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nr, . Digitaria horizontalis Willd.))., =/ 304 4 (green foxtail (Se

taria viridis L.)). 7&%./ T/ 30% % (giant foxtail (Setaria faberiH

errm.)). ¥> T /30 (yellow foxtail (Setaria lutescens Hubb.)). =

b < /8(goosegrass (Eleusine indica L.)). B#5 X LF(wild oat (Avena f

atua L.)). Z4 /8> E0O33 (johnsongrass (Sorghum halepense L.)). &

/N Is % (quackgrass (Agropyron repens L.)). EQ— K& E (alexandergrass

(Brachiaria plantaginea)). F3x7FE (guineagrass (Panicum maximum

Jacq.)) . /8545 X (paragrass (Panicum purpurascens)). #ZF V5%

(smooth witchgrass (Panicum dichotomiflorum)., 77t A+ (sprangletop (

Leptochloa chinensis)), 4 M7 H+ (red sprangletop (Leptochloa pani

cea)). AXAJH#ES(annual bluegrass (Poa annua L.)), R XX JF
wiRk™ (black grass (Alopecurus myosuroides Huds.)). AEY ¥ H(cholor

ado bluestem (Agropyron tsukushiense (Honda) Ohwi)), XU b= %F

(broadleaf signalgrass(Brachiaria platyphylla Nash)). ¥ >4 J 4 H(

southern sandbur (Cenchrus echinatus L.)). ®*X 3 AL F(italian ryegras

s (Lolium multiflorum Lam,)), F 3 F < /\(bermudagrass (Cynodon dact

ylon Pers.)) D& DA A RFIME (gramineae) ; IT A H¥ Y (rice flatse

dge (Cyperus iria L.)). /~< X4 (purple nutsedge (Cyperus rotundus L.

)). F/ANTRAH (yellow nutsedge (Cyperus esculentus L.)). "% LA (Jap

anese bulrush (Scirpus juncoides)). X XH+*Y!) (flatsedge (Cyperus s

erotinus)), #<HVY'V (small-flower umbrellaplant (Cyperus difformi

s)). ¥'W/\A (slender spikerush (Eleocharis acicularis)). 204771 (

water chestnut (Eleocharis kuroguwai)) D& D BHvW ) FHRIZE (cype

raceae) ; 7 ') 77 (Japanese ribbon waparo (Sagittaria pygmaea)). #FFE

4 H (arrow-head (Sagittaria trifolia)). NS FE4 H(nharrowleaf water

plantain (Alisma canaliculatum))D & 5 AA T HF}HE= (alismataceae)
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: JF % (monochoria (Monochoria vaginalis)). X X777 4 (monochoria sp

ecies (Monochoria korsakowii))D &k D743 X7 # 1 B (ponteder iaceae

) ; 7+ (false pimpernel (Lindernia pyxidaria))D&LHIBTENIHS

SRIME (Llinderniaceae) ; 7 7/ A (abunome (Dopatrium junceum))d & S
A A/NARME (plantaginaceae) ; ¥ H > 4~ (toothcup (Rotala india))

. BEXZYNF(red stem (Ammannia multiflora)) D& DRIV NFRIME(

lythraceae) ; T Y /7N~ (long stem waterwort(Elatine triandra SCHK.))

DELHHRIYNORBIME (elatinaceae) ; 1 F E (velvetleaf (Abutilon th

eophrastiMEDIC.)), XY AF> T H(prickly sida (Sida spinosal.))

DLHLTHARME (malvaceae) ; &7 F I (common cocklebur (Xanthium
strumarium L.)). 74 %t (common ragweed (Ambrosia elatior L.)). TV

J XY R T7H I (thistle (Breea setosa (BIEB.) KITAM.)). /A& 4 X X4 (h

airy galinsoga(Galinsoga ciliata Blake)) . A3 L (wild chamomi le(Ma

tricaria chamomilla L.)). 78 b4/t (henbit (Lamium amplexicaule L.))

. 4394 KRR (common dandelion (Taraxacum officinale weber)) .

EXALATEF (horseweed (Erigeron Canadensis L.)) OLHFIF
M5 (compositae) ; 4 X7 XF (black nightshade (Solanum nigrum L.))

L vanNFFaotzy 7Y HA(jinsonweed (Datura stramonium)) D & D A

+ AR (solanaceae) ; 774 E 1 (slender amaranth (Amaranthus viridis

L.)). 7454 k™ (redroot pigweed (Amaranthus retroflexus L.)) <O

4+ (common lambsquarters (Chenopodium album L.)) . 7R FF(mexican bu

rningbush(Kochia scoparia Schrad.))®D & 5 4 b 1Rl 5 (amaranthaceae)

: H+ T4 5 (pale smartweed (Polygonum lapathifolium L.)). /NJL&F (

ladysthumb (Polygonum persicaria L.)) . Y /3SA X5 (wild buckwheat(Pol

ygonum convolvulus L.)) . X F 4+ (knotweed(Polygonum aviculare L.)

YD &L DY TRIME (polygonaceeae) ; 4 %W 4 /3+(flexuous bittercre

ss (Cardamine flexuosa WITH.)). + X7+ (shepherd’ s-purse(Capsella bu

rsapastoris Medik.)) . 4 3 H > F(indian mustard(Brassica junce
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[0029]

a Czern,))D&E DT TSHRIE#EE (cruciferae) ; WIL/NTFHHA (tall m
orningglory (Ipomoea purpurea L.)), A4 3D kI HF (field bindweed (

Convolvulus arvensis L.))., XY AF7HHA (ivyleaf morningglory (Ip

omoea hederacea Jacq.)) DL Db I HARME (convolvulaceae) ; AN

1) & 2 (common purslane (Portulaca oleracea L.))D &L DB ANY bR

& (Portulacaceae) ; TE X% H(sicklepod (Cassia obtusifolia L.))®D

ORI ARIME (fabaceae) ; /NI~ (common chickweed (Stellariamedia

LY)DOLDA+ 5o afE (caryophyllaceae) ; ¥ T 445 (catchweed
(Galium spurium L.))D & DT HxFIME (rubiaceae) ; T/ F 7 (thr
eeseeded copper leaf (Acalypha australis L.))D LD M4 4 FHRIM

&= (euphorbiaceae) ;W a4t (common dayflower (Commelina communis L
D)) OLOBRY AT YRIME (Commelinaceae) REDREEEHEZHRT
5IENTED, o T. BREY. AIZIEF b EOO (corn (Zea mays L

.)). %4 X(soybean (Glycine max Merr.)). 74 (cotton (Gossypiumspp.
)). dL% (wheat (Triticum spp.)). A R(rice (Oryza sativa L.)). #=
¥ (barley (Hordeum Vulgare L.)). 54 LF(rye (Secalecereale L.)).

T /3% (oat (Avena satival.)). Y JLH L (sorgo (Sorghum bicolor Moenc

h)). 7757 (rape (Brassica napus L.)). <7 1) (sunflower (Helianth

us annuus L.)). 5> H 4 (sugar beet (Beta Vulgaris L.)). ' rIFE(s

uger cane (Saccharum officinarum L.)). = (japanese lawngrass (Zoysia

japonica stend)). E—7F v 'Y (peanut (Arachis hypogaea L.)). 7 < (flax

(Linum usitatissimum L.)). # /33 (tobacco (Nicotiana tabacum L.)).
J—k —(coffee (Coffea spp.)) A EDFHIZICHWT, BIRMICEEHES
FEBR S B EHWIEIFBRNICHEERE LR T 258ICEVWTHEIICER
Ihd,

AREBICHRDIEEME. BESERRLOFHMH RS L THF. AF.
FRKFNEL. KFDFL. fRF. AEF. ATELFH KBET 1 NVLTEETS
FRE2T) . KUERER., BERER. v4 707N YavEHF X
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[0030]

RITIY a vEEL KBF. AFL BE. R—Z MR EDOHREICHHFIE
BL. BATZENTESN. AEPBOEWITESTHHEY, BEDY
ZNBHETHWLNTWEHOWBEFIMREICT I ENTE S,
EICHERT2EHMEIE LTE, BB, BAK., KBAILZD L, S
. R7AMNA—RY, AFV Y R KNFA M AF ) FA NROED Y
1 NOREW. VL—. KRBT N DL EE. EfE. €454 . BHA
EOEFEE ; K. MLIY, FILY, VILRY N FTH JAFH Y,
Trhy AVERAOY, AFNAVTFAT Ny 70XV EY, 70
ANFGY DAFIANWNEFY R, SAFIEILLTIR, DAFLTEL
IR N=—AF)—2-¥OY Ry, ZILA-LRREDRE ; iBEHEEE.
REEIE. TILFIRIIVRIANIERIRE, JUTILFIINZRIVRINTERIR, R
UAHIVRVERE, 7ILFILMEBIRTIVE. 7ILRIVRERIE. 7IL¥ILTY)
—UERERIE, FIFATST) A—ILI—FLREE. ZII-ILBEEBRIRT
B, TIVFIZIVEVERE, ZILFILT)—ILAINKRVERIE. 7Y—ILR
WIRVERIR, V=V RANKRVEER, PIVFLD T ZIII—FTIVY AR
VEBIR., RURAFLUVRIVKRVERER., PILFILY VBRI XATIE., 7ILFIL
TU—=I) VERR. AFINLTY)—IL) VERIR. RUFFIIFLUTILF
WI—FTIHRBIZATIVIE, RUAFSIFLYTILFLT)—ILI—TI
WMEIE, RUAFRSIFLYTIAFILTY) —ILI—TFTIHBIZATIE R
AFVIFLYTPIERLI—FIL) VBB RUAFSIFLYTILFIL
T)V=IW)VEBIRATIVE R)FF2IFLYT7Y—ILI—FTI) VBT
ZTIE., FI7I LY RNKRVBIEBRILTY ViEEY. TILELF 7L Y
ZIVKRVEBIBRIL T ) VEEYMD & D BiEMA F v ROREEHEICEES ;
VILES VEEBRBET XTIV, F ) Y VEEREET XTI, BRRFEEARY VY
4 R, BBFE7Z7LVI—LARY)JY)IA—-LI—FII, PEFLYITYI-
CT7EFLYTLOASI, AFVTLFLYTOYIR)T— RYAFY
IFLYTILELNI—=FTIV. RUFTFSIZFLYTLFILTYI—ILI—TI
CRYFFSIFLYRAFYLTY—=INI—FTI. RVAFSIFLVTY
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JA—LLTZIFLI—FTII. RYIFLYT)a—b, RUFFSIFLVEE
BEIZATIL, RUAFIFLYYILEYVEBBIATIL, RUAF>
IFLYT)EY VERBIZATIV, RUFFOITFLUBELETIH, R
VAF> OBV VEBBIZAFTILOL D AIEA 4V ROF@mELEEICERE
Bl; AV =7 ARy V. OF LM, a0l &8 YOl JFEH

MY EOIVM, Kbdh, BEEH, BEE. KM, XEH, BT
B, FYSR, RRRS T 1 VR EDOEBECIMRA SN BT ONhD, Th
SEBFUIAFRBOEMMNSERE LAVWHEY | 1FEXIE2EU L4 BEER
LTHERT DI ENTE, Fio. flAE BEH, BEEE. HEMHIER. X
fERFIER], DERER, XEREA. BHEF. FEF. BRERH. BeFhe
. BEERAINIZEHMBISERTZIENTE D, AKBPIKRILEY
EREHMT S DRSS, 0.1:99.9~95:5, EFE L <£0.2:99.8~85
: 15TH %,

[0031] AHERICKRZILEDEEETIREROEAE REEDE) 1F. [IEE
., TERM, EEIFE. SREQRDIZEF L RWEYNORERE. ERARER
EDHEEBICKY —BITHETETARVA, —RICT AV S —ILHY KFEBBICR
216 aH%0.1~5,000g. EBF L <130.5~3,0009 &5 LD ICHERT %,
ARFERICIF. COELIBREFIOEAICEDEFE L RWEYODORRAZED
SFEnd,

[0032] /. ARBRICEZLEWMEESE T IREFIE. MMORE. BR. EER
BERE EBERSWEHET A ENTE, COFRIC—BENIIR. £
AEERT &P H D, MOBEE LTIE. BREF. REE. MEWE. B
MRILEY, BBRGEDESFOND, KIS, AEBICHKRILEDE. B
MREFOBMRD THZLEMD 1 BRI 22U L E ZRASWIFHRAL L
REREMERY . BREBOHE, EXFNEORE. RETUHELIFE
LWARANBRRT 22 ENTRETH D, . ARBICHRIEEDEMOBRE
BIOBMBRO THILEME. B2~ ICHEILELLDOEMMBISRAELT
FEALTH, MEZ—RBICEFLTERLTH LV, ARRAICEK, EEBLE



WO 2014/126070 15 PCT/JP2014/053098

[0033]

[0034]

[0035]

REREMHERDEEEND,
AFERBICHEZCEDEMORERNDOEMHRD TH2LEME DIRELLIE.
JIREM. LERME. FRORFITME, EREE. RAAECEOREICK
Y—RICHETERLWD, XERICHRZEEW 1 EERICH L. tOBREH
BN THHILEME 1EHY0.001~10,000FE 280, EF L < 150.01
~1, 0028 T %, . RABEBIE I ATI—ILHY ODBIRD DHE
ItEMEE LT0.1~10,000g, EF L <130.2~5,0009 TH 3B, AFEBFICIE
 COEDRBEREMRIMOERICLZEZ L AWVENOMBREELE

Fha,

HOMREXRDOBEMHRI TH2LEME LT, FEtbteWw (—ma ; —&F
| SOHBERFREEL) 2FIRT 2 ENTESZN, FICBEISDRWVWBEETH
2TH, INSHEEWITE. PLFILIRAFVENEET DIHEE. URT
notvEENDS,

(1) 2, 4—D, 2, 4—D7 MFJ (2,4-D-butotyl) ., 2, 4—D7
FI (2,4-D-butyl) . 2, 4—DIAFINTFTVEZ=ZD L (2,4-D-dimethylam
monium) . 2, 4—DIA—ILT

i

> (2,4-D-diolamine) ., 2, 4—DIF
JU (2,4-D-ethyl) . 2, 4—D—2—-ITFILAFIJ (2,4-D-2-ethylhexyl
). 2, 4—=DAYVTFI (2,4-D-isobutyl) . 2, 4—DAVFIFI (2
,4-D-isoctyl) . 2, 4—D4a4v 7O (2,4-D-isopropyl) . 2, 4—D
A4y 7aENTYEZ="9 L (2,4-D-isopropylammonium) . 2, 4—DF K
2L (2,4-D-sodium) . 2, 4—DA4VFON) =T VEZD L (2,4-D-i
sopropano lammonium) . 2, 4—D rO—)ILF7 I (2,4-D-trolamine) . 2
, 4—DB, 2, 4—DBZ7FIJ) (2,4-DB-butyl) . 2, 4 —DBIXFIJ

FVEZY L (2,4-DB-dimethy lammonium) . 2, 4 —DBAYVAIFI (2
4-DB-isoctyl) . 2, 4—DBA! DL (2,4-DB-potassium) ., 2, 4 —D

B+ kYA (2,4-DB-sodium) . 2, 4—D2Y) >i§ (2,4-D choline salt
) . ¥oma7ay 7 (dichlorprop) . Y200 7Avy 77 hFIL (dichlo

rprop-butotyl) . /OO0 7Oy FIAFITFTYEZ=ZDL (dichlorprop-di
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methy lammonium) . Yo O Ay 4 YA U FIL (dichlorprop-isoctyl)

Yoo Z7oy FAY S L (dichlorprop-potassium) . ¥4 nonOo7Oy 7
— P (dichlorprop-P) . o007 Ay S—PIAFITVEZDUL (dich
lorprop-P-dimethy lammonium) . Yo oOoO0- Ay F7—PAY 4L (dichlorpr
op-P-potassium) . Yoo Ay S—P+ ML (dichlorprop-P-sodiu
m) . MCPA, MCPA7ZKFJ (MCPA-butotyl) . MCPAIAFILTV
T=—7 ., (MCPA-dimethylammonium) , MCPA -2 —TFJLAFX )L (MCPA
-2-ethylhexyl) . MCPA# 'Y oL (MCPA-potassium) . MCPAF KD
Ls (MCPA-sodium) , MC P AFZ# T FJ)L (MCPA-thioethyl) . MCP B, M
CPBIFJ) (MCPB-ethyl) . MCPB#+ Yy L (MCPB-sodium) . X217
0w 7 (mecoprop) . X33Oy ST MFIL (mecoprop-butotyl) . X237
Aw J+ )DL (mecoprop-sodium) . X3 7’Aw F—P (mecoprop-P) .

