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Me|Me H|H|2|H | H [OMe Me CH,;OMe
Me|Me HH|2| H| H |CH,OMe |Me OCHF,
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Me|Me H|H|2|H|H|C 33-—FEATR CF;
Me[Me H|H|2|H|H|CF -4 Cl
Me(Me H|H{2|H|H]|CI 1-2 % CF,
Me|Me H|H|2| H|H |CF; 1-% Cl
Me|Me H{H|(2|H|H|CI I3 3 CF;
Me|Me H|H|2|H|H|CF, 1-F 4 Cl
Me|Me H|H(2|H|H]|C 1-¥4 CF;
Me[Me HH|2|{ H| H |CF; CH,Ph Cl
Me|Me H(H|2|H|H]|CI CH,Ph CF,
Me(Me H[H|2|H|H|CF Pr-c F
Me|Me Hi{H|2|H | H |CF; Pr-c Cl
Me|Me H|H|2| H|H |[CF; Pr-c OMe
Me[Me H(H|2|H|H|CF Pr-c OCHF,
Me[Me H{H|2|H|H |CF,s Pr-c CN
Me|Me H |H|{2| H| H |CF; Pen-c Cl
Me|Me H[H|{2[H|H|C Pen-c CF;
Me|Me H{H|2| H | H |CF;4 Hex-c Cl
Me|Me H{H|{2|H| H |CI] Hex-c CF;
Me|Me HH[2[H|H |Me CH,Pr-c OCHF,
Me|Me H{H(2| H|H |[OCHF, |CH,Pr-c Me
Me|Me H|H[2|H|H|a CH,Pr-c cl
Me|Me H H{2| H| H |OCHF, |[CH;Pr-c Cl
Me|Me HH|2[|H|H|C CH,Pr-c OCHF,
Me|Me H(H|2| H | H |OCHF, |CH,Pr< OCHF,
Me|Me H |H|2| H | H |[cF, CH,Pr-c F
Me[Me H{H|2[H|H|F CH,Pr-c CF,
Me|Me H(H|2|H|H |CF CH,Pr-c Cl
Me|Me HH|2[|H|H|C CH,Pr-c CF;
Me|Me H{H|2({H | H |CF; CH,Pr-c OH
Me[Me H H|2| H| H |CF; CH,Pr-c OMe
Me|Me H [H{2|H | H |OMe CH,Pr-c CF,
Me|Me H H|2|H|H|CF; CH,Pr-c OEt
Me[Me H|H|2|H|H |OEt CH,Pr-c CF,
Me|{Me HH|2|H| H [CF, CH,Pr-c OPr-i
Me|Me H{H|2|H|H |CF; CH,Pr-c OPr
Me|Me H H|2|H| H |CF; CH,Pr-c OBu-t
Me|Me H(H|2|H|H|CF CH,Pr-c OCH,Pr-c
Me|Me HH(2|H | H |CF; CH,Pr-c OCH,Bu-c
Me|Me H|H|2| H| H |CF,; CH,Pr-¢ OPen-c
Me|Me H[H|2|H|H|CF, CH,Pr-c OCHF,
Me|Me H H|2| H | H |OCHF, |CH,Pr-c CF,
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Me|Me H (H|2| H | H |CF, CH,Pr-c CN
Me|Me H|H(2|H|H|CN CH,Pr-c CF,
Me|Me H|H|{2|H| H |CF; CH,Pr-c Me
Me|Me H[H|2| H|{H |Me CH,Pr-c CF,
Me|Me H|H|2|H| H|CF, 1-FAATE Cl
Me|Me H|H|2|H|H|C - FHETHE CF;
Me[Me H |H|2| H| H |CF; CH,2-FEHXALK) Cl
Me|Me HH[2|H|H]|CI CH,2-F AR L) CF,
Me[Me H H|2| H| H |CF, CH,22-=FE%KAX) |Cl
Me|Me H|H|2|H|H|C CH,(22- =V &3 AK) |CF,
Me[Me H|H|2| H|H|CF, CH,(2-f5% A %) Cl
Me|Me H{H|2|H|H|C CH,(2-83%F " X) CF,
Me|{Me H |H|2|H | H |CF, CH(2,2-=§3rA/X) |CI
Me|Me H|H[2|H | H |C CH;22-=83% %" %) |CF,
Me(Me H H|2| H|H |CF; CH,(2-R*F & X) Cl
Me(Me H|H|2|H|H|Cl CH,(2-R3#F A %) CF;
Me|Me H(H|2| H|H |CF; CH,(2,2-= &% &%) |CI
Me|Me HH|2|H|H]|C CH;(2,2-=#3%F&X) |CF,
Me[Me H|H|2| H| H |CF; CH;Bu-c Cl
Me|Me H|H[2|H|H|C CH,Bu-c CF,
Me|Me H H|2| H{H|CF CH,Pen-c Cl
Me|Me H H|2| H| H|CI CH,Pen-c CF;
Me|Me H (H{2| H | H [CF, CH,Hex-c Cl
Me|Me H|[H[2|H|H]|a CH,Hex-c CF;
Me|Me H |H{2| H | H |CF CH,CH,Pr-c Cl
Me|Me H(H[2|H|H]|C CH,CH,Pr-c CF;
Me|Me H|H|2| H|H |CF, CH,CH=CH, Cl
Me|Me H|[H|2|H|H]|C CH,CH=CH, CF,
Me|Me H H(2| H| H |CF; CH,CH=CHCl Cl
Me|Me HH|2|H|H|CI CH,CH=CHCI CF,
Me|Me H(H|2| H|H |Me CH,C=CH OCHF,
Me|Me H |H|2| H | H |OCHF, |CH,C=CH Me
Me|Me H|H|2|H|H|a CH,CCH cl
Me|Me H |H{2| H | H [OCHF, |CH,C=CH Cl
Me|Me H|H|2|H|H|a CH,C=CH OCHF,
Me|Me H (H{2| H | H |OCHF, |CH,C=CH OCHF,
Me|Me H|H{2|H|H |CF CH,C=CH F
Me|Me HHI2{HIHIF CH,C=CH CF,
Me|Me H | H{2|H|H|CF CH,C=CH Cl
Me|Me H|H[2|H|H|a CH,C=CH CF;
Me|Me H |H|2| H|H |CF, CH,C=CH OMe
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Me|Me H |H|2| H| H [CF; CHF, OCHF,
Me|Me H |H|2| H| H |OCHF, |CHF, CF,
Me|Me H |H|2| H| H |[CF; CHF, CN
Me|Me H|H|{2|H| H |CN CHF, CF;
Me|Me H |H|2| H| H |CF; CHF, Me
Me{Me H|H|2| H| H |Me CHF, CF;
Me(Me HH|{2|H | H |CF; CH,CHF, Cl
Me|Me H|H|2|H| H |C] CH,CHF, CF;
Me|Me H|H{2| H| H |CF; CH,CF; Cl
Me|Me HH|2| H| H |C] CH,CF; CF;
Me|Me H|H|2| H| H|CF; CH,0H Cl
Me|Me H{H(2|H| H|CI CH,0H CF;
Me|Me HiH|{2|H| H [Me CH,0Me OCHF,
MeiMe H|H|2| H| H |OCHF, [CH,OMe Me
Me|Me HH2|H|H|CI CH,OMe Cl
Me|Me H |H|{2| H| H |OCHF, [CH,0Me Cl
Me|Me H|H|2|H| H|CI CH,;OMe OCHF,
Me|Me H {H|2| H{ H|OCHF, [CH,0Me OCHF,
Me|Me H|H{2| H| H |CF; CH,0Me F
Me{Me HH|2]H|H|F CH,OMe CF;
Me|Me H|H|{2|H | H|CF; CH,0OMe Cl
Me|Me H|H|2|H|H]|CI CH,0OMe CF;
Me|Me H{H{2| H| H |CF; CH,0OMe OMe
Me|Me H|H|2| H| H |OMe CH,OMe CF;
Me|Me H|H|2]| H| H |CF; CH,;OMe OFEt
Me|Me H|H{2] H| H |OEt CH,;OMe CF;
Me|Me H|H|2| H| H |CF; CH,0OMe OCHF,
Me|Me H|H|2| H| H |[OCHF, |CH,OMe CF;
Me|Me H|H{2|H| H |CF; CH,OMe CN
Me|Me H{H|2]H| H|CN CH,OMe CF,
Me|Me H|H|{2| H| H [CF;s CH,0OMe Me
Me|Me H|H|2| H| H [Me CH,0Mc CF,
Me|Me H{H{2|H| H |CF, CH,O0Et Cl
Me|Me H{H|2|H|H|CI CH,OEt CF;
Me|Me H|H|{2| H| H|CF,; CH,CH,;0H Cl
Me|Me HiH|2|H|H|C] CH,CH,0H CF;
Me|Me H|H|2| H| H |CF; CH,CH,0OMe Cl
Me|Me H|H|2]H| H|CI CH,CH,;0OMe CF;
Me|Me H H|2|H | H|CF, CH,CH,0Et Cl
Me|Me H|H|2| H| H |C] CH,CH,OEt CF,
Me|Me H |H|2| H| H [CF; CH;NHMe Cl
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Me|Me H{H[2|H|H|C CH,NHMe CF;
Me|Me H |{H|2|H | H |CF, CH,;N(Me), cl
Me[Me H|H|2|H | H |Cl CH,N(Me), CF,
Me[Me H|H|2|H|H|CF CH;NMe)C(=O)Me  |CI
Me|Me H|H[2|H|H|[C CH,NMe)C(=O)Me  |CF,
Me|Me H|H|2| H | H |CF, CH,NMe)C(=0)CF; |CI
Me|Me H[H|2|H|H|a CH2N(Me)C(=0)CF; |CF,
Me|Me H|H|2|H | H |CF, CH,N(Me)SO;Me cl
Me|Me H|H(2|H|H|C CH;N(Me)SO,Me CF,
Me|Me H |H|2| H | H |CF, CH,NMe)SO,CHF,  |CI
Me|Me H|H|2|H|H|C CH,N(Me)SO,CHF,  |CF,
Me|Me H|H(2|H | H |CF, CH,N(Me)SO,CF; cl
Me|Me H |H[2|H | H [Cl CH;N(Me)SO,CF, CF,
Me|Me H |H|2| H | H |CF, CH,SMe a
Me|[Me H|H|2|H|H|a CH,SMe CF,
Me|Me H|H[2|H|H |CF, CH,SO,Me i
Me|Me H|H[2|H|H|a CH,SO;Me CF;
Me|Me H|H(2|H | H |CF, CH,CH,SMe al
Me|Me H|H{2|H|H|C CH,;CH,SMe CF,
Me[Me H (H|2| H | H |CF, CH,CH,SO,Me c
Me|Me H|H|2|H|H|a CH,CH,SO,Me CF,
Me|Me H |H(2| H | H |CF, CH,CN al
Me|Me H[H|2|H|H|C CH;CN CF,
Me|Me H [H|2| H | H |CF, CH,C(=0)OMe cl
Me|Me H H|2|H|H|a CH,C(=0)OMe CF,
Me|Me H|H|2|H | H |CF, CH,C(=0)OEt cl
Me|Me H|{H|[2|H|H |cl CH,C(=0)OKEt CF,
Me|Me H |H|2| H | H |CF, CH(Me)C(=0)0Me  |CI
Me|Me H[H|2|H|H|a CH(Me)C(=0)0OMe  |CF,
Me[Me H [H|2| H | H |CF, C(Me),C(=0)OMe cl
Me|Me HH|2|H|H|a C(Me),C(=0)OMe CF,
Me|Me H{H|2| H | H |CF, CH,C(=0)NH, cl
Me|Me H |[H|2|H|H|a CH,C(=O)NH, CF;
Me|Me H |H|{2|H|H |CF, CH,C(=0)NHMe cl
Me|Me H[H|2|H|H|a CH,C(=0)NHMe CF,
Me|Me H [H|2|H | H|CF, CH,C(=0)N(Me), cl
Me|Me H|H|2|H|H]|a CH,C(=0)N(Me), CF,
Me|Me H|H|2|H|H|CF, CH,C(=0)Me Cl
Me|Me H|H[2|H|H|a CH,C(=0)Me CF,
Me|Me H|H(2|H|H|CF, CH,C(=NOMe)Me cl
Me|Me H|H[2|H|H|a CH,C(=NOMe)Me CF,
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OEt

CF;

OPr-i

OPr

OBu-t
OCH,Pr-c
OCH,CH=CH,
OCH,C=CH
OCHF,

CF;
OCH,CHF,
OCH,CF,
OCH,C(=0)OMe
OCH(Me)C(=0)OMe
0C(Me),C(=0)OMe
0OC(=0)Me
OC(=0)Et
OC(=0)CH,Ph
OC(=0)CF;
OC(=0)Ph
OSO,Me
0SO,Et
OSO,CH,Ph
0S0,CF,
OSO,Ph

SMe

SOMe

SO,;Me

SEt

SOEt

SO,Et

SPr-i

SOPr-i
SO,Pr-i

SPr

SOPr

SO,Pr

SBu-t

SOBu-t
SO,Bu-t
SCHF,




200510066670. 4

o B ZE37/236M

Me[Me
Me|Me
Me|Me

Me|Me
Me|Me
Me|Me
Me|Me
Me|Me
MejMe
Me|{Me
Me{Me
Me|Me

I RN RS EODE RN EE DRI D DTS DD DT

=R =< - R B - - < -

T E T EEEEE R

[ 5]

alCECE-NE-E--E-E-E--EE
NN NN N RNNND LD DN

DN RN NN RERENRNENENERNENDLD RN RDND DD 9o
BRI R R IO DD N DD D N DDD T o

(5]

IR EEm DD DD o@D &

I IR RIIdODEOEODOIEOEONEE DD D RN DE D MI;TMO

D EEER DD MDD &Dom =

CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF,
CF;
CF;
CF;
CF;
CF;
CF;
CF,
CF,
CF,
CF;
CF;
CF,
CF;
CF;
CF;
CF;

CF;

CF;

CF,CF,
CF,
CF;
CF;
CF;
CF,
CF;
CF;
CF;
CF,
CF,
CF,
CF,

Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph

Ph

Ph

Ph
(2-CI)Ph

(2-F)Ph
(2-OMe)Ph
(2-Me)Ph
(2-NO,)Ph
(2-CN)Ph
(2-C(=0)Me)Ph
(2-C(=0)OMe)Ph
(2-C(=0)OEt)Ph
(2-C(=0)OPr-i)Ph
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Cl
Cl
Cl
Cl
Cl
ql
Cl
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Me[Me H|H|{2| H | H ICF,s C(=0)Bu-t Cl
Me|Me H |H|2| H| H |[CF,3 C(=0)Ph Cl
Me|Me HH|{2| H| H |CF, C(=0)CH,Ph Cl
Me|Me H|H|2|H| H |CF;s C(=0)CH,CI Cl
Me|Me H |H{2{H | H |CF, C(=0)CHCI, Cl
Me|Me HiH|2|H | H|CF; C(=0)CF; Cl
Me|Me H |H|2| H | H [CF, C(=0)OMe Cl
Me[Me H|[H|2|H | H|CF; C(=0)OPh Cl
Me{Me H|H|2|H| H |CF; C(=0)OCH,Ph Cl
Me|Me H |H{2| H | H |{CF,4 C(=O)NHMe Cl
Me|Me HH|{2|H| H|CF; C(=0)N(Me), Cl
Me[Me HH|2|H|H |CF, C(=O)NHPh Cl
Me{Me H|H{2|H | H |CF, NH, Cl
Me|Me H|H{2|H|H|CI -(CH,),0-
Me[Me H|H|2|H | H|CI -(CH,);0-
Me{Me HH|2{H|H |C] -(CH,);S-
Me|Me H{H|2|H|H|CI ~(CH,);S0,-
Me|Me HiH2|H | H|CF; -(CH;),0-
Me[Me H|H(2| H | H |CF,s -(CH,);0-
Me|Me H |H{2| H | H |CF; ~(CH,),S-
Me|Me H|H|2|H | H |CF, ~(CH,);S0,-
Me[Me H|H|2| H| H |OMe ~(CH,),-
Me|Me H |H{2| H | H |OCHF, -(CH,),-
HH H|H|2|(H | H |CF; Me Cl
MelH H|H(2| H | H |CF,s Me Cl
MeH Me| H|2| H | H [CF,4 Me Cl
Me|Me Me(H{2| H | H |CF; Me Cl
Me[Me H |H|2|Me| H |CF; Me Ci
Me|Me H |H|2 | Et| H |CF,4 Me Cl
Me[Me H [H|2 |Pr-i| H |CF; Me Cl
Me{Me H |H| 2 |Me|Me|CF, Me Cl
Me|Et H |H|2! H| H |CF, Me Cl
Et |Et H[H|{2| H| H |CF,4 Me Ci
Me|Pr-i H |H|2|{H | H |CF,4 Me Cl
Me|Pr H|H|2|H | H |CF,s Me Cl1
Me|Pr-c H|H|2|H | H|CF,; Me Cl
Me|CH;Pr-c| H |H|2| H | H |CF, Me Cl

-(CH;),- H |H|2| H | H |CF;s Me Ci
CH;);- H|H|2|H|H |CF, Me Cl
“(CH;). H [H|2|H | H [CF,; Me Cl
-(CH;)ss H |H|2| H | H (CF, Me Cl

41




B 540/236T1

i

W

200510066670. 4

o o . £
m S 88z _ o _ e T _ I = 53 £ oL me S o
aamaaaanmoooCMaMaMQMGWQMGGCHGOOHGCFCOCOC
[-) -5} P 9V L v @ Y L 9 9 9 L LD V L D
MmmmHHHHHHHHHHHMmmMMMMMWWMMMMMWMWMMMMWWWW
£ LR s &
P E B EEE LSS e e e T 3 = mm m&m £ oom e S
wCCCOOOCCCCCCCCHMMGmamamamcmooaoccmCFcoco
HHHHHHHHHHHHHHHHHHHHHHHHHHHHHHHHHHHHHHHHH
HHHHHHHHHHHHHHHHHHHHHHHHHHHHHHHHHHHHHHHHH
22221111111111111111111111111111111111111
HHHHHHHHHHHHHHHHHHHHHHHHHHHHHHHHHHHHHHHHH
r.4r$HHHHHHHHHHHHHHHHHHHHHHHHHHHHHHHHHHHHH
B = T
L L
vy or o ™ 0 o QO Y U O o o O U O o
mmmmmmmmmmmmmmmmmmmmmmmmmmmmmmmmmmmmm
HHHHmmmmmmmmmmmmmmmmmmmmmmmmmmmmmmmmmmmmm

42



200510066670. 4 o P ZE41/236T

Me|Me H |H{1| H| H |CF, Me OEt

Me|Me H|H(1|H | H |OEt Me CF;

Me[Me H|H(1| H | H |CF; Me OPr-i

Me|Me H(H|1|H|H |CF, Me OPr

Me[Me H|H({1| H| H |CF;4 Me OBu-t

Me|Me H H{1|H | H |CF; Me OBu-s

Me|Me H{H{1 H|H |CF, Me OBu-i

Me|Me H H{1| H | H |[CF,s Me OBu

Me|Me H[H{1| H| H |CF, Me O(2-Pen)
Me[Me H{H|1|H | H |CF; Me O(3-Pen)
Me(Me H|H{1| H| H |CF, Me OPen-n

Me{Me H|H|1) H| H |CF; Me O(2-Hex)
Me|Me H {H({1| H | H |CF; Me O(3-Hex)
Me|Me H{H{1| H|H |CF; Me OHex-n
Me|Me H|H|{1|H|H |CF, Me OPen-c

Me|Me H|H{1|H | H |CF, Me OHex-c

Me|Me H|H{1|H|H|CF,s Me OCH,Pr-c
Me|{Me H |H|({1| H| H |CF, Me OCH,Bu-c
Me|Me H|H{1|H | H |CF; Me OCH,Pen-c
Me|Me H|H{1| H| H ICF,s Me OCH,Hex-c
Me|Me H|H|1| H | H |CF, Me OCH,CH=CH,
Me|Me H|H|1{H | H |CF; Me OCH,C=CH
Me|Me H{H|1|H|H |CF, Me OCHF,

Me{Me H |H|{1| H | H [OCHF, |Me CF;

Me|Me H|H|1|H|H|CF,s Me OCH,CHF,
Me|Me H(H|[1|H|H ;’ZCH’CH Me CF;

Me|Me ‘H|H|1| H| H |[CF,4 Me OCH,CF;
Me|Me H (H|1| H | H |OCH,CF; [Me CF;

Me|Me HiH({1|H | H|CF, Me OCH,CN
Me|Me HIH|1| H|H |CF,4 Me OCH,C(=0)OEt
Me|Me H |H|[1|H | H |CF, Me OCH(Me)C(=0)OEt
Me[Me H|H(1|H | H |CF; Me OCH,C(=0)NH,
Me|Me H H{1|H | H |CF, Me OCH,C(=0O)NHMe
Me|Me H |H|({1| H| H |CF; Me OCH,C(=0)N(Me),
Me|Me H | H|1|H | H |CF, Me OCH;Ph
Me{Me H |H|{1| H | H |CF; Me OPh

Me|Me H|H{1|H | H |CF; Me OQ2-ChPh
Me|Me H{H|{1|H | H |CF, Me O(2-Br)Ph
Me{Me H|H|1| H | H |CF, Me O(2-F)Ph
Me|Me H |H(1|H | H |CF, Me O(2-Me)Ph
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Me{Me H H|{1| H| H |[CF, Me 0O(2-OMe)Ph
Me{Me H|H{1|H | H [CF, Me O(2-NO,)Ph
Me[Me H |[H{1| H| H |CF; Me O(2-CN)Ph
Me{Me H{H1  H|H |CF, Me 0(2-C(=0)OMe)Ph
Me(Me H |H|{1| H | H |CF; Me O@G-Ch)Ph
Me|Me H |H{1| H| H |CF; Me O(3-Br)Ph
Me|Me H |H({1{ H| H |CF, Me O(3-F)Ph
Me|Me H H|1]) H| H |CF, 1Me O(3-Me)Ph
Me|Me H |H|1| H| H |(CF, Me 0O(3-OMe)Ph
Me|Me H|H|1|H|H|CF Me O(3-NO,)Ph
Me[Me HH|1| H | H |CF, Me O@3-CN)Ph
Me[Me H |H|1| H | H |CF, Me 0O(3-C(=0)OMe)Ph
Me|Me H |H|[1| H | H |CF, Me O(@4-ChHPh
Me{Me H(H|1|H|H |CF, Me O(4-Br)Ph
Me[Me H|H(1| H | H |CF, Me O(4-F)Ph
Me|Me H |H{1|H | H |CF, Me O(4-Me)Ph
Me|Me H|H|1|H|H|CF Me O(4-OMe)Ph
Me|Me H{H|1{H | H|CF, Me O(4-NO,)Ph
Me[Me H H|{1| H | H |CF; Me O(4-CN)Ph
Me|Me H{H|1|H | H |CF; Me 04-C(=0)OMe)Ph
Me|Me H |H|1| H | H |CF, Me OC(=0)Me
Me|Me H|H|1| H | H (CF,s Me OC(=0)Et
Me{Me H[(H[{1|H | H |CF, Me OC(=0)CH,Ph
Me[Me HH{1|H | H |CF, Me OC(=0)CF;
Me|Me H(H|1|H | H |CF, Me OC(=0)Ph
Me{Me H|H|{1| H | H |CF; Me 0SO,;Me
Me{Me H|H|1|H|H|CF, Me OSO,Et
Me{Me H|H|1|H | H |[CF; Me 0SO,CH,Ph
Me|Me H|H|{1]| H | H |CF,s Me 0SO0,CF,
Me|Me H|H|1|H | H |CF, Me OSO,Ph
Me Me H | H|{1| H | H |CF, Me SMe
Me|Me HH|{1|H|H |CF, Me SO,Me
Me|Me H |H|{1| H| H |CF, Me SEt

