-trifluoromethylphenyl | 1H-1,2, 4-triazol-1-yl BHiEE 0
1-198 H H 2-butoxyphenyl 4-trifluoromethylphenyl | 1H-1,2, 4-triazol-1-yl BHEse 0
1-199 H H 2-(3-butenyloxy) pheny| 4-trifluoromethylphenyl | 1H-1,2, 4-triazol-1-yl BiEa 0
1-200 | H H 2-i-butoxypheny| 4-trifluoromethylphenyl | 1H-1,2, 4-triazol-1-yl BEES 0
1-201 H H 2-t-butoxypheny| 4-trifluoromethylphenyl | 1H-1,2, 4-triazol-1-yl BHEgs 0
1-202 H H 2-cyclopentyloxypheny| 4-trifluoromethylpheny!| | 1H-1,2, 4-triazol-1-yl BHEgs 0
1-203 H H 2- (3-methy |-2-buteny | oxy) pheny | 4-trifluoromethylpheny! | 1H-1,2, 4-triazol-1-yl BHiFs 0
1-204 | H H 2- (3-methy Ibutoxy) pheny | 4-trifluoromethylphenyl | 1H-1,2, 4-triazol-1-yl BEREe 0
1-205 |H |H biphenyl-2-y| 4-trifluoromethylphenyl | 1H-1,2, 4-triazol-1-yl BEiEE 0
1-206 H H biphenyl-4-y| 4-trifluoromethylphenyl | 1H-1,2, 4-triazol-1-yl BHiEs 0
1-207 |H |H 1-naphthyl 4-trifluoromethylphenyl | 1H-1,2,4-triazol-1-yl s 0
1-208 H H 2-naphthyl 4-trifluoromethylphenyl | 1H-1,2, 4-triazol-1-yl BiEs 0
1-209 | H H 2-al lyIphenyl 4-trifluoromethylphenyl | 1H-1,2, 4-triazol-1-yl BEEE 0
I-210 |[H |H 2-benzylpheny 4-trifluoromethylphenyl | 1H-1,2, 4-triazol-1-yl S 0
I-211 H H 2-propoxypheny| 2, 4-dichloropheny 1H-1, 2, 4-triazol-1-yl BHiEs 0
1-212 |H |H 2-al lyloxyphenyl 2, 4-dichloropheny 1H-1, 2, 4-triazol-1-yl BiFEe 0
1-Z13 H H 2-butoxyphenyl 2, 4=dichloropheny 1H-1, 2, 4-triazol-1-yl BEiEE 0
1-214 | H H 2- (3-butenyloxy) pheny | 2, 4-dichloropheny 1H-1, 2, 4-triazol-1-yl BHigs 0
1-215 H H 2-i-butoxypheny| 2, 4-dichloropheny 1H-1, 2, 4-triazol-1-yl BEs 0
1-216 H H 2-t-butoxypheny| 2, 4-dichloropheny 1H-1, 2, 4-triazol-1-yl BEiEE 0
1-217 H H 2-cyclopentyloxypheny | 2, 4-dichloropheny 1H-1, 2, 4-triazol-1-yl BHigs 0
1-218 | H H 2-(3-methy |-2-butenyloxy) pheny| | 2, 4-dichloropheny 1H-1, 2, 4-triazol-1-yl BEEs 0
1-219 | H H 2- (3-methy Ibutoxy) pheny | 2, 4-dichloropheny 1H-1, 2, 4-triazol-1-yl BHiEs 0
1-220 | H H biphenyl|-2-y| 2, 4-dichloropheny 1H-1, 2, 4-triazol-1-yl Hga 0
1-221 H H biphenyl-4-y| 2, 4-dichloropheny 1H-1,2, 4-triazol-1-yl BHiEa 0
1-222 H H 1-naphthyl 2, 4-dichloropheny 1H-1, 2, 4-triazol-1-yl BiES 0
1-223 | H H 2-naphthyl 2, 4-dichloropheny 1H-1, 2, 4-triazol-1-yl BHiEs 0
1-224 H H 2-al lylpheny| 2, 4-dichloropheny 1H-1, 2, 4-triazol-1-yl BHEgs 0
1-225 | H H 2-benzy|pheny 2, 4-dichloropheny 1H-1,2,4-triazol-1-yl BEE 0
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oooao
R, |R, |Ry R, Re X Y
[-226 H H 2-propoxypheny | 3, 4-dichloropheny| 1H-1, 2, 4-triazol-1-yl BHiEs 0
[-227 H H 2-al lyloxypheny | 3, 4-dichlorophenyl 1H-1, 2, 4-triazol-1-yl BEEE 0
1-228 H H 2-butoxypheny| 3, 4-dichlorophenyl 1H-1, 2, 4-triazol-1-yl BES 0
[-229 H H 2-(3-butenyloxy)phenyl 3,4-dichlorophenyl 1H-1, 2, 4-triazol-1-yl BHiEs 0
[-230 | H H 2-i-butoxypheny| 3, 4-dichloropheny| 1H-1, 2, 4~triazol-1-yl BiEs 0
[-231 H H 2-t-butoxypheny| 3,4-dichloropheny| 1H-1, 2, 4-triazol-1-yl HiES 0
[-232 H H 2-cyclopentyloxypheny | 3, 4-dichlorophenyl 1H-1, 2, 4-triazol-1-yl BHFES 0
[-233 | H H 2—-(3-methy |-2-buteny | oxy) pheny | 3, 4-dichloropheny| 1H-1, 2, 4-triazol-1-yl HES 0
[-234 H H 2- (3-methy Ibutoxy) pheny | 3, 4-dichlorophenyl 1H-1, 2, 4-triazol-1-yl Higs 0
[-235 H H biphenyl-2-yl 3, 4-dichloropheny| 1H-1, 2, 4-triazol-1-yl EiES 0
1-236 | H H biphenyl-4-y| 3, 4-dichloropheny| 1H-1, 2, 4-triazol-1-yl HESs 0