X370y F—P 7 hFIL (mecoprop-P-butotyl) . X377 Oy F—PI X

FILTEZ"Y L (mecoprop-P-dimethylammonium) . X3 7Owv S—P—2
—ITFIAF) (mecoprop-P-2-ethylhexyl) . X770y S —PAHY DL
(mecoprop-P-potassium) . +7OF7 =Y K (naproanilide) . /7 OX 70O

v 7 (clomeprop) . HIA-ID &> 7z/F2%RIEEW; 2, 3, 6-TB

A, YHhs/N (dicamba) . YA /NT MFJL (dicamba-butotyl) . Y hY

NS Y=L 7 I (dicamba-diglycolamine) . SHVYNIAFITUE
= L (dicamba-dimethylammonium) . A/ A —)L 7 X (dicamba-d
iolamine) . A4y O TYEZ=Z"D L (dicamba-isopropylammoni
um) . AN HY S L (dicamba-potassium) . YA/ F RY B L (dica
mba-sodium) . 2 Q54 (picloram) . EYOSLIXFITVEZD L

(picloram—-dimethylammonium) . - OS5 L4 Y Z 2 FIL (picloram—isoct
yl) . Eo0OS54LH8Y 94 (picloram—potassium) . E42OSALKNYAY S

O/N) =)L F7>VEZ=Z"D L (picloram-triisopropanolammonium) . 20O A
N)yay o7 EZ=YL (picloram—triisopropylammonium) . 40O

ShLbO—)IL73Y (picloram-trolamine) . U2 OEJ (triclopyr) .
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[0036]

NY)oOoEIT MFIL (triclopyr-butotyl) . RO KNYZFILTYV
E= L (triclopyr-triethylammonium) . 7 OE>!) K (clopyralid) .
2AaESY RA—J)LT7 I (clopyralid-olamine) . 7 OESY RAY DL
(clopyralid-potassium) . Y AES Y FhYAVTFON/—LTVEZD
I (clopyralid-triisopropanolammonium) . 73X/ ES 1) K (aminopyralid
) . 7X/vo0OS>40—) (aminocyclopyrachlor) . /ANO9FS 7Y
(halauxifen) . /NATF T x> AFJ (halauxifen-methyl) D& D AFE
BEREAIVRVBRIEEY ; TOM. 745 4L (naptalam) | 745 LF
NS4 (naptalam-sodium) . RFY' > (benazolin) . RFYV) >V ITF
JLU (benazolin-ethyl) . ¥> 085w % (quinclorac) . FUASv Y (qu
inmerac) . ¥4 2727V EIN (diflufenzopyr) . ¥4 77V E
W bU DL (diflufenzopyr-sodium) . Z)LA £ EJ (fluroxypyr) |
INFFIENL—2—ThF—1—=XAFJLTFIL (fluroxypyr-2-butoxy-1
-methylethyl) . ZIFAFTEI X TFI (fluroxypyr-meptyl) . 2007
WL/ —Jb (chlorflurenol) . /OO 7L/ —ILXAFI (chlorflurenol-
methyl) . 7527+ (clacyfos) REDL D ICHEMDRIVEVFRZR
HTDIETREMNERT EINTWBRILE,

(2) voosibov(chlorotoluron), ¥ 0Oy (diuron) . ZJLA XY
O (fluometuron), Y =am@Y (linuron) . 41V 7OF 20y (isoprotur
on) . X MR XOY (metobenzuron) . &7 F O (tebuthiuron), T X
70Oy (dimefuron) . 4 ¥ > 0> (isouron) . AITFL—b (karbutila
te) . XIRVYXFFXOYV (methabenzthiazuron) ., X k&~ 2OV (metox
uron) . X h7AOALOY (metoburomuron), £/ Y =a2@> (monolinuron)
. *70Y (neburon) . ¥ a0 (siduron) .\ #—T X k> (terbumeto
n) . MJITHTY (trietazine) DL DRRFRLEEY ; IV (simazi
ne) . 7 h>Y (atrazine) . 7 b3 b (atratone) . A KNV (sim
etryn) . ZOX MY > (prometryn) . I XF X KNYY (dimethametryn) .

~NFH ) v(hexazinone), X MNY T2V (metribuzin)  —TFS5ST Y
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[0037]

[0038]

(terbuthylazine) . 77+ (cyanazine) . 77X k') (ametryn) |
<7 MY (cybutryne) . #— 7~ > (terbutryn), 70O/82 2 (propazi
ne) . X433 hOY (metamitron) . FOX h> (prometon) LD K
TIOURIEEY  7a< il (bromacil) . ALY F L (bromacy -
Lithium) . L+ )L (lenacil) . #—/33 )L (terbaci )D& HBISTIL
RIEEY ; T0/8=) (propanil) . >7FOX v R (cypromid) D& HRT
ZYRRIEEY ; AT v T (swep) . TAXT 147 7 L(desmedipham), 7 T
VAT 47 7L (phenmedipham) DL I RA—/INA—PFRILEW; 7OFF
> =)L (bromoxynil) . 7OFF> =A%/ IT— bk (bromoxynil-octano
ate) . JOFF> AT H /T — b (bromoxynil-heptanoate) . 74 =&
o) Gioxynil) . PA4AFFx>=ZIA24 /) T—k (ioxynil-octanoate
) o PAFXFLZINAY DL (ioxynil-potassium) . PAAFFZI)LF M)
L (ioxynil-sodium) 0L Db RAOFIRVYYZRNYILRIEEY ; D
i, EYF— b (pyridate) . X> &V (bentazone) . Ry &V F K
> L (bentazone-sodium) . 7 X AJL/NY' Y (amicarbazone) . X&Y' —)L
(methazole) . R4 /-2 O—J)L (pentanochlor) BED LD ICHEMIDNE
MZEET2IETHREDNEZTRT EINTWVWSILEY,

(3) TNEEI’BEYMERTT ) =PRI ERY, FHBREZERIE
TEMHRBRENNERT EINTWSB/NZI— K (paraquat) . 77T v
b (diquat) O&SRAMTVEZD LERIEEN,

(4) —bBO7 2 (nitrofen) . 780X MF2 7 x> (chlomethoxyfen
). EZ2x /v X (bifenox) . P77 AINT x> (acifluorfen) . 7
SINANTzF MY DL (acifluorfen-sodium)  FRAH 7 > (fomes
afen) . KXY Tz F ~D L (fomesafen-sodium) . FF T TIAILT
x> (oxyfluorfen) . 5S4 h7 x> (lactofen) . 72 O=7 x> (acloni
fen) . ThF Tz ITF)L (ethoxyfen-ethyl) . ZNA40OT)IT7 Y
ITFJL (fluoroglycofen-ethyl) . ZJ)A0O%"Y) 37 x> (fluoroglycofen
) DEIBRY Tz ZNI—FTILVRIEEW; 70N T% ') L (chlorphthalim)
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[0039]

I3 AFHTY (flumioxazin) . 734 AS5w 4 (flumiclorac) .

ILIoasSyIRYFI (Flumiclorac-pentyl) . = K> T FJL (cinid

on—ethyl) . ZIF 7ty b XFJ (fluthiacet-methyl) . EK-5385D & S

BERIRA X RRIEEW ; 2OM. FFH T FIFIL (oxadiargyl) . FFH
7

Y

,

vJ'> (oxadiazon) . A7 x>V hS5Y Y (sulfentrazone) . A7 T

\

v NSV YT FI (carfentrazone-ethyl) . FT 73X (thidiazimin)
. Ry MEHYVY (pentoxazone) . PH Iz =YV (azafenidin) . 41V
0/3Y'—JL (isopropazole) . EZ 77 ITFIL (pyraflufen-ethyl)
. RYX TPV (benzfendizone) . 74 7 xF )L (butafenacil)
BN Tz F VI (saflufenacil) . 7TV L — K (fluazolate) . 7
A7 7Y=L (profluazol) . 27z EJITFI (flufenpyr-ethyl)
« RYHBIINYY (bencarbazone) . FF7 7z F VI (tiafenacil), ES ¥
A =JL(pyrachlonil), HNPC-B4047, IR-6396, EK-5439, EK-5498, SYN-523,
W02008/008763ICEEHDILEMRED LD ICENDO I/ OO T 1 VEESHEZRE
L. HBERBREYMEZEYPERICEEZTRIE L ETREYNNETRT &
IhTWBIEE,

(5) JI7I5Y Y (norflurazon) . 280 4> (chloridazon) .
X NTZIZV Y (metflurazon) OLHIAENFY /) URibEW ; ESYV ) X
— K (pyrazolynate) . ESYVF> 7 x> (pyrazoxyfen) . RyY 7 xF vy
7 (benzofenap) . bS5 XY v (topramezone), ES 2T+ b—JL (pyra
sulfotole) DL HIBRESYV—ILRIEEY ; ZDM. 73 bO—JL(amitrole)
. 7)Y RY (fluridone) . ZJLILHEY (flurtamone) . ¥ T7ITxT=H
>~ (diflufenican) . X ¥ 7 x /> (methoxyphenone) . 7OV Y (c
lomazone) . ZAJLO MY Z > (sulcotrione) . XY K1)A > (mesotrione)
. TR MNYAY (tembotrione) . T VI MY A (tefuryltrione) |
72x>%/ M)A (fenquinotrione), >~ 0OEEY EL— bk (cyclopyrimora
te) . 41 YVFH I b=l (isoxaflutole) . ¥ 7 x>V a—hk (difenzoqu
at) . 7z vV aA—MAFILYI T z— b (difenzoquat-metilsulfate)
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. AYvYEysoobh—J)L (isoxachlortole) . RyY'ESZ Oy (benzobicy
clon) . E>zoEnOy (bicyclopyron) . QY+ 27 x> (picolinafen)
. EZILTH 2R (beflubutamid) , ¥ FRAES Kv o X (ketospiradox)
I RNAES Ry A AY 9L (ketospiradox-potassium) . JP2012-257152
BMIEEMAREDLDICHOF /A4 RREDEMOERESGKEHEEL. AL
FEREZRBETIREDNNERT EINTWBIEEY,

(6) YovoOmky FTAFI (diclofop-methyl) . &0y 7 (diclofop
) EVTZ /v T7F MUY L (pyriphenop-sodium) . ZINT YRy TTF
U (fluazifop-butyl) . ZINT7 YRy T (fluazifop) . ZINT YRy F-P

(fluazifop-P) . ZNTF YRy F—P—TFIJ (fluazifop-P-butyl) . /»
OF >Ry XFI) (haloxyfop—methyl) . /~xAF KRy 7 (haloxyfop) .
NaOFvkRy 7T MFIL (haloxyfop-etotyl) . /~nOF <Ry 7—P (halox
yfop-P) . ~nOF kv F—P —XFJL (haloxyfop-P-methyl) . FHOK
v 7T FI) (quizalofop-ethyl) . FHOKy F—P (quizalofop-P) . F
HOky 7—P—ITFJ (quizalofop-P-ethyl) . ¥HOKy F—P—F7
1)) (quizalofop-P-tefuryl) . < /nOkw F7FI (cyhalofop-butyl) .
Jx /%Y 7Oy FITFIL (fenoxaprop-ethyl) . 7z /¥4 7SOy F—P
(fenoxaprop-P) . 7z /%470y S—P—ITFJL (fenoxaprop-P-ethyl
) . A IRy FFOEI (metamifop-propyl) . X4 Ik w7 (metamifop
) . vaOYH Ry 77O/ F I (clodinafop-propargyl) . 7 OYF KRy
- (clodinafop) . FO/3FH7Rw 7 (propaquizafop) . HNPC-A8169, SYP-
1924 &S BTV —IAF> 7z /%> TOEF VBRIEEY ; 7OFIY
L bY oL (alloxydim-sodium) . 7AOF T L (alloxydim) VLYY
L (clethodim) | & hF UL (sethoxydim) . bSO FT T L (tralko
xydim) . 7 hOFT I L (butroxydim)  FFSOF T L (tepraloxydim
) . FORFIIL (profoxydim) . oy OFT T L (cycloxydim) DL D
BRYVONFYYIFVRIEEY ; E/ YT (pinoxaden) O &H%7 T
ZIWESV Y UREEW REDL D ICEMBOEERERE L. BYICKRE
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MAERTEINTWBILEW,