Me{Me H H|1|H | H|CF, Me SO,Et
Me{Me H (H|1{ H | H |CF, Me SPr

Me|Me H |H|1} H | H |CF,4 Me SO,Pr
Me|Me H[H|1|H | H [CF, Me SPr-i
Me|Me H (H|1|H | H [|CF, Me SO,Pr-i
Me{Me H|H{1|H | H |CF, Me SBu-t
Me|Me HH{1|H|H|CF, Me SO,Bu-t
Me|Me H |H|1|H | H |CF, Me SCHF,
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Me{Me H|H|1| H | H |CF,4 Me SO,CHF,
Me{Me H | H(1|  H|H|CF, Me SCF;
Me|Me H |H|1| H| H |CF, Me SO,CF;
Me|Me H |H|1) H | H |CF, Me SPh
Me|Me H|H|1|H | H |CF; Me SO,Ph
Me|Me H|H{1H|H|CF, Me SCH,Ph
Me{Me H|H|1{H | H |CF; Me SO,CH,Ph
Me|Me H(H|1|H | H |CF, Me SCH,C(=0)OEt
Me|Me H|H|1|H | H |CF, Me : S0,CH,C(=0)OEt
Me[Me H |H|1}{ H | H |CF, Me SCH(Me)C(=0)OEt
MeMe H{H|1|H | H|CF, Me SO,CH(Me)C(=0)OEt
Me[Me H H|1|H| H [CF, Me SCH,C(=0)NH,
Me|Me H(H|{1|H | H |CF, Me SO,CH,C(=0)NH,
Me|Me H H|1| H| H (CF; Me SCH,C(=0)NHMe
Me|Me H|H|1|H | H |CF, Me SO,CH,C(=0)NHMe
Me|Me H(H|1|H|H|CF, Me SCH,C(=0)N(Me),
Me|Me H(H(1]| H | H CF, Me SO,CH,C(=0)N(Me),
Me|Me H|H(1| H | H |CF, Me NH,
Me|Me H |H|{1|H | H |CF, Me NHMe
Me|Me H|H|1| H| H |CF,4 Me N(Me),
Me(Me H|H|1| H | H |CF,4 Me NHC(=0)Me
Me|Me HH|1|H | H |CF, Me N(Me)C(=0)Me
Me[Me H | H|{1|{H | H |CF;s Me NHSO,;Me
Me|Me H(H|{1| H| H [CF, Me N(Me)SO,Me
Me|Me H (H|{1| H | H |[CF, Me NHSO,CHF,
Me|Me H |H[{1| H | H [CF, Me N(Me)SO,CHF,
Me|Me H H|1| H| H |CF; Me NHSO,CF,
Me|Me H |H|1| H | H [CF, Me N(Me)SO,CF;
MeMe |H |H[1|H|H|CF, Me NHPh
Me{Me H|H|1|H | H |CF, Me N(Me)Ph
Me|Me H|H|1|H|{H|CF, Me CN
Me|Me H|H|[1|H|H|CN Me CF;
Me|Me H|H[1|H | H|[CF, Me C(=0)OMe
Me|Me H|H|1|H | H |CF, Me C(=0)OCH,Ph
Me|Me H [H|1|H | H |CF, Me C(=0)OPh
Me{Me H (H{1| H | H |CF,; Me C(=O)NH,
Me{Me H|H|1| H| H |CF;4 Me C(=0O)NHMe
Me{Me H | H{1|H | H |CF, Me C(=0)N(Me),
Me{Me H|H{1| H | H [CF, Me C(=0)Me
Me|Me H|H|1|H|H|CF, Me C(=0)CF;
Me|Me H|H|1|H | H |CF, Me C(=0)CH,Ph
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Me|Me H|H{1|H{H [Me Bu-t CF;
Me{Me H|H[{1|H|H|CF;s Bu-s Cl
Me|Me H(Hi1|H|H|C Bu-s CF;
Me|Me H|H{1|H | H |CF, Bu-i Cl
Me|Me H|H|1{H|H|C Bu-i CF,
Me|Me H{H|1| H | H |CF; Bu Cl
Me|Me H{H(1|H{HI|C Bu CF;
Me|Me H|H|1|H | H |CF; 1-PETA Cl
Me|Me H|H[1|H|H|C 1-FATE CF,
Me|Me H |H|{1|H | H |CF, 1-2hk /it Cl
Me|Me H[H|1|H|H|C 1-2X5/% CF;
Me(Me H(H|{1|H|H|CF 1-& % Cl
Me(Me H|H{1|H|H|C 1-%% CF;
Me|Me H|H(1|H | H |CF, 1-F A XA Cl
Me|Me H |H|{1|H|H |C 1-F A CF,
Me|Me H |H|1| H | H |CF, 2-TATR Cl
Me|Me H[H|1|H|H|c 2-ZEATR CF;
Me|Me H |H|{1|H | H |CF;s 33-—WETH Cl
Me|Me H|H[1|H|H]|C 33-—WEATHR CF;
Me|Me H|[H|1|H | H |CF, -2 Cl
Me|Me H|H|{1|H|H]|C 1-T X CF;
Me|Me H|H|1|H|H|CF; - A Cl
Me|Me H|H|1|H|H]|CI 1-BX CF;
Me|Me H(H|1|H|H|CF, 1-¥4% Cl
Me|Me H[H|1[H|H|C 1-¥4 CF;
Me|Me H |H{1|H | H |CF, CH,Ph Cl
Me|Me H[H|1|H|H|C CH,Ph CF,
Me|Me H |H[{1|H | H |CF, Pr-c Cl
Me|Me H|H[{1|H | H [CF,s Pen-c Cl
Me[Me HH|1|H|H|CI Pen-c CF,4
Me|Me H|H|1| H| H |CF,s Hex-c Cl
Me|Me HH|1|H | H|CI Hex-c CF;
Me|Me HH|/1]H|H|C CH,Pr-¢ Cl
Me|Me H |H|1| H | H |OCHF, [CH,Pr-c Cl
Me|Me H{H|1|H|H|C CH,Pr-c OCHF,
Me|Me H |H|1| H| H |OCHF, |CH,Pr-c OCHF,
Me|Me H|H|1|H | H |CF, CH,Pr-c F
Me|Me HH|1|H|H|F CH,Pr-c CF,
Me|Me H |H|1|H| H |CF, CH,Pr-c Cl
Me|Me HH{1|H|H|C CH,Pr-c CF;
Me|Me H H|1|H|H |CF, CH,Pr-c CN
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Me|Me H |H|1| H | H |CF; CH,Pr-c OH
Me|Me H|H|1| H | H |CF; CH,Pr-c OMe
Me|Me H|H|1| H|H |OMe CH,Pr-c CF;
Me|Me H{H|1|H| H |CF, CH,Pr-c OEt
Me|Me H(H|{1| H | H |OEt CH,Pr-c CF;
Me(Me H{H|1| H | H |CF, CH,Pr-c OPr-i
Me|Me H|H|1|H | H|CF, CH,Pr-c OPr
Me|Me H|H|1| H | H |CF; CH,Pr-c OBu-t
Me|{Me H|H|{1|{H | H |[CF, CH,Pr-c OCH,Pr-c
Me|Me H |H|1| H | H |CF; CH,Pr-c OCH,Bu-c
Me(Me H{H|1|{H | H |CF, CH,Pr-c OPen-c
Me|Me H |H|1| H | H |CF; CH,Pr-c OCHF,
Me|Me H|H|1| H | H |OCHF, |CH,Pr-c CF;
Me|Me H|H|1|H | H |CF; CH,Pr-c CN
Me|Me H|H|1|H|H|CN CH,Pr-c CF;
Me|Me H|H|1|H | H |CF, CH,Pr-c Me
Me|Me H(H|{1|H | H |Me CH,Pr-c CF,
Me(Me H|H|1| H | H |CF; 1-xRLTE Cl
Me|Me H|H|1|H|H]|CI 1-F/ETE CF,
Me[Me H|H|{1| H | H |CF; CH,2-FEKF&HE) Cl
Me|Me H|H|1|H|H]|Cl CH,2-FRARALE) CF,
Me|Me H|H|1| H | H |CF; CH,(2,2-=F & xxA L) [Cl
Me|Me H|H|1|H|H|CI CH,(2,2-=¥ %3k A %) |CF,
Me|Me H |H|1| H | H |CF, CH,(2-#3% A X) Cl
Me[Me H|H{1{H|H|CI CH,(2-8% A %) CF;
Me|Me H|H|1|H | H |CF, CH,(2,2-—#35 & X) |CI
Me|Me H|H|1|H|H|Q CH,(22-=§3F % %) |[CF,
Me|Me H(H|1|H | H |CF, CH,(2-BF H %) Cl
Me|Me H|H|{1|H|H|C CH,2-# %A %) CF;
Me|Me H(H|1| H| H [CF; CH,2,2-=#3%F &%) |CI
Me|Me HH|1|H|H|C CH,(2,2-—R3%AEX) |CF,
Me|Me H|H|1|H | H |CF; CH,Bu-c Cl
Me|Me H|H|{1{H|H|C CH,Bu-c CF;
Me|Me H |H|1| H | H |CF, CH,Pen- Cl
Me|Me H|H{1|H | H|C] CH,Pen-c CF,
Me|Me H |H|1| H | H |CF; CH,Hex-c Cl
Me|Me H[H|1|H|H]|C CH,Hex-c CF;
Me|Me H |H|{1|H | H |CF; CH,CH,Pr-c Cl
Me|Me H|H|1|H|H|Ca CH,CH,Pr-c CF,
Me|Me H|H|1| H | H |CF; CH,CH=CH, Cl
Me|Me H|H{1|H|H|C CH,CH=CH, CF,
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Me|Me H H{1|H | H |CF; CH,CH=CHCI Cl
Me[Me H|H|1|H|H|C CH,CH=CHCI CF;
Me[Me H|H|1|H|H|C] CH,C=CH Cl
Me[Me H H(1|H | H |[OCHF, |CH,C=CH Cl
Me(Me H |H{1| H{H|CI CH,C=CH OCHF,
Me|Me H |H|1| H | H |[OCHF, [CH,C=CH OCHF,
Me|Me H|H|1|H | H |CF; CH,C=CH F
Me|Me H|H|1|H|H|F CH,C=CH CF;
Me|Me H{H{1|H | H [CF,3 CH,C=CH Cl
Me|Me HH 1 H|H|C CH,C=CH CF;
Me|Me H |H{1| H | H (CF;s CH,C=CH OMe
Me|Me H |H|1| H| H [OMe CH,C=CH CF,
Me|Me H |H|1|H | H |CF,4 CH,C=CH OEt
Me|Me H H|1| H | H |OEt CH,C=CH CFK,
Me(Me H|H(1{H|H |CF CH,C=CH OCHF,
Me|Me H ([H{1| H | H [OCHF, [CH,C=CH CF;
Me{Me H (H{1|H| H |CF, CH,C=CH CN
Me[Me HH{1}H|H|CN CH,C=CH CF;
Me|Me H (H{1| H | H [CF; CH,C=CH Me
Me[Me H H|1H|H |[Me CH,C=CH CF;
Me|Me H |H{1| H | H |CF; CHMeC=CH Cl
Me|Me HH|1|H|H|CI CHMeC=CH CF;
Me|Me H(H{1|H|H |CF,; CH,C=CMe Cl
Me|Me HH{1|H|H|C CH,C=CMe CF;
Me|Me HIH|{1/H|H|C] CHF, Cl
Me|Me H (H|1| H| H |OCHF, [CHF, Cl
Me|Me HH|1 H|H|CI CHF, OCHF,
Me|Me H H|1| H|H |OCHF, [CHF, OCHF,
Me|Me HH|1|H | H |CF,3 CHF, Cl
Me|Me HH|1|H|H|CI CHF, CF;
Me|Me H|H|1|{H| H |CF; CHF, F
Me|Me H|H1|H|H|F CHF, CF;
Me|Me H(H{1|H|H |CF, CHF, OMe
Me|Me H |H{1|H| H |OMe CHF, CF;
Me|Me HH|1| H | H |CF; CHF, OEt
Me|Me H H|1| H| H |OEt CHF, CF;
Me|Me HH|1|H | H |CF,3 CHF, OCHF,
Me|Me H |H{1{ H| H [OCHF, |CHF, CF;
Me|Me H |H|1|H | H |CF; CHF, CN
Me{Me HH{1|H|H|CN CHF, CF,
Me|Me H H|{1|H|H|CF; CHF, Me
Me{Me H|H|1 H|H |Me CHF, CF;
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Me|Me H|H|1|H | H |CF, Ph OC(=0)Et
Me|Me H|[H|1| H | H |CF, Ph OC(=0)CH,Ph
Me|Me H|H|1|H | H |CF, Ph OC(=0)CF;
Me|Me H{H|1|H | H |CF; Ph OC(=0)Ph
Me[Me H|H|1|H | H |CF, Ph 0S0,Me
Me|Me H[{H|1|H | H |CF, Ph OSO,Et
Me(Me H [H|1|{H | H |CF, Ph 0SO,CH,Ph
Me|Me H |H|1|H | H |CF, Ph 0SO,CF;
Me|Me H |[H|1|H | H |CF, Ph 0SO,Ph
Me|Me H|(H|1|H | H |CF, Ph SMe

Me[Me H [{H|1|H | H |CF, Ph SO,Me
Me|Me H|H|1|H | H |CF, Ph SEt

Me|Me H|H|1|H | H |CF, Ph SO,Et
Me|Me H|H|1| H | H |CF, Ph SPr-i
Me|Me H H|1|H | H |[CF, Ph SO,Pr-i
Me|Me H|H[1|H|H |CF Ph " |SPr

Me[Me H|H{1|H | H |CF; Ph SO,Pr
Me[Me H[H|1|H | H |CF, Ph SBu-t
Me(Me H|H{1]H | H|CF; Ph SO,Bu-t
Me|Me H(H|1|H | H |CF, Ph SCHF,
Me|Me H |H|1|{ H | H |CF, Ph SO,CHF,
Me{Me H|H|1| H | H |CF, Ph NH,

Me[Me H H|1| H | H |[CF,4 Ph NHMe
Me|Me H|H|1|H | H |CF, Ph N(Me),
Me|Me H|H|{1| H | H |CF, Ph NHC(=0)Me
Me|Me H |H(1| H | H |CF, Ph NMe)C(=0)Me
Me|Me H|H|1|H | H |CF, Ph NHSO,Me
Me|Me H|{H|1|H | H |CF, Ph N(Me)SO,Me
Me|Me H|H|1|H|H |CF, Ph NHSO,CF,;
Me|Me H |H|1|H | H |CF, Ph N(Me)SO,CF;
Me|Me H|H|1| H| H |CF,3 Ph NHPh
Me|Me H|H|1|H|H |CF, Ph N(Me)Ph
Me|Me H|H|1|H | H |CF, Ph CN

Me[Me H|H|1|H|H|CF, Ph C(=0)Me
Me|Me H|H|1|H | H |CF, Ph C(=0)OMe
Me|Me H|H|1|H|H|CF, Ph C(=O)NH,
Me[Me H(H|1|H | H |CF, Ph C(=0)NHMe
Me(Me H {H|1| H|H |CF, Ph C(=0)N(Me),
Me|Me H|H|1|H | H |CF, Ph wked 1%
Me|Me H|H|1|H | H |CF, Ph LA S 3
Me[Me H|H|1|H|H|CF, Ph 1,24-= "1
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(2-F)Ph
(2-OMe)Ph
(2-Me)Ph
(2-NO,)Ph
(2-CN)Ph
(2-C(=0)Me)Ph
(2-C(=0)OMe)Ph
(2-C(=0)OEt)Ph
(2-C(=0)OPr-i)Ph
(2-C(=0)NH;,)Ph
(2-C(=0)NHMe)Ph
(2-C(=0)NMe,)Ph
(3-CDPh

(3-F)Ph
(3-OMe)Ph
(3-Me)Ph
(3-NO,)Ph
(3-CN)Ph
(3-C(=0)Me)Ph
(3-C(=0)OMe)Ph
(3-C(=0)OEt)Ph
(3-C(=0)OPr-i)Ph
(3-C(=0)NH;,)Ph
(3-C(=0)NHMe)Ph
(3-C(=0)NMe;)Ph
(4-CDPh
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Me|Me H|H{1|H | H|CF,s (4-C(=0)OEt)Ph Cl
Me|Me H |H|(1| H | H |CF; (4-C(=0)OPr-i)Ph Cl
Me|Me H|H(1|H|H |CF, (4-C(=O)NH,)Ph Cl
Me|Me H|H|1| H | H |CF, (4-C(=0)NHMe)Ph Cl
Me|Me H |H|1| H | H |CF, (4-C(=O)NMe,)Ph Cl
Me|Me H(H|1|H|H |CF; -2 Cl
Me|Me H|H{1|H | H |CF, 4,6-—FREER2-L |
Me[Me H|H|1|H | H |CF, g LS Cl
Me|Me H|H(1|H | H |CF;s %k vh-2-2 Cl
Me|Me H|H|{1|H|H |CF; SO;Me Cl
Me|Me H|H{1| H | H |CF; SO,Et Cl
Me|Me H|H|1|H | H |CF, SO,Pr-i Cl
Me|Me H|H|1| H | H |CF, SO,CH,Ph cl
Me|Me H|H|{1|H | H |CF, SO,CHF, Cl
Me|Me H|H|1|H | H |CF, SO,CF; Cl
Me|Me H|H|1|H | H |CF, SO,Ph Cl
Me|Me H|H|1| H | H |CF, C(=0)Me cl
Me|Me H|H|[1| H | H |CF; C(=0)Et Cl
Me|Me H |H|{1| H | H |CF, C(=0)Pr-i Cl
Me|Me H|H|1|H | H |CF, C(=0)Bu-t Cl
Me|Me H |H|1|H | H |CF, C(=0)Ph ql
Me|Me H|H|1| H | H |CF, C(=0)CH,Ph Cl
Me|Me H|H|1| H | H |CF; C(=0)CH,CI Cl
Me|Me H|H|{1|H | H |CF; C(=0)CHCl, Ci
Me|Me H|H|1|H | H |CF, C(=0)CF; Cl
Me|Me H |H|1|H | H |CF; C(=0)OMe Cl
Me|Me H|H[1|H | H|CF, C(=0)OPh Cl
Me|Me H|H[1|H | H|CF, C(=0)OCH,Ph Cl
Me|Me H|H{1|H | H|CF,s C(=0)NHMe ql
Me|Me H|H|1{H | H |CF, C(=0)N(Me), Cl
Me|Me H|H|1| H | H |CF, C(=0)NHPh Cl
Me|Me H|H{1|H | H|CF, NH, Cl
Me|Me H|H{1|{H|H]C] -(CH,),0-
Me|Me H|H|1|{H|H]|c ~(CH,);0-
Me|Me H|H(1|H|H]|CI -(CH,),S-
Me|Me H|H{1|H|H|CI -(CH,);SO,-
Me|Me H{H|1|H | H|CF, -(CH,),0-
Me|Me H | H|1|H | H CF, -(CH,),0-
Me|Me H|H|1|H | H |CF, -(CH,),S-
Me|Me H |H|1| H | H |CF, -(CH,);SO,-
Me|Me H|H|[1|H | H |OMe ~(CH,),-
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Me|Me HIH|0(H | H |CF; Me OCHF,

Me|Me H(H|0| H| H |OCHF, |Me CF;

Me(Me H | H H | H |CF; Me OCH,CHF,
OCH,CH '

Me|Me HIHIO|HIH ¥, Me CF;

Me|Me H|H{0| H|H |CF; Me OCH,CF;

Me[Me H{H(0| H | H |OCH,CF; |Me CF;

Me[Me H|H|0| H| H |CF; Me OCH,CN

Me|Me H|H|0| H| H |CF,4 Me OCH,C(=0)OEt

Me(Me HIH|0|H | H |CF; Me OCH(Me)C(=0)OLt

Me[Me H H|0| H|H|CF; Me OCH,C(=0O)NH,

Me{Me H|H|0| H| H |CF; Me OCH,C(=O)NHMe

Me|Me H|H|0| H| H |CF, Me OCH,C(=0)N(Me),

Me|Me HIH|0| H| H |CF,3 Me OCH,Ph

Me|Me H|H|{0|H | H |CF; Me OPh

Me|Me H{H{0|H|H |CF, Me 0(2-ChPh

Me|Me HI{H|(0| H| H |CF,s Me O2-Br)Ph

Me(Me H/H|0| H | H |CF; Me OQ2-F)Ph

Me|Me H(H|0| H| H |CF; Me O(2-Me)Ph

Me|Me HIH|0|H | H|CF,; Me 0O(2-OMe)Ph

Me[Me HIH|0| H| H|CF,3 Me 0(2-NO,)Ph

Me|Me H|H{0|H | H |CF,s Me O(2-CN)Ph

Me[Me H|H|0{H | H |CF, Me 0(2-C(=0)OMe)Ph

Me|Me H H|0| H | H |CF; Me O@3-ChPh

Me{Me H|H|0| H| H |[CF; Me O(3-Br)Ph

Me|Me H{H{0| H| H |CF, Me O@3-F)Ph

Me|Me H|H|0| H| H |CF; Me O(3-Me)Ph

Me{Me H|H|0| H| H |[CF; Me 0(3-OMe)Ph

Me{Me H|H|0| H| H |CF, Me O(3-NO;)Ph

Me[Me HH|0|H | H |CF; Me O@3-CN)Ph

Me|[Me H{H(0|H | H |CF; Me 0(3-C(=0)OMe)Ph

Me|Me H(H{0| H| H [CF, Me O(4-C)Ph

Me|Me H|H|0| H| H |CF; Me O(4-Br)Ph

Me{Me H|H|0| H | H |CF; Me O(4-F)Ph

Me[Me H|H|{0| H| H [CF; Me O(4-Me)Ph

Me|Me H{H|0| H]| H |CF,4 Me 0O(4-OMe)Ph

Me|Me H|H|0| H | H |CF,; Me : 0(4-NO,)Ph

Me|Me H{H{0|H| H |CF,3 Me 0(4-CN)Ph

Me[Me H{H|{0) H| H |CF; Me 0(4-C(=0)OMe)Ph

Me[Me H|H[{0| H| H |CFs Me OC(=0)Me

Me|Me H(H{O0|H| H |CF; Me OC(=0)Et
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OC(=0)CH,Ph
OC=0)CF,
OC(=0)Ph
0SO;Me

0SO,Et
0SO,CH,Ph
0S0,CF;

OSO,Ph

SMe

SO,Me

SEt

SO,Et

SPr

SO,Pr

SPr-i

SO,Pr-i

SBu-t

SO,Bu-t

SCHF,

SO,CHF,

SCF;

SO,CF;

SPh

SO,Ph

SCH,Ph

SO,CH,Ph
SCH,C(=0)OEt
S0,CH,C(=0)OEt
SCH(Me)C(=0)OEt
SO, CH(Me)C(=0)OEt
SCH,C(=0)NH,
SO,CH,C(=0)NH,
SCH,C(=0)NHMe
S0,CH,C(=0)NHMe
SCH,C(=0)N(Me),
S0,CH,;C(=0)N(Me),
NH,

NHMe

N(Me),
NHC(=0)Me

INMe)C(=0)Me
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Me(Me H(H|0[H | H [CF, 1-k% Cl
Me|Me H(H|0|H | H|CI -4 CF;
Me|Me H{H|0| H|H |CF, -1 Cl
Me[Me H(H|0|(H|H |C] 1-¥F% CF,
Me|Me H{H|0| H|H |CF; CH,Ph Cl
Me|Me H|H|0|H|H |C CH,Ph CF,
Me|Me H|H|0| H|H |CF, Pr-c ql
Me[Me H|H|0| H| H |[CF; Pen-c Cl
Me|Me H|H[0|H | H |C] Pen-c CF;
Me{Me H{H|(0|H | H |CF,3 Hex-c Cl
Me[Me H|H|0|H|H]|CI Hex-c CF,
Me|Me H{H|0|H | H|CI CH,Pr-c Cl
Me|Me H|H|0| H | H |OCHF, [CH,Pr-c Cl
Me|Me H|H|0|H|H|CI CH,Pr-c OCHF,
Me|Me H{H|0| H | H |OCHF, |CH,Pr-c OCHF,
Me[Me H|H|0|H | H |CF; CH,Pr-c F
Me|Me HH|O|H|HIF CH,Pr-c CF,
Me|Me H|{H|{0| H | H |CF, CH,Pr-c cl
Me|Me H|H|0|H | H|C CH,Pr-c CF;
Me{Me H H|0{H | H|CF; CH,Pr-c CN
Me{Me H{H|{0| H| H |CF, CH,Pr-c OH
Me|Me H{H|0| H|H |CF; CH,Pr-c OMe
Me|Me H|H|0| H | H |OMe CH,Pr-c CF;
Me|Me H|{H|0| H | H |CF,3 CH,Pr-c OEt
Me|Me H|H|0| H | H |OEt CH,Pr-c CF;
Me|Me H|H|0|H | H |CF; CH,Pr-c OPr-i
Me|Me H|H|0|H | H |CF,s CH,Pr-c OPr
Me|Me HIH|0|H| H |CF; CH,Pr-c OBu-t
Me|Me H(H|{0| H| H |CF,3 CH,Pr-c OCH,Pr-c
Me|{Me H({H(0; H | H |CF, CH,Pr-c OCH,Bu-c
Me|Me H{H|0| H | H |CF, CH,Pr-c OPen-c
Me|Me H|H|0(H | H|CF, CH,Pr-c OCHF,
Me|Me H|H|0| H | H |OCHF, |[CH,Pr- CF;
Me|Me H|H|0| H | H |CF, CH,Pr-c CN
Me[Me H|H|0|H | H|CN CH,Pr-c CF,
Me|Me H|H|0|H | H |CF, CH,Pr-c Me
Me{Me HIH|0| H| H [Me CH,Pr-c CF;
Me|Me H(H|0|H | H [CF, 1-FHETE Cl
Me|Me H(H|{0|H|H|C 1-FRETE CF,
Me|Me H|H|(0|H | H |CFs CH,-FXxAad) Cl
Me|Me H|H|0|H|HI|C CH,2-PAxA L) CF,
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Me(Me H(H|0|H | H |CF, CH,(22-=F A3 &%) [C]
Me|Me H|(H|0|H|H|C CH,2,2-=F %3 A %) |CF;
Me[Me H|H|(0| H | H |CF; CH,(2-#3F A X) Cl
Me|Me H|H|0|H|H|C CH,(2-fF A %) CF;
Me|Me H|(H|0| H|H |CF, CH,(2,2-=—#% &%) [C]
Me|Me H{H[0O|H|H|C CH,(22-=—#% A %) |CF;
Me|Me H|H|0| H | H |CF, CH,(2-A3F R K) ql
Me|Me H|H|0|H | H |C CH,2-f3r A %) CF;
Me|Me H|{H|0|H | H |CF, CH,(22-=#3F &%) |C1
Me|Me H{H|0|H|H|CI CH,(2,2-=— £ HX) |[CF,
Me|Me H|H|0| H | H |CF; CH,Bu-c Cl
Me|Me HH|0|H|H]|C CH,Bu-c CF,
Me|Me H|H|0| H | H |CF, CH,Pen-c Cl
Me|Me H|H|0|H|H|C CH,Pen-c CF,
Me|Me H|(H{0| H | H |CF; CH,Hex-c Ci
Me|Me H|H|0|H | H |CI CH,Hex-c CF;
Me[Me H|H|[0|H | H |CF, CH,CH,Pr-c Cl
Me|Me H|H[0|H|H |CI CH,CH,Pr-c CF,
Me|Me H|H|0|H | H |CF, CH,CH=CH, Cl
Me|Me H|H|0|H|H |a CH,CH=CH, CF;
Me|Me H|H|{0| H| H |CF, CH,CH=CHCI Cl
Me|Me H{H|0|H|H |CI CH,CH=CHCI CF,
Me|Me H|H|0|H|H|C CH,C=CH Cl
Me|Me H|H|0| H | H |[OCHF, |CH,C=CH Cl
Me|Me H|H|0|H|H |C CH,C=CH OCHF,
Me|Me HIH|0| H | H [OCHF, |CH,C=CH OCHF,
Me|Me H|H|{0|H | H |CF, CH,C=CH F
Me|Me H|H|0O|H|H|F CH,C=CH CF,
Me|Me H|H|0|H | H |CF, CH,C=CH Cl
Me|Me H|H{0|H|H|C CH,C=CH CF;
Me{Me H|{H|0| H|H |CF, CH,C=CH OMe
Me(Me H|H|[0|H | H [OMe CH,C=CH CF,
Me|Me H|H|0| H | H |CF, CH,C=CH OEt
Me(Me H{H|0| H | H |OEt CH,C=CH CF,
Me|Me H|H|0| H| H |CF, CH,C=CH OCHF,
Me|Me H|H{0| H | H |[OCHF, |CH,C=CH CF;
Me|Me H{H|0|H | H |CF, CH,C=CH CN
Me|Me H|H|0|H|H |CN CH,C=CH CF;
Me|Me H|H|0|H | H |CF, CH,C=CH Me
Me|Me H|H|0|H|H |Me CH,C=CH CF,
Me|Me H|H|0|H | H |CF, CH,C=CH Cl
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Me|Me H|H|(0|H|H|C CH,C=CH CF;
Me|Me H|{H|0| H| H [CF; CH,C=CMe Cl
Me|Me H{H|0|H|H|C CH,C=CMe CF;
Me|Me H|H|(0O{H|H]|CI CHF, Cl
Me[Me H|(H|0| H | H |OCHF, |CHF, Cl
Me|Me H H|0|H|H|C] CHF, OCHF,
Me|Me H|H|0| H | H |OCHF, |[CHF, OCHF,
Me|Me H|{H|0| H|H |CF, CHF, Cl
Me|Me H|(H{0|H|H|C CHF, CF;
Me|[Me H|H(0| H| H |CF,3 CHF, F
Me[Me H|/H|0O|H|HI[F CHF, CF,
Me|Me H|H[(0|H | H |CF, CHF, OMe
Me[Me H|{H|0| H|H [OMe CHF, CF,
Me|Me H|H|0| H | H |CF;s CHF, OEt
Me|Me H|H|{0| H| H |OEt CHF, CF;
Me|Me H{H|{0| H | H |CF;, CHF, OCHF,
Me|Me H|H|0| H| H |OCHF, |[CHF, CF;
Me|Me H|H|0| H | H |CF,s CHF, CN
Me{Me H|H|0|H|H |CN CHF, CF;
Me|Me H|H|{0|H|H |CF, CHF, Me
Me|Me H{H|0|H|H [Me CHF, CF;
Me|Me H| H|0|H|H [Me CHF, Cl
Me|Me H(H|{0|H|H|C CHF, Me
Me|Me H|H|0|H|H [Et CHF, Cl
Me|[Me H|H|0|H|H|C CHF, Et
Me{Me H|H|0| H | H |CF; CH,CHF, cl
Me|Me H|H|(0|H|H|Q CH,CHF, CF,
Me|Me H|H|0| H | H |CF; CH,CF; Cl
Me|Me H(H(O|H | H|C CH,CF, CF,4
Me|Me H{H|{0|H | H |CF; CH,0H Cl
Me|Me HH(0|H|H|C CH,OH CF,
Me|Me HIH|0|H|H]|C CH,0OMe Cl
Me|Me H|H|0| H | H [OCHF, |CH,0Me Cl
Me|Me H|H(0|H|H|C CH,0Me OCHF,
Me|Me H{H|0|H|H |OCHF, |CH,OMe OCHF,
Me|Me H|H|0|H|H |CF CH,OMe F
Me|Me H|H|O0|H|HIF CH,0OMe CF;
Me|Me H|H|0|H | H|CF; CH,0OMe Cl
Me|Me HIH{0{H | H|C] CH,0Me CF;
Me|Me H{H|0| H| H |CF; CH,0Me OMe
Me|Me H|(H|(0| H | H |OMe CH,OMe CF,
Me|Me HiH|{0O|H | H |CF; CH,0OMe OEt
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Me|Me H|H|0| H | H [OEt CH,OMe CF;
Me|Me H|(H|0|H | H |CF; CH,0Me OCHF,
Me[Me H|H|0| H| H |OCHF, |CH,0Me CF;
Me|Me H|H|{0|H | H |CF; CH,0Me CN
Me|{Me H|(H|0|H | H |CN CH,0Me CF;
Me|Me H{H|0|H | H |CF; CH,OMe Me
Me|Me H|(H|0|H|H [Me CH,0Me CF;
Me|Me H|(H|0|H | H |CF; CH,OFEt Cl
Me{Me H|H|{0|{H | H |C] CH,OEt CF;
Me[Me H|H|0| H| H |CF; CH,CH,0OH Cl1
Me|Me H{H|0|H | H|C CH,CH,OH CF;
Me|Me H|H|0| H| H |CF; CH,CH,0Me Cl
Me|Me H|H|{0|H | H |C] CH,CH,0Me CF,
Me|Me H{H|0|H | H |CF; CH,CH,OEt Cl
Me(Me H|(H|0|H | H |C CH,CH,OEt CF,
Me|Me H|(H[{O0| H | H |CF; CH,NHMe Cl
Me|Me H|H|0|H|H |C CH,NHMe CF,
Me|Me H|H|0| H | H |CF, CH,;N(Me), Cl
Me|Me H{H|0|H|H|Cl CH,N(Me), CF,
Me|Me H{H{0| H | H |CF, CH,;N(Me)C(=0)Me Cl
Me|Me H|H|0|H | H|C CH,N(Me)C(=0)Me CF;
Me|Me H|(H|(0! H| H |CF; CH;N(Me)C(=O)CF; |CI
Me[Me H|H|0|H|H |C] CH2N(Me)C(=O)CF; |CF;
Me|Me H|H|0| H| H |CF, CH,N(Me)SO,Me Cl
Me|Me H|H|0|H | H |C] CH,N(Me)SO;Me CF;,
Me|Me H{H|0|H | H |CF, CH,N(Me)SO,CHF, Cl
Me|Me H|(H|0|H|H]|C CH;N(Me)SO,CHF, [CF;
Me|Me H|(H|0| H| H |CF; CH,N(Me)SO,CF; Cl
Me|Me H{H[0|H | H|C CH,N(Me)SO,CF, CF;
Me|Me H|H|0| H | H |CF; CH,SMe Cl
Me|Me H|H|[0|H | H |C] CH,SMe CF,
Me|Me H|H{0| H | H |CF; CH,S0,Me Cl
Me|Me H|H|{0|H|H|CI CH,S0,Me CF,
Me|Me H|H|0| H| H |CF; CH,CH,SMe Cl
Me|Me H|H(0O|H | H|C CH,CH,SMe CF;
Me|Me H|H|0| H| H |CF; CH,CH,SO;Me Cl
Me|Me H|H|0|H | H [C] CH,CH,SO,Me CF,
Me|Me HH(O|H| H |CF; CH,CN Cl
Me|Me H|H|0|H | H [C] CH,CN CF;
MeiMe HIH(0|H | H |[CF,4 CH,C(=0)OMe Cl
Me|Me H{H|{0|H|H|C CH,C(=0)OMe CF;
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Me|Me H|H{0| H|H |CF; CH,;C(=0)OEt Cl
Me|Me H(H|{0|H|H|Cl CH,C(=0)OEt CF;
Me|Me H|(H|0|H | H |CF, CH(Me)C(=0)OMe Cl
Me|Me H(H|0|H|H|CI CH(Me)C(=0)OMe CF;
Me|Me H(H|0|H | H |CF; C(Me),C(=0)OMe Cl
Me|Me H|(H[0|H|H|CI C(Me),C(=0)OMe CF;
Me|Me H|{H|0| H | H |CF; CH,C(=0)NH, Cl
Me|Me H|{H|{0|{H|H |C CH,C(=0O)NH, CF,
Me|Me H|H|0| H | H |CF; CH,C(=0)NHMe Cl1
Me|Me H(H|{0O|H|H|CI CH,C(=0)NHMe CF;
Me[Me H(H|0|H | H |CF; CH,C(=0)N(Me), Cl
Me|Me H|H|{0|H|H|C CH,C(=0)N(Me), CF;
Me|Me H|H|0| H | H |CF; CH,C(=0)Me Cl
Me|Me H|H(0|H|H|CI CH,C(=0)Me CF;
Me[Me H|(H|(0|H|H |CF, CH,C(=NOMe)Me Cl
Me|Me H(H|0|H|H |C] CH,C(=NOMe)Me CF,
Me[Me H|H[{0|H | H |CF, CH,C(=0)CF; Cl1
Me|Me H|H{0|H|H|C CH,C(=0)CF; CF,
Me|Me H|H(0| H | H |CF; CH,CH,C(=0)Me Cl
Me|Me H{H{0|H|H|CI CH,CH,C(=0)Me CF;
Me|Me H|{H|0|H | H |Me Ph Me
Me|Me H(H|0|H | H |Me Ph Cl
Me|Me H(H|0|H|H |Et Ph Cl
Mej{Me H|H|0|H | H |Pr Ph Cl
Me|Me H|H{0|H | H |Pri Ph Cl
Me|Me H|H|{0| H | H [Bu-t Ph cl
Me|Me H|H{0| H | H |CH,0Me Ph Cl
Me|Me H|H[0|H|H|C Ph Cl1
Me|Me H|H(0| H| H |OCHF, |[Ph Cl
Me[Me H(H|0| H | H |OCHF, [Ph OCHF,
Me|Me H|{H|0| H | H [CHF, Ph Cl
Me|Me H{H|0|H | H |CF; Ph H
Me|Me H|{H{0|H | H |CF, Ph Me
Me|Me H|H|(0|H | H |Me Ph CF;
Me{Me H|(H|0| H| H |CF;s Ph Et
Me|Me H|H|(0|H|H|CF, Ph Pr-i
Me|Me H{H|0|H | H |CF, Ph CHF,
Me|Me H|H{0| H | H [CF;s Ph CF;
Me|Me H|{H(0|H | H |CF; Ph F
Me|Me H{H|0| H | H |CF, Ph Cl
Me|Me H{H{0|H|H|C Ph CF;
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Me[Me H|(H|0| H| H [CF;s C(=0)CH,Ph Cl
Me|Me H(H|0{ H | H |CF,3 C(=0)CH,CI Cl
MejMe H|H|0| H| H |CF; C(=0)CHC}L, Cl
Me|Me H{H|0|H | H |CF; C(=0)CF, Cl
Me|[Me H(H|0| H| H |CF, C(=0)OMe Cl
Me|Me H(H|0| H | H [CF; C(=0)OPh Cl
Me|Me H|H|{0{ H| H |CF; C(=0)OCH,Ph Cl
Me|Me H|(H|0| H| H |CF;s C(=0)NHMe Cl
Me|Me H|(H|0|H | H [CF,s C(=0)N(Me), Cl
Me|Me H|H|(0|(H | H |CF, C(=0)NHPh Cl
Me[Me H{H|0|H | H |CF, NH, Cl
Me[Me H|(H|0|H | H |Cl -(CH,),0-
Me({Me H(H|0|H|H|CI -(CH,);0-
Me|Me H|H|{0|H|H|C -(CH,);$-
Me|Me H(H|0|H|HI|C -(CH,);S0,-
Me|Me HH{0|H| H |CF; -(CH,),0-
Me|Me H|H|0|H | H |CF, -(CH,);0-
Me|Me H|{H|0| H | H |CF, -(CH,);S-
Me|Me H|(H|0| H | H |[CF; -(CH,);S0,-
Me|Me H{H|0| H | H |OMe -(CH,)4-
Me[Me H[{H|0| H | H |OCHF, -(CH,)
H [H H(H|0| H| H |CF,s Me Cl
Me|H H(H|0| H | H |CF, Me Cl
Me|H Me/H|0| H | H |CF; Me Cl
Me|Me MeH|{0]| H | H |[CF; Me Cl
Me[Me H H|0|[Me| H |CF; Me Cl
Me|Me H(H|0|Et| H |CF, Me Cl1
Me{Me H|H|O0|Pr-i| H |CF; Me Cl
Me|Me H |H|0|Me|Me|CF, Me Cl
Me|Et H{H|0| H| H |CF,4 Me Cl
Et [Et H|{H|0| H | H |CF; Me Cl
Me|Pr-i HIH|0|H| H |CF; Me Cl
Me|Pr HIH|0|H | H |[CF, Me 1
Me|Pr-c H|H|{0| H | H [CF; Me Cl
Me|CH,Pr-c H|H|0| H | H |CF; Me Cl