1-2371 H H 1-naphthyl 3, 4-dichloropheny| 1H-1, 2, 4-triazol-1-yl BES 0
[-238 H H 2-naphthy| 3, 4-dichlorophenyl 1H-1, 2, 4-triazol-1-yl BHigs 0
[-239 | H H 2-al lylphenyl 3, 4-dichloropheny| 1H-1, 2, 4-triazol-1-yl HiESs 0
[-240 | H H 2-benzy|pheny 3, 4-dichlorophenyl| 1H-1,2, 4-triazol-1-yl BHigs 0
[-241 | H H 2-propoxypheny | naphthalen-2-y| 1H-1, 2, 4-triazol-1-y| BES 0
[-242 | H H 2-al lyloxypheny| naphthalen-2-y| 1H-1,2, 4-triazol-1-yl BHitgs 0
[-243 | H H 2-butoxypheny| naphthalen-2-y| 1H-1,2, 4-triazol-1-yl BHiEs 0
[-244 H H 2-(3-butenyloxy) pheny| naphthalen-2-y| 1H-1, 2, 4-triazol-1-y| BEs 0
[-245 | H H 2-i-butoxypheny| naphthalen-2-y | 1H-1, 2, 4-triazol-1-yl BEiEs 0
[-246 H H 2-t-butoxypheny| naphthalen-2-y| 1H-1, 2, 4-triazol-1-yl BHES 0
[-247 H H 2-cyclopentyloxypheny | naphthalen-2-y| 1H-1, 2, 4-triazol-1-yl BHas 0
[-248 H H 2- (3-methy |-2-butenyloxy) pheny | naphthalen-2-y| 1H-1, 2, 4-triazol-1-yl HiEs 0
[-249 | H H 2- (3-methy Ibutoxy) pheny | naphthalen-2-y | 1H-1, 2, 4-triazol-1-yl HES 0
[-250 H H biphenyl-2-yI naphthalen-2-y| 1H-1, 2, 4-triazol-1-yl BES 0
[-251 H H biphenyl-4-y| naphthalen-2-y| 1H-1, 2, 4-triazol-1-yl Higs 0
[-252 | H H 1-naphthy| naphthalen-2-y | 1H-1, 2, 4-triazol-1-yl HES 0
[-253 | H H 2-naphthy| naphthalen-2-y| 1H-1, 2, 4-triazol-1-yI BEE 0
[-254 H H 2-al lylphenyl naphthalen-2-y| 1H-1, 2, 4-triazol-1-yl BHigs 0
[-255 | H H 2-benzy|pheny naphthalen-2-y | 1H-1, 2, 4-triazol-1-yl HiEs 0
[-256 H H 2-propoxypheny | 4—fluoropheny| 1H-1, 2, 4-triazol-1-yl By 0
1-251 H H 2-al lyloxypheny | 4-fluoropheny | 1H-1, 2, 4-triazol-1-yl HiEs 0
[-258 | H H 2-butoxypheny| 4—fluoropheny | 1H-1, 2, 4-triazol-1-yl HiEs 0
[-259 H H 2-(3-butenyloxy)pheny| 4—fluoropheny| 1H-1, 2, 4-triazol-1-yl HEEs 0
[-260 H H 2-i-butoxypheny | 4-fluoropheny| 1H-1, 2, 4-triazol-1-yl HiEs 0
[-261 H H 2-t-butoxypheny| 4—fluoropheny| 1H-1, 2, 4-triazol-1-yl BHEs 0
[-262 H H 2-cyclopentyloxypheny | 4—fluoropheny| 1H-1, 2, 4-triazol-1-yl HEs 0
[-263 H H 2- (3-methy |-2-buteny loxy) pheny | 4—fluoropheny| 1H-1, 2, 4-triazol-1-y| HEEs 0
[-264 H H 2- (3-methy Ibutoxy) pheny | 4-fluoropheny | 1H-1, 2, 4-triazol-1-yl BHiEs 0
[-265 H H biphenyl-2-yl 4-fluoropheny| 1H-1, 2, 4-triazol-1-y| BES 0
[-266 H H biphenyl-4-yl| 4—fluoropheny| 1H-1, 2, 4-triazol-1-yl Higs 0
[-267 H H 1-naphthy| 4-fluoropheny| 1H-1, 2, 4-triazol-1-yl BHiEs 0
[-268 | H H 2-naphthy | 4—f|uoropheny| 1H-1, 2, 4-triazol-1-yl Hits 0
[-269 H H 2-al lylphenyl 4—fluoropheny| 1H-1, 2, 4-triazol-1-yl BHigs 0
[1-270 H H 2-benzy |l pheny 4-fluoropheny | 1H-1, 2, 4-triazol-1-yl BES 0
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Reagents and conditions: (a) 1,2,4-triazole, triethylamine, DMF, -10°C, | h, rt, 3 h; (b) TsCl,
pyridine, 0°C, acetone; (¢) HCI, Reflux, 6 h; (d) 3 equiv. TfOH, toluene, r.t., 60 h; and (e) phenol,
KOH, DMF, 50°C, 12 h.
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& —Ra A XF AT TFIREOMERSE (IC,,. M)
7a —@ 0.41 + 0.13
Cl
b @ 0.13 = 0.02
Cl
Te {} 0.11 % 0.04
7d —@—m 0.32 % 0.10
Cl Cl
Te @ 0.51 % 0.08
Cl
e
TF C o 0.36 =+ 0.10
Cl
7g @ 0.14 + 0.05
Cl
Cl
7h @ 0.17 + 0.09
Cl
Cl
i +
7i d . 0.39 %0.05
Cl
73 {% 0.71 + 0.09
Cl
7k @ 0.14 *+ 0.06
F
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v A XF A T Ingih o (R L E (Icso\ /M)