(7)) voY4L0YIFI (chlorimuron-ethyl) . Z0OY 40> (chlori
muron) . RJLAR XY OV AFI (sulfometuron-methyl) . RJLE AV OV
(sulfometuron) . FYUIZJ)L7AYAFIL (primisulfuron-methyl) . 7
J2Z2)708Y (primisulfuron) . X Z)L70Y X FJ) (bensulfuron—-me
thyl) . X270 (bensulfuron) . ZON X)L 70 (chlorsulfuro
n) . X270V AFI (metsulfuron-methyl) . X M) 7 O (mets
ulfuron) . ¥~/ ZJL70Y (cinosulfuron) . ESYZ)L7O0YITFI (py
razosulfuron-ethyl) . ESY X)L 70> (pyrazosulfuron) . 7S5H X)L
70> (flazasulfuron) . YA XZXJ)b70OY (rimsulfuron) \ —J X)L 0O
v (nicosulfuron) . 41 <Y 2J)L70OY (imazosulfuron) . ZJZ KRJL T
A (flucetosulfuron) . AR T 7 LAY (cyclosulfamuron) . 7
Oz (prosulfuron)  ZILELZI IOV XFILF NY DL (flup
yrsulfuron-methyl-sodium) . ZJEJRJ7OY (flupyrsulfuron) . b
U270 AFI (triflusulfuron-methyl) . MU ZIL )70 (
triflusulfuron) . /~OZ)WL 70OV XFJU (halosulfuron-methyl) . /xO X
70y (halosulfuron) . F7 x> 70OY XFIL (thifensulfuron-me
thyl) . F7 x> 2J)b70Y (thifensulfuron) . T hF2 27OV (eth
oxysulfuron) . AFH X)) 70O (oxasulfuron) , TH XA MNZJ)70OYV (e
thametsulfuron) . T X M2 70Y XA FJL (ethametsulfuron-methyl)
. AF KZ)78Y (iodosulfuron) . 1A KAWL 7OV AFILFRY DL
(iodosulfuron-methyl-sodium) . X)L 7+ RXJL7 0 (sulfosulfuron) .
MYy F7ZZ)L70Y (triasulfuron) , bPYARXOYAFIL (tribenuron-meth
yl) . MUXRXAY (tribenuron) . MY MZJL70OY (tritosulfuron) .
74—5 L)L 702 (foramsulfuron) . MU ZTZNLAFZ)T7OY (trif
loxysulfuron) . MY ZIAFI 270V F M) DL (trifloxysulfuron-
sodium) . XYV )70 AFJ (mesosulfuron-methyl) . XV )70V
(mesosulfuron) . FINY XN T 70O (orthosulfamuron) . 773X KL
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70> (amidosulfuron) . 7Y LR 70V (azimsulfuron), FOEY R
JL7 0O (propyrisulfuron) . X4V ZJL7 OV (metazosulfuron), XF
FEILZI)I 70OV (methiopyrsulfuron), £/ X700 X F I (monosulfur
on-methyl). #JLY Z)JL 70O (orsosulfuron) . 1 A7) 70OY (io
fensulfuron) . 41 477270V F b)) oL (iofensulfuron-sodium)
DEIBRRANT A=W T LTIRER ; I XYZ L (flumetsulam) | X bR
S L (metosulam) . ¥4 OR5 4L (diclosulam) . YOS YRS AXFIL (
cloransulam-methyl) . 705 X5 4L (florasulam) . R/ U X X5 L(peno
xsulam), OV XX 5L (pyroxsulam) @& 372 M)7YOEYITV L
R T I RRIEEW ; 1 <HFEL (imazapyr) . 1 HFEILAY TOELT
VEZ=r9 L (imazapyr—isopropylammonium) . 4 ¥4 EJL (imazethapyr)
CAREYENTEZY L (imazethapyr-ammonium) . A ¥H ¥ (imaza
quin) . A XFFFPE="Y L (imazaquin-ammonium) . 1 ¥ HFEY I R
(imazamox) . A YHFEY I APV EZ="J L (imazamox-ammonium) . 4 7
XHARY X (imazamethabenz) . 41 THFA IRV XX F )L (imazamethabenz-
methyl) . 4 ¥#Ev & (imazapic) O&LIRAIFV) /U RIbEW; E
JFA/8y I F M) 5L (pyrithiobac-sodium) . EXEY /NNy 5K
L (bispyribac-sodium) . EY X /Ny XFJ (pyriminobac-methyl) .
B~V FS L (pyribenzoxim) . E) 74 1) K (pyriftalid) . EY X
AT 7> (pyrimisulfan) . MY 77 7E> (triafamone) DL DALY
SUZNYYFABREEY ; 7 H—/NV> (flucarbazone) . 7L H—
NV F R L (flucarbazone-sodium) . FORFIH—/RV VU F RN D
I (propoxycarbazone-sodium) . FORF H—/3Y' > (propoxycarbazone
) . FIYAIINY Y XF )L (thiencarbazone-methy )D& SRR KRZILT
T/ANRZNNITVY I RIEEY; DM, JY) RS — bk (glyphosat
e) . JURY—hrF hJDL (glyphosate-sodium) . AR —bHYD
L (glyphosate-potassium) . V) RHY—KNF7>YE=-" L (glyphosate-ammo
nium) . YRy — NI F7EZY L (glyphosate-diammonium) . 2V 7R



WO 2014/126070 23 PCT/JP2014/053098

[0042]

— Ny 7OEENLTYEZY L (glyphosate-isopropylammonium) . %Y ik
H— kMY XD L (glyphosate-trimesium) , KR — kXX F N1
7 I (glyphosate-sesquisodium) . 7R Zx— b (glufosinate) . L
R ZR—KMF7YEZ=ZY L (glufosinate—ammonium) . IR Z—K-P (gl
ufosinate-P) \ IR RX—Kr-P72VEZ=U L (glufosinate-P —ammoniu
m) . TIWEKESRZ—F-PF+ YL (glufosinate-P-sodium) . ESFHRR
(bilanafos) . EZF+HRRXF MY L (bilanafos-sodium) . S AFY >V
(cinmethylin) WED LD ICHEMDT I /BBEEKZEET % 2 & THRERD
NERTEINTWBILE,

(8) MUZNZY Y (trifluralin) . A UHY 2 (oryzalin) = k5
1)> (nitralin) \ RYF 4 X4 1) (pendimethalin) \ THILTIS YV
(ethalfluralin) . XY 7JS5 1> (benfluralin) . 7O 73> (prodi
amine) . 7 b3V (butralin) . Y= b3 X (dinitramine) DL DA
vzbarFz= YU RIEEY ; RVRY R (bensulide) . F70O/8X K (napr
opamide) . +70/%3X R-M (napropamide-M) . Z’OEH I K (propyzamide
. 7O+ X R (pronamide) ) DLDWRTIRREEY; PITORIAXAFIL
(amiprofos-methyl) . 74 X7/ X (butamifos) . 7=HO7R X (anilofos)
. EXROKRZR (piperophos) D& D REH) U R{bEY ; 707 7L (proph
am) . Z0O) 707 74 (chlorpropham) . /8—/8 (barban) . HILR%
X R (carbetamide) D& IBRT T ZIH—NAXA— b R{IEW; ¥1L0Y (
daimuron) . Z 3)LAY (cumyluron) . Z7OF 7F K (bromobutide) . X
FILGA L0 (methyldymron) D& DRI IIINTIVRIEEW ; DM,
7S (asulam) . P2 a 5L+ )DL (asulam-sodium) , P FFE
)b (dithiopyr) . FF7VEJL (thiazopyr) . 8L E—ILTIAFIL (chlor
thal-dimethyl) . 2 0JL4—JL (chlorthal) . ¥ 7 x4+ 3 K (diphenamid
) . 75470y F—M—XFJ (flamprop-M-methyl) . 754670y F—
M (flamprop-M) . 75470y 7F—M—4ayY7OEJ (flamprop-M-isopro
pyl) MED LD ICHEMOMEERDHEZEET DI ETHREDANZRT &
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nTWaiLa.

(9) 7> 0—)b (alachlor) . X#&##F o O—JL (metazachlor) . 74
2 O0—J)b (butachlor) . FLFS-0O—J) (pretilachlor) . X k> O—
Jb (metolachlor) . S—X k3> 0O—JL (S-metolachlor) . =)V O—
JU (thenylchlor) . RNFH <A K(pethoxamid), 77t~ O—JL (acetoc
hlor) . O/ 8o O—JL (propachlor) . ¥ X5+ 3 K (dimethenamide) .
IAFTFIR—P (dimethenamide— P) . 7OEY ¥ 0O—J (propisochlor
) . X% 0—)b (dimethachlor) &> 007 M7I RRIEEY
; EYR—Db (molinate) . XA ERL—b (dimepiperate) . EY TF A
VT (pyributicarb) . EPTC, 7FL—+h (butylate) . N/ L—F
(vernolate) . R7L— N (pebulate) . o OxT— b (cycloate) . 70O
AW AIT (prosulfocarb) . TRXFOAHIN T (esprocarb) . FARYA
JL7 (thiobencarb) ., 7L —k (diallate) . 7L —b (tri-allate
) « TRV AT (orbencarb) DL DRFAH—/INA— R RILEW; TD
i, T hRUHFZ K (etobenzanid) . X7 xzFtv b (mefenacet) . 7J
ZxFtv b (fluferacet) . bYF 177> (tridiphane) . h7 x>V
bO—JL (cafenstrole) , 7z b5 I K (fentrazamide) . A FH ¥
O X 74> (oxaziclomefone) . 4 >4/ 7 7> (indanofan) . RV 7L+
— ~ (benfuresate) . EOFH R T+ (pyroxasulfone) . 7./ x4
27 % (fenoxasulfone) . A FF Y1) (methiozolin) , #¥5KR> (d
alapon) . ¥5AR>+ ML (dalapon-sodium) . TCAF K1Y L (TCA
-sodium) . MY & OO®EE (trichloroacetic acid) BRED LD ICHEMID S
VINJEEEBHRHDIWIIEEEERERE TSI ETREMANZRTETN
TWaLa.

(10) 7O~R=ZJL (dichlobenil) . MY 7T TS L (triaziflam) |
A5 2 75 L (indaziflam) | ZJLRFH L (flupoxam) | 4V FH~NY
(isoxaben) RED LI IHEMO LI O—AEEMERET 52 & TRED
NERTEINTWBILE,
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(11) MSMA, DSMA, CMA, T~ K4 —JL (endothall) . TV
R&—JLHh 9L (endothall-dipotassium) . TV R —ILF MY T4 (
endothall-sodium) \ TV R&—ILE/(N, N=IAFLTILFILTVE=
9 L) (endothall-mono(N, N-dimethylalkylammonium)) , T h 7 Xt—k (e
thofumesate) . Y74 Ao OL—b (sodium chlorate) . RS TV
(pelargonic acid, / 7+ >E (nonanoic acid) ) . RAFP I (fosamine
) . RRATPIVF7VEZD L (fosamine—ammonium) . 4 7 A/ Y
(ipfencarbazone) . 7o OL A > (aclolein) . ANT7IVEET7VEZ
7 /s (ammonium sulfamate) . RS v ¥ X (borax) . / OOEEEE (chloroac
etic acid) . Y OOBEERF b D L (sodium chloroacete) . 7+ I K (
cyanamide) . XFIJ TV VB (methylarsonic acid) . I XFITIY Y
2 (dimethylarsinic acid) . S XFILTILY VEEF M) DL (sodium dime
thylarsinate) . ¥/ 4 —7 (dinoterb) . /4 —T7F7>VE="o., (dinot
erb—ammonium) . ¥/ 4 —TIF—)L7 I (dinoterb-diolamine) . ¥/
5 —T77t5F— bk (dinoterb-acetate) . DNOC., mfEE—%% (ferrous s
ulfate) . Z)70O/8k— K (flupropanate) . ZA7O/NRXR—FrF L UD
I (flupropanate-sodium) . X 2Z7JLA4 T K (mefluidide) . X7IA K
=7 XY (mefluidide-diolamine) . X% L (metam) , XY LT VEZ
2 L (metam—ammonium) . X & LAY DL (metam-potassium) . X F LF b
)5 L (metam-sodium) . 41 VY FAFTUEHEXFIL (methyl isothiocyanate
) . R4 0O07x./—J)b (pentachlorophenol) . R4 o7z ./—
JF M) DL (sodium pentachlorophenoxide) . R4 s/O0@7x/—ILS
L — b (pentachlorophenol laurate) . ./ 453> (quinoclamine) .
ffg (sulfuric acid) . DL 7Y 77— b (urea sulfate) . F>F />
>~ (xanthinosin) . N—E~< 4 > (herbimycin) . 7> %4/ —JL (ungu
inol) . X4#3F0O> > (metatyrosine) . HJIL X > F > (sarmentine) . ¥
F2 b X VA (thaxtominA) . X/8O2 22 (mevalocidin) . a-YERY (

alpha-Llimonene) . EV/NAXRY X 7O (pyribambenz-propyl) . E)
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INLRY A4 Y 7O (pyribambenz—isopropyl) . JS-913, KHG-23844, H
-9201, SI0C-0163, SIOC-0171, SI0C-0172, SI0C-0285, SI0C-0426, SIOC-H-
057, 7J-0166, ZJ-1835, ZJ-0453, ZJ-0777, ZJ-0862, W02008/0963985CH D
L& EDZDMBDBRES,

(12) Y M EFR FH+ R MY R (Xanthomonas campestris) .

IR X MYILR (Epicoccosirus nematosorus) . T E IO

AOYILA 2T MNARS R (Epicoccosirus nematosperus) . TH¥FtOkS

L £/t 52X (Exserohilum monoseras) . KLZZXLS E/E5ZX (Dr
echsrela monoceras) RED LD ICHEMICHTET 2 & TRENZETRT &

INTWsHD,

AEBPICRZEEMOESE LWEHKE LT, LTFTOEDOHEIFLN S,

(1) RIEB—M=X (1) . RT"AXTEHRINTELIWVWTI DI, Ci -7
WHFILXIEC, -7 AXTCH - TILFILTHY ; RZBVKFREREF. C, -
s PIFI. Co-6TIT =i, Co-e7IbF DIV, XTEEINTHLWN
VI, YT/ Ci_¢7IFI, —(CRaRP) —C(O)RSs, —(CR=2R?Y),
—S0,—-R&XiE—(CR2R®),—Y—R7THY ; R3NC, - ¢ FILF I,
Co-67 =i, Co-sFIF=Ib. Cr-e/NAF7ILFIL, C3-6>70
TIVEILC, - 7IFI, XTEBRINTELWTIZZIXIZC, -7/
FUC, - gTIFILTHY ; R4DCy-sTIFI, Co-TILHr =i, C,
e FIFZI, Ca-g¥yOFILFI, Ci-gTIFICs-,20O070L
FIb, XTEHRINTELWT DI, XTERINTELWTFTIFI, X
TERINTHLIWATOR, XTERINTELWARYIIXIF—CH,—
Y—C,-67ILFILTHY ; REMNC, - 7ILFI, C,-¢/NOTIFI,
XTERINTHIWI )b, XTERINTHLIWTIZ/F2, XTE
BINTHELWUATOR, C,-,7NaAFY. Cy-sT7ILFILFA, VC, -
s TIVFILTI/XIEC, - 7INAFTCH - TIFILTHY ; REHC, -4
TIFLNEXTEBBRINTELWTZZALTHY ; R7HC, - ¢ TILFI,
Ci-e/NOTIFI, Ci-c7IAFTC,-sT7IFI, XTEHRINTE
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WT Iz, Ci-gT7IFILAILKRINL, Cy-sTILIAFTHILKRZILX
EC5 - AFLFILAFIHILRZIILTHY ; ANCHIIIEBRRFT
HY ; RaRURPHAZFNEFNMHIZL T, KREFXIZC, - 7IFILTHY

s XOBIANOFVRERTF. Cr-e7IFI, Co-sF7IFZI, C3-4>07
WEI, Ci-67IaAFT, Cr-TIFIFA, Ci-cTILFILARILT 4
=, Ci-gZIFILRIKZIL, Ci-s/NATILFI, C,-c/NAFILT
F.Chr-eNOATILFILFA, ZbOXIET T/ THY ; YHIEBERRFX
BMERTTHY ; WHBRFETFTHY ; WHABRRFXXIIMERFTH
Y nA0, 1XIF2THDHRIEBHERIE 1 ICEHDILEMXIEEDIE,