-(CH;),- H|H|0| H | H |CF; Me Cl1
«(CH;);- H|H|{0| H | H |CF; Me Cl
<(CHy).- H|H|{0| H| H |CF; Me Cl
«CH;)ss H|H|0|H | H |CF;s Me Cl
H| -(CH):- |H|0|H | H [CFs Me Cl
H| -(CHy)- |H|0|H | H |CF, Me Cl
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Me Me H H 2 H |H H NHMe Pr-i
Me Me H H 2 H | H H NMe, Pr-i
Me Me H H 2 H | H H NHEt Pr-i
Me Me H H 2 H | H H NEt, Pr-i
Me Me H H 2 H |H H NHPh Pr-i
Me Me H H 2 H H H N(Me)Ph Pr-i
Me Me H H 2 H |H H CN Pr-i
Me Me H H 2 H | H H F Pr-c
Me Me H H 2 H  H H Cl Pr-c
Me Me H H 2 H |H H OH Pr-c
Me Me H H 2 H | H H OMe Pr-c
Me Me H H 2 H |H H OEt Pr-c
Me Me H H 2 H |H H OPr-i Pr-c
Me Me H H 2 H |H H OPr Pr-c
Me Me H H 2 H |H H OBu-t Pr-c
Me Me H H 2 H |H H OCH,Pr-c Pr-c
Me Me H H 2 H H H OCH,Bu-c Pr-c
Me Me H H 2 H |H H OCH,Pen-c Pr-c
Me Me H H 2 H H H OCH,Hex-c Pr-c
Me Me H H 2 H | H H OPen-c Pr-c
Me Me H H 2 H | H H OHex-c Pr-c
Me Me H H 2 H | H H OCH,Ph Pr-c
Me Me H H 2 H | H H OPh Pr-c
Me Me H H 2 H{H H OCHF, Pr-c
Me Me H H 2 H |H H SH Pr-c
Me Me H H 2 H |H H SMe Pr-c
Me Me H H 2 H | H H SO,Me Pr-c
Me Me H H 2 H |H H SEt Pr-c
Me Me H H 2 H |H H SO;Et Pr-c
Me Me H H 2 H | H H SPr-i Pr-c
Me Me H H 2 H |H H SO,Pr-i Pr-c
Me Me H H 2 H |H H SPh Pr-c
Me Me H H 2 H | H H SO,Ph Pr-c
Me Me H H 2 H | H H SCHF, Pr-c
Me Me H H 2 H |H H SO,CHF, Pr-c
Me Me H H 2 H |H H NH, Pr-c
Me Me H H 2 H |H H NHMe Pr-c
Me Me H H 2 H | H H NMe, Pr-c
Me Me H H 2 H |H H NHEt Pr-c
Me Me H H 2 H | H H NEt, Pr-c
Me Me H H 2 H |H H NHPh Pr-c
Me Me H H 2 H | H H N(Me)Ph Pr-c
Me Me H H 2 H | H H CN Pr-c
Me Me H H 2 H |H H F CHF,
Me Me H H 2 H |H H Cl CHF,
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Me Me H H 2 H |H H NHEt OPh

Me Me H H 2 H | H H NEt, OPh

Me Me H H 2 H | H H NHPh OPh

Me Me H H 2 H |H H N(Me)Ph OPh

Me Me H H 2 H |H H CN OPh

Me Me H| H 2 H H H F OCHF,
Me Me H H 2 H |H H OH OCHF,
Me Me H H 2 H | H H OMe OCHF,
Me Me H H 2 H  H H OEt OCHF,
Me Me H H 2 H |H H OPr-i OCHF,
Me Me H H 2 H | H H OPr OCHF,
Me Me H H 2 H | H H OBu-t OCHF,
Me Me H H 2 H | H H OCH,Pr-c OCHF,
Me Me H H 2 H |H H OCH,Bu-c OCHF,
Me Me H H 2 H | H H OCH,Pen-¢c | OCHF,
Me Me H H 2 H | H H OCH,Hex-¢c | OCHF,
Me Me H H 2 H |H H OPen-c OCHF,
Me Me H H 2 H | H H OHex-c OCHF,
Me Me H H 2 H | H H OCH,Ph OCHF,
Me Me H H 2 H | H H OPh OCHF,
Me Me H H 2 H |H H OCHF, OCHF,
Me Me H H 2 H((H H SH OCHF,
Me Me H H 2 H | H H SMe OCHF,
Me Me H H 2 H | H H SO;Me OCHF,
Me Me H H 2 H | H H SEt OCHF,
Me Me H H 2 H | H H SO,Et OCHF,
Me Me H| H 2 H | H H SPr-i OCHF,
Me Me H| H 2 H | H H SO,Pr-i OCHF,
Me Me H| H 2 H | H H SPh OCHF,
Me Me H H 2 H H H SO,Ph OCHF,
Me Me H H 2 H | H H SCHF, OCHF,
Me Me H| H 2 H | H H SO,CHF, OCHF,
Me Me H| H 2 H | H H NH, OCHF,
Me Me H| H 2 H | H H NHMe OCHF,
Me Me H H 2 H | H H NMe, OCHF,
Me Me H H 2 H H H NHEt OCHF,
Me Me H H 2 H | H H NEt, OCHF,
Me Me H H 2 H | H H NHPh OCHF,
Me Me H|(H |2 |H|H| H N(Me)Ph | OCHF,
Me Me H H 2 H | H H CN OCHF,
Me Me H H 2 H | H Me F CF;

Me Me H H 2 H | H Me Cl CF;

Me Me H H 2 H |H Me OH CF,

Me Me H H 2 H |H Me OMe CF,

Me Me H H 2 H |H Me OEt CF,
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Me Me H H 2 H |H| SMe SO,Pr-i CF;
Me Me H H 2 H |[H| SMe SPh CF;
Me Me H| H |2 | H |H| SMe SO,Ph CF;
Me Me H H 2 H |H| SMe SCHF, CF;
Me Me H H 2 H | H SMe SO,CHF, CF;
Me Me H H 2 H | H| SMe NH, CF;
Me Me H H 2 H | H| SMe NHMe CF;
Me Me H H 2 H [H| SMe NMe, CF;
Me Me H H 2 H |H| SMe NHEt CF;
Me Me H H 2 H [H| SMe NEt, CF;
Me Me H H 2 H |H| SMe NHPh CF;
Me Me H H 2 H |H| SMe N(Me)Ph CF;
Me Me H H 2 H | H| SMe CN CF;
Me Me H H 2 H | H | SO,Me F CF;
Me Me H H 2 H | H| SO,Me Cl CF,
Me Me H H 2 H H | SO,Me OH CF;
Me Me H H 2 H | H{ SO;Me OMe CF;
Me Me H H 2 H H | SO,Me OEt CF;
Me Me H H 2 H [ H| SO,Me OPr-i CF;
Me Me H H 2 H | H| SOMe OPr CF;
Me Me H H 2 H | H| SO,Me OBu-t CF,
Me Me H H 2 H | H| SO,Me OCH,Pr-¢ CF;
Me Me H H 2 H | H| SO,Me OCH;Bu-c CF,
Me Me H H 2 H | H | SO,Me OCH,Pen-c CF;
Me Me H H 2 H | H| SO;Me | OCH,Hex-c CF;
Me Me H H 2 H | H| SO;Me OPen-¢ CF;
Me Me H H 2 H | H|SOMe OHex-c CF;
Me Me H H 2 H H | SO,Me OCH,Ph CF,
Me Me H H 2 H | H| SO,Me OPh CF;
Me Me H H 2 H H | SO;Me OCHF, CF,
Me Me H H 2 H | H| SOMe SH CF,
Me Me H H 2 H | H | SO;Me SMe CF,
Me Me H H 2 H | H | SO,Me SO,Me CF;
Me Me H H 2 H { H| SO,Me SEt CF,
Me Me H H 2 H | H| SO,Me SO,Et CF;
Me Me H H 2 H | H | SO,Me SPr-i CF;
Me Me H H 2 H | H| SO;Me SO, Pr-i CF,
Me Me H H 2 H | H | SO,Me SPh CF,
Me Me H H 2 H | H| SO,Me SO,Ph CF,
Me Me H H 2 H | H | SO;Me SCHF, CF;
Me Me H H 2 H | H| SO,Me SO,CHF, CF;
Me Me H H 2 H | H| SO;Me NH, CF;
Me Me H H 2 H H | SO,Me NHMe CF;
Me Me H H 2 H | H|SOMe NMe, CF,
Me Me H H 2 H | H{ SO,Me NHEt CF,
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Me Me H H 1 H {H H SCHF, Pr-i
Me Me H H 1 H |H H SO,CHF, Pr-i
Me Me H H 1 H H H NH, Pr-i
Me Me H H 1 H | H H NHMe Pr-i
Me Me H H 1 H |H H NMe, Pr-i
Me Me H H 1 H | H H NHEt Pr-i
Me Me H H 1 H |H H NEt, Pr-i
Me Me H H 1 H |H H NHPh Pr-i
Me Me H H 1 H |H H N(Me)Ph Pr-i
Me Me H H 1 H | H H CN Pr-i
Me Me H H 1 H | H H F Pr-c
Me Me H H 1 H | H H Cl Pr-c
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Me Me H H 0 H [H| SMe SH CF,
Me Me H H 0 H [H| SMe SMe CF;
Me Me H H 0 H | H| SMe SO,;Me CF;
Me Me H H 0 H |H| SMe SEt CF;
Me Me H| H|o0| H|H| SMe SO,Et CF;
Me Me H H 0 H | H| SMe SPr-i CF;
Me Me H H 0 H H SMe SO,Pr-i CF;
Me Me H H 0 H | H| SMe SPh CFEF;
Me Me H H 0 H [H| SMe SO,Ph CF;
Me Me H H 0 H |H| SMe SCHF, CF,;
Me Me H H 0 H [H| SMe SO,CHF, CF;
Me Me H H 0 H {H| SMe NH, CF;
Me Me H H 0 H | H|{ SMe NHMe CF,
Me Me H H 0 H [H| SMe NMe, CF,
Me Me H H 0 H |[H| SMe NHEt CF;
Me Me H H 0 H |H{ SMe NEt, CF,
Me Me H H 0 H | H|{ SMe NHPh CF,
Me Me |H| H |0 | H |H| SMe N(Me)Ph CF,
Me Me H H 0 H | H| SMe CN CF;
Me Me H H 0 H H | SO,Me F CF;
Me Me H H 0 H | H | SO,Me Cl CF,
Me Me H H 0 H H | SO,Me OH CF;
Me Me H H 0 H | H| SO;Me OMe CF,
Me Me H H 0 H | H | SO,Me OEt CF;
Me Me H H 0 H | H | SO,Me OPr-i CF,
Me Me H H 0 H | H{ SO,Me OPr CF;
Me Me H H 0 H | H | SO,Me OBu-t CF;
Me Me H H 0 H H | SO,Me OCH,Pr-c CF;
Me Me H H 0 H | H | SO;Me OCH;Bu-c CF,
Me Me H H 0 H H | SO;Me OCH,Pen-c CF;
Me Me H H 0 H | H| SO,Me | OCH;Hex-c CF;
Me Me H H 0 H | H | SO;Me OPen-c¢ CF,
Me Me H H 0 H | H | SOMe OHex-c CF;
Me Me H H 0 H | H | SO,Me OCH,Ph CF;
Me Me H H 0 H | H{ SO,Me OPh CF,
Me Me H H 0 H | H | SO;Me OCHF, CF,
Me Me H H 0 H | H | SO,Me SH CF;
Me Me H H 0 H | H | SO,Me SMe CF;
Me Me H H 0 H { H| SOMe SO,Me CF;
Me Me H H 0 H | H | SO,Me SEt CF;
Me Me H H 0 H | H | SO,Me SO;Et CF,
Me Me H H 0 H | H | SOMe SPr-i CF;
Me Me H H 0 H H | SO,Me SO,Pr-i CF;
Me Me H H 0 H | H | SO;Me SPh CF;
Me Me H H 0 H | H | SO,Me SO,Ph CF,
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EEE—LE 0-100CH#HA4T 10 4% — 24 W,

ETAREFPHERAGEEYDGE, L EHHEH[51], LEW([52]
HEREIAREG EEB/RA1-5%F, AN EERL1-10 %
%, R, BREREFH, ZEFTELRAE.

Hhm, TREGAAREEERLIN 0B RN, BRAT, £
BLREF LR, LRAT PARBH =LK, —FE. 1,8-
=R B WIK[5.4.0]-T-+—BHF.

HAEMN, TREGAP B TE. LES; BHlowakh
%, BBEH I NN-—FRAFERES; K fFeNRsy.

<# &7 % 9>

3
g2 B R e SOCl, 2R
R R* r
Rl 1 [54] Rl |
)>—-S—C-Y-COOH —————> )—S—C-Y-COCl
O-N 1'15 O-N I’{S
[50] [55]
HNR!R??
(561
R3
2 4
F R 1}6
R >s—C-y-CONR!R?
O-N 1'{5

57

AELERBPF, Y. R1. R2. R3. R4. RS# R6 ¥ ZXRAL; B
RI9# R20 5 FNZAERTFTEARKE. Y TRAK1-5 M BRAXKRA G G
B K o £ H R,

AEZRGAX[STHAD TEIHHF: $ALAREH[50]5 &
BRAEXTEENELATREEAKRFREWISS], KEHFLH[55]
EREWS)EXREENAETRE.

HA S W [50]1 L BRALS W [55]6 R B — &4 0 - 100C# 4T 10 94
- 24 N B,

ETARETHANREEMNE, X EGLEH[50], LA
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R[S EZRA 1-100 38, EABRERSLFH, ZETELR
.
HAZEN, TREAGAD A RKBHAR_RTE. §4%; &4
WL, WEKHE; PIRALE TEF.
AL S W [55] & RACA W [STIH B B — A 0- 100C# 47 10 -4
— 24 J B,
ETERETHAGEEHNGE, % FHEW[55], EH[56]
MEEARD1-100 %52, ERAREREEH, BETHEIRAL.
HAERN, TREGAEH o5 £ BB [50] £ RSB ([55]8 K
B9 & R 6948 B & H .
<$'J%73‘2§!:;10>6X3 i .
R R R KCN & NaCN R? R* RS CN
R‘—(\)i}s_(::s_¢r\é [58] _ Rlii;s—::§i§
Rl R Rl

R
o, B [59]
AERR B, Z. R1. R2. R3. R4. R5. R6. R11 f= X3 #552

X Rk,

A K P 658 X [59)4 64 T B & A L 464 W ([38] 5 42 [58]
EENPREENF.

BEE N —f&AE 0-100C #4710 248 — 24 W,

ETEREFTHAGRANG T, 5 FHLH[38], AW[58]
NERRRA1-2%5F, ERIBERELES, RS TELSRAKE.

HABEN, TREGA W8 —REFKTR. W& %% (THF)
F ARBHAR R LR, wRAHE. KX, —LEF; BB N,N-
PR LB, NN-Z A P, N-F A2 b5 B BE; B
TR, FTHAF; R, 2-TRE;, BHArLBE; X
Foe Mg R4,

<# &7 %k 11>
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3 R*'.OH 2 R
R4 6 R R* R®
R R R [60] g | ”
R >—-S—C-Y-OH — 4 S—C-Y-OR
A O N l
O-N I 18 8 AeH RS
R

[“47
AEXRBEP, Y. R1. R2. R3. R4, RS R6 ¥ ZXFL; B
R21 #&E. gAKE. FRA mEREARE. 454 i RE
AEERE. FRBARARGERESFRABBAGFE, Y T# 1
- SAMREAFRAG R AR KoK HRK.

AKX A8 X [61]40 44 T 8 it 4 R & 4 75 3 [Synthesis, 1-28
(1981)], F AKX RS H[47)| 5 W60 EB RS DR =X KE
AT, EEMNTRERRE.

BRE—AE 0-100CH AT 10 947 - 24 DB,

ETEREFTRAGREMGE, HLEHLEGHM4T, o8
[60]. B RS A XEARG TR 1-15 35, ELIRIER
B&A, XEFTHE ST,

HAHEN, TREGAS ol —E KK, wEkw(THF)
F ARKEBEH R R, wHEAHE. KX, —8X%; BB 4 NN-
ZFWR OB, NNN-Z WA VB R, N-F A2 sbs IR 8 %; Ao
W FRA, RTHRF, FRHRE. FTE. _FE% LH; #%
&g ae%.

HABENEY, TREAGAHALBE -_FR_LEMER-TF

R A,
<#&F % 12>
2R3 4 R R3 R
RlR R IFG . Rl 1'16 -~
" S(O)rES—Q}-CHZ(CHZ)mZH " Vs CL ES—(\'I:I7
X Z~(CHy)y,
[62] [63]

ALZEBEE¥, X3, n. R1. R2. R3. R4. R5. R6 # Z #9723
Flt; HmR 1-4 888, weRxe) -8R FT# i RALa
o9 2 A IR
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AEXRGAX[IED TEIFALBLESH[62]ERAGAET
LB PR & H .

FERE—&AE 0-120C 34T 10 54 - 24 B,

ETAREYRAGRENGZ, HEEHAX[62]1LEY, B
MERBRA1-3 5%, ERBRERELHY, ZETELSRAE.

WABRPER, TREWALSEHNES % 3 PRAGAE G B
= 5.

NER—T, THAIEBEFNE T E 1 PRHEGEALKENEF
%2 RAHEFE 4- 11 PREVG A AP 540 R T RAL S M
e, sit, THEBAFHEG % 1 PHEGF X, @@ty
YT IANFERELFHEMAN, HEFRAL Y # C1-C10 &
A KRR ARKAyARERKNG C1-C10 HHALAX C1- C4 G
HARABRKGERNE T X2 3HEFT % 4-11 TREGBAHILLSY
AR RS I ANESY; AHFRAL Y (C1-C10 AL,
#E B R Ry R H ERARH Cl1- C10 AL X Cl- C4 EREA
B)at, FHXERREASELEEALAIALA.

Ta#@dEEGFERELARSHERNEFTE. ALRRENGH
FEHTERALXNBENGEAELEALRN., EHATRALAEH TR
e H &7 k.

<F#p 1>

& 3-5-R-1- XA I-Z AT EA-1H 2 4- LA TR L)55-—F 1
-2-7eE gk (K X 4 4% 3-0001)

#2.1 g &BAAKESHSELE: 70%, 26.2 mmol)mF] 2.3 g (13.1
mmol) 5,5-=F K-3-F RSB -2-FoBeb ok XM A 20 ml NN-ZF £
TERREAGERT. $EARSHEF 2 IH. L ¥ 1.8 g (13.1
mmol) X K 2% 847, 2.0 g (13.1 mmol) A & # # 3.6 g (10.5 mmol) 4-3£
FES-R-1-FEAI-ZRATE-1Hw%, G RAOPWETEREY 15
PHAIREE. REZAE, BERAERSHBAKRY, RERLT
MLEFR, BABANERSLAKRERLEE, REAAKARRYE
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T, A ERATERBARIATHSGEN., BdakiEE#
EAUERAWREFEMN: OR-LBLERASEN), $¥FT727g(*
%: 65.5%) 3-(5-F-1-F E-3-= R A-1H- 2 -4- X FHLK)-55-=F
£ 2Bk, A EERKEEE: 89-90°0).

1H-NMR [CDCI3/TMS, o (ppm)]:

7.55-7.50 (5H,m), 4.33 (2H,s), 2.83 (2H,s),

1.45 (6H,s)

<334 2>

W& 3-G-F-1-X A 3-Z A FE-1H- 2 4- X P L8 E)55 =
¥ -2 ok ek (R K 9444 3-0002)

BEXRAEHT, H0.63g K TEPTR(ZE: 70%, 2.6 mmol)ir 5|
0.4 g (1.0 mmol) 3-(5-F-1-X X 3-= R FA-1H-wbd4- KX FHE)-5,5-
SRRk K RE IS ml KA NGERY. RERAVETR
BH 2 0HUREE. REZAE, BERBERASBBAKF, &
BEREGFR., B BAWEKKIRERBREAKRER. BREAHK
HBkAFAAREREE, RERAKBEBRETE. $MBFERART
EWMABRELPHAGEN. AOREEMITRHK, KFT04g(F
#: 83.2%)3-(5-R-1-FE-3-=Z fF A -1H-wk-4-3 7 R 583 )-5,5-
k2 Sk, haEHAROEL: 132-133°0).