@5'

71 g - 0.17 + 0.03
%
Tm : 0.10 + 0.03
o\_
n : 0.14 + 0.05
o]
N
7o @ 0.17 = 0.04
Me
p o; 0.06 =+ 0.01
7q o; 0.05 + 0.01
N\
Tr o; 0.28 + 0.01
Ts o; 0.13 + 0.02
Tt o; 0.23 % 0.04
Tu o; 0.32 % 0.02
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& —Ra vuA XS XFFIREOMERE (IC,. M)
Tv o@E 0.19 + 0.02
Tw o 0.33 + 0.06
-
7x o\_>7E 0.85 = 0.03
Ty 0.48 + 0.10
7z 0.42 =+ 0.08
Taa 0.71 =+ 0.09
7ab 0.41 + 0.08
Tac 0.2 == 10398
;
7ad % 2.40 + 0.22
Brz - 0.73 = 0.13
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AL A TAEL L TRV v A X5 XF Fiiho
R alcxrd 2HE%HE (%)
X7 -Ra - -
W EN (A3 E (e
B A=y 7]
+BL (10 nM) +GA (1 pM)
Control = 100 116 £ 5 110 £ 5
Ta @ 50 + 3 111 & 7 53 £ 5
Cl
b @ 30 + 4 104 + 9 852 8
Cl
Tc O 36 + 7 72 £ 8 46 + 5
7d —@—m 53 + 3 90 = 9 58 + 4
Cl Cl
Te {} 4 %5 72 £ 9 57 + 4
Cl
7f CC' 58 + 6 87 + 11 62 + 5
Cl
Tg @ 32 £ 5 102 + 12 38 + 4
Cl
Cl
7h @ 43 £ 5 100 + 8 56 + 4
Cl
Cl
7i CC' 58 + 6 81 + 13 63 + 6
Cl
7j Q 78 £ 5 9% + 6 85 + 4
Cl
7k @ 29 + 4 9 + 6 34+ 5
F
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B AW TUHE L TWanwr A X5 XF Fifsdho
RSk 2HxHE (%)
Lot ~Ra - —
B ABRILILA ABRIL AW
AL A
+BL (10 nM) +GA (1 pM)
71 o; 20 + 3 83 + 5 2 + 4
XF
F e
Tm Q 22 + 4 93 £ 5 22 & 3
O\_
7n Q 25 + 5 92 + 4 34 + 5
O\
70 @ 28 + 4 95 + 5 32 + 4
Me
7p O; 21 + 2 111 + 5 2 + 2
7q o; 2 + 2 106 + 8 25 + 2
M
Tr O; 29 + 2 114 + 6 42+5
s O; 25 + 2 118 + 3 2 + 3
Tt O\_<; 34 + 3 114 + 9 36+ 5
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REBRLAY TAR L TWARWna A X F X ) FIRihD
o4 5HxHE (%)
L& -Ra - -
~ BRI A D RELAY
LAY
+BL (10 nM) +GA (1 pM)
Tu O; 36 £ 7 120 + 6 53 £ 5
Tv oO 25 + 3 124 + 6 39 + 4
Tw oE 29 + 3 113 £ 5 10 £ 6
>
7x o\_>7 29 + 3 120 £ 7 88 + 8
Ty 53 £ 7 101 + 8 71 £ 9
Tz 54 £ 9 98 £ 7 P9
Taa 62 £ 7 93 + 10 74 £ 8
7ab 44 £ 7 92 £ 7 60 = 9
Tac 2 34 £ 3 95 + 8 51 £ 5
/