(2) giEB—M=X (1) . RTAXTEBRINTELIWVWTI DI, Ci -7
WEI, Co-67IHT I, Co-s7IFZI, Cs-6>oO7IFILXIE
Ci-e/NOATIFITHY ; R2ZHBKRRF. Ci-6F7IFI, Cr-s7Ib
T2, Co-e7F I, Cs-6>270FIFI, Cq-e/NOFIFI,
Co-6/NATWLTZI, CoL-e/NATILFZI)L, Cs-¢/NA270OF7IFIL
 XTE#RINTHLIWT 2oL, XTERINTELIWATOR, XTE
BINTHELWRY I, YT /C_¢T7IFI, —(CR2RP),—C(O)R
5, —(CR2R®»),—S0,—R8XE—(CR=2RP), —Y—-R7THY ; R3H
Ci-6F7IFI, Cr-67IHTZI. Cr-67IFZI, Cs-c>2O7IN
FIb. Cr-6eNAFILFIXEXTERINTHELIWVWTIZZLNTHY ; R4
KERF, C,-gT7IFI, Co-g7ITZi, Co-g7ILFZ)L, C,-g4
>onF7IIFIL, Cr-e/NATFIFI, C,o-e/NOFIMTZIb, XTEHRX
NTHLVWT oL, XTERINTELIWTIFIL, XTEBRINTH L
WAT OB, XTEBRINTHELWARYIUIRXIE—CH,—Y—-C,-47ILF
WTHY ; RSMNC, - FIFI, C,-¢/NOFILFI., XTBEBRINTEL
W7 TZ)b, XTEBRINTHELIWTI T/ FI, XTEBRINTHELIVWAT
OB, C,-¢7NaF>, Cr-6TIFILFA, JC,-T7IFILTI/X
IEC, - 67N OAFIC, - TIFILTHY ; REAC, - T7IFI, Ci -5
NOTILFIL, XTERINTELWI D), XTERINTELIWAT
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OBRXIEVC, - PILFILTI/THY ; RTEC, - 7IFI, Cq -6/
OF7IFI, XTEBRINTELIWTI DI, Ci - ¢ 7ILFILAILKRZILX
WBC -6 7IIFTAHIKRZINTHY ; ANCHXIBIEREREFTHY ; R2 K
VReABEZNTFNMHILL T, KERFRXIEC, - FIFILTHY ; XHnNOHF
VEREF. Cr-6TIFI, Co- T, Co-6T7IFII, Cs-6¥
SATILFI, Cr-gFIaAFS, Cr-nNOFIFIL, C, -/ NOFILT
2. Chr-67IFIFA, Ci-g7IFIRAINKI)N, ZbO, YT /X
B2 THY ; YHIRRFEFXIIMERFTHY ; W HBRERETF XN
HEFTHY ; WHABRRRFXIIMERFTHY ; nHOXE 1 THBILE
ML E DB,
K EH!

RICAFKPBOERH ZEHT 20 AFEBIFIINLICREINDSHDTIE
B\, £T. AFEBICKRZEEMOENRBIZEHEHT 5,

=3 d
4-(2-7087xZ))-2-XFI-N-(1-XFI-1TH-F+ZV—)
-5-4)-3,5-YFFY-2,3,45-FhSRO-1,2,4- )T -
6-HILRFHI R ({bEHINo. 1-23) DEK

4-(2-7OA7xTZ))-2- AF)-3,5-VFFY -2,3,45-F 5k
FO-1,24- b)) 7Py -6-AIKRVEE (200 mg) & 0O0KRINL (2 ml
) DREABREZEBIEL, ZTIICERTE/EAFTH UL (120 wl) RUDMF (1
) AMA T, 3EEBH LA, 700FRILAEREOEILAFH I ERE
TEELAER. BEET7EM MY B nl) ITAMLE, FIIKT - XF)
-MH-FrSY—=I-5-T3IV (140 mg) RUEYTY (170 wl) #MA
T. 4709 —7%AWVWTI3NCT, 4608 L, RIGKRICKZMA
f=t&. IN HOLKZ i A CTpH1~2ICEAEE L. TOBERZHFEE T FI)L THH L
. BB ZRANMBIREK TS, EKRES MY D LTRER BEZRET
BELL, BBEEANTYY EBIFIIL=1:1T%%EL. BNY (211 ng)
EEAEGHE LTEL,
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H-NMR (300 MHz, CDCl,) 11.03 (brs, 1H), 7.67-7.62 (m, 1H), 7.58-7.46
(m, 2H), 7.33-7.29 (m, 1H), 4.08 (s, 3H), 3.96 (s, 3H).

a2

IFNM@A-2-7007x22)b)-2-AXAFIV-3,5-IAFFY -2,3,45-F
Sk RO-1,24- M) T7PY-6-AIKRZI) A-AFI-TH-FKS
V=L -5-4)AIINA =k ({EEHIN0.3-18) DERK
4-2-7007xZ0)-2-XFI-N-(1-XFI-1TH-F+ZY—
I=-5-4J))-3,5-IUFFxY-2,3,45-FrSERrO-1,24- NYTIY
-6-AIRFHIR (150 mg) &MLV (4.1 ml) OEERBEREBHEL
CEJIKEERTIFNIOQKRILA—F (80 wl) RCEYTY (70 wl)
ZMA T, ABEBH L, RIBRICKZMATHBIFILTHE L, B
BEBENAIEKTHESEL. |BKWMEBF N DV ALATERR FEELRETS
Lice BEZAZLI/AYNIZT4— (NTHY HEBETFIL=1:2) T
BEL., Bm (80 ng) ZE|EEKE LTHL,

'H-NMR (500 MHz, CDCly) 7.60 (d, J=6.5 Hz, 1H), 7.50-7.44 (m, 2H), 7.28
(d, J=6.5 Hz, 1H), 4.31-4.20 (m, 2H), 3.97 (s, 3H), 3.80 (s, 3H), 1.
21-1.19 (m, 3H).

a3
1-(4-@2-2007z=Z0)-2-AFI-N-(I-AFI-1TH-F+3Y
— L -5-4J)-3,5-CFFY-2,3,45-FrSERO-1,2,4- NYTY
V-b-ANRFYIR)IFIIFILALRET—L ({EEHN0.3-39) DERK
4-2-7007xZ0)-2-XFI-N-(1-XFI-1TH-F+ZY—
I=-5-4J))-3,5-IUFFxY-2,3,45-FrSERrO-1,24- NYTIY
-6-AIARFHIR (150 mg) &F7Eh=RMYJIL (4 nl) OEEBEREIBI
L. ZZICERTI - 200 FILIFILAILRRT—b (120 wl) RUKEE
AL (120 mg) ZMMA T, BFEMBER LUlce RWRICK %M A TEFER
IFILTHELE BREEZHNRIEKTESEL. BKMEFT M) U LT
1B2%. BAEEZBRETEE L BBEHSLI/AXNITZ 74— (NTHY
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[0053]

[0054]

R T FIL=1:2) THREL. BWY (70 mg) ZHRMEE LTHE,
EHf 4
4-(2-7007xZ))-2-AF)I-N-(1-AFI-1H-1,2,4- NU 7
V= -5-4I)-3,5-UFF*Y-2,3,45-FrSkRO-1,2,4- N7
TV -6-HAIRFHI R (IEEWN0. 2-23) DERK
4-(2-7OA7xTZ))-2- AF)-3,5-VFFY -2,3,45-F 5k
FO-1,24- b)) 7Py -6-AIKRVEE (287 mg) &v0O0KRINL (2 ml
) DREABREZEBIEL, ZTIICERTE/EAFTH YL (170 wl) RUDMF (1
) AMAT. 25EB® LA, 700FRILAEREOELAFH ) ILERE
TEELAER. BEET7EM MY B nl) ITAMLE, FIIKT - XF)
v (200 mg) RUE) TV (250 wl) =M%
T. ’47079x—7ZBWVWTI3CT. 1REBHE L, RISRICKZMA
7=#%%. IN HCLAKZMNA TpH1 ~2ICEREE Lz, ZOBREFETFII THEL
. BEMEZRAMRIREKTHRS, BKEES )DL TREER BEELRERET
BELL, BBEEANTYY EBIFIIL=1:1T%%EL. BNY (174 ng)
EEAEGHE LTEL,

'H-NMR (300 MHz, CDCLly) 7.81 (s, 1H), 7.66-7.61 (m, 1H), 7.54-7.48 (m,
2H), 7.33-7.28 (m, TH), 3.94 (s, 3H), 3.86 (s, 3H).

a5

2- 49— v )—TFIN-4-2-007zZ))-N-(1-XFJL-1H -
ThSY—=I-5-4J))-3,5-TFFYV-23,45-Fh>krO-1,2,4-
)72V -6-AIRFHIR (bEYNo. 1-277) DERK

2-49—> v Y—TFN-4-2-/007x=))-3,5-TFFY-2,3,4
,5-FhZERO-1,24- N7V -6-HIRVER (150 mg) & OO
AL (2.0 nl) OREBREERL, TIICERTELEAIFY YL (80
) XOUDMF (1) ZmA T, 26EBH L, 700FRIL A EBREIORLS
FHVIEZRBETBE LR, REEZT7EM=MYIL B0 nl) (B LE
o TN -XFI-MH-F ISV =I-5-TIY (92 mg) RVEY IV (

-MH-~YT7YV =L -5-7

i
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[0055]

[0056]

110 wl) ZMAT. Y4209 x—TZHAWVWTICT. 460HBHL
RIS IN HCUKARIC AN, ERTIODEFE LA, TOBRKREZREBAL T, &
1B LERY (150 ng) Z\EEKE LTHL,

'H-NMR (300 MHz, CDCL;) 11.01 (br s, 1H), 7.66-7.61 (m, 1H), 7.56-7.46
(m, 2H), 7.36-7.30 (m, 1H), 4.08 (s, 3H), 1.73 (s, 9H)).

a6
1-Q2-4—>v)—=TFI-4-Q2-v007x=)b)-N-(1-XF)-1
H-F K35V —=IL-5-4JL)-3,5-YF4FY-2345-Fr5kkO-1,2
A- N TIY-6-AIVRFFIR)IFNIFILAILRR— ({EEHNo.
3-171)

2-9—>%)—TFN-4-2-7007x=))-N-(-XFJ)L-1H
- T MY = -5-4J))-3,5-TAFFYV-2,3,45-Fh>krkO-1,2,4
-MNY)TOYV-6-AIARFHIR (110 mg) &F2 LY (5nl) ORERS
WAEBEL, TJIIKERTI - 700 FILIFILANLKRET—L (124 mg) .
REAY DL (113 mg) RGIAVIEAY DL (14 mg) ZH0A T, 3EFEIIZER
BR LU, RIBRICKEMACEBIFIIL CHE Lk, BEZHENERIEK
THEL, BB M) D LTRER BEEZBEETEELE BEEAD
SLVARKNTZT74— (NTHY BRI FIN=2:3) THEEL. BMNY

(77 mg) ZMRME & L THL,

RIS, ARERPICHEDIEEMORKRBZE 1 RNSFEIRICEITE, Inbd
Db EMIE. RIEEEMRBISWERIRE L@~ DREFEICETWTERT %
TENTED, BIRHMLEIRHP, YERICEHOBERRSR (C) &R
L. MREGEEHINTUWBIEEMEENSDH-NRZRY MLTF—4 584K
LB 5, W, B1RHOOELRD. No IHLEMBSETT, T, KT,
Meld X FILE%, EHIXIFIE%E, n-Prid /LI 7OEILESE, i-Prido
V7OEIE%, nBuld IV TFIVE%, s-Buldthv S ) —TFILE
Z. i-BuldA VT FINEE, t-Buldd— v ) —TFILE%, n-Hexld /I~
WAFVIEE NpIERARYFIVEE, cPriz> o070 E%, c-Bu
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o 7a7FNER, cPenld v/ ORYFIIEE, c-HexidvvOnFol
E#&, c-Hepld¥ v O~NTFINEAE, c-Octiz/OF I FIESE, PhizTx
ZIVE % BnENV VW EEELATRT, Floo  (3-CF)PhIE3ALICCR AN EH L
7z EERL, (2,3-CLOPNI2M KR UBMICCIAEBI L A7 I E%E
= L. (2-Cl-6-CF)Phid26LICCIANEH# L, 6GLICCR A B LT T I E%
KL, QCOBNEIRVEVERD2MICCIABRLARVYILEERL, HHOR
FRODEEHD CNICEL B,
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—E (I —1)

N’I’\I‘P QW

oy
U N\N,&WZ
R3

FlR

No. R R? R whowe | etk
1-1 Me Me H O @]

1-2 Me Me Me O O

1-3 Me Me Ft O O

1-4 Me Me n—Pr O @]

1-95 Me Me i-Pr 0 O

1-6 Me Me n-Bu O O 185-186
1-7 Me Me s—Bu O O

1-8 Me Me i-Bu O O

1-9 Me Me t-Bu O @]

1-10 Me Me n—Hex O O

1-11 Me Me CH,CH=CH, O O 204-205
1-12 Me Me CH,C=CH 0 0 227-228
1-13 Me Me c—Pr 0 O

1-14 Me Me ¢-Bu O O

1-15 Me Me ¢—Pen O O 183-184
1-16 Me Me ¢c—Hex O @] 235-237
1-17 Me Me c—Hep O @] 231-232
1-18 Me Me ¢—Oct O O

1-19 Me Me CCls 0 0

1-20 Me Me CH,CF, 0 0

1-21 Me Me CH,C=CHCH,Cl O O

1-22 Me Me Ph 0 0O NMR
1-23 Me Me {2-CDPh 0 O 217-220
1-24 Me Me {3-CDPh 0 O 196-198
1-25 Me Me {4-ChPh 0O |0