1H-NMR [CDCI3/TMS, d (ppm)]:

7.60-7.51 (5H,m), 4.37 (2H,s), 3.14 (2H,s) 1.53 (6H,s)

<P 3>

& 3-G-F-1-FH3-XX 1Hwbt 4- X PR T ABR)55-=F
BE-2-JpeBrdak (R X LA 4 3-0003)

BARARTH 087 g AL X FTESEE: 70%, 3.54 mmol)in %]
0.85 g (2.53 mmol) 3-(5-#-1-F &-3- X A -1H-wte-4- X FHL)-55 =
FE2-FELREREIO mI EHAGERT. BRERSVEETER
H1AIHAIREE, RERELE, BEERREWBAKRT, KB
RMEFER. BHEANERARERBREAKRER. BRAHKR
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BAFAAREREE, RERAKRRETR. BB ERATR
WMAREETHANEN. BdaREEEEELE LD RTFEMN:
LHR-LRLERAEN), KHFT 048g(%: 53.9%) 3-(5-R-1-F 4
SRR IH- 4 R TR AR )-5,5- PR 2Bk, hifuA
8 EE M A

1H-NMR [CDCI3/TMS, d (ppm)]:

7.63-7.60 (2H,m), 7.48-7.37 (3H,m), 4.29 (2H,q), 3.91 (3H,s), 3.12
(1H,d), 2.79 (1H,d), 1.41 (3H,s), 1.35 (3H,5s)

<Z ] 4>

W& 55-—FREI-G-R-1-FRAI-ZRFPE-1H- b2 4- K F
3)-2-J¢ ek ok (R X L4 3-0021)

# 93 g ARAAKEM(BLE: 70%, 116.3 mmol)mF]| 18.7 g
(105.7 mmol) 5,5- = 3 -3-F K & Bt X -2- 5 B bk (K R 4L 44 2-1)
EMAEZ OMINN-—FEAPBREAGERT. KERSBDEIE2 I,
¥z B RGkdd., R FMmA 30.3 g (93.8 mmol) 4-38 ¥ £ -5-F-1-
FEI-ZAFTE-IH- 4 EFAE 200 ml NN-—FRFBEAGER
T. FEREGHEOCEH 02U AFIREE. RETALE, HiER
BREHPIAKT, RERLRLUEFRR., B ESAMNERRALAK
BRLE, REMAKRBRETR. R ERATRBARELF
FrawEn. BdadRECERENBEADETEN: OR-TLRLE
BREBER), EFT 13.11g(F%:374%)55- = FR-3-(5-R-1-% %-3-
ERFTE-IH- 4R P RE)-2-Fo8vdkok, AE &Ky,

1H-NMR [CDCI3/TMS, d (ppm)]:

7.65-7.39 (5H,m), 4.24 (2H,s), 2.81 (2H,s),

1.43 (6H,s)

<FHp 5>

W& 55— FEI-G-LAE-1-FAI-ZRAFEA-1H-E-4- £ F
B )-2- ¢ ke ak (A K 94649 3-0022)

# 0.2 g (4.0 mmol) & A ALHF 1 ml K H] 0.25 g (4.0 mmol) Z 5

168



200510066670. 4 o B E167/23610

BEMAEIOmMINN-—FAFREAGERY. FERSVETER
#3054, AXx P 0.5g (1.4 mmol)5,5-= F A -3-(5-F-1-F %-3-
ZRATFA-TH- 2 -4- R FAK)-2-F B4R EBAE SmINN-—FATF
BEANERT. FAFRABEF 1 IHAIREE. RET4LE,
HERBEBREVNBIAKY, RERLBRLUEFR., B¥HBANER L
RAKERE, RERAAXRBRETER. BB ERATEBUSL
FREPHEMHEN, KRBT 06g (% 100%)55-—FL-3-(5-L%
E-FA3-Z R FE-1H-nbed 42 PR )-2-FpBrdok

1H-NMR [CDCI3/TMS, d (ppm)]:

7.62-7.47 (5H,m), 4.44 (2H,s), 2.83 (2H,s),

2.50 (2H,q), 1.45 (6H,s), 1.02 (3H,t)

<% #%H 6>

W& 5,5-—FRI-S-LEZBE-1-EEI3-Z A FA-1H- 4 4-
AT R R)-2- & ek (K X LA 3-0004)

EXREHT, ¥ 1.7 g A{EXFTRBEGEE: 70%, 6.7 mmol)inE]
0.6 g (1.3 mmol) 5,5-—F X 3-5-ZARX-1-EA3-Z f FL-1H-t &
4-EFHA)-2-FoEkd kA BE 10ml KRG AGER Y. $ER2ME
EREH 16 MHUSIREE. RRZLE, BFERBRESWBEAKY,
RERIGER., BHBANERANEARREAKXER. B8 E4H
KERFBWAKEREE, REARKRBETE. $HBERE
ZEBAREIAFHEGEN. ACTRARMFHE, AT 0.6g(F
£: 93.0%) 55-—FH3-G-LABHE-1-FL3- = f FA-1H-wt
-4- 3 P R A g A)-2-F 8k, AR FERKRILE: 158- 160°0).

1H-NMR [CDCI3/TMS, ® (ppm)]:

7.58-7.54 (SH,m), 5.16 (2H,s), 3.18 (2H,s),

3.15 (2H,q), 1.55 (6H,s), 1.24 (3H,¢)

<% H 7>

W& 55-—FRA3-S-—FEARA-1-RA3-Z {7 A - 1H-%tw 4-
AT B )-2-J5 B b ok (K X 94049 3-0023)
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¥ 0.8 g (6.7 mmol) a 40 % = ¥ K% & A F] 0.5 g (1.3 mmol) 5,5-
PR3 G-R-1-E A= BT A 1H- 4o P B K )-2- - wE vk
EMAEI0mINN-—FEATRBEAGERTY. ¥ERODEZTHNE
¥ F 100°C 8 9 8. @HE F A 3.0 g (26.6 mmol) 40 % = F K
Bk, BWHRREGHEYE I IHAINRRE. REZELE, BiERE
ReWBAKRY, REALBRUEFR., $MEAANERRALHRE
REHE, RERAKBBATE. ¥R ERATABAR L T
SHEN. AdRRESELEULELDRETEMN: OR-LELER
SR, FHRT 04 g (FH: 80.6%)55-—FA3I-G-—FHEE-1-
A3 ZRFE-IH-b k4R FRE)-2- 5 Brkok,

1H-NMR [CDCI3/TMS, d (ppm)]:

7.58-7.38 (5H,m), 4.35 (2H,s), 2.82 (2H,s),

2.77 (6H,s), 1.45 (6H,s)

<4 8>

HE& 55-—FRI-G-—FEAREAL-FA3-Z KT E-1H-st e 4-
AP R BER)-2- 54 vk ik (K X WA ALA 4 3-0005)

BEXREHT, %07 gM{IXFTREEE: 70%, 2.7 mmol)m %
04 g (1.1 mmol) 55-—F R 3-G-—FERL-1-XXA3-Z K7L 1H-
k4 R FARR)-2- 1Rk A 10ml S5 RGERT. HiERs
MAETRBEH 20 PHRINRRERE. REZEE, BiERARREHEA
Kb, REAKGFER. FHRANERANERBREAKRER. &
BRAMAKRERZARERRE, RERAALKRBRETE. $HifF
BRATEKBIARELEEFHAGEN. ACRARNERK, ¥87
02 g F%: 520%) 55-—FRI-G-—FREEA-1- XX 3 =ZAFL
STH-wb e 4 P R B 8 3 )-2- S o%ekok, A G ERKES: 150 to
151°C).

1H-NMR [CDCI3/TMS, d (ppm)]:

7.61-7.38 (5H,m), 4.75 (2H,s), 3.13 (2H,s),

2.76 (6H,s), 1.53 (6H,s)
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<L) 9>

& 3-0-RTAS5-K-3-ZRFEA-1H-s 4 -4- K FHRE)55-=F
A 2- ek gk (R X BHALEH 3-0006)

¥ 21.8 g A FALM(BLE: 70%, 272.5 mmoD) %] 24.1 g (136.0
mmol) 5,5-=F X -3-F X8t A-2-F Bk X MA 200 ml N,N-=F
AVBEAgERY. $aReWEF 1 6. L PMA 188 g
(136.2 mmol) £ K 8 8 47 # 21.0 g (136.2 mmol) Bt & . ¥ A F RS Y
BH2 00, EkAHTHLFMA 40g (125 mmol) 4-2 TR -1-RT
E5-E-3-ZATE-1H- %2, ARG PWETERE 2 IHAFR
BE. BEAXAEE, WERREREHBAKRY, RERALRLE XK.
KR ANER K GAAKREREE, REAAKABETFR. ¥
R ERAZEBARLTE FHOGEN., B3R HEEE X LAK
AMEFEN: CR-LBRLERAEM), RFT 23.0g(F%: 571
%) 3-(1-MT E-5-R-3-Z R FA-1H- 4 4- A FTAK)-55- = F X-2-
ek, ARBLEREOEE: 79.0 - 81.0°C).

1H-NMR [CDCI3/TMS, d (ppm)]:

4.24 (2H,s), 2.80 (2H,s), 1.71 (9H,s), 1.43 (6H,s)

<4 10>

HE& 3-G-8-3-ZRAFE-1H-b 2 4- L FHLHL)-55-—FR.2- L
gk (A X A4 44 3-0007)

¥ 19.8 g (53.4 mmol) 3-(1-R T E-5-F-3-= f ¥ E-1H-b e -4- 2
FEE)-55-—F R -2-Fro&ndokmF]) 170 ml 25% BL K -TBE&E P,
BEBREWE40-50°C HE 2 IHAFIREE. AARBEFLE, ¥
GREZEDEIAKY, RERLBRLULEER, BHFAMNER K
AR EREE, RERALKRBRETR. BHBERALTEBA
REXFHESWGEN, KFT 120g (F£: 60.6%) 3-5-R-3-=AF
A-1H- % -4- X TR k)55~ FH-2-Folebok, bk SAORE:
120.0 - 122.0°C).

1H-NMR [CDCI3/TMS, d (ppm)]:
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4.26 (2H,s), 2.81 (2H,s), 1.44 (6H,s)

<%E&H 11>

W& 3-G-R-1-—RAFEAI-ZRAFA-1H-wb 2 4- X FHE)-55 =
W32 SRk (K X HALAS D 3-0008)F 3-(3-R-1-—HFE-5-= &
PRE-IH-wtvd 4R FRA)S55-—FR2-FoBedk ok (KA PLLSY
3-0009)

¥ 3.1 g (22.5 mmo) LK% B 47 m %] 2.3 g (7.3 mmol) 3-(5-F.-3-=
AP E-1H-b - 4- K PRRE)S5S5-—FR2-F8kok X HE 50 ml
NN-ZFEAFEBREAGERYT. AL PERAR-—RTR. BHgas
WA 130- 140°C HH 3 I HAFIRREE. HAREZLE, FiERE
B WBEIAKFT, REMLRUEFR., ¥MAANER K KM
Kkthk, RERAKRBRETR BHRERATEBARELR
FAAMEN. BdadREEEEMLELDREFEN: OR-LRT
B M), KFT 069g(EH: 258%)3-5-F-1-— AT HA-3-= £
FA-1H- 4 -4- X T HK)-55- = F K-2-Fo&ndofk, HXRKERKRE
E: 41.0 t0 42.0°C) and 0.54 g (Z%: 20.2%)3-G-&-1-— A FX-5-=
AT TH-d4- X TR K )-5,5-— PR 2-Foerkok, HaEHRE
£ 89.0 to 90.0°C).

3-5-R-1-— R FAI-ZRHFEA-1H e 4- A FHE)S55-—F &
-2- 5 v v vk

1H-NMR [CDCI3/TMS, d (ppm)]:

7.22 (1H,t), 4.25 (2H,s), 2.80 (2H,s), 0.44 (6H,s)

3-B-RA-1-— PRS- ZRHFPA-1H- e 4- KX FRE)S55-—F 1
-2-JF wErd ok

1H-NMR [CDCI3/TMS, d (ppm)]:

7.19 (1H,t), 4.28 (2H,s), 2.80 (2H,s), 1.44 (6H,s)

<FEHPp 12>

HE 3-G-R-1-—AFAI- =R FEA-1H-b = 4- A 7 R 58
3)-5,5-= 9 K -2-FErd ok (AL AL A% 3-0010)
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BkAHT, ¥ 14 g fIEXFREEE: 70%, 8.1 mmol)in 2]
0.69 g (1.9 mmol) 3-(5-R-1-= R FX-3-= L FE-1H- %2 -4- KX F 5L
)55 —FE2-FoBdokEBAE 20ml REAGERT. KARSY
BH 10, REAFREHF 2 IHAIIRRE. HARRTLE,
HaEEEREWBAKRTY, REAKGFR. BHARANERRAAL
RBRAAKRER., BBRAAKRER., KiRUARERRE, KER
AKBRETR. AR ERAZABARLEPHSGEN. AE
TR AEFIFEK, EBRT 04g (F%H: 53.3%)3-(5-£-1-— R 7 H4-3-
ZRFA-TH- k-4 F X a8 R )-5,5- = F R -2-5F%ekofk, & &H
K(OEE: 126.0 to 127.0°C).

1H-NMR [CDCI3/TMS, d (ppm)]:

7.26 (1H,t), 4.68 (2H,s), 3.11 (2H,s), 1.53 (6H,s)

<EHH| 13>

WE 3-G-R-1-—RAFTES-ZHRAFE-1H-wbe 4- X 7 X 5 %
3)-5,5-= 9 K -2-JF ke k(A X 444 3-0011)

AXRAEHRT, ¥ 11 gRKIXFTRGEE: 70%, 6.4 mmol)inF|
0.54 g (1.5 mmol) 3-3-F-1-—RAFA-5-ZRFA-1H-%2-4- X TR
B)-55-— PR 2-FoBedlk A BE20m KRHEWUGERF. BirRrdY
BH1IE, REATEEH R IHUIIREE. HAREZLE,
HEHEREREGWEIAKRY, REMKGFR. ¥ BFAWEKRLA L
ABRIAAKER. BRRIAAKRER. KA KRERLE, REA
AKBRBRETR. BARERAZABARLEPHESNEN. AE
LREEMFERKR, KEFT 047g (FF: 797%) 3-G-R-1-—HFH
S-ZRAFE-1H-mb e 4- K P AR B )-55-—F 2ok, F G
&B A(E.E: 136.0 to 137.0°C).

1H-NMR [CDCI3/TMS, d (ppm)]:

7.23 (1H,t), 4.71 (2H,s), 3.11 (2H,s), 1.53 (6H,s)

<EHH 14>

W& 55-—FHI-G-FTEE-1-FES- = RFA-1Hsb24-£7F
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B AR)-2-J7 B gk (R X 4L 440 3-0024)

¥ 3.1 g RALAKEWBEE: 70%, 22.0 mmol)m%] 3.3 g (17.3
mmol) 5,5- = F X-3- LA ARBK-2-F &4k EMAE 10 ml NNN-—F K
YEENGERT. ¥ERADIERE 2 I, AL FRA 3L g 22.0
mmol) XK 5% B 4F. 2.7 g (17.5 mmol) At & - # 4.0 g (17.5 mmol) 4- £,
PRI-FEE-LI-FESZHTFE-1H, B EREODATERHY
2 PMHRFIREE., REXEE, BERAERASBBAKY, KEA
LEBUBER, BB ANERSAARERRE, RERALKAR
HTHR. HHARERAZABIARLIEPHANEN. BdaKEE
R ERR DT EN: CR-TCECERAEN), KB T 28g(F
F: 52.0%) 55-=—FAE-3-3-FTEA-1-FAS = KT A-1H-w24-2
W ELIL)-2- 7 &k gk,

<E#&H 15>

HE& 55-ZFH3-G-AR-1-FRS5-Z L FA-1H-b 2 4-£ PR
B)-2-5F ek (R R 444 3-0025)

®20ml25% BALK LEE R T A 3.3 g (10.6 mmol) 5,5-=F &
3-G-FARA-1I-FES-Z R T A-1H-4b 2 4- L PR )-2-F7Ekok, K
BREMAESICEH I IHUIIREARE. REZLAE, BERERS
NAZEBARIETHAGEN. REZLWBAKRT., @Bidds
MR, AKEERIFTFR EKFET31g(F%E: 96.0%) &4
5,5-—FA-3-3-K-1-FES5-Z A FE-1H-wtd 4- % FRL)-2- &
gk,

<% #&4H 16>

H& 55-—FHE3-3-ZRA1-FAS- = A FE-1H-bek 4% F
B3R )-2- ook (K K 98 4L A% 3-0026)

¥ 0.20 g (1.3 mmol) £ KB 47# 0.20 g (1.5 mmol) T X 5t 5|
0.30 g (1.0 mmol) 5,5- = ¥ &-3-(3-Z K-1-FA-5-= L FA-1H- 4 4-
AR FHE)2-F &Lk X FAE I0mINN-—FAVEBBEAGER Y. ¥
ERAWAESCHFEI IHAINRRE. REZLE, BERE RS
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BEAKY, RERALBLEBER, BHMHFANERINAKERE
%, RERAKBRBRETR. HHRBERAZEBARLL FAHLH
BER, KMT 030 g (FE: 92.0%) %8 55-=FA-3-3-TLAE-1-
PES = fFE-1H-b o 4-E FAEE)-2-F ook,

<E£HH 17>

#& 55-—FE-3-3-LAE-1-FAS-Z A FA-1H-nb 4K F
AR g R)-2- S vk rd gk (K X A 4L4 4 3-0012)

ARAHT, %068 gl fAAXFTRSLE: 70%, 2.76 mmol)iw
#) 0.30 g (0.92 mmol) 5,5-—F K-3-3-CAE-1-FA-S5-Z £ FA-1H-
ok -4- K PR )-2- 7 E Rk E M A 10 ml R ASHER P, Hixas
WEERREF S IHANREE. REZLE, REAREBROWBA
K, RERIAGER., BHAAMNERIA BRRAAKRER. &
BAAKERFIMAKREREE, RERAKRBRETR. ¥
BRAZEMARER TG EN. RORBEMGHK, E£7
0.24 g (7 %: 73.0%) 55-—FX-3-3-TEEX-1-FHA5-= K FAL-1H-
bk -4 A B s AL )-2- 0Bk, h G &R UR A 124 - 125°C).

1H-NMR [CDCI3/TMS, d (ppm)]:

4.50 (2H,s), 4.27 (2H,q), 3.86 (3H,s), 3.04 (2H,s),

1.49 (6H,s), 1.39 (3H,t)

<% &H| 18>

& 55-—FE3-5-R-1-FE3-Z R FE-1H- st 4- X F5
A)-2- 5Bk gk (K X L4 3-0027)

¥ 193 g ABAAGEE: 70%, 344.6 mmol) %] 21.3 g (120.3
mmol) 5,5-=F X -3-W A 8 K -2-F-Eek kXM A 200 ml NNN-— W
AFBBEAGERT. $EARAWESF 1 I 8. AL FMA 167 ¢
(121.0 mmol) £ K 8 8 47 #= 18.6 g (120.7 mmol) At & #r. ¥ FTiFRAY
B 2 b, EkAHTELFMmA 314 g (120.3 mmol) 4-38 F 1 -5-
A-1-FRI-ZAFE-1H- ., B FRAVATEBREAE 2 DI
REE. HARBEXEE, HERBERSWEAKY, REALRT
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BEER., ¥HFAWERKRMEARERRE, REALKARE
TR, ¥R ERASTEBAGR LTS GEN, KFT 29.0g(*
#: 903%) 5,5-=FK-3-(5-A-1-F A-3-Z /T A-1H-b 2 -4- X 75
)27 ekedkok, hEEHRY,

1H-NMR [CDCI3/TMS, d (ppm)]:

4.24 (2H,s), 3.90 (3H,s), 2.78 (2H,5), 1.42 (6H,s)

<F 4 19>

#HE& 55-—FHI-G-FARE-1-FEI-ZRAFTE-1H- 24X F
BIR)-2-7 e gk (R K 4044 3-0028)

¥ 0.77 g (4.0 mmol) 7 554428 % VB & %)M %] 0.5 g (1.6 mmol)
5,5- = F R-3-(5-R-1-F E-3-Z RF A-1H-wb o 4- X FRE)-2-Fp-oEnd
dREMAE 20 ml PEAKERY. FuaRAOWAQDAKRATHEHE4
HAIREE. HAREZELE, KERERASBBAKRTY, KERA
LBUBER, FMBAMNERK AR EREE, RERALK
RBETR. R FERATSRBARELRETHANGER, KHFT 05
g & 96.7%) 55-—FX-3-(5-F &A-1-FA-3-Z LT A-1H-#
4-R P RAR)-2- 1Rk, A EEdRkY.

1H-NMR [CDCI3/TMS, d (ppm)]:

4.26 (2H,s), 4.07 (3H,5), 3.72 (3H,s), 2.80 (2H,s),

1.43 (6H,s)

<F A4 20>

HE& 55-—FA3-G-FRA1-FEI- A FA-1Hwb4-% F
A A g )2~ ¢ B ek (A X W 4L4 4 3-0013)

AkAHT, 13 gRAIRXTHROEEE: 70%, 7.5 mmol)in 5]
0.5 g (1.5 mmol) 55-=FHX-3-5-FAL-1-FE3-Z L FE-1H-w=
-4-FE PR )-2- Bk A R E 20 ml REANERT. FaRSWH
H100, REEZERF R IHAIIREE. RIAREZALE, ¥
BRERESHEAKRY, RERARGER. ¥ FAMNERKLA R
REMKER. BRAAKER. KPELAKEREE, RERAL
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KABRETR. BB ERATARBARIETHASNEMN. ALT
REEMIFEK, EH/T 031 g (FE: 582%)55-=FE-3-(5-FA
A-F A= JFA-1H-wb 4 4- K F R BB E)-2- 784k, Haé
BROEE: 113.0 - 114.0°0).

1H-NMR [CDCI3/TMS, d (ppm)]:

4.60 (2H,s), 4.11 (3H,s), 3.79 (3H,s), 3.10 (2H,s),

1.51(6H,s)

<& 21>

HE 3-G-Q-REALE)I-FEAI-Z AT EA-1H- 2 4-K F 5
#)-5,5-= 9 X 2- 5Bk gk (KK A5 3-0029)

AkAHT, %02 ¢ (8.3 mmol)RALMA(LEE: 60%)mE] 0.44 g 3.4
mmol) 2-FEXBREMAE 0 mI NN-—FEFBREAGERY. KER
LSEH 1. AL PmA 0.7 g (2.2 mmol) 5,5-=F K-3-(5- #-1-
PRI ZRAFTEIH-sbt4- L FRAE)-2-FEkagk, $MBAREYE
120 - 130°C ¥ 5 MG REAR. HIARBEZLE, ¥ERE RS
WBAKY, REMCUBRUEEIR, $MFANERKPJARKE
Bk, REAALKXRBRETR. FAFERAZRBAREL FH
SWEM. AdHABREEEELENANERZLWETEN: TR-LBRLER
LA, FRT 0.63g(FE: 66.7%) 3-5-Q-REAL)-1-FH-3-=
AFTE-IH-wb 4L FRK)-5,5-=F - 2-p&4ak, hFEbRp.

<% 22>

HE3-5-Q-AEEL)1-FEI-Z R FA-1H-nb = -4- X 7 X 58t
H*)-5,5- =9 X -2- 5Bk ok (KX LA 3-0014)

AXRAHT, ¥ 1.0 g AKTXFTROEEE: 70%, 5.8 mmol)mE
0.63 g (1.5 mmol) 3-(5-Q-£F & H4)-1-FA-3- = A7 A-1H- 4 -4-K
VEH)-55-—FRh-2- 5Bk EMAE 20ml RGN ERT. KER
B 1 b, REATEREH 12 VHAFIREAE. HiIARETE
B, ¥R ERSUBAKTY, REREGFER., $MBFANERK
AERBREAKRER. RREAKER. KPR AKEREE, R
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ERAXRBRETE. ¥MFERLTEMAR L THAGEAN.
RECKELNBEK, (57 031g (5% 457%) 3-5-2-A% &4
A)-1-F A=A FE-1H- = 4- K FRE BB K)-5,5-= F K-2-%7%
gk, AaERRIEL: 67.0 - 70.0°C).

1H-NMR [CDCI3/TMS, d (ppm)]:

7,50-6.91 (4H,m), 4.45 2H,s), 3.71 (3H,s),

3.03 (2H,s), 1.47 (6H,s)

< H#H 23>

#HE& 3-G-FFREA-1-FEI-Z AT A-1H-b = -4-2% FAEE)-5,5-
= K2 Jp ke gk (KK A4S 3-0030)

% 043 g (1.6 mmoD) =X XBEMAE 10 ml XRGER T A
0.14 g (1.6 mmol)3* X 8. 0.5 g (1.6 mmol) 5,5-= F &-3-(5-F &-1-F
A 3-Z R FA-1H-wb ok 4- K T )-2- 5 7&d vk A 0.7 g (1.6 mmol)4®
R _FEB_LEMO% FEER). REREVWAEZEREHR 12 P LT
REF., HARBREZLE, BERERSMBAKRTY, RERLRT
BEER, BHBAWERKFEAKREREE, RERALKARSE
F8B. BT ANELTZRBAREIATHAONEN. AlRKRAEE
EEBAELEBETEN: TR-CRLERSGEMN), KkFT 052 ¢
(F&: 852%) 3-5-FARAKA-1-FAI-ZRKFTA-1IHH44-2 TR
X)-55-—FK-2-FFekekak, HAALEEWBHRY.

<EHH) 24>

HE 3-G-FREA-1-FRAI-ZAFTA-1H w2 4- AT EBB
%)-5,5-=F K -2-F Bk gk (KR AW 3-0015)

BERAHT, H085gMAI X FTREEE: 70%, 4.9 mmol)in ]
0.52 g (1.4 mmol) 3-5-CGRRAX-1-FAI-Z A FTEA-1H-%%-4-£ F
)55 WA 2- &Sk R AL 20ml KRG AGERFY. FiERS
BHEF1IN, REAZREH R IHAFIRRE. HAREZLE,
KZRBEBEHBAKRY, REAAGER, FHHFANERLAAE
RBAMKER. RBRAAKRER. KPfUAKEREE RER
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AXARBETR. ¥R BERATERBAREIRL TG EN. AE
CRAERZRK, FHT02g(FH: 355%)3-5-FRRAK-1-F&
S-ZRFE-1H-b 2 4- 2 F RSB K)-55-— F R 2- 48k, %@
EH RK(E L 113.0 - 114.0°C).

1H-NMR [CDCI3/TMS, 3 (ppm)]:

5.03 (1H,br), 4.60 (2H,s), 3.73 (3H,s), 3.05 (2H,s),

1.88-1.70 (8H,m), 1.50 (6H,s)

<EFp 25>

& 3-G-RA1-FAI-=ZRFE-1H- b 4- KX FRRE)-55-=F
25wl gk (R X BB 4L4-4 3-0031)

¥ 0.2 g (4.0 mmol) KA MmE] 0.5 g (1.6 mmol) 5,5-=F %-3-(5-
F-1-FAI-ZRFEA-1H-wb e 4- K FRAK)-2-JF Bk E FAE 30 ml
NN-—FRFERBEAGERT. FERAODAE 40°C HHE 1 IHRTR
BR. BARREAEE, FERRBRESEMBAKY, KEALKRLE
F, B BFAMER K FARERERE, RERALKERET
B, BIRERAZEAMBARIETHLGERN, KFT 09 g 3-(5-
FAN-FEI-ZHFETH- k4K FAAE)5,5-= F & -2-5 ok o
M=, AxehRd.

1H-NMR [CDCI3/TMS, 3 (ppm)]:

4.30 (2H,s), 4.08 (3H,s), 2.81 (2H,s), 1.43 (6H,s)

< Bl 26>

HE 3-G-RE-1-FRAI-Z A FE-1H-w 2 -4- 1 F A58 K )-5,5-
Z -2 Sk (K K LA 3-0016)

BARAHT, $21gRETFXFTREEE: 70%, 12.2 mmol)iv 2|
09 g 3-5-AA-1-FRI3-Z R FE-1H- s 4- X FRLE)55-—FR
2-FprRek ok A LA W) ERE S0 ml KA AGERF. Furards
WEF1IH, REATRER 2 INUAREE. AARETLE,
BEzRREBRASBBAKY, RERKGER. ¥MBANEKRELAL
RBREAAKRER. EBRIAKRER. KA KER®EE KB
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ARBRBETR. BHBERAZEBIABREIATHLGERN. AE
TEREMFEK, FHFT 043g (5% 76.4%) 3-5-FA-1-F 13-
ZRAVE-IH- % -4- A F RS BER)-55-—F A28k, G EH
KOEE: 105.0 - 108.0°C).