7ad 3 n. d. n. d. s id.
Brz 56 + 3 63 £ 6 62 + 2
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ST 25 (%)
ft&4 -Rb - —
) AL ew AL Ew
R G
+BL (10 nM) +GA (1 uM)
Control = 100 114 £ 8 104 £ 5
8a Q 46 = 3 100 + 4 48 = 4
10
8b Me—@— 38 =3 95 £ 5 44 + 4
8c 1, d} n. d. n. d.
F
8d F—|—< >— 57 £ 1 103 £ 5 52 + 3
F
Cl
8e ” <:§ 21 £ 2 104 = 3 32 + 4
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8f “ n. ti, di n. d. 0
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ooooDDoOoO0OO0oOoOvsomgp-00000000003.9mmol0OO00O000O010 miO
gboobooooooobgobos3obooooobooboboboobooooobobobao
gcoooooOoO0oO0oOoOoooooooOobObObOOoOooOoooooD-4-00000 2-4-00
ocooooD)-2-1H-[1,2 4]0 00000100000 -[A,3]0000DD-4-00000

D000 0000000000 O050.400 0 *H NMRO CD50D0 & 00 2.48 (s, 3H), 3.58
(dd, J=5.9, 9.7 Hz, 1H), 3.72 (dd, J=5.9, 9.7 Hz, 1H), 3.78-3.84 (m, 2H), 4.21-4
.27 (m, 2H), 7.35 (s, 4H), 7.39 (d, J=8.3 Hz, 2H), 7.79 (d, J= 8.3 Hz, 2H), 7.87

(s, 1H), 8.22(s, 1H)
oooooao
O00D0DDa0 00000000 OOODOOOdry DMF G mL)OODDODOOOO (485 m
g, 0.78 moDH)OOOOODOOCO Mg, 0.72 moD)D OO ODOODOOO (160 mg, 2.8 mmol
YOOooooDooooosoooooDoDooooDooooooDoooooDoooooao 0
mL)O EtOAc(20 mL) O OO 0D OO0 000000 DOODODEOAC (3 x 20 mL)D OO DOOO
ooo0oo0oDoDoOOoO0oO0ooOooooooEomMDODDODOooOooDoOoODoODDDODODO0DO0DOO0OOo
00000000 o0Doo0o0o0o0Dooo0o0oooDooOoo0oDo0 (EtOAc/hexanes = 1:1)0
0000000000 7a000 (178.8 mg, 00 74.6%)0 mp 113.3-113.8 O . H NMR (4
00 MHz, CDCl3) & 3.51 (dd, J = 5.9, 9.9 Hz, 1H), 3.73 (dd, J = 4.9, 9.7 Hz, 1H)
, 3.78 (dd, J = 5.1, 8.4 Hz, 1H), 3.83-3.86 (m, 1H), 4.28-4.33 (m, 1H), 4.48 (s,