1-26 Me Me {2-F)Ph O O 218-219
1-27 Me Me {3-F)Ph 0 0 216-217
1-28 Me Me {4-F)Ph 0 0 204-205
1-29 Me Me {2-Br)Ph 0 0O 221-223
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F1EROFE
No. R! R® R* WO WP | e
1-30 Me Me {3-Br)Ph O |0
1-31 Me Me {4-Br)Pn O |0 |261-262
1-32 Me Me {2-Me)Ph 0 O 194-195
1-33 Me Me {3-Me)Ph 0 O
1-34 Me Me {4-Me)Ph 0 |0
1-35 Me Me {2-OMe)Ph 0O |0 254-255
1-36 Me Me {3-OMe)Ph O |0
1-37 Me Me {4-OMe)Ph 0O |0o
1-38 Me Me {2-CF,Ph O |0 196-199
1-39 Me Me {3-CF,Ph O |0 |204-205
1-40 Me Me {4-CF,)Ph O |0 |265-266
1-41 Me Me {3-NO,)Ph 0O |0 192-193
1-42 Me Me {3-NO,)Ph 0O |0 182-183
1-43 Me Me {4-NO,)Ph 0O |0
1-44 Me Me {2-CN)Ph O |0 |235-236
1-45 Me Me {3-CN)Ph O (O
1-46 Me Me {4-CN)Ph 0O |0
1-47 Me Me {2-OCF,)Ph 0 O 177
1-48 Me Me (3-OCF,)Ph 0O |0
1-49 Me Me {(4-OCF;)Ph 0 |0
1-50 Me Me (2,3-CL)Yph O |0 |214-215
1-51 Me Me (2,4-CL)YPh O |0 179-180
1-52 Me Me {2,5-Cl,)Ph 0O |0 253-254
1-53 Me Me (2,6-CL)Ph 0O |0 |215-216
1-54 Me Me {2,3-F,)Ph O |0
1-55 Me Me {2,4-F,)Ph 0 O
1-56 Me Me (2,5-F,)Ph O |O
1-57 Me Me {(2,6-F,)Ph 0O |0 190-191
1-58 Me Me (2,3-Me,)Ph 0 O
1-59 Me Me {2,4-Me,)Ph O |0
1-60 Me Me {(2,5-Me,)Ph 0 O
1-61 Me Me {(2,6-Me,)Ph O |0 275-276
1-62 Me Me {2-Ph)Ph O |0

[0059]
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B1ROBE
No. R! R® R Wt wE | i
1-63 Me Me (2,3-OCF,)Ph O |0
1- 64 Me Me (2,4-OCF;)Ph O |0
1-65 Me Me (2,5-OCF,)Ph 0 o)
1- 66 Me Me (2,6-OCF,)Ph O |0
1-67 Me Me (3,4-Cl1,)Ph 0 o)
1-68 Me Me (3,5-Cl,)Ph O |0
1-469 Me Me (3,6-Cl,)Ph O |0
1-70 Me Me (3,4-F,)Ph 0 9
1-71 Me Me (3,5-F,)Ph O |0
1-172 Me Me (3,6-F,)Ph O |0
1-73 Me Me (3,4-Me,)Ph 0 0
1-74 Me Me (3,5-Me,)Ph O |0
1-175 Me Me (3,6-Me,)Ph O |0
1-76 Me Me (3,4-OCF,)Ph O |0
1-77 Me Me (3,5-OCF,)Ph O |0
1-178 Me Me (3,6-QCF,)Ph O |0
1-179 Me Me (2-SMe)Ph 0 O 229
1-80 Me Me (3-SMe)Ph O |0
1-81 Me Me (4-SMe)Ph O |0
1-82 Me Me (2-SO,Me)Ph O |0 |225-226
1-83 Me Me (3-SO,Me)Ph O |0
1- 84 Me Me (4-SO,Me)Ph O |0
1-85 Me Me (2-Cl-6-CF,)Ph O |0 | 207-208
1-86 Me Me (2-Cl-6-Me)Ph O |0 |230-231
1- 87 Me Me (2,4,6-Cly)Ph 0O | O | 244-245
1-88 Me Me Bn O |0 |207-208
1-89 Me Me (2-Cl)Bn O |0
1-90 Me Me (3-CDBn 0 )
1-91 Me Me (4-CD)Bn O |0
1-92 Me Me (2-F)Bn O |0
1-93 Me Me (3-F)Bn 0 )
1-94 Me Me (4-F)Bn O O

[0060]




WO 2014/126070 PCT/JP2014/053098
[#4]
1 ROBE
No. R! R® R Wt wE | i
1-95 Me Me (2-Me)Bn O O
1-96 Me Me (3-Me)Bn @) O
1-97 Me Me {(4-Me)Bn ) O
1-98 Me Me (2-CF;)Bn 0 O
1-99 Me Me (3-CF,)Bn 0O |0
1-100 |Me Me (4-CF,)Bn 0O |0
1-101 |Me Me (2-OMe)Bn 0O |0
1-102 |Me Me (3-OMe)Bn 0O |0
1-103 | Me Me (4-OMe)Bn 0O |0
1-104 |Me Me (2-NO,)Bn 0O |0
1-1056 |Me Me (3-NO,)Bn 0 0
1-106 |Me Me (4-NO,)Bn O |0
1-107 |Me Me (3-CN)Bn 0 |0
1-108 |Me Me (4-CN)Bn 0O |0
1-109 |Me Me (2-OCF,)Bn 0O |0
1-110 |Me Me (3-OCF4)Bn 0 |0
1-111 |Me Me (4-OCF,)Bn 0O |0
1-112 | Me Me (2,3-CL)Bn 0O |0
1-113 | Me Me (2,4-CL)Bn 0 |0
1-114 |Me Me (2,5-CL)Bn 0O |0
1-115 |Me Me (2,6-Cl,)Bn O |0
1-116 |Me Me (3,4-CL)Bn 0 |0
1-117 |Me Me (3,5-Cl,)Bn 0 0
1-118 |Me Me (3,6-CL)Bn 0O |0
1-119 |Me Me CH,OMe 0O |0
1-120 |Me Me CH,OE: 0O |0
1-121 | Me Me CH,O{(n-Pr) 0 O
1-122 |Me Me CH,O{-Pr) 0O |0
1-123 | Me Me CH,SMe O |0 |157-158
1-124 |Me Me CH,SEt 0O |0
1-125 |Me Me CH;S{n-Pr) 0 0

[0061]




WO 2014/126070 PCT/JP2014/053098
[5R5]
1RO X
No. R R R* W W | Atk
O,Me
1-126 | Me Me N O |0 |21
Ao ve
Q
1-127 | Me Me O) O |0 |NMR
1-128 | Me Me /ﬂijL O |0
N Cl
Cl ~-CF3
1-129 | Me Me | O |0 |NMR
N
1-130 | Me Me O | O |NMR
% CF3
1-131 | Me Me - O |0 |154
N
1-132 | Me i-Pr Ph O |0 |268-269
1-133 | Me i-Pr (2-ClyPn O |0 |215-216
1-134 | Me i-Pr {(2-F)Ph O |0
1-135 | Me i~Pr {2-Br)Ph O |0 | 216217
1-136 | Me i-Pr {2,6-F,)Ph O |0 |218-219
1-137 | Me i-Pr (2,6-Cl)Ph O |0 |228-229
1-138 | Me Ph Ph O |0 |267-268
1-139 | Bt Me Ph O |0
1-140 | CH,CH=CH, Me Ph O |0
1-141 |Pn Me Ph O |0
1-142 | Me Me Me O |5 214-215
1-143 | Me Me Ph O |s 278
1-144 | Me Me (2-Cl}Pn O S
1-145 | Me Me Ph S 5
1-146 |CH,CH,OCH, |Me (2,6-Cl,)Ph O |0 |189-190
=
1-147 | Me Me L O |0 |20
|
1-148 | Me Me Q 270
1-149 | Me Me {(2-SOMe)Ph O |0 |22
1-150 |Ph Me (2,6-CL,)Ph O |0 |211-213

[0062]
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1RO E
No. R R R* W WE | bt
1-151 |Me Me (2-C=CH,)Ph 0O [0 |195
1-152 | Me Me (2,6-Br,)Ph O |0 |250-251
1-153 | Me Me {(2-Cl-5-Me)Ph O |0 |261-262
1-154 |Me Me (2—-c—Pr)Ph O |0 |253-255
1-155 |Me Me (2-SCF,)Ph O |0 |204-205
1-156 |Me Me (2-OCHF,)Ph O |0 |199-200
1-157 |Me Me (2-Cl-6-CN)Ph O |0 |289
1-158 | Me Me (2-Cl-4-Br-6-OCF,)Ph O |0 |103-105
1-159 | Me Me (2-Me)c-Hex O |0 |203-204
1-160 |Me Me (2-Cl-6-OCF,)Ph O |O |NMR
1-161 |Me CH,CH=CH, (2-CDPh O |0 |205-206
1-162 | Me CH,C=CH (2-CDPh O |0 |200-202
1-1863 | Me CH,CH,0CH, | {2-CDPh O |0 |209-211
1-164 |Me CH,CF, (2-CDPh O |0 |209-211
1-165 |Me CH,{c-Pr) (2-CDPh O |0 |231-234
1-166 |Me Ph Et O |0 |196-197
1-167 |Me Et (2,6-CL,)Ph O |0 |198-199
1-168 |Me Et (2,6-Br,)Ph O |0 |NMR
1-169 | Me i-Pr (2,5-Cl,)Ph O |0 |250-251
1-170 | Me i-Pr (2,4-Cl,)Ph O |0
1-171 | Me i-Pr (2,3-CL)Ph 0O |0
1-172 | Me i—Pr (3-CDPh o |0
1-173 | Me i-Pr (4-CD)Ph o |0
1-174 | Me i-Pr (3-F)Ph O |0 |274-275
1-175 | Me i-Pr {(4-F)Ph O |0
1-176 | Me i-Pr (2,5-F,)Ph 0o |0
1-177 | Me i-Pr (2,4-F,)Ph 0o |0
1-178 | Me i-Pr (2,3-F,)Ph 0O 10
1-179 | Me i-Pr {(2-OCF,)Ph O |0 |203-205
1-180 |Me i-Pr (3-OCF,)Ph O |0
1-181 |Me i-Pr (4-OCF,)Ph 0O |0
1-182 | Me i-Pr (2-CF.)Ph O |0 |242-243
1-183 | Me i-Pr (3-CF,)Ph o |0
1-184 |Me i-Pr {(4-CF,)Ph O |0
1-185 |Me i-Pr (3-Br)Ph O |0

[0063]
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B 1ROfE

No. R! R R* W W |
1-186 Me i-Pr (4-Br)Ph 0] 0]
1-187 Me i—Pr (2-Me)Ph O 0]
1-188 Me i-Pr (3-Me)Ph O 0O
1-189 Me i-Pr (4-Me)Ph O 0]
1-190 Me i-Pr (2-OMe)Ph O O
1-191 Me iPr (3-OMe)Ph 0 0
1-192 Me iPr (4-OMe)Ph 0 0
1-193 Me i-Pr (2-NO,)Ph O O
1-1%4 Me i—Pr (3-NO,)Ph 0 0
1-195 Me i-Pr (4-NO,)Ph O 0]
1-196 Me i-Pr (2-CN)Fh O O
1-197 Me i-Pr (3-CN)Ph 0] 0]
1-198 Me i—Pr (4-CN)Ph 0] 0]
1-199 Me i-Pr (2,3-Me,)Ph O 0]
1-200 Me i-Pr (2,4-Me,)Ph O 0]
1-201 Me iPr (2,5-Me,)Ph 0 0
1-202 Me i-Pr (2,6-Me,)Ph 0 0
1-203 Me i-Pr (2-C1-6-Me)Ph O O
1-204 Me i-Pr (2-C1-5-Me)Ph O O
1-205 Me i-Pr (2-Cl-4-Me)Ph O 0]
1-206 Me i-Pr (2-Cl-3-Me)Ph O 0]
1-207 Me i-Pr (2-Cl-6-Br)Ph 0] 0]
1-208 Me i-Pr (2-Cl-5-Br)Ph 0] 0]
1-209 Me i-Pr (2-Cl-4-Br)Ph O 0]
1-210 Me i-Pr (2-C1-3-Br)Ph O 0]
1-211 Me i-Pr (2-Cl-6-F)Ph 0] 0]
1-212 Me iPr (2-Cl-5-F)Ph 0 0
1-213 Me i-Pr (2-Cl-4-F)Ph O O
1-214 Me i-Pr (2-CI-3-F)Ph O O
1-215 |Me i-Pr (2-Cl-6—c-Pr)Ph O @]
1-216 |Me i-Pr (2-Cl-5—¢c-Pr)Ph O @]
1-217 Me i-Pr (2-Cl-4—c-Pr)Ph O O
1-218 Me i-Pr (2-Cl-3-¢-Pr)Ph 0] 0]
1-219 Me i-Pr (2-Cl-6-OCF,)Ph O O
1-220 Me i-Pr (2-Cl-5-OCF,)Ph O 0]

[0064]
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[58]

B 1ROfE

No. R! R R* W W |
1-221 Me i-Pr (2-Cl-4-OCF,)Ph 0O 0O
1-222 Me i-Pr (2-C1-3-OCF;)Ph O O
1-223 Me i-Pr (2-CI-6-CF,)Ph 0] 0]
1-224 Me i-Pr (2-Cl-5-CF)Ph 0] O
1-225 Me i—Pr (2-Cl-4-CF,)Ph 0 O
1-226 Me i-Pr (2-Cl-3-CF,)Ph O O
1-227 Me iPr (2-Br-6-Me)Fh 0 0
1-228 Me i-Pr (2-Br-5-Me)Ph O O
1-229 Me i—Pr (2-Br-4-Ms)Ph 0 0
1-230 Me i-Pr (2-Br-3-Me)Ph O 0]
1-231 Me i-Pr (2-Br-5-CDFh O O
1-232 Me i-Pr (2-Br-4-CDPh 0] 0]
1-233 Me i—Pr (2-Br-3-CDPh 0] 0]
1-234 Me i-Pr (2-Br-6-F)Ph O 0]
1-235 Me i-Pr (2-Br-5-F)Ph O 0]
1-236 Me iPr (2-Br-4-F)Ph 0 0
1-237 Me i-Pr (2-Br-3-F)Ph 0 0
1-238 [Me i-Pr (2-Br-6-c-Pr)Ph @) @)
1-239 |[Me i-Pr (2-Br-5-c-Pr)Ph @) @)
1-240 |Me i-Pr (2-Br-4-c—Pr)Ph O @]
1-241 Me i-Pr (2-Br-3-c—Pr)Ph O @]
1-242 Me i-Pr (2-Br-6-0OCF;)Ph 0] 0]
1-243 Me i-Pr (2-Br-5-0OCF,)Ph 0] 0]
1-244 Me i-Pr (2-Br-4-OCF;)Ph O 0]
1-245 Me i-Pr (2-Br-3-OCF,)Ph O 0]
1-246 Me i-Pr (2-Br-6-CF3)Ph 0] 0]
1 - 247 Me iPr (2-Br-5-CF,)Ph 0 0
1-248 Me i-Pr (2-Br-4-CF;)Ph O O
1-249 Me i-Pr (2-Br-3-CF,)Ph O O
1-250 Me i-Pr (2-Me-5-Cl)Ph O 0]
1-251 Me i-Pr (2-Me-4-CDPh O 0]
1-252 Me i-Pr (2-Me-3-CDPh O O
1-253 Me i-Pr (2-Me—5-Br)Fh 0] 0]
1-254 Me i-Pr (2-Me-4-Br)Ph O O
1-255 Me i-Pr (2-Me-3-Br)Ph O 0]