1H-NMR [CDCI3/TMS, d (ppm)]:

4.73 (2H,s), 4.16 (3H,s), 3.14 (2H,s), 1.53 (6H,s)

< Hp 27>

W& 3-3,5-—K-1-TA-1H- ¢ 4- K P E)-55-—FHh-2-57&
gk (A & B 444 3-0032)

¥ 0.6 g SAALAGEE: 70%, 10.7 mmol) % 0.7 g (3.7 mmol)
55-—FR3-THABBE-2-Fpo Bk kX E 30 ml NN-—F R Fai
AegERY. BREaRAHEE 1. G FRA 0.51 g (3.7 mmol)
AAKBEBATF 0.56 ¢ 3.6 mmo) G H . ¥HFRAMEH 2 I, £
kAT T A 0.9 g (3.5 mmol) 4-38 F K -35-— §-1-LX-1H-%
. BB RAMEZERBER 2 IHAFIRRE. HIARLLTLE,
KR REBRABBAKT, RERMLBRLEER, $MEANERAK
FRMAKEREE, REAAKBRETE. BB EARALTAR
ARREREFHEMHER. AdadRBEEZEIENBELWRTEMN: C
R-LBRUERASEMN), KFT 08g (F£: 708%) 3-(3,5-—&-1-L
A-1H- 2 -4- X FRK)-55-— FR-2-FEvkok, HAEEWHKY.

1H-NMR [CDCI3/TMS, d (ppm)]:

4.14 (2H,s), 4.14 (2H, q), 2.81 2H,s), 1.43 (6H,s),

1.42 (3H.,¢)

<F:4 28>

#& 3-3,5-=R-1-TE-1H-wtd 4- X PR bR )-55-—F & .2-
Fro&rk gk (K K 44 3-0017)

EXRAHT, H20g M {LXTHGEEE: 70%, 11.6 mmol)in 2]
0.8 g (2.6 mmol) 3-(3,5-=K-1-T A -1H-4- A P k)55~ F4
2R A A 20 ml REAGERT. BiERASBHREL DK,
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REETERFE 2 IHAZIRAE. HAARBETLE, FERAELRE
WBIAKF, REREGER., B FANERRARRERIAKE
R, BRAHAKER. KR AKREREE, RERALKARET
B, BB ERAZEBARLEPHAGEN. RETRERNFA
Bk, HET 041 ¢ (FH: 46.6%) 3-(3,5-=R-1-T A -1H-wb = 4- 5
PRBBE)SS-—FR2-FE%d, AGEHRKEE: 1050 -
107.0°C).
1H-NMR [CDCI3/TMS, d (ppm)]:
4.48 (2H,s), 4.19 (2H,q), 3.05 (2H,s), 1.51 (6H,s),
1.45 (3H,t)
<Lk 29>
#H & 3-G-R3-—AFE-1-FE-1H- 4 -4- A FHK)55-—F1&
-2-5F &k (R X 54 3-0020)
¥ 1.2 g ABAAKESHGEE: 70%, 15.0 mmol)m%E] 1.9 g (10.0
mmol) 5,5- = F X -3-Z A st -2-Fo%kEMAE 30 ml NN-—F 1
VEERENGERP. BaRAGBEH 2 IE. GRLPHA 21 g (15.0
mmol) £ K 2 B 47. 2.3 g (15.0 mmol) R & H-#= 2.6 g (10.0 mmol) 4-3%
PTESEI3-ZAFTE1I-FE-IH%%, FHEFRGDELEEH 15
PHAFIREE. REZEE, FEREBREGWBEALKY, RERAT
BRLUEER, BB ANERLKSRAAEREE, REMAKER
BT8R B ERAZEABARLAFHSGEN. AddkESE
AR LWRFEN: CR- LR LUERASEN), k8T 21g(*
%: 68.0%)3-(5-R-3-—RFE-1-FRA-1H-sb 2 -4- K FH )55 F
A2 Jpeledok, A K& MR ND20 = 1.5183).
1H-NMR [CDCI3/TMS, 3 (ppm)]:
6.70 (1H,t, J=54.2 Hz), 4.24 (2H,s), 3.86 (3H,s),
2.80 (2H,s), 1.42 (6H,s)
<S4 30>
HE 3-G-R-3-—RFE-1-FE-1H-w e -4- X F A5 sb )55 —
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7 -2- S vBekok (K K 93444 3-0018)

EXRART, ¥36gMATETREE: 70%, 14.5 mmol)i» 5|
1.8 g (5.8 mmol) 3-(5-F-3-= . F A -1-F K- 1H-%t 8 -4- X F #LA)-5,5-
PR 2 FeEuak R A 1S ml AHANERY. KERSDWEER
BE22IEAINRELE. REEZELE, FERERSGHEAKT, A
ERMEFER., BB ANWERAAERBREAKRER. RRAAK
KA AR KEREE, RERAAKABRETHR. BARERAT
KBUARERPHAGEN. ROREERNFRE KFET17¢(F
#: 85.9%) 3-(5-A-3-= A FHA-1-FE-1H-wd-4- 5 7R BE)-5,5-
PR SeEukek, A G ERBKOEE: 78— 79°C).

1H-NMR [CDCI3/TMS, d (ppm)]:

6.80 (1H,t, J=54.8 Hz), 4.60 (2H,s), 3.91 (3H.s),

3.08 (2H,s), 1.51 (6H,s)

<F &4 31>

& 55— FHI-G-FEI-ZRFTEFEd-4- L FAE)-2-7F 78
ok (K X A4S 4-0003)

# 04 g AARAHKRESH(BE: 70%, 4.6 mmol)wZ] 0.4 g (2.3
mmol) 5,5- = F & -3-FHA BB 2-F-ErkolkEMBAE 10 ml NN-ZFE
TEREAGERY. BERSWEH 2 IH. AL FRA 03 g (23
mmol)3 & 47. 0.4 g (2.3 mmol)BE & # # 0.5 g (1.8 mmol) 4-3% F &-5-
TEAIZHFLFELE, BHEARSDAZERNF 14 MHUAIIRER
B. BEREZAE, WERBERAWEAKRY, REALRLEER,
(R AMNERRALAREREE, RERLKRRETR. ¥HiK
RRAZEBABREIEFTHESHEN. AddkEEELELELY
(EFFEN: OR-CRUERAEMN), KHFT 04g(F%: 70.0%)5,5-
ZPE-3(5-FE3-Z AT A G4 K T AR )-2- 5wk,

1H-NMR [CDCI3/TMS, d (ppm)]: (

4.11 (2H,s), 2.77 (2H,s), 2.54 (3H,s), 1.42 (6H,s)

<% H 32>
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#& 55-—FE-3-G-FA3-ZRFTE 82 -4- L F A ABAE)-2-
FeEed ok (R X HALEH 4-0001)

AXRAHT, 508 g MALXFTR(LEE: 70%, 3.2 mmol)in %]
0.4 g (1.3 mmol) 55-—FA-3-G-FR-I-ZRF A&k 4- X TR
) 2- 7Rk EME 10ml AT AGERT. FARSWAEZREH
4 PRAGIREE., RERELGE, FERERGHEAKRY, REM
FHER. B BRANERAAERRAAKRER. BREAAKER
o RALRKREREE, REMAKRBRETE. ¥MFERATEB
AERLPHAGEN. RORBEMFRK, KHET 04 g 5%
95.0% ) 5,5-=F K-3-(5-F A-3-Z A F A B k-4- 5 7 A58 A)-2-7
wkedtok, AGERKEE: 135-136°C).

1H-NMR [CDCI3/TMS, 3 (ppm)]:

4.54 (2H,s), 3.11 (2H,s), 2.61 (3H,s), 1.52 (6H,s)

<EHp 33>

B A [(5-R-3-FA-FEre-4-K)-FHIK]-S5,5-= F K-2- 4 Ed ok
(AKX AILEH 4-0004)

EEERFE 082 g AALMGEE: 70%, 10.00 mmol)iu%] 0.89 g
(5.00 mmol) 5,5-=F 3 -3-F A ks L -2-F - Bedok X A A 10 mI N,N-—
PETEBRBENGERY. FaRSDEH 2 6. @ FmA 070 ¢
(5.00 mmol) X K 5% 8 47. 0.78 g (5.00 mmol) A & - F= 0.91 g (5.00 mmol)
5-R-4-RFA3-FRFPER. HARREWAEZEREFIARINER
B. BIAEBRZTLE, BERAEBRSWEAKY, RERTLBRLEF
B, ¥ AMER KA SAAKREREE, RERALKARETE.
KR ERA2ABAREILTHAEMN. Ak #E5id
e, RRT138g (% ZE)[G-A-3-FHE-FELL4K)-TH
A ]-5,5-=F K-2-Jpvkedgk,

<E 4] 34>

HEIG-R-3-FR-FEL4-R)PEABKE]S5-—FH-2-5%
sk (KK L4 4-0002)
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AXRAERT, ¥296g AIZIEXFTREE: 70%, 12.00 mmol)i»
%] 1.38 g (5.00 mmol) [(5-&-3-FE-FFEk 4-K)-FHE]-S55-—F&
2- ket A A 20 ml KNG ER T, BERSDHER 1 I,
RELEZBBRFIANIIREE. REZALE, BERAERLWHA
KP, RERIGER, BHRAMNERIAEAREAKRER. &
RAMKBERP[AKREREE, RERAARRBRETR. ¥HF
BERAZTEBARIAFHAOGEN. EAddREEELLELY,
KRET 065 g % 47.0%) [(5-R-3-FRA-Jrokek 4-%) PR
K1-55-=F R0t ekekok, AR FERKORE: 113 - 114°0).

1H-NMR [CDCI3/TMS, d (ppm)]:

8.89 (1H,s), 4.67 (2H,s), 3.05 (2H,s), 2.59 (3H,s),

1.51 (6H,s)

<F &4 35>

HE&S55-—FE32,5-—FHA4-(1-FEABRATE)EY-3-4
A ]-2-5F &k (K X 94644 2-0002)

1 0.57 g (6.8 mmol) O-F A Z X i & 3 # 0.56 g (6.8 mmol) T
BMAMmE 1.0 g 3.4 mmol) 3-4-LHE-25-—F R ED3- LA P8
HK)-5,5- = FR2-FoBkk XA SOm LHAMERY. KiERSW
EEIARSTRHE S MHUSIREE. HAEATLE, REAER
SHEINKFT, RERLRUEER. EHFANER K KAHK
BREHE, RERMAKGRETR. FMRERATABARELY
FrawgaEh adaikiEeEsS AW EN: CR-LR TE
BaBEMN), KAT 04g(364%)55-—FH3-2,5-—FR4-(1-F&aL
BRETHK)-E-3- A TRE-2- 8k, hEE bk,

1H-NMR [CDCI3/TMS, b (ppm)]:

4.21 (2H,s), 3.95 (3H,s), 2.76 (2H,s), 2.38 (3H,s),

2.34 (3H,s), 2.13 (3H,s), 1.42 (6H,s)
<% b 36>
W& 55-—FE3-25-—FE4-(1I-FTEATERA ) E9-3-4
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Wk sk s A - 2- Bk (R X LS4 2-0001)

AXAHT, H061gMALIEFTHREEL: 70%, 3.5 mmol)n 5
0.4 ¢ (1.2 mmol) 5,5-=F X-3-2,5- ~F R A4-(1-FAL R RALE)%E
wr-3- A PR 2-FRbok B A 30 ml R AGERT. HiERoH
BE1IE, REAFEREH R IHAIREE. HARBELTLE,
HiZERERABBAKT, REAEGFR. FARANERLA R
BB AMKER. BRAMKER. KPRUAKEREE, K5
EAKGEBRETER. BHMHRERETEABAR I TG ER. @
BREAEGE AU ELDRETEN: OR-CRUSRASEN), %7
T7035¢ (80%)5,5-—FHA3-2,5-—FHA4-(1I-FEAERETLHK)E
ir-3- P K s K ]-2- 84k, A aERKE L 95.0 - 96.0°C).

1H-NMR [CDCI3/TMS, d (ppm)]:

4.79 (2H,s), 3.95 (3H,s), 2.93 (2H,s), 2.42 3H,s),

2.37 (3H,s), 2.17 (3H,s), 1.47 (6H,s)

<L zp] 37>

& 55-—FE3-4-Z R FTE-bow-3- K FEE)-2-FfF &bk (K
KB AAH 7-0003)

¥# 0.26 g AL (SLE: 70%, 4.6 mmol)MmZ 0.3 g (1.6 mmol)
55-—FX-3-T A BB -2-FFoEek gk E EAE 20 ml NNN-Z W1 ¥ Bt
R ERF. FaR4HBEH 100, @R FMmA 022 g (1.6 mmol)
AAERFF 025 ¢ (1.6 mmo) A& H. ¥MFRASWEH 2 I . &
KAHTEHELPMA 03 g (1.3 mmol) 3- £ PR 4-Z R P L. ¥
g RAMAEAZRRER 2 MRIIRERE. HARETLE, ¥HER
BBRESMBIAKRY, RKERALRUEER, $HFANERKfEL
MRBEREE, RERALKARETE. BB ERATSRBAR L
EbpraeaEn. adadkEEELSALRLWUETEMN: TR-T8
LERABEMN), KFT 045g (FH: 98.9%)55-—FL-3-d-ZAF
Aober 3- R WEE)-2- ook, A& EHKY.

1H-NMR [CDCI3/TMS, 3 (ppm)]:
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8.98 (1H,s), 8.70 (1H,d), 7.51 (1H,d), 4.47 (2H,s),
2.79 (2H,s), 1.43 (6H,s)
<% 4 38>
WA S5S-—FR3-@-ZRTE -3 A T RS8R )-2-Jf ke gk
(KA R4S 7-000)F 5,5- = F K -3-(4-= £ F A -2 -N-£4L%-3-
A B )-2- 5 Bk ok (R R A 44 7-0002)
BEXREHT, ¥077gRAEXFTREEE: 70%, 4.5 mmol) v |
0.45 g (1.6 mmol) 5,5-= ¥ 253-(4-3 PP I e 3o K WAL )-2- 0%
Mok MAE 20 ml R RGERY. BERSBEH1IH, REE
FREH R2IHAIREE. HARBETLEE, BEREBROHBA
Ky, RERIGFR., BRBANERARERRAAKER. &
RAAKER, KIIHAKREREE, RERAKABRETFR. ¥
R ERAZEBIARIL PHESGEMN. @BidadikEE#E50R%
RHREFERN: TR-LRTERASEN), £27 0.06 ¢ (ZE: 120
%)5,5-=F H-3-(4-= BT b sg-3- K P A sk sb A )-2-FoBekok, bk
K E R (B L 77.0 - 80.0°C)Aw 0.12 g (= %: 23.1%) 5,5-=F £-3-(4-
ERTE-L-N-BACH-3- AT ABBK)-2-FF-8ndok, HHE& Nk
(& 114.0 - 116.0°C).
55-=FE3-4-Z AP A -3- A TR BRI )-2-F ok gk
1H-NMR [CDCI3/TMS, 5 (ppm)]:
8.98 (1H,s), 8.84 (1H,d), 7.64 (1H,d), 4.92 (2H,s),
3.09 (2H,s), 1.52 (6H,s)
55- = FA-3-(4-Z AP K-mbot -N-EA W3- X F LR L)2-F
ow gk
1H-NMR [CDCI3/TMS, d (ppm)]:
8.50 (1H,s), 8.25 (1H,d), 7.59 (1H,d), 4.81 (2H,s),
3.12 (2H,s), 1.53 (6H,s)
<34 39>
WES5S5-—FE(@-FRE-6-ZRTFTAER-5-L)-Frih)-2-F%
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ot ok (A & 98 4644 8-0002)

EEBK 0.32g LHAAGLAE:T70% ,4.00 mmol)E] 0.35 g (2.00
mmol) 5,5-=F A -3-FE BB E-2-FELkEMA 10 ml —FE 78
B R ERY. FERSBEF2IH. QERERESD TN 0.28¢
(2.00 mmol) £ K 3% B 47. 0.31 g (2.00 mmol)Af & 5> #= 0.45 g (2.00 mmol)
5-FFRA-FEEG-ZATEER. BARREGVAZREH 2 W
U REE. BIARBEZELE, RERERESHBEAKRY, RERAL
BLEFRR, RHFANER K RAAKEREE, RERALKE
BRAETR. BB ERATEABAREIRL PG EN. AdaKE
G gk, KEFT055g(F%: 85.9%)5,5-—FE-[4-F &
FE-6-= AV A EL-5-2)-F B -2- 7Bk,

1H-NMR [CDCI3/TMS, ® (ppm)]:

8.81 (1H,s), 4.44 (2H,d), 4.12 (3H,s), 2.81 (2H,s),

1.45 (6H,s)

<74 40>

HE55- TR [@-FRE-6-ZRFTEER-5-1)-F A s L]-2-
S eEnk k(K & B 4L4-4 8-0001)

AXRAHT, %5105 g METEFTROEEE: 70%, 4.28 mmol)iw
8] 0.55 g (1.71 mmol) 5,5- = F A -[4-FEE-6-= L P A S -5-K)-F
BRA)-2- Rk A R 20ml RAFAGERT. KERSHEH 1D
i, RELATERBEH 4 IHAIREE. REZLE, KERAAERAS
HBIAKP, REREHER., BB ANERAA AR AMAKRE
. RBEABKRERPEAREREE, RERAKARETR.
KR ERATEBAR LTS ERN. ddadiiE#kEn
EZAeW, BRT 045g(FF: 75.0%)55-—FE-[4-FRE-6-= AT
Howger 5. K)-F R A- -840, AGERLRBKROELE: 175
-~ 176°C).

1H-NMR [CDCI3/TMS, 5 (ppm)]:

8.89 (1H,s), 5.00 (2H,d), 4.11 (3H,s), 3.11 (2H,s),
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1.53 (6H,s)

<L #Hl 41>

HE 3-(55-=FA2-FEak-3- KA T R)2-Z AT R-6,7-=
£,-SH-%t= 5 [5,1-b][1,3]&% (R A W44 3-0033)

% 0.82 g (2.3 mmol) 3-[5-§-1-G-F A # K)-3-= L F A-1H-w"¢
A-EFHER]-55-ZFA2-FE2EME S ml NNN-=FRAFTEE T &
KikAme 0.11 g 2.8 mmol) EALALE 15 ml N,N-—F A FE A&
Bk b, Amihi, BHARGHEZESRS 3054, REMR
£ 100°C, ###H 1 IHRAINREE. HIARBETLE, $EZERAER
SHBIAKY, RERMLRLEER, BRAANERTEBRKER
FRAAKEREE, REARBRETR. BAFERATSEAE, K
7077 (FE: 100%) 3-(5,5-=F K-2- - &edak-3- LB P X)-2-
Z A H-6,7-= &.-5H-%t" 5 [5,1-b][1,3]"&%.

1H-NMR [CDCI3/TMS, d (ppm)]:

4.37 (2H,t), 4.19 (2H,t), 4.15 (2H,s), 2.80 (2H,s),

2.31 (2H,m), 1.42 (6H,s)

<L) 42>

HE& 3-5,5-—FH-2-FBekak-3- LB A 7 E)-2-= §F E-6,7-
— A.-SH-wt"2 3 [5,1-b][1,3]*8 % (X K A4S 3-0019)

EkAEHRT, ¥125gAKIXFTREEE: 70%, 5.1 mmol)in 2|
0.77 g (2.3 mmol) 3-(6,7-=£&.-3-= & F X -SH-wt. = 5 [5,1-b][1,3]8%
4- K -FRRE)-55-—F R 2- Bk EMAE 20 ml KRG ARGER Y.
¥uanehRF14H, REEZERF 12 VHAIRRE. BIAR
BAEE, BERAERSWBAKY, RERAIGER. K FAN
ERAMAERBREAKRER. EBREAKER., KPERALAKRERE
%, RERMAKBRBRETR. BIRERAZEBARELELFHEH
EN. AT EEEEELELY, KFT 036 g (5 F:43%) 3-(5,5-
Z - ekedak 3K AR B A W E)-2-= KT E-6,7-= &-5SH-wh o if
[5,1-b][1,3]%8%, A @& RKOEE: 151.0 - 152.0°0).
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1H-NMR [CDCI3/TMS, 3 (ppm)]:

4.47 (2H,s), 4.40 2H,t), 4.23 (2H,t), 3.09 (2H,s),
2.34 (2H,m), 1.50 (6H,s)

A 11-20 P THAWAE T80 E L& P,

(1
2 3 4
1R R’ R o2 N
R P R
e)
N OS0)5 /| y
#E(C)
4%
u & RIR|IRI{R | n |R|R|Z |R?|R? R EE ZF 3
T 2
(np™
10001 |Me|Me| H | H| 2 |H| H| S |Me| H H 66-68
10002 (Me|Me| H| H| 2 | H | H| S | Cl | Me H 87-88
10003 |Me|Me| H | H| 2 |H|H|{S |H|H Me 95-97
10004 |Me|Me| H{ H| 2 |H|H| S || H H 70-72
10005 (Me|Me| H | H| 2 |H|H|{S |H|H Cl 118-119
10006 Me|{Me| H | H| 2 | H| H{O|H | H H Faea oz
10007 |[Me|[Me| H | H| 2 | H| H| O | H| H | C=0)OMe | 124-125
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% 12
R’ R’ R* 26
Rr! ] R rRY
o. ~ IF —
S SN (o)) N2
R5 R25

ﬂ"%# Rl Rz R3 R4 n RS R6 Zz st R26 R2'7 z;:;:;
83

(np")
20001 [ Me{Me| H| H{2|H|H| S | Me C(=NOMe)Me | Me 95-96
20002 | Me|Me| H| H|0|H|H | S | Me C(=NOMe)Me | Me
20003 | Me(Me| H | H|2{H[H| S| H H H 99-101
2-0004 | Me|Me{ H | H|2IH|{H| S H Ome H 96-97
2-0005 |Me{Me| H |H[2|H|H| S| C H Cl 125-127
20006 Me{Me| H| H|{2|H|H| S| Cl Cl Cl 158-160
2-0007 {Me|Me| H| H[2|H{H| S | Me Me Me 117-117
20008  Me|Me{ H| H|2|H|H| S | Me C(=0)Me Me 146-148
20009 | Me{Me| H{ H|2{H|H | S| Ph C(=0)Me Me 1.5730
20010 | Me|Me| H | H|{2|H|H!| S | Ph C(=NOMe)Me | Me 129-131
20011 |[Me|Me| H| H{2 | HIH|S | CQ C(=0)Ome Cl 157-158
20012 | Me|Me{ H| H|2|H|{H| S| Cl C(=O)NHMe | CI 178-180
20013|Me{Me| H| H|{2|H|H|O| H H H 58-61
20014 | Me{Me| H| H|2|H|H| O | Me H Cl 180-181
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% 13
R* R® R? 2
R! 6 R
R™ =N
N | |
N S(O)r(lf N\_ N2
RS R
R30
42'%* Rl Rz R3 R4 n RS R6 R29 R28 R30 : ;_;;_C;
;i3 20
(np")
3-0001 {Me|Me|H|H|0|H|H| CF, Ph Cl 89-90
3-0002 |Me|Me| H{H|2|H|H| CF; Ph Cl 132-133
3-0003 (Me|Me|H|H|1{H|H| Ph Me Cl R
3-0004 {Me|Me|H|H|2|H|H| CF; Ph SO,Et 158-160
3-0005 (Me|Me|H|H[{2|H|H| CF, Ph N(Me), 150-151
3-0006 (Me|Me |H |H|(0|H|H| CF; Bu-t Cl 79-81
3-0007 {(Me({Me(H{H|O0|H|H| CF; H Cl 120-122
3-0008 [Me|Me| H|H|{0|H|H| CF; CHF, Cl 41-42
3-0009 [Me|Me|H|H|{0|H|H| Cl CHF, CF, 89-90
3-0010 (Me|Me|H|(H|{2|H|H| CF; CHF, Cl 126-127
3-0011 |Me{Me|H |H|2|H|H| Cl CHF, CF; 136-137
3-0012 {Me|Me|H|H|2{H|{H| OEt Me CF; 124-125
3-0013 (Me|Me|H|H |[2|H|H| CF; Me OMe 113-114
3-0014 |[Me(Me|H|H[2|H|H| CF; Me O(2-CI)Ph 67-70
3-0015 Me|{Me|H|H|2|H|H| CF,4 Me OPen-c 113-114
3-0016 {Me{fMe| H|H|2|H|H| CF;4 Me CN 105-108
3-0017 ([Me|Me| H{H [2|H|H| CI Et Cl 105-107
3-0018 |Me|Me|H|H (2| H| H | CHF, Me Cl 78-79
3-0019 |[Me|Me|H|H|2|H|H| CF, -(CH,);0- 151-152
3-0020 {(Me|{Me|H |H |0| H | H | CHF, Me Cl 1.5183
3-0021 (Me|Me|H|H|0|H|H| CF, Ph F
3-0022 |Me|Me|H|H|0|H|H| CF,4 Ph SEt
3-0023 |Me|Me| H{H|0|H|H| CF, Ph N(Me)2
3-0024 [ Me{Me| HIH|0|H|H | OMe Me CF,
3-0025 (Me|Me|H|H{0|H|H| OH Me CF,
3-0026 [Me|Me| HIH|0|H|H| OEt Me CF,
3-0027 [Me|Me|H|H|0|H|H| CF; Me F
3-0028 (Me{Me| HIH|0|H|H| CF; Me OMe
3-0029 (Me|Me|H|H|0|H|H| CF; Me O(2-C)Ph
3-0030 [Me|Me|H|H|0|H|H| CF, Me OPen-c
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3-0031 {Me|Me| H{H|0(H |H| CF; Me CN
3-0032 |Me(Me|H{H|0|H[H| Cl Et Cl
3-0033 |Me|(Me| H|H|0|H|H| CF; -(CH,);0-
3-0034 |Me(Me|H|[H|2|H|H| CF; H Cl 138-140
3-0035 |Me(Me|H|H|2|H|(H| H Me Cl 105-106
30036 |Me|Me | H |H|2|H|H| Me Me Me 148-150
3-0037 |Me{Me| H|H|{2|H|H| Me Me Cl 99-101
3-0038 [Me|{Me| H|H|2{H|H| CIl Me Cl 143-145
3-0039 |[Me|Me| H|H|2(H|[H| CF; Me Cl 115-116
3-0040 |Me|Me| H|(H |[2|H|H| CI Me CF; 120-122
3-0041 [Me(Me|H{H|2|H|H| CF; Me F 79-82
3-0042 |Me|Me| H|H|2|H{H| CF; Me OH 90-92
3-0043 |Me{Me|H|H {2/ H|[H| OMe Me CF; 125-126
3-0044 |Me|Me| H|H|2|H|[H| CF; Me OEt 92-94
3-0045 |Me|Me| H|H|{2|H|H| CF; Me OPr-i 69-71
3-0046 |Me|Me |H |H |2|H|H| CF, Me OPr 82-83
3-0047 |Me(Me|H|H|2|H|H| CF; Me OBu-t 86-89
3-0048 |Me{Me| H|H |2|H|{H| CF,; Me OBu 61-62
3-0049 |[Me|Me| H|H|2|H|[H| CF; Me OHex-c 124-125
3-0050 |Me(Me| H{H |2|H|H| CF; Me OCH,Pr-c 93-94
3-0051 |Me{Me| H|H|2|H{H| CF; Me OCH,Pen-c | 112-113
3-0052 |[Me|Me{H|H|2|H|H| CF; Me OCH,Hex-c 56-59
3-0053 |Me{Me| H{H|2|H|H| CF; Me OCSI’{CE 92-93
3-0054 |Me|Me| H{H|{2|H|H| CF, Me OCHF, 129-130
3-0055 |Me(Me| H|H|(2|H|H OCHF Me CF, e