2H), 6.77 (d, J = 7.7 Hz, 2H), 6.91 (t, J = 7.5 Hz, 1H), 7.21-7.25 (m, 2H), 7.3
1-7.33 (m, 2H), 7.39-7.41 (m, 2H), 7.89 (s, 1H), 8.30 (s, 1H). HRMS-ESI calcd fo
r C,oH,5CINSOsNa [M+Na]l™ 394.0928, found 394.0891.
ocooooao
ocoooooOo1-[[4-[c-oooooooDDo)Y0O0O0o]-2-@-0o0o0ooo0O)y-1,3-000
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oo0o0o0oDoDDODO0O00O0O02-0000000D00000000000O0O0ODODDOOOOOO0
070000000 24.3%0 0mp 117.6-119.3 O . *H NMR (400 MHz, CDCl3) & 3.87-3.9
2 (m, 1H), 3.94-9.98 (m, 2H), 4.41-4.47 (m, 1H), 4.50-4.58 (m, 2H), 6.82-6.84 (m
, 1H), 6.91-6.95 (m, 1H), 7.20-7.24 (m, 1H), 7.33-7.38 (m, 3H), 7.42-7.45 (m, 2H
), 7-90 (s, 1H), 8.17 (s, 1H). HRMS-ESI calcd for C,gH;,CI,N;O5Na [M+Na]™ 428.05
39, found 428.0496.

ocooooao
oooooodi-[#4-[e-0ooooooo)yood]-2-@¢-co0ogoooo)-1,3-0o0d 20
oo00-2-00710007-1H-1,2,4-000000 (7c)0 00O
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000000000003-00000000000000000000000000000
07¢000000 72.4%0 0 mp 120.4-121.2 O . *H NMR (400 MHz, CDCl3) & 3.65 (dd
,J=5.3, 10 Hz, 1H), 3.77 (dd, J = 4.8, 9.9 Hz, 1H), 3.84 (dd, J = 5.5, 8.4 Hz

, 1H), 3.90-3.95 (m, 1H), 4.33-4.39 (m, 1H), 4.58 (s, 2H), 6.74-6.76 (m, 1H), 6.
82-6.84 (m, 1H), 6.95-6.97 (m, 1H), 7.21-7.23 (m, 1H), 7.37-7.40 (m, 2H), 7.44-7

.48 (m, 2H), 8.03 (s, 1H), 8.61 (s, 1H). HRMS-ESI calcd for C,gH;,CI,NgO5Na [M+N

a]™ 428.0539, found 428.0496. 40
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0000000000 04-0000000000000000000000000000
07d000000 69.0%0 0mp 92.4-94.2 0 . H NMR (400 MHz, CDCl3) & 3.54 (dd,
J =5.5, 9.9 Hz, 1H), 3.72 (dd, J = 4.8, 9.5 Hz, 1H), 3.83 (dd, J = 4.9, 8.2 Hz,
1H), 3.89-3.92 (m, 1H), 4.33-4.39 (m, 1H), 4.55 (s, 2H), 6.77 (d, J = 8.8 Hz, 2
H), 7.24 (d, J = 8.8 Hz, 2H), 7.39 (d, J = 8.4 Hz, 2H), 7.47 (d, J = 8.4 Hz, 2H)
, 7.97 (s, 1H), 8.40 (s, 1M). HRMS-ESI calcd for C,oH,,CI,N;05Na [M+Na]* 428.053
9, found 428.0499.
Dooooo
000O00001-[[4-[(2,3-000000000)000]-2-(4-0000000)-1,3-0
00000-2-00]10007-1H-1,2,4-000000(Q 00 7e)d00
DoooooQ
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000000000002,3-0000000000000000000000000000
0007e000000 15.1%0 O mp 129.8-13.2 O . H NMR (400 MHz, CDClg) & 3.42-

3.46 (m, 1H), 3.83-3.87 (m, 1H), 3.93-3.95 (m, 2H), 4.42-4.47 (m, 1H), 4.50-4.58
(m, 2H), 6.72-6.74 (m, 1H), 7.11-7.16 (m, 2H), 7.18-7.39 (m, 2H), 7.43-7.46 (m,
2H), 7.91 (s, 1H), 8.17 (s, 1H). HRMS-ESI calcd for C,oH,oClsNsOsNa [M+Na]* 462
.0149, found 462.0105.
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0D00000000002,4-0000000000000000000000000000