[0065]
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[%9]

F1ROpEE

No. R R R W W |
1-256 Me i-Pr (2-Me—6-F)Ph 0O 0O

1-257 Me i-Pr (2-Me—5-F)Ph 0] 0]

1-258 Me i-Pr (2-Me—4-F)Ph 0] 0]

1-259 Me i-Pr (2-Me-3-F)Ph O O

1-260 |Me i-Pr (2-Me—8-c-Pr)Ph 0 0

1-261 Me i-Pr (2-Me—5-¢-Pr)Ph O O

1-262 |Me i-Pr (2-Me—4-¢c-Pr)Ph O O

1-263 Me i-Pr (2-Me-3-c-Pr)Ph O O

1-264 Me i—Pr (2-Me—-6-0OCF,JPh @] 0

1-265 Me i-Pr (2-Me—-5-OCF;)Ph O O

1-266 Me i-Pr (2-Me—4-OCF;)Ph O O

1-267 Me i-Pr (2-Me-3-OCF;)Ph 0] 0]

1- 268 Me i-Pr (2-Me—6-CF,)Ph 0] 0]

1-269 Me i-Pr (2-Me-5-CF;)Ph O O

1-270 Me i-Pr (2-Me-4-CF,)Ph O O

1-271 Me i-Pr (2-Me—3-CF3)Ph 0 0

1-272 Me t-Bu Ph O 0 272-274
1-273 Me t-Bu (2,6-CL)Ph 0] 0] 2bb—-256
1-274 Me t-Bu (2,5-Cl,)Ph 0] 0] 258-260
1-275 Me t-Bu (2,4-CL)Ph O O 239-240
1-276 Me t-Bu (2,3-CL)Ph O O 265-267
1-277 Me t-Bu (2-CDPh 0] 0] 2h9-261
1-278 Me t-Bu (3-CDPh 0] 0] 152-154
1-279 Me t-Bu (4-CD)Ph O O 207-210
1-280 Me t-Bu (2-F)Ph O O 264-266
1-281 Me t-Bu (3-F)Ph 0] 0]

1-282 Me t-Bu (4-F)Ph 0 0

1-283 Me t-Bu (2,6-F,)Ph 0] 0] 237-240
1-284 Me t-Bu (2,5-F,)Ph 0] O

1-285 | Me -Bu (2,4-F,)Ph o |o

1-286 | Me t-Bu (2,3-F,)Ph o |o

1 - 287 Me t-Bu (2-OCF,)Ph O O 223-226
1-288 Me t-Bu (3-OCF,)Ph 0] 0]

1-289 Me t-Bu (4-OCF;)Ph O O

1-290 Me t-Bu (2-CF,)Ph O O 226-227

[0066]
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1-291 |Me t-Bu (3-CF.)Ph 0O |0

1-292 | Me t-Bu (4-CF,)Ph o |0

1-293 |Me t-Bu {(2-Br)Ph O |0 |250-252
1-294 |Me t-Bu (3-Br)Ph 0O |o

1-295 |Me t-Bu {(4-Br)Ph O |0

1-296 |Me t-Bu (2-Me)Ph O |0 |230-232
1-297 | Me t-Bu (3-Me)Ph 0o |0

1-298 Me t-Bu {4-Me)Ph O 0

1-299 |Me t=Bu (2-OMe)Ph O @)

1-300 |Me t-Bu (3-OMe)Ph O O

1-301 |Me t-Bu {(4-OMe)Ph o |0

1-302 |Me t-Bu (2-NO,)Ph o |0

1-303 |Me t-Bu (3-NO,)Ph o |0

1-304 |Me t-Bu (4-NO,)Ph 0O |o

1-305 |Me t-Bu (2-CN)Ph 0O |o

1-306 |Me t-Bu (3-CN)Ph 0o |0

1-307 |Me t-Bu (4-CN)Ph 0o |0

1-308 |Me t-Bu (2,3-Me,)Ph o |0

1-309 |Me t-Bu (2,4-Me,)Ph O |0 |200-202
1-310 |Me t-Bu (2,5-Me,)Ph O |0 |260-262
1-311 |Me t-Bu (2,6-Me,)Ph O |0

1-312 |Me t-Bu (2-Cl-6-Me)Ph O |0 |250-256
1-313 |Me t-Bu (2-Cl-5-Me)Ph O |0 |280-281
1-314 |Me t-Bu (2-Cl-4-Me)Ph O |0 |205-210
1-315 |Me t-Bu (2-Cl-3-Me)Ph 0O |o

1-316 |Me t-Bu (2-Cl-6-Br)Ph 0o |0

1-317 | Me t-Bu (2-Cl-5-Br)Ph 0o |0

1-318 |Me t-Bu (2-Cl-4-Br)Ph 0O |0

1-319 |Me t-Bu {(2-Cl-3-Br)Ph 0O |0

1-320 |Me t-Bu (2-Cl-6-F)Ph 0O |o

1-321 |Me t-Bu (2-Cl-5-F)Ph 0O |o

1-322 | Me t-Bu (2-Cl-4-F)Ph O |0

1-323 |Me t-Bu (2-Cl-3-F)Ph o |0

1-324 |Me t-Bu (2-Cl-6-c-Pr)Ph 0O |o

1-325 |Me t-Bu (2—-Cl-5-c-Pr)Ph 0O |o




WO 2014/126070 43 PCT/JP2014/053098

[&11]

F1ROpEE

No. R! R R* W WE | bt
1-326 |Me t-Bu (2-Cl-4-c-Pr)Ph 0o |0

1-327 |Me t-Bu (2-Cl-3-¢-Pr)Ph 0 |0

1-328 |Me t-Bu {(2-Cl-6-OCF,)Ph O |0

1-329 |Me t-Bu {(2-Cl-5-OCF,)Ph O |0

1-330 |Me t-Bu {(2-Cl-4-OCF,)Ph 0o |0

1-331 |Me t-Bu (2-Cl-3-OCF,)Ph 0o |0

1-332 |Me t-Bu (2-Cl-6-CF,)Ph 0o |0

1-333 |Me t-Bu {(2-Cl-5-CF,)Ph o |0

1-334 | Me t-Bu {(2-Cl-4-CF,)Ph o |0

1-335 |Me t-Bu {(2-Cl-3-CF,;)Ph 0o |O

1-33 |Me t-Bu (2-Br-6-Me)Ph o |0

1-337 | Me t-Bu (2-Br-5-Me)Ph 0 |0

1-338 |Me t-Bu (2-Br-4-Me)Ph O |0 |216-217
1-339 |Me t-Bu (2-Br-3-Me)Ph O |0

1-340 | Me t-Bu (2-Br-5-CDPh O |0

1-341 |Me t-Bu (2-Br-4-CDPh 0 |0

1-342 |Me t-Bu (2-Br-3-CDPh 0 |0

1-343 | Me t-Bu (2-Pr-6-F)Ph 0O |0

1-344 | Me t-Bu (2-Pr-5-F)Ph 0O |0

1-345 |Me t-Bu (2-Br-4-F)Ph O |0 |235-236
1-346 | Me t-Bu (2-Br-3-F)Ph 0O |o

1-347 |Me t-Bu (2-Br-6-c-Pr)Ph 0O |0

1-348 |Me t-Bu (2-Br-5-¢-Pr)Ph 0O |0

1-349 | Me t-Bu (2-Br-4-c—Pr)Ph 0O |o

1-350 |Me t-Bu (2-Br-3-c—Pr)Ph 0O |o

1-351 |Me t-Bu (2-Br-6-OCF,)Ph 0 |0

1-352 |Me t-Bu (2-Br-5-0OCF,)Ph 0 |0

1-353 |Me t-Bu {(2-Br-4-OCF,)Ph O |0 |223-225
1-354 |Me t-Bu {(2-Br-3-OCF,)Ph 0O |0