2

3-0056 {Me|Me{H |H {2/ H|H| CF, Me OCH,CHF, 89-91
3-0057 |Me(Me|H|H|2|H|H| CF; Me OCH,CF; 93-95
3-0058 |Me{Me|H|H [2|H|H| CF; Me OCH,CN 1.4872
3-0059 (Me{Me|{H|{H|[2|H|H| CF, Me OCH;Ph 79-81
3-0060 |Me|Me|H |H [2|H|H| CF; Me OPh 122-123
3-0061 {Me|{Me| H|{H|2|H|H| CF; Me OG-CDPh | Feemz
3-0062 |Me|(Me|H|H|[2|H|{H| CF, Me 0(3-OMe)Ph|  1.5059
3-0063 |Me(Me|H|H|{2|H|H| CF, Me 0O(4-C)Ph 68-69
3-0064 |Me|Me|H|H|{2|H|H| CF, Me O(4-Me)Ph | 132-133
3-0065 |Me|Me | H |H|[2|H|H| CF; Me 0O(4-OMe)Ph| 115-117
3-0066 |Me(Me|H|H|2|{H|H| CF, Me OC(=O)Me | 130-131
3-0067 {Me|Me|H|H|2|H|H| CF; Me SO,Me 168-169
3-0068 |Me|Me|H|H [2|H|H| CF, Me SEt 100-102
3-0069 (Me(Me|H|H|2|H|H| CF; Me SO,Et 107-108
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3-0070
3-0071
3-0072
3-0073
3-0074
3-0075
3-0076
3-0077
3-0078
3-0079
3-0080
3-0081
3-0082
3-0083
3-0084
3-0085
3-0086
3-0087
3-0088
3-0089
3-0090
3-0091
3-0092
3-0093
3-0094
3-0095
3-0096
3-0097
3-0098
3-0099
3-0100
3-0101
3-0102
3-0103
3-0104
3-0105
3-0106
3-0107
3-0108
3-0109
3-0110
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CF;
CF,
Ph
CF;
Cl
CF,
Cl
CF;
Cl
CF;
CF;
CF;
8
CF;
Cl
CF;
Cl
CF;
Cl
CF;
Ci
CF;
CF;
Cl
CF,
Cl
CF,
Cl
CF;
Cl
CF,
Cl1
CF;
Cl
CF;
Cl
CF;
Cl
CF;
Cl
CF;

Pr-i
Pr-i
Pr
Pr
Bu-t
Bu-t
Bu-s
Bu-s
Bu-i
Bu-i
Bu
Bu
CH;Ph
CH,Ph
Pen-c
Pen-c
Hex-c
CH,Pr-c
CH,Pr-c
1-5RRATE
1-sARLTE
CH,2-F & A L)
CH,2-TExALX)
CH;Bu-c
CH,Bu-c
CH,Pen-c
CH,Pen-c
CH,Hex-c
CH,Hex-c
CH,CH=CH,
CH,CH=CH,
CH,C=CH
CH,C=CH
CHMeC=CH
CHMeC=CH
CH,C=CMe
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SO,Ph

Cl
Cl
CF;
Cl
CF;
Cl
CF;

Cl
cl
CF;
cl
CF;
cl
CF;
cl
CF,
Cl
CF;
Cl
cl
CF;
cl
CF;
Cl
CF;
Cl
CF;
Cl
CF;
al
CF;
cl
CF;
cl
CF,
cl
CF;
al

166-168
105-107
127-129
111-112
112-114
157-158
135-136
89-90
111-113
101-103
118-119
110-112
110-111
96-98
140-141
89-90
108-110
132-133
118-120
130-131
147-148
151-152
93-95
129-130
87-89
121-123
102-103
118-119
94-96
141-142
127-129
146-149
152-154
115-117
78-80
105-106
73-74
108-109
95-96
116-118
114-115
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3-0111 |Me|Me|H |H|2|H|H| CI CH,C=CMe CF; 115-116
30112 [Me|Me|H |H [2|H|H| CF; CHF, OMe 72-74
3-0113 (Me|Me|H |H |2 |H [H| OMe CHF, CF, 108-109
30114 |Me|Me|H |H|2|H|H| CF; CH,CHF, cl 99-100
30115 [Me|Me|H |H [2{H|H| Cl CH,CHF, CF, 107-109
3-0116 |Me|Me|H |H [2(H [H| CF; CH,CF; cl 135-136
30117 |[Me|Me|H |H [2{H|H| CI CH,CF; CF, 112-115
30118 |[Me|Me|H |H [2|H|H| CF; CH,0Me cl 87-89
3-0119 |[Me|Me{H|H|(2|H|H| CI CH,0Me CF; 125-128
3-0120 |Me|Me|H |H [2|H|{H| CF; CH,OEt Cl 97-98
3-0121 [Me|Me|H [H|2[H|H| CI CH,0Et CF, 128-129
30122 [Me|Me|H |H [2|H|H| CF; CH,CH,0H Cl 79-81
30123 [Me|Me|H |H|[2|H|H| Cl CH;CH,0H CF; 93-94
3-0124 |Me|Me|H |H [2|H|H| CF; CH,CH;OMe cl 102-104
30125 |Me|Me|H {H|2{H|H| CI CH,CH,0Me CF; 118-119
30126 [Me|Me|H [H |2|H|H| CF; CH,CH,OEt cl 56-59
30127 |[Me|Me|H |H|2|H|H| CI CH,CH,OEt CF; 118-119
3-0128 {Me{Me|H H|2 H|H| CF; CH,SMe Cli 103-105
30129 [Me|Me|H [H [2|H|H| CI CH,SMe CF, 128-129
3-0130 [Me|Me|H |H [2|H|H| CF; CH,SO,Me cl 157-159
3-0131 |Me|Me|H |H [2|H|H| CI CH,SO;Me CF; 165-166
30132 [Me|Me|H|H|2|{H|H| CF; | CH,CH,SO;Me cl 155-157
3-0133 |Me|Me(H|H|2|H|H| CI CH,CH,S0;Me CF; 166-168
30134 [Me|Me|H |H [2|H|H| CF; CH,CN cl 128-129
3-0135 |[Me|Me|H |H|2{H|H| CI CH,CN CF, 117-118
3-0136 [Me|Me|H |H [2|H|H| CF; CH,C(=0)OEt cl 127-129
3-0137 [Me|Me{H{H[2|H|H| CI CH,C(=0)OEt CF; 143-145
30138 |Me|Me|H |H |2|H|H| CF; CH,C(=O)NH, cl 173-174
3-0139 [Me|Me|H [H|2|H|H| CI CH,C(=0)NH, CF, 182-183
30140 [Me|Me|H |H [2|H|H| CF; | CH,C(=0)N(Me), cl 142-143
3-0141 [Me|Me|H[H|2|H|H| C1 | CH,C(=0)N(Me), CF, 181-182
30142 [Me|Me|H |H |2|H|H| CF; CH,C(=0)Me cl 148-149
3-0143 |[Me|Me|H [H [2|H |[H| CI CH,C(=0)Me CF; 163-164
3-0144 [Me|Me|H |H [2|H|H| CF; | CH,CH,C(=0)Me Cl 89-91
30145 |Me|Me|H |H [2|H|H| Me Ph Me 140-141
3-0146 [Me|Me|H |H (2| H|H| Me Ph cl 124-125
3-0147 |Me(Me|H |H |2|H|H| Et Ph cl 112-113
3-0148 |[Me|Me|H |H [2|H |H| Pr Ph cl 122-123
3-0149 |Me|Me| H H|2|H|H| Pr-i Ph Cl 116-117
30150 |Me|[Me|H | H 2| H|H | Bu-t Ph a 100-102
3-0151 |Me(Me|H |H |2|H|H| CF; Ph H 11-112

194




200510066670. 4 oo B 2E193/23610

3-0152 ([Me|Me|{H|H|[2|H|H| CF; Ph Me 129-132
3-0153 [Me(Me|H|H[2|H{H| CF; Ph CF; 112-113
3-0154 (Me(Me{H|H (2| H|H| CF, Ph F 90-91
3-0155 (Me(Me{H [H (2| H|H| CF; Ph OMe 104-106
3-0156 [Me(Me|H |H (2| B |H| CF, Ph OEt 129-131
3-0157 |[Me(Me|H |H [2|H|{H| CF,4 Ph OPr-i 86-88
3-0158 |[Me(Me|H|H (2| H|H| CF; Ph OPr 117-118
3-0159 |[Me(Me|{H|H |[2|H|H| CF, Ph OBu-t 105-108
3-0160 [Me|Me|H|H|{2|H|H| CF; Ph OCHF, 90-92
3-0161 (Me{Me|H |H|{2|H|H| CF; Ph SO,Me 167-168
3-0162 (Me{Me|H |H|2|H|H| CF; Ph CN 113-115
3-0163 |Me{Me| H| H|2|H|H| CF, (2-C)Ph Cl 153-154
3-0164 |Me(Me| H|H|2|H|{H| CF, (3-C)Ph Cl 106-107
3-0165 {Me(Me|H [H [2|H|H| CF, (4-CIPh Cl 142-143
3-0166 [Me|Me|H |H |2(|H{H| CF, (4-F)Ph Cl 135-138
30167 |[Me(Me{H|H[2|H|H| CF, (4-OMe)Ph Cl 136-138
3-0168 [Me(Me|H|H |2|H|H| CF, (4-Me)Ph Cl 129-130
30169 |Me(Me|H|H[2|H|H| CF; (4-NO,)Ph Cl 145-147
3-0170 {Me|Me|H|H |2|H|H| CF, (4-CN)Ph Cl 91-93
3-0171 {Me|Me|H|H |2{H|H| CF, (4-C(=0)Me)Ph Cl 133-135
3-0172 [Me(Me| H|{H|2|H|[H| CF; | (4-C(=0)OMe)Ph Cl 121-124
3-0173 (Me|Me| H|H {2|H|H| CF; e -2- A Cl 148-150
3-0174 |Me|Me|H |H (2| H|H| CF; [4,6-=F &KX F-2-% Cl 117-118
3-0175 |Me|Me|H |H [2|H|H| CF; SO,Me Cl 146-148
3-0176 [Me|Me|H |H (2| H|H| CF, SO,Ph Cl 145-148
3-0177 |Me(Me|H |H|[2|H|{H| CF; C(=0)Me Cl 130-131
3-0178 |Me(Me|H|H|(2|H|H| CF, C(=0)Ph Cl 114-117
3-0179 |[Me|Me|H |H |2|H|H| CF; C(=0)OMe Cl 104-106
3-0180 {Me|Et |H{H|{2|H|H| CF; Me Cl 108-110
3-0181 {Me(Me|H |H |0| H | H | CHF, Me Cl 1.5183
3-0182 {Me{Me| H{H |0(H|[H| Ph Me Cl 76-77
3-0183 [Me{Me|H |H|0|H|H| CF; Bu-t OMe 1.4831
3-0184 [Me|Me| H|H|0|H |H| CF; CH,C(=0)NH, Cl 179-180
3-0185 |[Me{Me|{H |H|[0|H|H| Me Ph Cl 58-60
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* 14
R’ R’ R* .
1 R
R 6
T /=
N S(0>;$ N 73
RS
R32
& (C)
Rz R3 R4 n Rs R6 Zs R:u Rsz ﬁ.«iﬁ' *j‘ $_
(np™)
Me| H|H [2| H| H| O |[CF;| Me | 135-136
Mel H|{ Hi2I H|H| S {Me| Cl | 113-114
Me|HIH|0Of H|H| O |CF;| Me
Me H| H|O) H|{H| S |{Me| C1
Mel H| H{2I H| H| O |Me|Me| 178-179
Me  H| H|2I H|H | O |CF;|{OEt| 89-91
Mel H{ H|2l H|H | O ! Ph|Me 81-83
Mel H{H|2IH|H| S | Me |OEt| 109-111
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R? R’ R*
1 R” 34
R . R
1/
o ~
N7 OUs0) n—cl z“’\N
R5

%5 (C

"t'%% 1 2 3 4 s 6 4 33 34 ( )
. |R'|R R R n|R°|R*| Z R R EE 2
A5 20
(np”)

5-0001 ([Me|Me]H|H|2|H|H| NMe Cl Me 114-115
5-0002 {Me|Me|H |H {2 H|H| NMe Cl Et| 107-108
5-0003 |Me|Me|H |H|2|H|H| NMe CF; H| 142143
5-0004 (Me|Me|H | H |2| H | H | NCHF, -(CH,)s 123-125
5-0005 |Me|Me|H |H |2|H|H| NPh Oet Me| 15397
5-0006 |Me|{Me|H |H (2| H|{H| NPh OCHF, Me|  1.5339
5-0007 |Me|Me|H |H {2 H|H| NPh CFs H 99-101
5-0008 |Me|Me|H |H [2|H|H| NPh | OCH,CH=CH, |Me 87-90
5-0009 |Me|Me|H |H |[1{H|H| NPh | OCH,CH=CH, [Me| 15702
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R? R’ R*
R ‘%—\/ R6
I —
"N TS(0) n—c@
1'25 N
#.5(C)
b, A
1 “v#] R'| R? |R?|R*|n|R°|R® 75 R* R3¢ EE 3 TE 3
A5 20
(np™)
6-0001 {Me|Me{H{H |2| H | H |NCHF, -(CH,)4 i@
6-0002 |Me|Me  H/H|2|H|H| NPh H Oet 107-108
6-0003 |[Me|{Me{H|H{2|H|H| NPh H | OCHF, 1.5383
6-0004 |[Me| Me| H{|H|2|H | H (0] Me H 100-102
6-0005 |\Me | Me( H{H|0|H| H|NCHF,| -(CH,) 1.5264
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%17
R R* R!
Rl R38 R39
3 R )=
40
NSO /R
R’ N
kY
(0)
¥ #.%5(C)
%"n Rl RZ R3 R4 n RS R6 R37 R38 R39 R40 ﬁqéﬁ'*f*
/?"’J' 20
(np™)
7-0001 {Me|Me|H |H (2 |H|H H CF; |H|H - 77-80
N-£4t
7-0002 |Me|Me|H |H |2|H|H H CFy |H |\ H | 114-116
7-0003 {Me|{Me|H |H [0|H|H H CF; |H|H -
7-0004 [Me|Me|H |H|2|H|H H H|H|H - 130-131
N-£4t
7-0005 |[Me|Me|H |H |2|H | H H H |H H| 166-168
7-0006 |Me|Me|H |H [2|H|H cl Ph |H | H - 118-120
7-0007 |Me|Me|H |H |2 |H|H OMe Ph |H | H - 105-106
7-0008 |[MefMe H| H|2|H|H Cl Me H| H - 115-116
7-0009 |Me|Me|H |H [2|H | H OMe Me |H|H - 134-135
N-£4t
7-0010 {Me|Me|{H |H |2|H [H Me Me |H|H| 198-199
7-0011 {Me|Me|H |H [2|H [ H Ph Ph |H | H - 161-162
7-0012 ([Me|Me|H |H |1 |H |H H H|H - 97-99
Q2-FtR-3-%)
7-0013 (Me|Me|H|H |0 H | H H|H - 154-155
L% 3
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2 53 p4
o R* R’ R y R“_N
O\N/g\ 50) TC: \ />_R41
R? N
R42

#.5(C)
RIR|R|R|{n|R | R | R" | R? [ R®| Hérkt#

(np™)
MeiMe| H| H|2]| H H H OMe | CF; 175-176
Me|lMe| H| H|O0| H H H OMe | CF;
Me{Me| H| H|2| H | H H cl | oa 119-120
Me | Me{ H| H|2}| H H H OEt | CF; 94-95
Me|Me| H| H|2| H| H H |OMe|OMe| 186-187
MeMel H| H|2| H| H Me |[OMe| CF, 143-144
Me|Me| H| H|{2| H | H | OMe {OMe| CF; 144-145
Me|Me| H{ H{2 | H H SMe |OMe | CF, 160-162
Me|Me| H| H| 2| H | H |SO,Me|OMe | CF; 144-146
Me{Me| H| H|2 | H H NH, |OMe| CF; 208-209
Me|{Me| H| H |2 |Pri| H H H | CF, 112-113
Me|Me| H| H |0 |Pr-i| H H H | CF, 1.4986
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% 19
RZ
Rl
R6
0. 7 L
N~ "S(0);—C—-Y
}‘{5

BE(C

1t%%}% 1 2 3 4 s 6 1 ( )
RIR|R|R'[n|R°|R Y AHHE

5 2
(np®)

9-0001 |[Me|{Me| H | H|2|H | H whR-2-K 116-118
9-0002 |Me|Me| H | H|2|H | H whet - 1-F 4t 140-143
9-0003 (Me|Me| H| H|2|H | H b -4-K 133-136
9-0004 |Me(Me| H| H |2|H | H e -4-X1-F AL H 110-113
9-0005 |[Me{Me| H | H|2|H|H 1,2,4-7& —n 3. % S % )4
9-0006 [Me(Me| H| H|{2|H| H 3-¥K-124-8 5 1 153-154
9-0007 |Me{Me| H| H|2|H | H 3-FR-124-8 vk 5 % 108-109
9-0008 (Me|Me| H| H |2|H | H 2-fErk 4R 110-112
9-0009 |[Me|Me| H| H |2|H | H 1,4-=F Xokog 5 K 163-164
9-0010 |[Me{Me| H |H|1|H | H wheR-2- R 81-82
90011 |Me{Me| H|{H|1|H | H wher-4-34 94-96
9-0012 |Me(Me| H| H|1|H | H 14-—F hoked 5 K 138-140
90013 [Me|Me| H|{ H|0| H | H 14-—F Keked 5 2 1.5427
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%20
2 3
N soc-y!
RS

#5(C)
mi_%ﬁ' R'|R*|R|R'|n|R°|R® Y! EX 2 ES

(np")
100001 |Me|Me| H | H|[2| H | H ¥ k- 171-174
10-0002 {Me|Me| H | H |2| H | H ¥oFEw2-% 181-183
10-0003 [Me{Me| H [ H (2| H [ H - X Ey2- 109-112
10-0004 {Me{Me| H | H |[2| H | H ¥H=wb1-£ 206-207
10-0005 |Me|Me| H| H {2| H | H 1-F R W g5 128-130
10-0006 ([Me |Me| H | H |2| H | H ¥ g% 142-143
10-0007 |Me|Me| H | H |2| H | H ¥ w34 188-191
10-0008 [Me|Me| H | H |2/ H | H 5-EEfE-3-K 129-130
10-0009 |[Me{Me| H | H |2| H | H el 127-129
10-0010 [Me |Me| H | H |2| H | H P EXHEw2-X 161-163
10-0011 ([Me|(Me| H | H |2| H | H - X I Ee2-R 118-119
10-0012 |[Me|(Me| H | H |2| H | H *ifekwh-2-% 123-124
100013 |Me|Me| H | H|2| H | H 2-F A ¥ Hkh-T-£ 135-137
10-0014 |Me({Me| H | H|2| H | H 3-# Xk wh-2- 107-108
10-0015 {Me|Me| H | H |2| H | H ¥FiE-7-% 95-97
10-0016 [Me |[Me| H | H|2| H | H 1- PR 7% 89-90
10-0017 ([Me|Me| H | H (2| H | H 3-FAEHkvh-2-4 111-112
10-0018 [Me|Me| H | H [2| H | H 3-f-1-FEI%R2-K 162-165
(P W4k 69 B & 4]

<BFE LHkH 1>

& 3-8-5,5-= F & -2- ok
£ 65-70C, 3% 534.0 g (4.0 mol) N- 7% 34 Bt T 1532 ¥ m 3] 182.7
g (2.05 mo) LRBEBEEMRE2HA 12— FEREALEAGERF. ¥
GRASPMBEEA 1 DE., EAHFTEHE PN 1,440.0 g (14.4 mol)
HRBEA A 10ml K. KEMA 360.0g (6.4 mol) 2-FEAEM. ¥HF
REVEERBEHF 4 IHRIIRRE. ¥ BERABEBRSVBAKE, R
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ER=FRERER, BMFANERRRAKF QA KE R,
RERMAKRBETR. KRR RATABAR L FHAGEN,
KEFT 1077 g (5. 40.0%) 3-R-55-=F K-2-74 %4k, AXEH

1H-NMR [CDCI3/TMS, d (ppm)]:

2.93 (2H,s), 1.47 (6H,s)

<HFE LHp 2>

H & 3-R-5-LHA-5-9 K -2- ke

A 60CH 61.9 g (463.4 mmol) N-FIL3H 8 T 2 HrmF] 206 ¢
(231.7 mmol) LR R B AT E ML 500 ml 1,2-—FERX LR AGERT.
MNE, KBRS mEEA 10 24. EAHFTHAEFMRA 50 ml
(463.4 mmol) 2-F X -1-T % . 98.9 g (1,622 mmol)#% & S.47# 10 ml K.
FHRARAMEF 12 PHAFIREE. BERERSHBAKT, &
ERECKRFER, RMBANWERAARPEMAKRERLSE, R
ARAKBRBRETR. $HFERAZEABARI FHESGEN, K
FT139g (% 40.6%)3-R-5-TLA-5-FH2-Felrkok, A% E 4

1H-NMR [CDCI3/TMS, d (ppm)]:

2.91 (2H, ABq, J=17.0, A v=46.1 Hz), 1.73 (2H,q),

1.42 (3H,s), 0.96 (3H,t)

<BF EHH 3>

& 3-FEABRES55-ZF R0 Fpeludgk

ERAAT, 3.2 ¢(23.2 mmol) & K% 8 474 3.0 g (22.5 mmol)
3-R-5,5- = F R -2-FoEvk gk mF] 2.8 g (22.5 mmol) F A AEEME 50
ml NNN-=FPEAFPEBREAGER . FEAREGMWE 100CHEH 2
JIREE. REZELE, BERRBAOWBAKY, REALKRLE
FR., FHBAMERIAKRMELARERESE, RERLKAR
BTHR. FMBERATEBAREILPHAEN. AddkAS
B AN, KFT31g(F%: 62.0%)3-FARAS55-—FH
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22-Jpekekok . b & b K P (D20 = 1.5521).

1H-NMR [CDCI3/TMS, d (ppm)]:

7.24-7.39 (5H,m), 4.26 (2H,s), 2.77 (2H,s),

1.40 (6H,s)

<K H FHp 4>

& 3-Q,6-—RAFEEBABKL)-5-LE-5-F R -2-JpBrok

AEkAEHT, ¥a6g MBI X FTREEE: 70%, 18.8 mmol)n 2
4.1 g (15.0 mmol) 3-2,6-= AF X B EK)-5- T K -5-F R -2-F-oBedofk
BAESO ml REFAGERT. FuaasuiE#F 106, REAZER
HF 12 HAIRERE. REZXEGE, FERALERASUBAKRY, RE
RABGFER. BHRANERAMERREAKER. BRAMKE
. KRB RKRERELE, REALKABRETE. BN EREA
FERBUABRELPHAGEN. AddkBEEELHLELDRETE
Hl: CR-CRLUERGSEM), KHFT 15g (FF: 34.8%) 3-(2,6-—=
AF Ao seR)-5-TA-5-F 278k, HGERKIELE: 30°C
& F1K).

1H-NMR [CDCI3/TMS, d (ppm)]:

7.39-7.28 (1H,m), 7.03-6.94 (2H,m), 4.38 (2H,s),

3.04 (1H, ABq, J=17.2, A v =85.7 Hz), 3.12 (1H,s),

1.75 (2H,m), 1.44 (3H,S)+1.41 (3H,s), 0.97 (3H,m)

<HF LHpH 5>

F & 3-(2,6-— R F A ABEA)-5- LK -5-F K -2-Jp wBrd ok

BXRAHT, ¥1.0 g AKX FTEHRGEEE: 70%, 4.1 mmol)iv 3
0.8 ¢ (2.8 mmol) 3-Q2,6-—HF X B HHBE)-5-TLH-5-F K -2-JpoBukgf
BERAESO ml R AGERTY. FaRSHHEFE 1IN, REAER
BH 12 PHRIIREE. REZEE, FERERSHBEAKTY, &
BRI ER. BHBAMERAAEARAAKRE R, EBREAAK
Bk, KPaRXRERLE RERAKRBETE. KHEx%
AERBARLIETHAGEN. Ed-BREEELELELIREF
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BEH: TR-CRUERAEMN), KFT 0.6 g FF: 750%) 3-(2,6-
ZRF AR A)-5-LKE-5-F A -2-Fekekek, AGEBRBE: 64-
65°C).

1H-NMR [CDCI3/TMS, d (ppm)]:

7.36-7.46 (1H,m), 6.98-7.04 (2H,m), 4.73 (2H,s),

3.04 (2H, ABq, J=17.2, A v=51.1 Hz), 1.77 (2H,q),
1.46 (3H,s), 0.97 (3H,t)

<HF LAk 6>

& 55— F K-3-F AR A -2- 57 Brdok

BEXRAEHT, ¥ 1.0 kg PREAKEREE: 15%, 2.14 mmol)
# /Mm% 143.0 g (1.07 mol) 3-K-5,5-=F K -2-JFwErd ol X A 500 ml
NN-—FRAFEBEAGERT. FERAODEFTERE 12 PHA3R
BE. BEEZERE, BERERSWBIAKY, RER LR LEER.
HHRAMNWER AR KREREE, REMALKARETR. ¥R
BRAZRBAR LA FHAGEN, KRFT 115.0 g (F£: 74.1%)
5,5- = F K -3-W B -2- 4 vErd ok, &R 2 (741.2 mmol)E B 1 R
., BkAFTOEFMA392.0g M KEEFTERERESEE: 70%, 1.59
mol). ¥R REHEH 11, RELATERF 2 IHAFIRAE.
BEXEE, BITERL,BEORATEXTR. FMFERIKK
RERBRIAKER. K. BREMRERPRELRAKRERESE, K
ERAKRBETR. BIRERATEBAREL PHA0GEN.
A—FARREERELY, KFT 77.6g(F%: 59.1%)5,5-—F 13-
FRBBA 2Rk, HGEHRURE: 82-84°0).

1H-NMR [CDCI3/TMS, d (ppm)]:

3.26 (3H,s), 3.12 (2H,s), 1.51 (6H,s)

<BE LA 7>

W& 55-—FEI-LRAR-2-FBednk

# 1,500 ml 24 560.0 g (9.0 mol) Z 5B A 360.0 g (9.0 mol) & &
A KBERME 2R 3-R-55-=FR2-FE8keg AR T, ¥z
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S 60-T0CHRE 16 PHAIIRRE. HIARBETLE, FHEK
BERAMBAKE, KERLKRLEFER., BHFANERK L
HREREE, RERMAKRBRETR. HFHFERATRBARE
Ebpmaagni, K77 2700 g55-—FRX-3-TAK-2-Ff Bk
W, AFRaEHRY.

<R F Ekp 8>

WM& 55-—FE-3-TLEBHBE-2-FoEukgk

¥ 270.0 g (1.7 mol) 5,5- = F RK-3-L A K -2-Jp vk iy k4 = 4
ERELOFEH T EAAFTEHLFMA 1,050 g A K3 X T & (%
B: 70%,6.1mol). ¥ FRGBEH,1IN, REATEEH 12
HASIREAE., AARRLLELE, AINER LB BARATXT
BR. WHEFERRAMEABREMKER. BREAAKRER. KK
AR ERRE, RERAKARETE. $HEERATARBAR
FRFPHEHERN. AETREFELY, KFT 133.6g (5 %: 654
%)5,5-—FRK-3-LEAABE-2-F7%4gk, AGEH K.

<BF LHM 9>

W& 1-RXA3-Z /AT A-1H-b = -5-5F

3 20 g (184.9 mmol) ¥ X Bt#» 4 ml 3% 3 8 M %) 34.1 g (184.9 mmol)
ZRLUBLUBRUEEMRAESOM LEAGERY. Fizrndh i
A1IHAIREE. REXELE, BERERSHATRKBIARE
EFHAaAGKRIEMN. BELDERRAATE H4K, @k
BREMK, AREFAZERRTATHR, F8B KT 371g(7%:
87.9%) 1- kX -3-Z f FE-1H-wb=:-5-8, H#E [k,

1H-NMR [CDCI3/TMS, d (ppm)]:

7.68-7.41 (5H,m), 5.86 (1H,s), 3.71 (1H,s)

<H£F LM 10>

& 5-R-1-FE3-Z A FA-1H- 4 4-F &

ExAHT, ¥ 33.6 g (219.1 mmol) = KA mE] 7.7 g (105.2
mmol) NNN-—F X FEEF. EERAHL P MmA 20 g (87.7 mmol) 1-
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XA ZRAFTA-1H- 58, BAERAGWmERE 1 PHATR
BE. REZERE, BEREREGHBNKRSGKY, RERNEH
Fi, BB AMNERAAZRBREARERF RN AKREREE, &
BERAKRBETR. BARERAZEBARLL TG EN.
BitAREEEFZANERDRTEN: TR-LRLERESEN),
EHFT191g(FHF:79.1%)5-R-1-%K-3-= L FE-1H-sb 4 4-F &,
k8 & k.