O0O07f0 00000 32.2%0 O mp 122.1-124.8 O . H NMR (400 MHz, CDClg) & 3.44
(dd, J = 6.6, 9.5 Hz, 1H), 3.82 (dd, J = 4.6, 9.7 Hz, 1H), 3.92-3.94 (m, 2H), 4
.41-4.44 (m, 1H), 4.53-4.54 (m, 2H), 6.75 (d, J = 8.8 Hz, 1H), 7.18-7.22 (m, 1H)
, 7.35-7.38 (m, 3H), 7.43-7.45 (m, 2H), 7.90 (s, 1H), 8.16 (s, 1H). HRMS-ESI cal

cd for C,gH,cClsNsOsNa [M+Na]™ 462.0149, found 462.0106.
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000000000002,5-0000000000000000000000000000
00079000000 33.4%0 0 mp 167.0-168.3 0 . 1H NMR (400 MHz, CDCl) & 3.76
-3.88 (m, 4H), 4.36-4.39 (m, 1H), 4.52 (s, 2H), 6.86 (dd, J = 2.2, 8.4 Hz, 1H),
6.98 (d, J = 2.2 Hz, 1H), 7.24-7.27 (m, 3H), 7.31-7.33 (m, 2H), 7.58 (s, 1H), 8.
13 (s, 1H). HRMS-ESI calcd for C,gH,cClsNsOsNa [M+Na]* 462.0149, found 462.0106.
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ooooo0oboO0ooO0oob00z2,6-00000000000C00O0O00O00OC0O0OCODOOOOORO
OO0D07000000 33.1%0 O mp 102.7-104.8 O . *H NMR (400 MHz, CDZ0D) & 3.65
(dd, J = 5.9, 9.9 Hz, 1H), 3.84-3.89 (m, 2H), 4.38 (s, 1H), 4.52 (s, 2H), 7.05-
7.09 (m, 1H), 7.29-7.34 (m, 4H), 7.37-7.39 (m, 2H), 7.61 (s, 1H), 8.17 (s, 1H).
HRMS-ESI1 calcd for C,gH,gCI5NgO5Na [M+Na]™ 462.0149, found 462.0106.
ooooaoo
ooooooO01-[4-[GB.4-000000000HYIODO]-2-4-0000000)-1,3-0
0oo0o00-2-00]J0007- 1H-1,2,4-000000 (@OOT7i0)

oooooo
ooooao
N
)
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ggooogaod

000000000003,4-000000000000000000000000000
0007i000000 23.8%0 0mp 112.2-113.6 0 . H NMR (400 MHz, CDClg) & 3.47
(dd, J = 5.9, 9.5 Hz, 1H), 3.69 (dd, J = 5.1, 9.5 Hz, 1H), 3.79 (dd, J = 4.8, 8
.4 Hz, 1H), 3.89 (dd, J = 6.6, 8.4 Hz, 1H), 4.32-4.37 (m, 1H), 4.52 (s, 2H), 6.6

9 (dd, J = 2.9, 8.8 Hz, 1H), 6.93 (d, J = 2.9 Hz, 1H), 7.33 (d, J = 8.8 Hz, 1H),
7.38-7.40 (m, 2H), 7.45-7.49 (m, 2H), 7.92 (s, 1H), 8.18 (s, 1H). HRMS-ESI calc

d for C,oH;ClsNgOsNa [M+Na]™ 462.0149, found 462.0104.
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DO0o0DO0000O00O003,5-000000000000000000000000000¢0
0007j000000 28.9%0 Omp 109.4-112.1 O . *H NMR (400 MHz, CDCl;) & 3.49
(dd, J = 5.9, 8.8 Hz, 1H), 3.71 (dd, J = 5.3, 9.3 Hz, 1H), 3.78 (dd, J = 4.9, 8
.6 Hz, 1H), 3.88-3.92 (m, 1H), 4.32-4.36 (m, 1H), 4.52 (s, 2H), 6.74-6.75 (m, 2H