1-355 |Me t-Bu (2-Br-6-CF,)Ph 0O |o

1-35% |Me t-Bu {(2-Br-5-CF,)Ph 0O |o

1-357 |Me t-Bu {(2-Br-4-CF,)Ph O |0

1-358 |Me t-Bu (2-Br-3-CF,)Ph 0O |0

1-359 |Me t-Bu (2-Me-5-CDPh 0O |o

1-360 |Me t-Bu (2-Me-4-CDPh 0O |o
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1-361 Me t-Bu (2-Me—3-CDPh 0O 0O
1-362 Me t-Bu (2-Me—5-Br)Fh 0] 0]
1-363 Me t-Bu (2-Me—4-Br)FPh O O
1-364 Me t-Bu (2-Me-3-Br)Ph 0] O
1-365 Me t-Bu (2-Me—6-F)Ph 0 0
1-366 Me t-Bu (2-Me—5-F)Ph O O
1-367 Me t-Bu (2-Me—4-F)Ph O O
1-368 Me t-Bu (2-Me-3-F)Ph O @]
1-369 |Me t-Bu (2-Me—6-c~Pr)Ph O O
1-370 |Me t=Bu (2-Me-5-¢—Pr)Ph O O
1-371 Me t—Bu (2-Me—4—c—Pr)Ph 0 0
1-372 Me t-Bu (2-Me—3-c-Pr)Ph 0 0
1-373 Me t-Bu (2-Me-6-0CF,JPh O O
1-374 Me t-Bu (2-Me-5-OCF;)Ph 0] O
1-375 Me t-Bu (2-Me-4-OCF,)Ph 0] O
1-376 Me t-Bu (2-Me—3-OCF;)Ph O O
1-377 Me t-Bu (2-Me—6-CF)Ph O 0]
1-378 Me t-Bu (2-Me-5-CF;)Ph O O
1-379 Me t-Bu (2-Me-4-CF,)Ph O O
1-380 Me t-Bu (2-Me—-3-CF;)Ph O 0]
1-381 Me s-Bu Ph O O
1-382 Me s—Bu (2,6-CL)Ph 0] 0]
1-383 Me s—Bu (2,5-Cl,)Ph 0] 0]
1-384 Me s—Bu (2,4-CL)Ph O 0]
1-385 Me s—Bu (2,3-Cl,)Ph O 0]
1-386 Me s—Bu (2-CI)Ph 0] 0] 199-200
1-387 Me s—Bu (3-CI)Ph 0 0
1-388 Me s—Bu (4-CDPh O O
1-389 Me s—Bu (2-F)Ph 0] O
1-390 Me s—Bu (3-F)Ph O 0]
1-391 Me s—Bu (4-F)Ph O 0]
1-392 Me s~Bu (2,6-F,)Ph O O
1-393 Me s—Bu (2,5 F,)Ph 0] 0]
1-394 | Me s-Bu (2,4-F,)Ph o |o
1-395 |Me s-Bu (2,3-F,)Ph o |o
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1-396 |Me s-Bu (2-OCF,)Ph 0O |0
1-397 |Me s-Bu (3-OCF,)Ph 0O |0
1-398 |Me s-Bu {(4-OCF,)Ph 0O |0
1-399 | Me s-Bu (2-CF.)Ph 0O |o
1-400 |Me s-Bu (3-CF,)Ph O |0
1-401 |Me sBu (4-CF,)Ph 0 |0
1-402 |Me s-Bu (2-Br)Ph 0 |0
1-403 |Me s-Bu (3-Br)Ph 0O |0
1-404 | Me s-Bu {(4-Br)Ph 0O |0
1-405 |Me s-Bu (2-Me)Ph 0O |o
1-406 |Me s-Bu (3-Me)Ph 0o |O
1-407 |Me s-Bu (4-Me)Ph 0O |0
1-408 |Me s-Bu (2-OMe)Ph 0O |0
1-409 |Me s-Bu (3-OMe)Ph 0O |o
1-410 |Me s-Bu {(4-OMe)Ph 0O |o
1-411 |Me s-Bu (2-NO,)Ph 0 |0
1-412 |Me s-Bu (3-NO,)Ph o |0
1-413 |Me s-Bu {(4-NO,)Ph o |0
1-414 | Me s-Bu {(2-CN)Ph o |0
1-415 |Me s-Bu (3-CN)Ph 0O |0
1-416 |Me s-Bu {(4-CN)Ph 0O |o
1-417 |Me s-Bu (2,3-Me,)Ph 0O |0
1-418 |Me s-Bu (2,4-Me,)Ph 0O |0
1-419 | Me s-Bu (2,5-Me,)Ph 0O |o
1-420 | Me s-Bu (2,6-Me,)Ph 0O |o
1-421 |Me s-Bu (2-Cl-6-Me)Ph 0 |0
1-422 |Me s-Bu (2-Cl-5-Me)Ph 0 |0
1-423 | Me s-Bu (2-Cl-4-Me)Ph 0O |0
1-424 | Me s-Bu (2-Cl-3-Me)Ph 0O |0
1-425 |Me s-Bu (2-Cl-6-Br)Ph 0O |o
1-426 | Me s-Bu (2-Cl-5-Br)Ph 0O |o
1-427 | Me s-Bu (2-Cl-4-Br)Ph O |0
1-428 |Me s-Bu (2-Cl-3-Br)Ph 0O |0
1-429 | Me s-Bu (2-Cl-6-F)Ph 0O |o
1-430 | Me s-Bu (2-Cl-5-F)Ph 0O |o
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1-431 Me s—Bu (2-Cl-4-F)Ph 0O 0O
1-432 Me s—Bu (2-Cl-3-F)Ph 0] 0]
1-433 |Me s—Bu (2-Cl-6—¢-Pr)Ph 0 0
1-434 Me s—Bu (2-Cl-5-¢c-Pr)Ph O O
1-435 Me s—Bu (2-Cl-4-¢c-Pr)Ph O O
1-436 Me s—Bu (2-Cl-3-¢-Pr)Ph 0 0
1-437 Me s—Bu (2-Cl-6-OCF4)Ph 0 0
1-438 Me s—Bu (2-Cl-5-OCF;)Ph 0] O
1-439 Me s—Bu (2-Cl-4-OCF,)Ph @] 0
1-440 Me s-Bu (2-CI-3-OCF;)Ph O O
1-441 Me s—Bu (2-Cl-6-CF,)Ph O O
1-442 Me s—Bu (2-Cl-5-CF;)Ph 0] 0]
1-443 Me s—Bu (2-Cl-4-CF,)Ph 0] 0]
1-444 Me s—Bu (2-Cl-3-CF,)Ph O O
1-445 Me s—Bu (2-Br-6-Ms)Ph O O
1-446 Me s—Bu (2-Br-5-Me)Ph 0 0
1 - 447 Me s—Bu (2-Br-4-Me)Fh 0 0
1-448 Me s—Bu (2-Br-3-Me)Ph 0] O
1-449 Me s—Bu (2-Br-5-Cl)Ph O O
1-450 Me s—Bu (2-Br-4-CDhPh O O
1-451 Me s-Bu (2-Br-3-CDPh O O
1-452 Me s—Bu (2-Br-6-F)Ph 0] O
1-453 Me s—Bu (2-Br-5-F)Ph 0] 0]
1-454 Me s—Bu (2-Br-4-F)Ph O O
1-455 Me s—Bu (2-Br-3-F)Ph O O
1-456 Me s Bu (2-Br-6-¢-Pr)Ph 0] 0]
1 - 457 Me s Bu (2-Br-5-¢-Pr)Ph 0 0
1-458 Me s—Bu (2-Br-4-c-Pr)Ph 0] 0]
1-459 Me s—Bu (2-Br-3-c-Pr)Ph 0] 0]
1 - 460 Me s—Bu (2-Br-6-0OCF;)Ph O O
1-461 Me s—Bu (2-Br-5-OCF)Ph O O
1-462 Me s~Bu (2-Br-4-OCF)Ph O O
1-463 Me s—Bu (2-Br-3-OCF,;)Ph 0] 0]
1-464 Me s—Bu (2-Br-6-CF,)Ph O O
1-465 Me s—Bu (2-Br-5-CF,)Ph O O
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1-466 |Me s-Bu (2-Br-4-CF,)Ph 0 |0
1-467 |Me s-Bu (2-Br-3-CF:)Ph 0O |0
1-468 |Me s-Bu {2-Me-5-CDPh 0O |0
1-469 | Me s-Bu (2-Me-4-CDPh 0O |o
1-470 | Me s-Bu (2-Me-3-CDPh O |0
1-471 |Me sBu (2-Me-5-Br)Ph 0 |0
1-472 |Me sBu (2-Me-4-Br)Ph 0 |0
1-473 | Me s-Bu (2-Me-3-Br)Ph 0O |0
1-474 | Me s-Bu (2-Me-6-F)Ph 0O |0
1-475 |Me s-Bu (2-Me-5-F)Ph 0O |o
1-476 | Me s-Bu (2-Me-4-F)Ph 0o |O
1-477 | Me s-Bu (2-Me-3-F)Ph 0O |0
1-478 | Me s-Bu (2-Me—6-¢-Pr)Ph 0O |0
1-479 | Me s-Bu {(2-Me-5-c-Pr)Ph 0O |o
1-480 |Me s-Bu (2-Me—4-c-Pr)Ph 0O |o
1-481 |Me s-Bu (2-Me-3-¢-Pr)Ph 0 |0
1-482 |Me s-Bu (2-Me-6-OCF,)Ph 0 |0
1-483 | Me s-Bu {(2-Me-5-OCF:)Ph 0O |0
1-484 | Me s-Bu (2-Me-4-OCF,)Ph 0O |0
1-485 |Me s-Bu (2-Me-3-OCF,)Ph 0O |o
1-48% |Me s-Bu (2-Me—6-CF,)Ph 0o |O
1-487 |Me s-Bu (2-Me—5-CF;)Ph o |0
1-488 |Me s-Bu (2-Me-4-CF,)Ph O |0
1-489 |Me s-Bu (2-Me-3-CF,)Ph O |0
1-490 | Me i-Bu Ph O |0
1-491 |Me i-Bu (2,6-CL)Ph 0 |0
1-492 | Me i-Bu (2,5-CL)Ph 0 |0
1-493 | Me i-Bu (2,4-C1,)Ph 0O |0
1-494 | Me i-Bu {2,3-CL,)Ph 0O |0
1-495 |Me i-Bu (2-CDPh O |0 |238-239
1-496 |Me i-Bu (3-CDPh 0O |o
1-497 | Me i-Bu {(4-CDPh O |0
1-498 |Me i-Bu (2-F)Ph 0O |0
1-499 | Me i-Bu (3-F)Ph 0O |o
1-500 |Me i-Bu (4-F)Ph 0O |o
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1-501 |Me i-Bu (2,6-F,)Ph 0O |0
1-502 |Me i-Bu (2,5-F,)Ph 0O |0
1-503 |Me i-Bu (2,4-F,)Ph 0O |0
1-504 |Me i-Bu (2,3-F,)Ph 0O |o
1-505 |Me i-Bu (2-OCF,)Ph O |0
1-506 |Me i-Bu (3-OCF,)Ph 0 |0
1-507 |Me i-Bu (4-OCF,)Ph 0 |0
1-508 |Me i-Bu (2-CF,)Ph 0O |0
1-509 |Me i-Bu (3-CF,)Ph 0O |0
1-510 |Me i-Bu {(4-CF.)Ph 0O |o
1-511 |Me i-Bu (2-Br)Ph 0o |O
1-512 |Me i-Bu (3-Br)Ph 0O |0
1-513 |Me i-Bu {(4-Br)Ph 0O |0
1-514 |Me i-Bu (2-Me)Ph 0O |o
1-515 |Me i-Bu (3-Me)Ph 0O |o
1-516 |Me i-Bu (4-Me)Ph 0 |0
1-517 |Me i-Bu (2-OMe)Ph 0 |0
1-518 |Me i-Bu (3-OMe)Ph 0O |0
1-519 |Me i-Bu {(4-OMe)Ph 0O |0
1-520 |Me i-Bu (2-NO,)Ph 0O |o
1-521 |Me i-Bu (3-NO,)Ph 0O |o
1-522 |Me i-Bu (4-NO,)Ph 0O |0
1-523 |Me i-Bu (2-CN)Ph 0O |0
1-524 |Me i-Bu (3-CN)Ph O |0
1-525 |Me i-Bu {(4-CN)Ph O |0
1-526 |Me i-Bu (2,3-Me,)Ph 0o |0
1-527 |Me i-Bu (2,4-Me,)Ph 0o |0
1-528 |Me i-Bu (2,5-Me,)Ph 0O |0
1-529 |Me i-Bu (2,6-Me,)Ph 0O |0
1-530 |Me i-Bu (2-Cl-6-Me)Ph 0O |o
1-531 |Me i-Bu (2-Cl-5-Me)Ph 0O |o
1-532 |Me i-Bu (2-Cl-4-Me)Ph O |0
1-533 |Me i-Bu (2-Cl-3-Me)Ph 0O |0
1-534 | Me i-Bu (2-Cl-6-Br)Ph 0O |o
1-535 |Me i-Bu (2-Cl-5-Br)Ph 0O |o
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1-536 |Me i-Bu (2-Cl-4-Br)Ph 0 |0
1-537 |Me i-Bu (2-Cl-3-Br)Ph 0O |0
1-538 |Me i-Bu {(2-Cl-6-F)Ph 0O |0
1-539 |Me i-Bu (2-Cl-5-F)Ph 0O |o
1-540 |Me i-Bu (2-Cl-4-F)Ph O |0
1-541 |Me i-Bu (2-Cl-3-F)Ph 0 |0
1-542 |Me i-Bu (2-Cl-6-¢c-Pr)Ph 0 |0
1-543 | Me i-Bu (2-Cl-5-¢-Pr)Ph 0O |0
1-544 | Me i-Bu (2-Cl-4-c-Pr)Ph 0O |0
1-545 |Me i-Bu (2-Cl-3-¢-Pr)Ph 0O |o
1-546 |Me i-Bu (2-Cl-6-OCF,)Ph 0o |O
1-547 |Me i-Bu (2-Cl-5-OCF;)Ph 0O |0
1-548 |Me i-Bu (2-Cl-4-OCF,)Ph 0O |0
1-549 | Me i-Bu {(2-Cl-3-OCF,)Ph 0O |o
1-550 |Me i-Bu {(2-Cl-6-CF,)Ph 0O |o
1-551 |Me i-Bu (2-Cl-5-CF:)Ph 0 |0
1-552 |Me i-Bu (2-Cl-4-CF,)Ph 0 |0
1-553 |Me i-Bu {(2-Cl-3-CF,)Ph 0O |0
1-554 |Me i-Bu (2-Br-6-Me)Ph 0O |0
1-555 |Me i-Bu (2-Br-5-Me)Ph 0O |o
1-55 |Me i-Bu (2-Br-4-Me)Ph 0O |o
1-557 |Me i-Bu (2-Br-3-Me)Ph 0O |0
1-558 |Me i-Bu (2-Br-5-CDPh 0O |0
1-559 |Me i-Bu (2-Br-4-ClPh 0O |o
1-560 |Me i-Bu (2-Br-3-ClPh 0O |o
1-561 |Me i-Bu (2-Br-6-F)Ph 0O |0O
1-562 |Me i-Bu (2-Br-5-F)Ph 0O |0O
1-563 |Me i-Bu (2-Br-4-F)Ph 0O |0O
1-564 |Me i-Bu (2-Br-3-F)Ph 0O |0O
1-565 |Me i-Bu (2-Br-6-c-Pr)Ph 0O |o
1-566 |Me i-Bu (2-Br-5-¢-Pr)Ph 0O |o
1-567 |Me i-Bu (2-Br-4-c-Pr)Ph O |0
1-568 |Me i-Bu (2-Br-3-¢-Pr)Ph 0O |0
1-569 |Me i-Bu (2-Br-6-OCF,)Ph 0O |o
1-570 | Me i-Bu {(2-Br-5-OCF,)Ph 0O |o
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1-571 |Me i-Bu (2-Br-4-0OCF,)Ph 0 |0
1-572 | Me i-Bu (2-Br-3-OCF.)Ph 0O |0
1-573 |Me i-Bu {(2-Br-6-CF.)Ph 0O |0
1-574 | Me i-Bu {(2-Br-5-CF,)Ph 0O |o
1-575 |Me i-Bu {(2-Br-4-CF,)Ph 0O |o
1-576 |Me i-Bu (2-Br-3-CF.)Ph 0 |0
1-577 | Me i-Bu (2-Me-5-CDFh 0 |0
1-578 |Me i-Bu (2-Me-4-CDPh 0O |0
1-579 | Me i-Bu {(2-Me—3-CDPh 0O |0
1-580 |Me i-Bu {(2-Me-5-Br)Ph 0O |o
1-581 |Me i-Bu (2-Me-4-Br)Ph 0 |0
1-582 |Me i-Bu (2-Me-3-Br)Ph 0O |0
1-583 |Me i-Bu (2-Me—6-F)Ph 0O |0
1-584 |Me i-Bu (2-Me-5-F)Ph 0O |o
1-585 |Me i-Bu (2-Me—4-F)Ph 0O |o
1-58 |Me i-Bu (2-Me-3-F)Ph 0 |0
1-587 |Me i-Bu (2-Me—6-¢-Pr)Ph 0 |0
1-588 |Me i-Bu {(2-Me-5-c-Pr)Ph 0O |0
1-589 |Me i-Bu (2-Me—4-c-Pr)Ph 0O |0
1-590 |Me i-Bu (2-Me-3-c-Pr)Ph 0O |o
1-591 |Me i-Bu (2-Me-6-OCF,)Ph 0O |o
1-592 |Me i-Bu (2-Me-5-OCF;)Ph 0O |0
1-593 |Me i-Bu (2-Me-4-OCF,)Ph 0O |0
1-594 |Me i-Bu (2-Me—3-OCF,)Ph 0O |o
1-595 |Me i-Bu (2-Me—6-CF,)Ph 0O |o
1-59 |Me i-Bu (2-Me—5-CF,)Ph 0 |0
1-597 | Me i-Bu (2-Me—4-CF;)Ph 0 |0
1-598 |Me i-Bu {(2-Me-3-CF;)Ph o |0
1-599 |Me Np Ph o |0
1-600 |Me Np (2,6-CL)Ph O |0
1-601 |Me Np (2,5-CL)Ph 0O |0
1-602 |Me Np (2,4-CL)Ph o |0
1-603 |Me Np (2,3-CL)Ph o |0
1-604 |Me Np (2-CDPh o |0
1-605 |Me Np (3-CDPh O |0
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1-606 |Me Np (4-CDPh 0 |0
1-607 |Me Np (2-F)Ph 0O |0
1-608 |Me Np (3-F)Ph 0O |0
1-609 |Me Np {(4-F)Ph 0O |o
1-610 |Me Np (2,6-F,)Ph 0O |o
1-611 |Me Np (2,5-F,)Ph 0 |0
1-612 |Me Np (2,4-F,)Ph 0 |0
1-613 |Me Np (2,3-F,)Ph 0O |o
1-614 |Me Np (2-OCF,)Ph 0O |o
1-615 |Me Np (3-OCF,)Ph 0O |o
1-616 |Me Np (4-OCF,)Ph 0 |o
1-617 |Me Np (2-CF,)Ph 0O |0
1-618 |Me Np (3-CF,)Ph 0O |0
1-619 |Me Np {(4-CF,)Ph 0O |o
1-620 |Me Np {(2-Br)Ph 0O |o
1-621 |Me Np (3-Br)Ph 0 |0
1-622 |Me Np (4-Br)Ph 0 |0
1-623 |Me Np {(2-Me)Ph 0O |0
1-624 |Me Np (3-Me)Ph 0O |o
1-625 |Me Np {(4-Me)Ph 0O |o
1-626 |Me Np {(2-OMe)Ph 0O |o
1-627 |Me Np (3-OMe)Ph 0O |0
1-628 |Me Np (4-OMe)Ph 0O |0
1-629 |Me Np (2-NO,)Ph 0O |o
1-630 |Me Np (3-NO,)Ph 0O |o
1-631 |Me Np (4-NO,)Ph 0 |0
1-632 |Me Np (2-CN)Ph 0 |0
1-633 |Me Np (3-CN)Ph 0O |0
1-634 | Me Np {4-CN)Ph 0O |0
1-635 |Me Np (2,3-Me,)Ph 0O |o
1-636 |Me Np (2,4-Me,)Ph 0O |o
1-637 |Me Np (2,5-Me,)Ph 0O |o
1-638 |Me Np (2,6-Me,)Ph 0O |0
1-639 |Me Np (2-Cl-6-Me)Ph 0O |o
1-640 | Me Np (2-Cl-5-Me)Ph O |0
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1-641 |Me Np (2-Cl-4-Me)Ph 0o |0
1-642 | Me Np (2-Cl-3-Me)Ph o |0
1-643 |Me Np {(2-Cl-6-Br)Ph o |0
1-644 |Me Np (2-Cl-5-Br)Ph 0O |0
1-645 |Me Np (2-Cl-4-Br)Ph 0O |o
1-646 | Me Np (2-Cl-3-Br)Ph 0o |0
1-647 |Me Np (2-Cl-6-F)Ph 0o |0
1-648 | Me Np (2-ClI-5-F)Ph o |0
1-649 | Me Np (2-Cl-4-F)Ph o |0
1-650 |Me Np (2-Cl-3-F)Ph 0O |0
1-651 |Me Np (2-Cl-6—c—Pr)Ph 0 |o
1-652 |Me Np (2-Cl-5-¢-Pr)Ph o |0
1-653 |Me Np (2-Cl-4-¢-Pr)Ph o |0
1-654 |Me Np (2-Cl-3-c-Pr)Ph O |0
1-655 |Me Np (2-Cl-6-OCF,)Ph O |0
1-656 |Me Np (2-Cl-5-OCF;)Ph 0o |0
1-657 |Me Np (2-Cl-4-OCF,)Ph 0o |0
1-658 |Me Np {(2-C1-3-OCF,)Ph O |0
1-659 |Me Np (2-Cl-6-CF,)Ph o |0
1-660 |Me Np (2-Cl-5-CF,)Ph O |0
1-661 |Me Np (2-Cl-4-CF,)Ph 0O |0
1-662 |Me Np (2-Cl-3-CF,)Ph o |0
1-663 |Me Np (2-Br-6-Me)Ph o |0
1-664 |Me Np (2-Br-5-Me)Ph O |0
1-665 |Me Np (2-Br—-4-Me)Ph O |0
1-666 |Me Np (2-Br-3-Me)Ph 0o |0
1-667 |Me Np (2-Br-5-CDPh 0o |0
1-668 |Me Np {(2-Br—-4-CDPh o |0
1-669 |Me Np {(2-Br-3-CDPh o |0
1-670 | Me Np (2-Br-6-F)Ph 0O |0
1-671 |Me Np (2-Br-5-F)Ph 0O |0
1-672 |Me Np (2-Br-4-F)Ph 0O |o
1-673 |Me Np (2-Br-3-F)Fh o |0
1-674 |Me Np (2-Me-5-CDPh O |0
1-675 |Me Np (2-Me-4-CDPh O |0
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1-676 |Me Np (2-Me-3-CDPh 0o |0
1-677 |Me Np (2-Me-5-Br)Ph o |0
1-678 |Me Np {(2-Me-4-Br)Ph o |0
1-679 |Me Np (2-Me-3-Br)Ph O |0
1-680 |Me Np (2-Me—6-F)Ph 0O |o
1-681 |Me Np (2-Me-5-F)Ph 0o |0
1-682 |Me Np (2-Me-4-F)Ph 0o |0
1-683 |Me Np {2-Me-3-F)Ph o |0
1-684 |Me Np (2-Me—6-c—Pr)Ph o |0
1-68 | Me Np (2-Me—5-c—Pr)Ph 0O |0
1-68 |Me Np (2-Me—4-c—Pr)Ph 0 |o
1-687 |Me Np (2-Me-3-¢-Pr)Ph o |0
1-688 |Me Np (2-Me—6-OCF,)Ph o |0
1-689 |Me Np {2-Me-5-OCF,)Ph 0O |0
1-690 |Me Np (2-Me-4-OCF,)Ph O |0
1-691 |Me Np (2-Me-3-OCF;)Ph 0o |0
1-692 |Me Np (2-Me—6-CF,)Ph 0o |0
1-693 |Me Np {(2-Me-5-CF,)Ph O |0
1-694 |Me Np {(2-Me-4-CF,)Ph o |0
1-695 | Me Np (2-Me-3-CF,;)Ph O |0
1-696 |Me CHEt, Ph 0O |o
1-697 |Me CHEt, (2,6-CL)Ph o |0
1-698 |Me CHEt, (2,5-Cl,)Ph o |0
1-699 |Me CHEt, (2,4-Cl,)Ph 0O |o
1-700 |Me CHEt, (2,3-CL)Ph 0O |o
1-701 |Me CHEt, (2-CDPh O |0 |189-170
1-702 | Me CHEt, (3-CDPh 0o |0
1-703 | Me CHEt, {(4-CDPh 0O |0
1-704 |Me CHEt, {(2-F)Ph 0O |0
1-705 |Me CHEt, (3-F)Ph 0O |o
1-706 |Me CHEt, (4-F)Ph 0O |o
1-707 |Me CHEt, (2,6-F,)Ph O |0
1-708 |Me CHEt, (2,5-F,)Ph o |0
1-709 | Me CHEt, (2,4-F,)Ph 0O |o
1-710 | Me CHEt, (2,3-F,)Ph 0O |o
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1-711 |Me CHE, (2-OCF,)Ph 0 |0
1-712 |Me CHE, (3-OCF.)Ph o |0
1-713 |Me CHEt, (2-CF,)Ph O |0
1-714 | Me CHEt, (3-CF,)Ph 0O |o
1-715 |Me CHEt, {(4-CF,)Ph O |0
1-716 |Me CHEt, (2-Br)Ph 0O |0
1-717 |Me CHEt, (3-Br)Ph 0 |0
1-718 |Me CHEt, {(4-Br)Ph 0O |0
1-719 |Me CHEt, (2-Me)Ph 0O |0
1-720 | Me CHEt, (3-Me)Ph 0O |o
1-721 | Me CHEt, {(4-Me)Ph 0o |O
1-722 | Me CHEt, (2-OMe)Ph 0O |0
1-723 |Me CHEt, (3-OMe)Ph 0O |0
1-724 | Me CHEt, {(4-OMe)Ph 0O |o
1-725 |Me CHEt, (2-NO,)Ph 0O |o
1-726 |Me CHEt, (3-NO,)Ph 0 |0
1-727 |Me CHEt, (4-NO,)Ph 0 |0
1-728 |Me CHEt, {(2-CN)Ph 0O |0
1-729 |Me CHEt, (3-CN)Ph 0O |0
1-730 |Me CHEt, {(4-CN)Ph 0O |o
1-731 |Me CHEt, (2,3-Me,)Ph 0O |o
1-732 |Me CHEt, (2,4-Me,)Ph 0O |0
1-733 |Me CHEt, (2,5-Me,)Ph 0O |0
1-734 | Me CHEt, (2,6-Me,)Ph 0O |o
1-735 |Me CHEt, (2-Cl-6-Me)Ph 0O |o
1-736 |Me CHEt, (2-Cl-5-Me)Ph 0 |0
1-737 | Me CHEt, (2-Cl-4-Me)Ph 0 |0
1-738 |Me CHEt, {(2-Cl-3-Me)Ph 0O |0
1-739 | Me CHEt, {(2-Cl-6-Br)Ph 0O |0
1-740 | Me CHEt, (2-Cl-5-Br)Ph 0O |o
1-741 |Me CHEt, (2-Cl-4-Br)Ph 0O |o
1-742 | Me CHEt, (2-Cl-3-Br)Ph O |0
1-743 |Me CHEt, (2-Cl-6-F)Ph 0O |0
1-744 | Me CHEt, (2-Cl-5-F)Ph 0O |o
1-745 |Me CHEt, (2-Cl-4-F)Ph 0O |o
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1-746 |Me CHEt, (2-Cl-3-F)Ph 0 |0
1-747 |Me CHE, (2-Cl-6-¢-Pr)Ph o |0
1-748 |Me CHEt, (2-Cl-5-¢-Pr)Ph O |0
1-749 |Me CHEt, (2-Cl-4-c-Pr)Ph O O
1-750 | Me CHEt, (2-Cl-3-¢-Pr)Ph 0o |0
1-751 |Me CHEt, (2-Cl-6-OCF;)Ph 0 |0
1-752 |Me CHEt, (2-Cl-5-OCF;)Ph 0 |0
1-753 |Me CHEt, {(2-Cl-4-OCF,)Ph 0O |o
1-754 | Me CHEt, {(2-C1-3-OCF,)Ph 0O |o
1-755 |Me CHEt, (2-Cl-6-CF)Ph 0O |o
1-75 |Me CHEt, (2-Cl-5-CF,)Ph 0o |O
1-757 |Me CHEt, (2-Cl-4-CF,)Ph 0O |0
1-758 |Me CHEt, (2-Cl-3-CF,)Ph 0O |0
1-759 | Me CHEt, (2-Br-6-Me)Ph 0O |o
1-760 |Me CHEt, (2-Br-5-Me)Ph 0O |o
1-761 |Me CHEt, (2-Br-4-Me)Ph 0 |0
1-762 |Me CHEt, (2-Br-3-Me)Ph 0 |0
1-763 |Me CHEt, {(2-Br-5-CD)Ph 0O |0
1-764 | Me CHEt, (2-Br-4-CDPh 0O |o
1-765 |Me CHEt, (2-Br-3-CDPh 0O |o
1-766 |Me CHEt, (2-Br-6-F)Ph 0O |o
1-767 |Me CHEt, (2-Br-5-F)Fh 0O |0
1-768 |Me CHEt, (2-Br-4-F)Ph 0O |0
1-769 | Me CHEt, (2-Br-3-F)Ph 0O |o
1-770 | Me CHEt, (2-Me-5-CD)Ph 0O |o
1-771 | Me CHEt, (2-Me-4-CDPh 0 |0
1-772 | Me CHEt, (2-Me-3-CDFh 0 |0
1-773 | Me CHEt, {(2-Me-5-Br)Ph 0O |0
1-774 | Me CHEt, {(2-Me-4-Br)Ph 0O |0
1-775 |Me CHEt, (2-Me-3-Br)Ph 0O |o
1-776 | Me CHEt, (2-Me—6-F)Ph 0O |o
1-777 | Me CHEt, (2-Me-5-F)Ph O |0
1-778 | Me CHEt, (2-Me-4-F)Ph 0O |0
1-779 | Me CHEt, (2-Me-3-F)Ph 0O |o
1-780 | Me CHEt, (2-Me—6-c-Pr)Ph 0O |o
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1-781 |Me CHEt, (2-Me—5-c-Pr)Ph 0 |0