1H-NMR [CDCI3/TMS, 5 (ppm)]:

10.06 (1H,s), 7.57 (5H,s)

<p X Fkp 11>

FEG-R-1-FA3-Z AT E-1Hb 245 )-F 8

¥ 0.21 g (5.5 mmol) AL 448X A 70 ml THF P %A H 2
-30°C. AE FEAMA 3 g (109 mmol) 5-F-1- X X-3-= L7 X-1H-
ek d4-FREMRE 30 ml WARBTHER. FHERESWAE-30°C
WHI0H5HARINREE. REZLE, WALBRLE, R, M
AKX, REEH—2. FZRARLREGWATIE, MLURLULEFRE
w., BB AMERFNAKRERLEE, RAERAXABETFR. ¥
HHRERATEMARLILPHLGERN, KFT 3.0 g (5&: 999
%) (5-R-1-FA-3-Z AP A-1H-wt44-X)- V8, Hagé k.

1H-NMR [CDCI3/TMS, d (ppm)]:

7.54-7.51 (5H,m), 4.71 (2H,d) 1.79 (1H,b)

<HF# ELHEH 12>

HE4-BFRS5-F-1-X A 3- = fFA-1H-wb =

¥ 3.0 g (10.9 mmol) (5-R-1-X K -3-Z R F X-1H-#rd4-1)- 78
B 60 ml LB 65 R A4 £-10°C. @1 F mA 1.0 g (3.8 mmol)
ZRWE, RuRAVWETEBER 1 IHRIIREE. ARERALE,
KEBEBBRAEWBAKRY, RERLBRLEER, BHEANED L
WAKEREE, RERALKARETIR. BMRERAZEABUAR
EFRTHE0EMN, KET3.6g(F%: 958%)4- B FES5-R-1-%4
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S-ZRATFEA-IH-wb, A a& &k,

1H-NMR [CDCI3/TMS, d (ppm)]:

7.58-7.48 (5H,m), 4.48 2H,s)

<K ¥ ELEH 13>

HES-A-1-EX3-Z A FPA-1H-wb k4 P&

¥ 10.5 g (180.2 mmol) £ AL 47 mF] 33.0 g (120.1 mmol) 5-&-1-X
A3 ZATFTAIH ok 4-FEEME 500 ml = F ERAAGEE T ¥
BERAWAE 100CHEHF 2 PHAFIREE. RETLE, FER AR
SHEAKFT, REMLRLUBEFR., BAFAWERRNLAKER
ik, REAAKRBRETR. BB ERATEARBUALEIX FHA
MERN., AIRREEEIEMRALDBEFEN: TR-LRLERS
EA), RFET 265g(F%: 85.0%)5-A-1-XA3-Z R PR -1H-nb e
-4-Y7 8%,

1H-NMR [CDCI3/TMS, d (ppm)]:

9.96 (1H,s), 7.68-7.51 (5H,m)

<HE FHkp 14>

HEG-R-1-XE-3-Z KT E-1H-w 2 4-2)-F 5

AEXREHRT, & 1.6 g 41.0 mmol)M EALAXMA 300 ml FAEA
675 F A 26.5 g (102.5 mmol) 5-F-1-F X -3-= f 7 A -1H-wk 2 -4-
VEEME20m FEPOER FMFRAME OCEE 3054
JIREE. REZLE, WERBEBRAEMPAKY, RERLBRLE
EH. KB AMERBAAKRER RS, REMLKABE TR,
W RERAZEBARTE FTHEGEN, KFT 285g(*%: 100
%) (5-RA-1-FE-3-=Z FF A -1H-wL -4 )- 7 5,

1H-NMR [CDCI3/TMS, 3 (ppm)]:

7.65-7.41 (5H,m), 4.68 (2H,d), 1.73 (1H,¢)

<HH Lk 15>

WE4RFES-R-1-X X 3-Z A FEA-1H-#=

¥ 27.5 g (105.7 mmol) (5-R-1-% X -3-= £ F X -1H-nbwk4-2)- 7
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BEEMAE 300 ml TR P HERASH E 0°C. X MmN 10.0 g (37.0
mmol) = 254, BERGBAEFTEEH 2 MHUIRRE. RAER
&%, WERERGUBAKT, REMLBER, ¥HEAMNER
AMAKREREE, REAALKRRETR. BB ERLTEB
BREAFHAEMN, KFT 303 g (FH: 88.8%)4-1£ FE-5-f-1-
FEI-ZRAFTA-1H-4,

1H-NMR [CDCI3/TMS, d (ppm)]:

7.66-7.42 (5H,m), 4.44 (2H,s)

<pH Labl 16>

HEI-BRTEAI-ZRFEA-1H-b %58

H#373.8 g 3.0 mo)W T A B & i Av 50 ml Sk H A 2] 552.3 ¢
GO M) R LB LB LEEME 1,500 ml ZEAGERY. ¥iER
SYmBER 2 KAJRERE. BRZAE, BERARROMWAZTER
BMARELFHEAGRKFSEN. FEELDBEAKRY, KEAT
BRUBEFR, KAFGAMEREAKREAAKEREE, KEAK
REBETHR. FARERAZABAREIETHAGEN. AETKR
&AW, EFT3690g(FH: 591%)1-RTE3-ZfFA-1H-
Mhek 5.8, haéi K.

<HfH FHH 17>

HE1I-RTES-F-3-Z AP A-1H-wb 498

EREHT, 3 462.0 g (3.0 mo) = KEAAFEE 87.7 g (1.2 mol)
NN-ZFEAFEEY. EELRGL T A 208.2 g (1.0 mol) 1-& T £-3-
ZRFRE-IH- 58, FHFRSHMmBAER 10 DHAFREE.
BEAXER, WHRRBERSUBAKRY, REAEGER, BHEH
MEKRKAK. 5% SBNARERP KL, RERLKARE TR,
WHRERATEBAR LTS EN. BIRKEGE LML
BAMBEFEMN: TR-CRULERAEMN), £87 1315 g (F %
21.7%) 1-B T R-5-R-3-Z AT E-1H- 2 -4-F B, A& & LKk,

1H-NMR [CDCI3/TMS, d (ppm)]:
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9.97 (1H,d), 1.76 (9H,s)

<R F Lkp 18>

HEA-RTE-5-R-3-Z R F A-1H-w%-4-K)-7 5

¥ 39.9 g (156.9 mmol) (1-8 T A -5-§-3-= £ FA-1H-mt 4 4-F
BEMAE 300 ml PEPHERSHE 0°C. R PRIMAN 65 ¢g
(172.6 mmo) M A M. KRS PAEZTEBEH 3 PHATIRRAE. R
BR4)E, BRERERAWBIAKY, REATLRLEFER. ¥HF
EWEREAAKRERAEER, REALKABETR. BHFERA
ZERBARLETHAGEN, KET 3717¢ FH: 93.6%) A-RT
A-5-R-3-Z R FE-1H-wbmk4-2)- 7 5.

1H-NMR [CDCI3/TMS, d (ppm)]:

4.60 (2H,d), 1.72 (9H,s), 1.58 (1H,t)

<K F LHkp 19>

e 42 PR 1-BRTHESK-3-ZAFA-1H-wt4

# 9.2 g (35.7 mmol) (1-8 T X-5-8-3-= K7 E-1H-sb¢-4-3)-F
BRAEAEAE 100 ml TEEF8GER A3 £-10°C. SR PN 11.6 g (42.9
mmol) = 25, W E RS WEEZRBEHIRAAINERRE., RELE
B, ¥ERREBRSHBAKY, RERLRER., ¥ FANERLR
HAKEREE, RERAKABETR. FHRERATRBAR
FEPHAGEMN, KFT7100g(F%:873%)4-2FH-1-&RTH-5-
-3-Z AP E-1H-w 4,

<HF T 20>

HEN-BRTAS-F-3-Z AT E-1H-nbk4-K)- T8

¥ 43.5 g (136.1 mmol) 4-3& ¥ E-1-B T E-5-8-3- = A F A -1H-%
%] 21.8 g ARAMAKEH(BLE: 70%,272.2 mmol)E F £ 300 ml
NN-ZFEFEBBEAGER Y. FERSGVEFTERREFIRUAIRR
B. BEXEE, $EREBRGWBAKY, RERMTEFR, ¥
RAMERRUARE R, REMAKRABREFR. ¥Mgxs
AEEBARERETHLGEN, KBFT 3238 (5% 87.0%) (1-&
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THS5-E-3-Z A FE-1H-wb-4-K)- F A A,

1H-NMR [CDCI3/TMS, d (ppm)]:

3.65 (2H,d), 1.90 (1H,t), 1.70 (9H,s)

<H# FLHH 21>

HE1-RTEAS-FRA3-ZRFA-1H-wt=

A E B 15.0 g (108.4 mmol) X K 2% B 47 F= 19.3 g (135.5 mmol) ¥
Xotis 18.8 g (90.3 mmol) 1-H T A 3- = HFE-1H-wb =k 5-85 %
A 100 ml NN- PR PEBBAGERTY. KBRS WEH 15 18R
JIREE. REZLE, BERERGHBAKRTY, RERLBFR,
FHERAMEREA R EARERE, RE A RKEBRETR.
W RERAZEBAREL FHESHEMN, KFT 20.0g (F #£:99.8
%) 1-8 T HK-5-FRA-3-Z R FEA-1H-wk g,

<R F T 22>

HE1L-RTEA-ZFES-FEAI-ZRAFEA-1Hnb

5.4 g 1K R 7 58(180.2 mmol, & F & 31)F» 20 ml ¥k 3 & i %] 20.0
g (90.1 mmol) 1-R T EX-5-FHRE-3- = R FA-1H- 2 XM E 90 ml T
BAERT. FERASWE 60°C K 30 54 ULIIRAE. RE X
25, WEREBRSGHEAKRY, REAFAEABER., AKs%
MRAENE, RERAKABRETR. BHFERATERBARLE
PRAMEMN, KBT217g(FH: 89.0%) 1-RTA4-FFRAS5F
A A-3-Z AT A-1H- 4,

<BE FHkp 23>

F&I-FAREL-PAS-ZHFA-1H-wb

F 324 10.0 g (72.3 mmol) XK 8 B 47 #= 12.8 g (90.3 mmol) F & st
Mm%] 10.0 g (60.2 mmol) 3-F K -1-FK-5-= £ F L -1H-wt =% £ 50
ml NN-ZFRFBEAGERT. BiaRSBWEHE 1583 RA
B. REXEGE, RERERSHWBIAKRY, RERMLUBRER, ¥A
FAWERRARPRARERLE, REMAKARETR. ¥
MBERAZEBAREI L THAGEHN, BT 98 g (F&: 907
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%)3-FERE-1-FE-5-= F FH-1H-nb

<HH Lkb 24>

WE 4L TFTEI-FARAI-FRAS-ZAFA-1H-st 4

H 0.45 g &R 7 #(15.0 mmol, 3 F&H)F 5ml K LB M) 1.00
g (5.6 mmol) 3-F A X-1-FAS5-Z A FE-1H- 2 XM E 25 ml 28
MEERT. FZREWE S0CCHRFE 2 IHUASIRRE. RETLE,
HIZREBEHEAKY, ARRF TR, RERALBLEER, A
KEFMBANE, RERAKABE TR, BHEGERALTEMA
RERTASGEN. EdadkECELSALERLWEFEN: Ok
-LRLUERAERM), KRT 083g(FF: 65.0%)4-AFRA3-FAL
-1-FA-S-Z R FA-1H-b 4,

<K F LHpH 25>

& S-R-1-FA-3-Z AT A-1H-s 4 4-F &5

H# 42.0 g (711.9 mmol) R A 47 m %] 60.4 g (282.7 mmol) 5-F.-1-F
A-J-ZRAFEA-TH- LA FTREMAE 700 ml —FERAGERZ T B
ZREWA 120 - 140°C BH 5 PHUFIREE. HARLETLE, ¥
GRENBREWBAKRY, REALRUEER., BHEANER K
FARKERRE, RERAAKRBE TR, BMERRATEBI
REEPHOGEN. BIRKRBEEELALELBEFEN: OB
-LRUERAEMN), AT 368g(F%: 66.0%)5-F-1-FH-3-= £
WA -1H-vb -4 B,

<R F FLHAp 26>

HEG-R-1-FR-3-Z R FE-1H-mb 41 )-F 8

AkAHT, 6 3.9 g (102.6 mmol) 3 £ 4L4AE B4 500 ml F 5 A
8 5% F mA 36.8 g (187.6 mmol) 5-F-1-F £ -3-= £ F L -1H-%t & 4-
TEE A 200 ml FEBPHER. WHFREME 0°C B3 30 24
AFIREE. BARBEZLE, FEABRBRLSHBAKRY, RERLT
BRUSER., KARAMER KPR AKRERER, RERALKR
BMETR BHRERAZEBARTAFTHANGEN, £57 354¢
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(F&E: 954%) (5-A-1-FE-3-Z R F E-1H-wb ek 4- 2 )- 7 8.

<K H kb 27>

H& 4R FES-R-1-FRA-I-ZRFE-1H-%

4 35.4 g (178.7 mmol) 5-F-1-F K-3-= L7 X -1H-wb 4 4-F 5%
A 500 ml ZERTHEESHE-30°C. AL FMmA 54.0 ¢ (199.5
mmol) Z £ 5%, KEARSGWEETREH 12 IHUFIREE. HILR
Rrekk, THREEREGHBAKFY, REMLBRER, BHRAMN
ERAKPEMAKREREE, RERAKRBRETER. FHAERA
TERBARIEFHEGEMN, KFT 314g(F%: 80.8%)4-2 71
S-R-1-F R 3- = AP A -1H-sbed

<HH LHp 28>

HECREERR) R 8

BT HRIF 12.6 g EAAZEE: 60%,525.0 mmol) Al L&t %
%, REHFARESOmI o beiE&. £0-10C. RAARTALY
N 194 g (2.6 mol) ¥ 8 L& # 50 g (262.0 mmol) 3,3-— a4 -7 &
LE. BRI RRAVEZBRFISINAIIREE. AIARLE TLE,
HEREREGHPIAKY, RERLELELE. REBRKFMBERERY
EpHI1, ABRARKTFTRER. ¥HMFANER A KE RG],
REMAKRBRETR. R RERAZEABAR LR FHE2GEN,
KEFT37.6g(5%: 100%) (CEABZX) R, HFELEH
K.

1H-NMR [CDCI3/TMS, d (ppm)]:

9.09 (2H,s), 5.26 (1H,s), 4.27 (2H,q), 1.28 (3H,t)

<HE FHkAH 29>

W& 1TH-w4-F 8 T 8

AXEHT, ¥ 6.2 g (193 mmol) b2 27.6 g (192 mmol) (T &
AER)A_BEMRE 150 ml LEREOERT. BEROWAETEER
H1TIHAREAE. REARRAOWATRBABR LI L PHARHY
Ll Bt REEELUMELDRETEN: —LR-LRLER
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AEMN), KBT 194g(72.4%) IH-%2-4-FRCLE, Hx &k,

1H-NMR [CDCI3/TMS, d (ppm)]:

8.08 (2H,s), 5.30 (1H,s), 4.31 (2H,q), 1.36 (3H,¢t)

<$£F Ek4 30>

WE1-CA-IH- RS 4-FRLUE

¥ 3.7 g (26.8 mmol) L. KK B 474 4.2 g (26.6 mmol) T & 5t jn 5|
1.5 g (10.7 mmol) 1H-8t™ 4-F & ZE XM A 50 ml NNN-—F R 78
BRGERTY. BERSDAZEHEF 201V HAIREE. HIARE
2k, BuAEBRASMBAKRTY, REMLRULEER, $MEA
MERKRBUAKREREE, REAXLKRRETR. $HMFER
L ABABRELTHAWEAN, AAKELELHLELDRT
ERUR-LRULERAEMN), KFT 1.6 g (S %:88.9%) 1-T X -1H-
e 4-FTRLE, AXedRD.

1H-NMR [CDCI3/TMS, d (ppm)]:

7.90 (2H,s), 4.28 (2H,q), 4.18 (2H,q), 1.51 (3H,t),

1.35 (3H,¢t)

<H£F FHkb| 31>

& 3,5-—RK-1-TE-1H-w 4 -4-F & T &

EEBEHTTHE 1.6 g (9.5 mmol) 1-LE-1H-4-F & T
B Fe 5.1 g (38.3 mmol) N-RIEHB L. iLE £ 160C R E 6 B,
BEXER, WEREREAMANEER, AvINEP R EE,
HFAZLRE, WHRERANWE)VARFRARERLE, REAL
KABRZE TR, RARERATABAR LA PHAGEN. Ada
RACE L ANBELHREFEN: TR-CERLERAGEMN), ¥HBT
1.0g (F%: 442%) TX 3,5-—f-1-TE-1H-wt4 -4 PR TE, 4%
emRkY.

1H-NMR [CDCI3/TMS, 5 (ppm)]:

4.36 (2H,q), 4.21 (2H,q), 1.44 (3H,¢), 1.38 (3H,¢)

<HF FLHkH 32>
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& G3,5-—R-1-THA-1H-stw 42 ) F 5

¥ 0.16 g (4.2 mmol) ALLEEE A 70 ml v9 Sk vh b 6§k A H
£-50°C. &y 7 & %77 A 1.0 g (4.2 mmol) 3,5-= R-1- T A -1H-vt 4 -4-
TEROEEMAE 30 ml WwaKkwh FPaRER., FHiEREH-50°C HH# 3
PRI REE. BIARBELLE, MALRLUE, KERE—2. M
AKX, REEH—2. $HMARoWATIR. RMLRBRURERE
B, WHRAWEAKFEMAKREREER, RERALKABREF
R R RERAZEBART R PHEGEN, KFT 0.82g (= 4%:
100%) (3,5-=—A-1-LA-1H-sb"2-4-F)F 8, Hie bk,

1H-NMR [CDCI3/TMS, 3 (ppm)]:

4.52 (2H,s), 4.16 (2H,q), 1.43 (3H,¢)

<HH 5EH 33>

F&4-EFH35-—K-1-TA-1H-wp =

1 0.82 g (4.2 mmol) (3,5-=f-1-LA-1H-4-4- 1) FEERE
50 ml LB ¥ 6 A £-30°C. @3 FmA 1.3 g (4.8 mmol) = £ 4L
B, FuaROVEZERF 2 MHUSIRER. AARBEAE, ¥
ZEREBESHEAKRY, RERLRUEER, BHIFHMNERKF
FARKEREE, RERAKRRE TR, BN ERRATEBEA
FREXTHESNEN, KFT09g(F%: 81.8%)4- 8 FA 35— K
-1-ZA-1H-%, AFEh k.

1H-NMR [CDCI3/TMS, d (ppm)]:

4.33 (2H,s), 4.13 (2H,q), 1.43 (3H,1)

<HF LHAH 34>

& 3-—RAFE-1-FE-1H-b k5.8

# 8.3 g (180.6 mmol) T X BiA» 5 ml K &M M2 30.0 g (180.6
mmol) ~ R LB LR LEEME200ml ZHEAGERT. HixRdY
MmBER 2 RAFNREE. REXEE, BEEREROWATEBI
RELFTHESAGKESEN. BEALBBAKRY. ALEBR%H
REWRATEpHY, RUBMLUBER, B ANERKR K S4
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MRERGE, REAARBRETR. $HBERATEABARE
ErmenEn SdaRECERANELHREFEN: SR-LK
LERGEN), RAT 89 g (FH: 333%) 3-—AFA-1-FA-1H-
A

<HF LA 35>

F & 5-R-3-— R FA-1-FA-1H-wb % 4-F &

A X AHT, ¥ 41.6 g (270.1 mmol) = § AL 5% 7.9 g (108.0 mmol)
NN-ZFEFBBERGERT. EERAL T A 8.0 g (54.0 mmol) 3-
ZATA-L-FR-IH--5-8. REROHMAWA 4 SH AR
BB, BRAER, RERRERGWBAKRY, RERMEHER, &
R AWERRKAK. 5% LEAAKRERFKEE, RERALKAER
BTHR. FMRERATEBIAREIETHAGEN. GdBKAESL
HEEUBERDREAEN: TR-CROBBRAEN), $87T 17¢ (&
F: 733%)5-R-3-ZRAFEA-1-FA-IH b 4-FE, } g6 8k

1H-NMR [CDCI3/TMS, d (ppm)]:

9.96 (1H,s), 6.90 (1H,t, J=53.6 Hz), 3.93 (3H,s)

<BH L 36>

HEG-R3-—AFTEA-1-FA-1Hwd4- %) FE

7.2 g (37.0 mmol) 5-£-3-= . F A -1-F 2 -1 H-sb o 4 F & 3%
# 100 ml 7 8 ¥ 8B %A £ 0°C. AL ¥ & #MmA 2.1 g (55.5 mmol)
MANM. FEROVAETERE 3 I UAGREE. B AEE,
HEREREHEAKT, RERMLBRUBER, BHEANENS
AKX E R, RERAKRABRETR. AMEEARATEBAR
FRFHEGEMN, KFT38g(ER 521%) G-R3-— A FTL-1-
T 1H-wb 4K )-8,

IH-NMR [CDCI3/TMS, 3 (ppm)]:

6.70 (1H,t, J=40.8 Hz), 4.63 (2H,s), 3.86 (3H,s),

1.79 (1H,br)
<HF* LHbH 37>
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HE 4- B FH5-F-3-— R FA-1-FA-1H-wt

2.0 g (10.0 mmol) (5-R-3-=— R F E-1-F X-1H- 2 4-X)-F 8%
FEAE S0 ml TERTHERAH E-10°C. @R FmA 1.0 g (3.5 mmol)
ZREE., BEBRODEEERHIANIRAE. REELE, ¥
GREBREHBINKKA, RERLBER, BB AWERKALA
REkk, RERARKXRRETR. $HRARRATEABARELL
FRTARER, KRBT 268 (FF: 100.0%) 4- 2 PR S5 §-3-— 47
E-1-W A -1H-wh =,

<HF EHwb| 38>

HE=ZRLBEBFLEAY

4 24.1 g (347.0 mmol) 7 2 i 3 8 3 F= 160 ml K %] 50.0 g (347.0
mmol) = § L8 4 ¥ Z & (trifluoroacetaldehyde hemiethyl acetal) #
80 ml PEAGERY. EkAFTHLbRHMSE0.0g50% KA
MARBER(AT mol). B, ¥HRAREGHETREH 6 I
JIRRE. BEXEKE, MA 10% X8R A¥ pHAY E 6. ALBE
BRGFREY. FERREBARILTHASANHEN. BEZLHE
W, RMAT 247g(5%: 38.0%)=RALBEKHELELY.

<HE LA 39>

HERLBREGERELRALD

AEXAHT, # 38.8 g (218.0 mmol) N-i& 3534 8t ¥ B X B4 125
ml N,N- = F R VBl b 6§ & & m 3] 24.7 g (131.7 mmo) = AL &K T
BESWEMAESO mI NN-—FEATRENNERT. $ERLOWAES
mBEH 3 IHAIRRE. REZALE, KERREBREBBEALTY,
RERMLBER, KMAANERARAKERER, RERALKE
BETR. SR ERATEABAREIELTHAGERN. BELWE
W, KFT333g(5%: 95.0%) A LBMAEBRELRAY, A&
&mk.

1H-NMR [CDCI3/TMS, ® (ppm)]:

9.30 (1H,s)
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<p & EHH 40>

HE4-CERERES-FRI-ZRAFTE L

#2.8¢g(51.3 mmol) ¥ B #mB] 6.7 g (51.3 mmol) LB LB LE X
M 80ml PEEAWERY. xS HTERL A 5.0¢(18.8 mmol)
ZREFBRELHAODEMRE20 ml PHRIEGER. BiER4HE
FREH 3 IHRIRRE. RRZALE, WERABEROMWAZTEME
AREZEFPHRAHERN. FAmARLI T, RERIAGFER., ¥H
BAWERAMAKREREE., RERAKRBRETR. BMERR
LT ARBARTHATHAGEN. GdRREEEEMLELBBEF
R TR-ZRUEBRASEN), RFT29g (FF: 69.0%) 4-Z &
AEAS-FAI-ZRFTEREL, AREHKRY.

1H-NMR [CDCI3/TMS, -d (ppm)]:

4.36 (2H,q), 2.77 (3H,s), 1.37 (3H,t)

<K HE FLHEH 41>

WEG-FAI-ZRAFTEF B 4-K)-FE

H# 0.16 g (4.2 mmol) AL 2B XM/ 15 ml THE FOIERA N E
0°C. AR FEAHMA 0.93 g (4.2 mmol) -ZEEX B X S-FL3-= 4,
FAFELEMAE 15 ml THF FHER. FEROPEOCTHEE1
HASIREE. REZELE, MALRLE, REHE—2. AKX,
REEH 4. RuRARGWET TR, HLBERER. ¥HMiE
AWERBAAREREE, RERLAKARETE. BHEERA
EERBABRELTHEGERN, KFT 05g(F%: 60.0%) (5-F 13-
ZRFTHE B 4 ) PR

1H-NMR [CDCI3/TMS, d (ppm)]:

4.60 (2H,d), 2.54 (3H,s), 1.66 (1H, br)

<R[ F FHH| 42>

W& 4-LFRES-FEI-ZRATEFES

¥ 045g (2.5 mmol) (5-FR-3-Z KPR ek 4 X)) FEEME
10 ml ZEf %% AH E 0°C. Gk d A 0.2 g (8.9 mmol)=£4t
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B, RARAVETERER 1 MHAIRRE. REZLE, ¥EK
Bt BPIAKRT, RERALRFR, FHHFANERNRLAKER
ik, RERAKRBETR. ¥HHERAZEBARLIE THA
BEA, KRBT 0S5g(FH: 740%)4-2 FRS- TR 3= PR FoE
o

1H-NMR [CDCI3/TMS, d (ppm)]:

4.31 (2H,d), 2.51 (3H,s)

<HH LHH 43>

# & G-R-3-FE-FELE4-X)- 78

#-30C 3% 2.06 g (10.0 mmol) 5-F-3-FX-FEL 4-FRLEEM
4£ 10 ml THF ¥ 6§ & & Mm% 0.42 g (11.0 mmol) S At 42 48 X A 10
ml THF AR R Y. BERSHEZERIF 1 I HAZIRERE. #Hik
BEXEE, RULBRLUERINZRERSDT. BHERSBWBAK
T, RERMLRUEER., KT ANEKRKLRKF FAH KT &R &
# RERMAKBRBRETR. RAFERATEBARLL Y4
A, B AKAEEEEEMLEAY, KFT 1.50g (F£: 91.5%) (5-
A-3-F R SRk 4-3)- 7 A,

<BE LHEH 44>

& 4-RFE5-K-3-FH i

% B 3.26 g (27.44 mmol) EHS E ] 1.50 g (9.15 mmol) (5-
F-3- TR EEAL)-THEEMREIOm KENHERY. FiErd
HEH 3 IHAINREE. BIARBEZLE, BFEREROWATE
MAREEFHSGEN, BT 167g(F%E: ) 4-8FE-5-4
S3-F R ke,

<HH LA 45>

F & 4-Z BT AR T 8

#¥ 6.7 g (48.6 mmol) £ KB B 474 6.9 g (48.6 mmol) F & 5k fu 5
4.6 g (24.1 mmol) 4-Z= R FEMEEMAE 70 ml NN-=F £ 785K
NERT. RERCHAZERH R IHANRER. HARE $4L
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B, BERBBRASMBAKT, RERLBRLUEER, ¥MFANE
AAFefACAKERIE, RERAKRARETE. BHRERALRT
Kbkl vrsnan., adadkEEEEAALALWBEFE
F: CR-CRUERAEN), KHFT 277g(F%: 56.1%)4-ZAF
Emg7E, AReaRy.