), 6.98-7.00 (m, 1H), 7.39 (d, J = 8.8 Hz, 2H), 7.46 (d, J = 8.8 Hz, 2H), 7.93 (

s, 1H), 8.18 (s, 1H). HRMS-ESI calcd for C,gH,sClsNgOsNa [M+Na]* 462.0149, found
462.0104.
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00000000 1-[[4-[(2-000000000)I000]-2-(4-0000000)-1,3-0
00000-2-00]10007-1H-1,2,4-000000 (00O0O07K)
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0000000000 02-00000000000000000000000000000
007000000 48.5%0 O mp 97.8-99.7 O . *H NMR (400 MHz, CDClg) & O 3.51-3.
55 (m, 1H), 3.83-3.94 (m, 3H), 4.40-4.44 (m, 1H), 4.53 (s, 2H), 6.86-6.96 (m, 2H
), 7.05-7.10 (m, 2H), 7.36-7.39 (m, 2H), 7.43-7.47 (m, 2H), 7.91 (s, 1H), 8.18 (
s, 1H). HRMS-ESI calcd for C,gH,,CIFNSOzNa [M+Na]™ 412.0834, found 412.0795.
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ocooooao
oo0o0o0oDoDDoDO0OO00O0DU02-0000000D0D0000000O00OO0OO0ODODDODDOOOOOO0
0000000071000000 58.2%0 0 mp 79.5-81.6 0 . *H NMR (400 MHz, CDCIl3)
o 3.40-3.44 (m, 1H), 3.86-3.94 (m, 3H), 4.38-4.44 (m, 1H), 4.48-4.57 (m, 2H),
6.87-6.89 (m, 1H), 6.96-7.00 (m, 1H), 7.21-7.28 (m, 2H), 7.36-7.39 (m, 2H), 7.43
-7.46 (m, 2H), 7.92 (s, 1H), 8.17 (s, 1H). HRMS-ESI calcd for C,5H,,CIF3N50,Na [
M+Na]™* 478.0751, found 478.0705.

ocooooao

ocoooooOoO0i1-[[4-[c-oooOoDODODDOOY DOoO]-2-@-0co0o0oooOn)y-1,3-0
oooo0D-2-00710007-1H-1,2,4-000000 (@ O0O7m)
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0000000000 02-00000000000000000000000000000
O007m000000 51.8%0 O mp 104.6-105.9 O . *H NMR (400 MHz, CDClZ) & 1.37 (
t, J = 7.0 Hz, 3H), 3.60-3.64 (m, 1H), 3.90-4.06 (m, 5H), 4.43-4.45 (m, 1H), 4.5
2-4.62 (m, 2H), 6.85-6.96 (m, 4H), 7.34-7.49 (m, 2H), 7.40-7.43 (m, 2H), 7.87 (s
, 1H), 8.18 (s, 1H). HRMS-ESI calcd for C,,H,,CINSO,Na [M+Na]™ 438.1191, found 4
38.1149.
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0000000000020 0000000000000D0000O0ODO0OO0OODOOO0O0
O07000000 52.9%0 0mp 121.9-124.1 O . *H NMR (400 MHz, CDCl3) & 3.54-3
.58 (m, 1H), 3.82 (s, 3H), 3.86-3.95 (m, 3H), 4.43-4.46 (m, 1H), 4.54 (s, 2H), 6
.82-6.98 (m, 4H), 7.35-7.37 (m, 2H), 7.41-7.45 (m, 2H), 7.89 (s, 1 H), 8.19 (s,
1H). HRMS-ESI calcd for C,oH,oCINgO4Na [M+Na]™ 424.1034, found 424.0992.
ooooaoo
ooooOooO0O01-[4-[(2e-0o00000O00)D000]-2-4-0000000)-1,3-00
0o0o00-2-00]10007-1H-1,2,4-000000 (O O0O70)

ooooaoo

ooooao
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0000000000 02-0000000000000000000000000000
070000000 69.3%0 0mp 112.6-114.5 O . *H NMR (400 MHz, CDCl;) & 3.46 (m,
1H), 3.85-3.94 (m, 3H), 4.37-4.41 (m, 1H), 4.52 (s, 2H), 6.70-6.72 (m, 1H), 6.8

6-6.90 (m, 1H), 7.11-7.17 (m, 2H), 7.36-7.39 (m, 2H), 7.43-7.46 (m, 2H), 7.91 (s
, 1H), 8.16 (s, 1H). HRMS-ESI calcd for C,oH,oCINgOgNa [M+Na]™ 408.1085, found 4

08.1051.
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000070000000 20.0%0 0 *H NMR (400 MHz, CDCIl3) & - 1.00 (t, J=7.3 Hz, 3