1H-NMR [CDCI3/TMS, d (ppm)]:

9.11 (1H,s), 8.92 (1H,d), 7.64 (1H,d), 3.99 (3H,s)

<K F EHkb 46>

HE&EME-ZRAFELT-3-K)- 78

# 037 g (9.7 mmol) R AL L E M4 100 ml THF P ek A H £
-50°C. HEFPEHFHM2.0g (9.8 mmol) 4-ZRTABBFEEMRE
30 ml THF P85 ®&. Bz 24P E-50°C HH 3 IHULFIRR L. %
AR EXEE, MALBRLE, REEH—42. mAK, REEHF—
2. BEREROWATTE. ALBRUBERER. BHEANE
RAkAFFUAKREREE, RERMAKRBETE. ¥HFERALT
KA EL P20 EN. adaREEELEMAELDRTE
Hl: LR-LEBLERAEMN), FHFAT 06g(FH: 353%)@-=RTF
Eupez-3-5)-F8 , hxEHRY.

1H-NMR [CDCI3/TMS, d (ppm)]:

9.00 (1H,s), 8.73 (1H,d), 7.51 (1H,d), 4.95 (2H,s)

<HE LA 47>

HE 3-2TA4- =R FEu=

¥ 0.6 g (3.4 mmol) 4-= £ F E b 3-X)-FEEME SOml &
P E R R A £-30°C. @A P A 1.4 (5.2 mmol) =R, ¥KiER
CHEERBEF 12 VHAIIRRE. HIAREZTLE, KERE RS
NEAKY, RERALRULEER. BHFANERN K SABKE
Rk, REAXRKRBRETR. RAFERATABARERL FA
SWEN, KFT061g(FE: 753%)3-BFREA4-= R F A wbez,
A&k e mRy.
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1H-NMR [CDCI3/TMS, 5 (ppm)]:

8.88 (1H,s), 8.73 (1H,d), 7.54 (1H,d), 4.63 (2H,s)

<K H LHb] 48>

F&5-B-4-2E-6-= RFEER

AEREFE 775 g (945.0 mmol) £ K L& #m %] 49.2 g (300.0 mmol)
4-Z R -6- =R P L EREMAEO0mMI ZHEAGERY. £45CHE P
##H AN 50.3 g (315 mmol)E. ¥MBFRAVEMARETHHEI I
HASIREE. BARBELLE, FERRRASWATRBAR XL
FHEWMEN. BEBRLMBAKRT, RERLBRLEFR, $HF
AWERKIA K GAAKEREE, RERALKERETFR. %57
RERAZEMIABRIEFHEGERN. AECRAELRELY, ¥4
T389g(F%: 534%)5-2-4-FK-6-=RF A ER,

<HH F P 49>

FE& 5-8-4-R-6-Z AT EZER

H# 24.3 g (100.0 mmol) 5-3-4-Z X -6-= AP EER EFkE 185¢
(120.0 mmol) = K AALFHET. WA RAMAE 100°C H3 2 3]
REE. BARE LR, FERRERSWEMHBAKY, REAL
BEFER., BHRANERRAKFEHAKREREE, KERALKRK
RETHR. R BERAZABIAREIAFHAGEN. SdakE
EEEANELY, KFT 215g (FH: 824%)5-£-4-5-6-= 7T

<HF FHkH 50>

& 5-8-4-FRA-6-ZRFAER

EZERHK 167 ml FEHQ8% FEE %, 86.4 mmo)3] 215 g
(82.2 mmol) 5-£-4-F-6-ZRFRAERERE 100 ml PEF. Bixr
SHRHAAINREE. HIARBZLE, BERERAOWATEBA
RELFPHEHEMN. BREBLWBAKRY, REAEGER. %
RAWERARAKRPEUAREREE, REALKRRETE. ¥
MFERATZEBARIE THALMEN. RLECRARZLY, ¥
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FT192g(F%: 91.0%)5-£-4-FEL-6-= LT L Fvz.

<H# LHMH 51)

W& 5-R-4-LERE--ZRTFRAER

£ ERHK 0.94 g (13.77 mmol) T B4 %] 3.00 g (11.48 mmol) 5-
Be-d-R-6-Z AT EEREMESIM ZHAGERT. FaROHH
HANRRE, HAIARREZLE, RERERAGWATEBARLL
PHEWMEN., WEBELBBAKRT, RERAKGER. BHEAHAMN
BERRMAKFe GAAKRERTHE, REALKARBETFR. BMAxE
RAZEBAKRZETHAGEN. BIRKAEEELANLELY,
KEFT 244g (5% 829%)5-%-4-LEE-6-ZRFTAE .

- <BH EHEH 52>

HE& 4 FERAG-ZRTFRAER-S-F&E

££-65 £-60C, 4 30.0 ml £ T X42(1.6 mol/Ft ETIRE %, 48.0
mmol)Z #m%| 10.3 g (40.0 mmol) 5-£-4-FER-6-= R PR Eer
A 100 ml WEKHAMKERTY. BERSWREFEI054H. ERE
ThadtdmA3.6g @480 mmo) TR LE. ¥MERAMENRARET
BH 3 IHAIRRE. $ZRERSBBAKY, REALRLE
FIR, BB ANERIAKRFEMAREREE, REALKEER
BTHR. FMBERATZEABAREILPHAMEN. BdBKES
HEAAERY, KFT 13g(5%: 158%)4-FEAG-ZRATFTESE
" -5- ¥ Bk,

1H-NMR [CDCI3/TMS, 3 (ppm)]:

10.41 (1H,q), 8.91 (1H,s), 4.18 (3H,s)

<K F FHkA 53>

HE4TCEE--ZRFRAER-S-FR

¥ 5.76 g (21.3 mmol) 5-£-4-ZEA-6-= R F A FoexME 250
ml THF ¥ &5 % & 44 £-78°C. @ 3t b # m 22.6 ml £ T £42(1.6 mol/
FIE T E &, 36.1 mmol). HERABEHE 40 54. GRLPRA 2T
g@S. I mmo) PRV E. KAFARSWEH 15 I HUAIREE. BB
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2AE, mAGAERER. RUBERZRZLY. ¥HFAWER
AR EREE, RERAKARETE. BB ERALZEAMA
BEEFHANEN. AdAKREEEEANARDREAEN: Tk
LBUERAEN), B/ TINg(FE: 81.6%)4-LAEA-6-Z AT
g 5P R,

1H-NMR [CDCI3/TMS, d (ppm)]:

10.41 (1H,s), 8.95 (1H,s), 4.63 (2H,q), 1.48 (3H,t)

<HF kP 54>

HEG-FPEREA-6-ZRTAER-5-£)-F &

£ EEBFE 0.24 g (6.3 mmol)M A ALAZ B mE 1.3 g (6.3 mmol) 4-
PTEE--ZRFTAERS-TEEMAI M PENGERT. FER
S WA 3 PHAFIREE. HARE TSR, HiERAERSBHBEA
K, RERACKRUEER., BHFAIERKA K RAHKE R
hk, REMAKBRBETR. ¥NBERATEBAR I FHE
En., AdakEEEEAELERRY, KAT 042g (5 F: 32.1%)
4-F 8K -6-= AT R ER-5-1)-F 8.

1H-NMR [CDCI3/TMS, d (ppm)]:

8.93 (1H,s), 4.81 (2H,s), 4.13 (3H,s), 2.26 (1H,br)

<HE gkl 55>

HEG-TRE--=RTFRAER-5-L)-F 8

EkAFHT, % 3.82 g (17.2 mmol) 4-T A3 -6-= £ F A 5rZ-5-
VR A S0 ml F A P A& mE] 1.7 g (45.7 mmol)# EALA B R
S0ml PEEANERY. WERSDWEICEHF1IHAFIREE. B
BAek, BERAAERESWBEIAKY, REMLRUBER, ¥MF
AWMERARALAREREE, REAALKBRBRETR. $¥HEERA
TEBIABRERLTHSGEMN, KFT377g(F%: 978%) 4-LA
A-6-= AT A ER-5-4)-7 8,

1H-NMR [CDCI3/TMS, 5 (ppm)]:

8.80 (1H,s), 4.81 (2H,s), 4.59 (2H,q), 2.28 (1H,b),
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1.48 (3H,t)

<HH L 56>

HES-RFEA4-FTRE--ZATFTRAER

AERK 1.19 g (10.1 mmol) E A8 KA %] 0.42 g (2.02 mmol) (4-
FTRE-6-ZRFEER-5-X)-FTERAGERTY. FardhiH 3 b
AFIREE. BARBRZLE, BERAEROWATEBARLL P
HEeBEMN, KRBT 045g(F%: 2 8)5-RFTAA4FEL -7
A,

<HF fEp 57>

HES-RFTEA-TRERE-6-Z R T RAEE

¥ 3.77 g (17.0 mmol) (4-ZEE-6-= AT A gEve-5-4)-FExp
£ 50 ml LEFHEERARE 0°C. AL FMA 2.0 g (7.2 mmol) = &
B, FEREMETEEN 1 I 0. EATHEMTLER. K5
HREVEHR 1 PHAGIRERE. BFERERSGBBEAKRT, KER
LERER., $MBAMERRIAKREREE, REALKRBET
B, SR BERATEBAREIEFTHENGEN, /T 52714
LRE-6-Z AT R E Y.

1H-NMR [CDCI3/TMS, 3 (ppm)]:

8.79 (1H,s), 4.61 (2H,q), 4.55 (2H,s), 1.49 (3H,t)

<BF FLHhp] 58>

HE&Q-F-4-F Eubr-3-2A )P 8

#-65 £-60C, 3% 1.9 g (10.0 mmol) 2-§-4-FE M PR EMBA
5.0 ml THF ¥ )% & &% m%] 0.4 g (10.0 mmol) &4t 4242 £ 30 ml w
SRMANEFRY. WRRSWERSE 3054, E-200CBH 1
HAGIREE. RERREREWPAKRT, RERALRLEER, ¥
MR ANERRA R RACARE R R, RERAKRRE TE,
WHRBERAZERBARL L FAHAGEMN, Adaki 6 #Eiib
REW, KT 0.6g (% 38.2%) 2-R-4-FRAM3-4)F 8,

1H-NMR [CDCI3/TMS, 3 (ppm)]:
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8.19 (1H,d), 7.08 (1h,d), 4.85 (2H,s), 2.49 (3H,s)

<HE FLHA 59>

F & 3-LBA4-R T A-2,5-—REY

XA T.10C, ¥ 33 ml W FALLKQ2 mol/F =K FRE %, 66.0
mmol)## m % 5.0 g (32.4 mmol) 3-ZBE-2,5-— K E»EMAL 26 ml
G23.0 mmo) R FEAFTERANERYT K ERAVAETERFF 2 8
A RER. RRZELE, FERERGWBIANAKA, RERARLG
ER, FHHAAMERRAAEREN. KPIUAKERLE, RE
REKBRBRETR. BHFERAZSABAGR I PHLGEN. &
WRARAEEGELANERFHETEN: TR/ITRLE =9/1), kEFT
26g (5 &: 39.7%)3-LBA4-AFTE-25-—FE%, AEE DK,

1H-NMR [CDCI3/TMS, ® (ppm)]:

4.70 (2H,s), 2.56 (3H,s), 2.54 (3H,s), 2.39 (3H,s)

<HF LM 60>

F & 3-8-2- R FRX %%

# 2.7 g (15.3 mmol) N-i£ 3% 74 8t B A+ 0.4 g (2.7 mmol)/® & =5
T2 2.8 g (13.3 mmol) 3-3£-2-FHA X f ok wg X @A 30 ml — £ X%
AW ERY. FEREWAE 80°C BHHF 30 08 RFIRRE. HIATE
HHEkE, BERAARASMAHEITE, AR EREY. HE
RAZEBUARLEFHEAGERN. REALDBAKRY, KEA
LEBLUBFER., BB AWERIAKRPIAMKEREL, KER
AKRBRETR. BAIRERAZEABAREIALPHAMEN, 8
T3.0g(E%H: 79.0%)3-38-2-38 TH X Hfekvh,

<H* F#kpH) 61>

& 1I-ZRPA-1H-sb - 4-F B T8

# 6.0 g (43.5 mmol) £ K 5% B 47 m #] 3.0 g (21.4 mmol) 1H-# % -4-
TELEAEME 100 mINNN-—FRFERBEAGERTY. AL FRAL
SRR, FAARSWAE 130- 140°C HH 3 IHUZIRER. Hik
BEAERE, WERARBAMBAKRY, KERLBRLEER., W
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BAMERAKEAAKREREE, REMAKABRETR. BHF
BRATZEBARELTHAGEN. Bk E#EE4LELD
(BFrEM: THR-CRUEBREEN), KFT 1.67g(FH: 41.0%)1-
ZRATE-IHE4-FTERLE, AXEENHKRY.

1H-NMR [CDCI3/TMS, d (ppm)]:

8.32 (1H,s), 8.04 (1H,s), 7.20 (1H,t), 4.32 (2H,q),

1.37 GH,t)
AXARENSABX[MFELRFTADXEEEAFTRAS.
AEXXPESHRAERENE, AXALES A TEALIECASEA.

EETRAARN. TRHRMN. TARGERED. TADHMN. Ha
BH, ARNFOBX, BTEHNMNTFRAGEK FBEEN. 2%
H. MBI AERSRERA.

TEAHFRPERAGELR, TRAGAHH e BEEERB 0B 8.
BRL. Ht BE FAt 4R BL. BEBRE. ALK B
. REE&. FET PREEAKGIFAE. —FX KK, T
AEF.

AR BEERN SN, TRAGAHRALSFRGLELE.
—EEATR BB LEYL,. BAREaE RASASRE AF
REE RALH -G8, RALHRETAR. RALHERALE
B — AU HE. EAHBHN, TRAGAVRETALSE. B
LB AKR. 3R, BAAVREMNSEZSENREF
WEXABER.

AZXPREMNTEILHIRE. B LB F, EmIKEAE
kR, EERATERASARMEARASRAG. HRIEZ B
RELRAHELERALSNGEE. SAXURADARVNENAXBLE
i, ReZTH001%t-10% €2, K& 005%t-5%F&. 2KL9P
HEBHARTAG KRG R TREERAE, RS FELERAY 1-50
hEZ. KL 5-30%. BERAXVALESHHATAIANNE, L4
EERA1-40%EE. KBAHS-30% EF.
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AXRLGWORERENMALSDEFE, BiR¥E, 2¥EE
AHAEY, RREHPREANGHEF. BAANRENESOHX
Pl AR R XBEGHIAEAN, XAZTELBARNY 1 g- 50 kg.
£k 10 g- 10 kg/1 AW G ERA L. H KK P 6% 3EH Uk Ak X 4
AT KRG, TEERARXTADHANGBXEAR, LA
& B HERA 0.1- 50,000 ppm. 4% 10 - 10,000 ppm.

W RERNE, THREAXAVALSGDEFEHMN. FEBAN. Lt
EN, HBEKEHN. REAFRA.

Tl a4 R EEs kA ARMERAL AL HGHA. b
CNF RN GHEARGENRASGHHRBRTETIF 2 FeH
£, FAT2Z4ER. ETHAMEP, B ZHESH.

<#F 7 1> 57

¥ 10 5 E#(3-0006)5 05 B RALH XL FXRAR. 0.5 4P-
EBROAL-BRLKEEREY. 20008 ELf 69 B ERA. Bix
Ra VBRI, KET TEREHRH.

<# A 2>7T #3 H H

20 G AT B 65 4L 44 (3-0006) 2 # £ 69 K. AL FmA 4
DRECHELHEAXERARE, 76 L =84 200 ppm (a5t T4
65 E M) Silicone AF-118N (Asahi Chemical Industry, Co. Ltd #
Fon), EAGERFERMTRAODER 30 54, KRESRABHE
A, RFT TARDHM.

<# # 3>5L 5

® 30 B 4L 64 (3-0006) T A 60y —F X 5 -4 R B 6949 S 4k fr
REWA N0 BRATHERALAEREI Y. BEALHERETLAES
DEREFTEABGBRLIG R GERNRAOY. BRERAMAIFE,
KRT TGRS,

< H 4>F |

10 4444 (3-0006). 80 B A (B 5HBH LM 1:3 Rd
). SHEEFSHRATHREALERRELLY. RALHRELY
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ARG EREFAZGREG LI GERNRADRS. AiERLD T
MAN10 B K. FEREDATELABRMRY. S EMRDEZH
VIR R T (AE: 0.7 mm)¥F . HHFEHTFRIAWA 0.5 £ 1 mm #
KE, RkFTHEAM.

TEHH#HERZALESHGRER LR A LB AR AASD G4
A.

<B R M 1> Bitism LA kKL E4R

FRELERALE 100 cm® GRAH T, F378H4. ReHEH
#% & (Echinochloa) oryzicola Vasing.#=% -& ¥ (Monochoria vaginalis)
(Murm. f.) Presl var. plantaginea (Roxb.) Solms-Laub #F, #H A K %
3emWRE., FoX, AKFREFAN 1 RNEGTEER MR, H#
ARG BT RN GER T A 1,000 g/1 ARG ERASH
REEBRETRT, RBL 2 0 AE EMLEFRLGE 21 £
MEFATEEDMNGREER., 2Rk 22 i F.

£ 21

ELE ¢ BRECAGEKRBHBE)SIAD B
5 90 % IR FAE A A &5

4 70% £ 90% AT BREARI AP FH
3 50% £ 70% AT 6 R FAE R S M i
2 30% £50% AT BREHARMP SN
1 10% £ 30% AT BRFEERIHI F B
0 0% £ 10% AT HRRENRA IS FH
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TN ’f#ﬁ ﬁ%l%(Bul:m.F.) Presl
a4 5 oryzicola | var. plantaginea (Roxb.)
(&/ha) Vasing Solms-Laub.
1-0001 1000 5 5
1-0002 1000 5 5
1-0003 1000 5 5
1-0004 1000 5 5
1-0005 1000 5 5
2-0001 1000 5 5
2-0003 1000 5 5
2-0004 1000 5 5
2-0005 1000 5 5
2-0006 1000 5 5
2-0008 1000 5 5
2-0011 1000 5 5
2-0012 1000 5 S
3-0002 1000 5 5
3-0004 1000 5 5
3-0009 1000 5 5
3-0013 1000 5 5
3-0014 1000 5 5
3-0015 1000 K] 5
3-0016 1000 5 5
3-0034 1000 5 5
3-0035 1000 5 5
3-0037 1000 5 5
3-0038 1000 5 5
3-0039 1000 5 5
3-0040 1000 5 5
3-0041 1000 5 5
3-0044 1000 5 5
3-0047 1000 5 5
3-0049 1000 5 5
3-0051 1000 5 5
3-0054 1000 5 5
3-0059 1000 5 5
3-0060 1000 S 5
3-0061 1000 5 5
3-0070 1000 5 5
3-0072 1000 5 5
3-0073 1000 5 5
3-0074 1000 5 5
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3-0081
3-0082
3-0083
3-0084
3-0085
3-0086
3-0087
3-0088
3-0089
3-0090
3-0091
3-0100
3-0101
3-0102
3-0103
3-0114
3-0115
3-0117
3-0118
3-0119
3-0120
3-0121
3-0124
3-0125
3-0126
3-0127
3-0128
3-0129
3-0130
3-0131
3-0134
3-0135
3-0137
3-0139
3-0144
3-0153
3-0156
3-0160
3-0173
3-0174
3-0176
3-0177
3-0178

1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000

UIUIUIUIUIUIUIUIUIUIUIUIU!UIU!UIL"UIUIUILAUIMUIWUIUIUIUIUIUIUIUIUIUIUIUIUIUIUIUIUIUI
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3-0180
4-0001
4-0002
4-0005
4-0007
4-0008
5-0001
5-0002
5-0003
5-0005
5-0006
5-0007
6-0003
6-0004
7-0004
7-0006
7-0008
7-0009
8-0001
8-0012
9-0001
9-0003
9-0005
9-0006
9-0008
10-0002
10-0003
10-0004
10-0005
10-0006
10-0008
10-0009
10-0011
10-0012
10-0013
10-0014
10-0015
10-0016
10-0017
10-0018

1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000

UIUIUIU’IUllll(ll(ll(hUIUllllUlUlUlUlUlUlUlUlUlUlUlUlUl(hUlUlUIUIUIUIUIU!UIUIUIUIUIUI

U’lUIUIUIUIUIUIUIUIUIU’IUIUIUIAUIUIUIUIUIUIUIUIUIUlUIUIUIUIUIUIUIUIUIUIU!UIUIUIUI
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<P A Fep) 2>8 b W ) L5 A R K A A

FlidanE LA AT 80 cm® ¥ B A4 . ## Echinochloa
crus-galli (L.) Beauv. var. crus-galli #» %) & ¥ (Setaria viridis (L.)
Beauv)®#F, RERABRALEEE. AAKKREAHN1HLEGTE
BB FAE, ALHEERBHLL 1,000 /1 ARG EH 0L E
Aigial, IFEFHERAHGEH 1,000g/1 AH. KEALART
TIRT, KBE 2 TTHFE EMREFEGE 21 XM EHT
BHRMNGRFEAR. LRk 23 7.

% 23
Echinochloa
. curs-galli (L.)
oW A5 &4 5 (g/ha) HRF
Beauv. Var.
crus-galli
1-0001 1000 5 5
1-0002 1000 5 5
1-0003 1000 5 5
1-0004 1000 5 5
1-0005 1000 5 5
1-0006 1000 5 4
2-0001 1000 5 5
2-0003 1000 5 5
2-0004 1000 5 5
2-0005 1000 5 5
2-0006 1000 5 4
2-0007 1000 4 4
2-0008 1000 5 5
2-0011 1000 5 4
2-0012 1000 5 5
3-0002 1000 5 5
3-0004 1000 5 5
3-0006 1000 4 4
3-0008 1000 5 5
3-0009 1000 5 ]
3-0012 1000 S 5
3-0013 1000 5 5
3-0015 1000 5 5
3-0016 1000 5 5
3-0017 1000 5 5
3-0018 1000 5 5
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3-0019
3-0020
3-0034
3-0035
3-0036
3-0037
3-0038
3-0039
3-0040
3-0041
3-0043
3-0044
3-0047
3-0048
3-0049
3-0050
3-0053
3-0054
3-0054
3-0056
3-0059
3-0060
3-0063
3-0070
3-0072
3-0073
3-0074
3-0081
3-0082
3-0083
3-0084
3-0085
3-0086
3-0087
3-0088
3-0091
3-0114
3-0115
3-0117
3-0118
3-0119
3-0120
3-0121

1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000

1000

1000
1000
1000
1000
1000
1000
1000
1000

UIUIUIUI(.hUIUIUIUIUILhUIUIUIUlUIUIUIUI&UIUIUIUIUIUIUIUIUIU!UIUIUIUIUIUIUIUIUIUIUIUIUI

233

UIUIUIU’IU’IUIUIUIAUIUIU!UIUIUIUIUIUIUIAUILHU!UILAUIUIUIMUIU’IUIMUIUIMUIUIU\UIUIUIUI




200510066670. 4

B

B B 45232/236 1

3-0124
3-0125
3-0126
3-0127
3-0128
3-0129
3-0130
3-0131
3-0134
3-0135
3-0136
3-0137
3-0138
3-0139
3-0142
3-0143
3-0144
3-0153
3-0156
3-0173
3-0174
3-0180
4-0001
4-0001
4-0002
4-0005
4-0006
4-0007
4-0008
5-0001
5-0002
5-0003
5-0005
5-0006
5-0007
6-0001
6-0003
6-0004
7-0002
7-0004
7-0006
7-0007
7-0008

1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000

UIUIUIUIUIUIUIUIU!UIUIUIU’CUIUIUIUIUIUIAUIUIUIUIUI!IIUIUIUIUI-BUIUIUIUIUIUIUIUIUIUIUIUI
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7-0009

8-0001

8-0004

8-0005

8-0007

9-0001

9-0005

9-0006

9-0007

9-0008

10-0003
10-0004
10-0005
10-0006
10-0009
10-0012
10-0013
10-0014
10-0015
10-0016
10-0017
10-0018

1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000

Nt v v v B th U W

UL BT Y IV Y O 7 I N7 7 Y S S G SO NGRS ST S N RS R

<K E£364] 3> 33 3 W ) 1 A R K R E 4 A

Wb w ) LEHAAE 80 cm” W BH 4 ¥, 5 Echinochloa
crus-galli (L.) Beauv. var. crus-galli fo M E £ FF. BT PET 2
Bl. ARFEEAN 1 HEGTEERANFHE, EAIAFESHL
A 1,000 /1 AR ERFRHIG LT LE, IHEHERAL)GS
A 1,000 g/1 AR, REEBEFIET, RBA 27 A, EM
RBFHEGFE 14 RANRZEFTERDNAREARD. Rk 24 5

.

% 24
Echinochloa
Ry curs-galli (L.)
eH i35
ShEE (g/ha) Beauv. Var. s
crus-galli
1-0001 1000 5 4
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1-0004
2-0001
2-0003
2-0004
2-0008
2-0011
3-0008
3-0010
3-0011
3-0013
3-0015
3-0035
3-0036
3-0037
3-0038
3-0039
3-0044
3-0049
3-0073
3-0074
3-0076
3-0077
3-0081
3-0082
3-0083
3-0084
3-0085
3-0086
3-0092
3-0104
3-0105
3-0106
3-0107
3-0115
3-0118
3-0119
3-0120
3-0144
4-0002
4-0005
5-0001
5-0002
5-0003

1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000
1000

UIUIUIUIUIUI(IIUIUIUIUIUIUIU'&&AAA&&UIUIUIUIAUIU’IUIUI-B-&UIUIUIUI&UIUIUIUIUIUI

236

BUI&A&UIUI-h-h&m&&&&kk&h&h&&AA-BAUIUIAAAAUIA&AAUIA&AA




200510066670. 4 o B P 28235/23610

5-0007 1000 5 5
6-0004 1000 5 4
7-0008 1000 5 5
7-0009 1000 4 4
8-0001 1000 5 4
9-0001 1000 4 4
9-0005 1000 4 4
9-0008 1000 4 4
Tk 5B

AXPHBX[IMAHEALFH ARG KENE A EZHEAR
FIRFMGEAHLERLAERRGRESRR, HRLFEAGI A TR
¥ (4] 4o B8 £ 7t 3 (Polygonum lapathifolium L.) subsp. nodosum (Pers.)
Kitam.. %% ¥ (Amaranthus viridis L.). #(Chenopodium album L.).
# % (Stellaria media (L.)) Villars. ¥ A (Abutilon theophrasti Medik.).
Sida spinesa. Sesbaria exaltata. # ¥ /& (ipomoea spp.)# & F 5
(Xanthium strumarium L.)]. 2 5 AR —FAGFERLEZ [ FH
F(Cyperus rotundus L.). Cyperus esculentus. #2r} K% ¥ (Kyllinga
brevifolia Rottb.) subsp. leiolepis (Fraxch. et Savat.) T. Koyama. A&
Bk 3F ¥ (Cyperus microiria Steud.)f & X 3 ¥ (Cyperus iria L.)]# X
A4} ¥ [#] 4= Echinochloa crus-galli (L.) Beauv. var. crus-galli. #%
J& (Digitaria ciliaris (Retz.) Koeler). % B ¥ (Setaria viridis) (L.)
Beauv.). -# K (Poa annua L.). % ¥ (Sorghum halepense (L.) Pers.).
A % 4¢ (Alopecurus aequalis Sobol.) var. amurensis (Komar.) Ohwi #=
B % (Avena fatua L.)]. #bdf, AXAREHERSERZTTHAGLE
AABREHER, IHNGLFER—F 4 %3 (# 4 Echinochloa
oryzicola Vasing.. # % # ¥ (Cyperus difformis L.). ™ & ¥
(Monochoria vaginalis) (Burm. f.) Presl. var. plantaginea (Roxb.)
Solms-Laub.#f= /g L ¥ (Lindernia procumbens)|#= $ & 4 6§ 2 ¥ [#] 4o
% & % (Sagittaria trifolia L.). 4%t #& % (Sagittaria pygmaea Miq.).
Cyperus serotinus Rottb.. Eleocharis kuroguwai Ohwi = % # (Scirpus
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juncoides) Roxb. subsp. hotarui (Ohwi) T. Koyama. ¥ = & & (Alisma
canaliculatum)].

AEPEFMNENREH, AR PR KL 2K FE
X&. Mk, HRFAAEGEELH.
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