H), 1.74-1.80 (m, 2H), 3.61(dd, J=6.6, 9.9 Hz, 1H), 3.90-3.96 (m, 5H), 4.41-4.44
(m, 1H), 4.51-4.60 (m, 2H), 6.84-6.98 (m, 4H), 7.34-7.42 (m, 4H9, 7.87 (s, 1H),
8.17 (s, 1H)). The HRMS-ESI calculated for C,,H,,CIN;O,Na [M+Na]™ was 452.1348,
with 452.1352 found experimentally.
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00000000000 2-0000000000000000DO00O0O0O0O0ODODODODOOO
00007g000000 OO0 .4%0 0 *H NMR (400 MHz, CDCl3) & : 3.69 (dd, 1H, J=6.
2, 9.9 Hz, 1H), 3.90-3.99 (m, 3H), 3.97-3.99 (m, 2H), 4.42-4.48 (m, 1H), 4.53-4.
64 (m, 4H), 5.22-5.24 (m, 1H), 5.34-5.38 (m, 1H), 5.95-6.05 (m,1H), 6.84-6.98 (
m, 4H), 7.34-7.41 (m, 4H), 7.93 (s, 1H), 8.29 (s, 1H). The HRMS-ESI calculated f
or C,,H,,CINgO,Na [M+Na]™ was 450.1191, with 450.1195 found experimentally.
oo0ooonon
ocooooOooOoi-[[4-[e-00000O000O0)HYIO0D0]-2-4-0000000O)-1,3-0
oo0oo0-2-0010007-1H-1,2,4-0000000OOT7r)
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oo0oo0o0oo0OO0O0O0U0U02-D000000DO0OD0OO00D0OD0O0OO0DO0DODOODODODOOOOO0
OO07r000000 40.4%0 O *H NMR (400 MHz, CDCl3) & : 0.93 (t, J=7.5 Hz, 3H),
1.39-1.48 (m, 2H), 1.65-1.73 (m, 2H), 3.75 (dd, J=5.7, 10.1 Hz, 1H), 3.90-4.04 (
m, 5H), 4.42-4.47 (m, 1H), 4.54-4_.70 (m, 2H), 6.84-6.98 (m, 4H), 7.33-7.40 (m, 4
H), 7.95 (s, 1H), 8.42 (s, 1H). The HRMS-ESI calculated for C,5H,sCIN3O,Na [M+Na
1" was 466.1504, with 466.1509 found experimentally.
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00000007s000000 OO .0%0 0% NMR (400 MHz, CDCIL) & : 2.49(q, J=6
.5 Hz, 2H), 3.90 (d, J=4.0 Hz, 2H), 4.00-4.13 (m, 4H), 4.45-4.48 (m, 1H), 4.58-4
.76 (m, 2H), 5.05-5.16 (m, 2H), 5.81-5.91 (m, 1H), 6.87-7.01 (m, 4H), 7.35-7.41
(m, 4H), 8.04 (s, 1H), 8.71 (s, 1H). The HRMS-ESI calculated for C,3H,,CIN;O,Na
[M+Na]™ was 464.1348, with 464.1351 found experimentally.
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00000000 0002-00000000000000O0000O0DO0O00O0O0O0O0O0G0
0O0007¢t000000 OO0 .0%0 0 NMR (400 MHz, CDClg) & - 1.00 (dd, J=4.6,
6.6 Hz, 6H), 2.00-2.10 (m, 1H), 3.66 (dd, J=6.3, 10.0 Hz, 1H), 3.72 (d, J=6.6Hz,
2H), 3.92-3.97 (m, 3H), 4.39-4.44 (m, 1H), 4.51-4.60 (m, 2H), 6.84-7.00 (m, 4H)
, 7.33-7.36 (m, 2H), 7.39-7.42 (m, 2H), 7.89 (s, 1H), 8.23 (s, 1H). The HRMS-ESI
calculated for C,3H,5CIN3O,Na [M+Na]™ was 466.1504, with 466.1509 found experim
entally.
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0000000000020 0000000000000D0000O0ODO0OO0OODOOO0O0
O00D0D0D0DD0D0O7u000000 OO0 .0%00*H NVMR (400 MHz, CDClZ) & : 1.32 (s,
9H), 3.60 (dd, J=6.4, 9.7 Hz, 1H), 3.86-3.97 (m, 3H), 4.39-4.41 (m, 1H), 4.51-4.
61 (m, 2H), 6.82-7.06 (m, 4H), 7.35-7.43 (m, 4H), 7.97 (s, 1H), 8.32 (s, 1H). Th
e HRMS-ESI calculated for C,3H,gCINgO,Na [M+Na]™ was 466.1504, with 466.1509 fou
nd experimentally.
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0000000 D0O7v00D0000 57.5%0 0 *H NMR (400 MHz, CDCI3) & - 1.56-1.89 (m
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