1-782 |Me CHEt, (2-Me-4-¢-Pr)Ph 0O |0

1-783 |Me CHEt, {(2-Me—3-c-Pr)Ph 0O |0

1-784 |Me CHEt, (2-Me-6-OCF,)Ph o |0

1-785 |Me CHEt, (2-Me-5-OCF,)Ph 0o |0

1-786 |Me CHEt;, (2-Me-4-OCF;)Ph 0o |0

1-787 |Me CHEt, (2-Me-3-OCF,)Ph 0o |0

1-788 |Me CHEt, {(2-Me—-6-CF,)Ph 0O |o

1-789 | Me CHEt, (2-Me-5-CF,)Ph 0O |o

1-790 |Me CHEt, (2-Me—4-CF,)Ph 0O |o

1-791 |Me CHEt, (2-Me—3-CF,)Ph 0 |o

1-792 | Me i—Pr (2,3 Br,)Ph 0O |0

1-793 | Me iPr (2,4-Br,)Ph 0O |0

1-794 | Me i-Pr (2,5-Bry)Ph 0O |o

1-795 | Me i-Pr (2,6-Br,)Ph 0O |o

1-796 | Me i-Pr (2-c-Pr)Ph 0o |0

1-797 | Me i-Pr (2-Et)Ph 0O |0

1-798 | Me i~Pr (2-i-Pr)Ph O O

1-799 | Me t-Bu (2,3-Bry)Ph 0O |0

1-800 |Me t-Bu (2,4-BrPh 0 |0

1-801 |Me t-Bu (2,5-Br,)Ph O |0 |250-251
1-802 |Me t-Bu (2,6-Br,)Ph 0O |0

1-803 |Me t-Bu (2-c-Pr)Ph O |0 |243-245
1-804 |Me t-Bu (2-Et)Ph O |0 |228-231
1-805 |Me t-Bu (2-i-Pr)Ph O |0 |229-231
1-806 |Me s-Bu (2,3-Bry)Ph O |0

1-807 |Me s-Bu (2,4-Br,)Ph 0O 10

1-808 |Me s-Bu (2,5-Br,)Ph 0O |o

1-809 |Me s-Bu (2,6-Bry)Ph 0O |o

1-810 |Me s-Bu (2—c-Pr)Ph 0O |o

1-811 |Me s-Bu (2-Et)Ph 0O |0

1-812 |Me s-Bu (2-1-Pr)Ph o |0

1-813 |Me i-Bu (2,3-Br,)Ph 0O |0

1-814 | Me i-Bu (2,4-Bry)Ph O |0

1-815 |Me i-Bu (2,5-Br,)Ph O |0
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1-816 |Me i-Bu (2,6-Bry)Ph 0O |0
1-817 | Me i-Bu {2-c-Pr)Ph O |0
1-818 | Me i-Bu {2-Et)Ph O O
1-819 Me i-Bu {(2-{-Pr)Ph 0 )
1-820 |Me Np (2,3-Bry)Ph 0 |0
1-821 | Me Np (2,4-Br,)Ph 0 |0
1-822 | Me Np {2,5-Br,)Ph 0 C
1-823 | Me Np (2,6-Br,)Ph 0O |0
1-824 | Me Np (2-¢-Pr)Ph 0O |0
1-825 | Me Np {2-Et)Ph 0O |0
1-826 |Me Np (2-i-PrPh 0O |0
1-827 | Me CHEt, {2,3-Br,)Ph O |O
1-828 | Me CHEt, (2,4-Bry)Ph 0 |0
1-829 | Me CHEt, {2,5-Bry)Ph O |0
1-830 |Me CHE1 (2,6-Br,)Ph O |0
1-831 |Me CHEt, (2—c—Pr)Pn 0O |0
1-832 | Me CHFt, {2-Et)Ph O |0
1-833 | Me CHFt, {2~i-PrPh O |0
1-834 | Me Me {(2-CN)Bn 0O |0
1-835 |Me CHE, {4-OCF.)Ph o |0
1-836 | Me Me {2,6-Cl,)Ph 0 s
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2-1 Me Me H O O
2-2 Me Me Me O O
2-3 Me Me Et O O
2-4 Me Me n-Pr O O
2-5 Me Me i-Pr O O
2-6 Me Me n-Bu O O 135-136
2-7 Me Me s—Bu O O
2-8 Me Me i-Bu O O
2-9 Me Me —Bu O O
2-10 Me Me n-Hex O O
2-11 Me Me CH,CH=CH, O O
2-12 Me Me CH,C=CH O O
2-13 Me Me c—Pr O O
2-14 Me Me c—Bu O O
2-156 Me Me c—Pen O O
2-16 Me Me c—Hex O O 161-162
2-17 Me Me c—Hep @] O
2-18 Me Me c—Oct O O
2-19 Me Me CCl, O O
2-20 Me Me CH,CF, O O
2-21 Me Me CH,C=CHCH,CI O O
2-22 Me Me Ph 0 O 172-173
2-23 Me Me (2-Cl)Ph O O 204-208
2-24 Me Me (3-CI)Ph O O
2-25 Me Me {4-ClyPh 0 O
2-26 Me Me (2-F)Ph O O 114-115
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2-27 Me Me {3-F)Ph 0 !
2-28 Me Me {4-F)Ph O @]
2-29 Me Me {2-Br)Ph 0 |0
2-30 Me Me {3-Br)Ph 0 |0
2-31 Me Me {4-Br)Ph 0 O
2-32 Me Me {2-Me)Ph O |0 179-180
-33 Me Me {3-Me)Ph 0 O
- 34 Me Me {4-Me)Ph 0 O
2-35 Me Me {2-OMe)Ph 0 !
- 36 Me Me {3-OMe)Ph 0 !
- 37 Me Me {(4-OMe)Ph 0 |0
- 38 Me Me {3-CF,Ph O |0 |228-229
2-39 Me Me {3-CF,Ph O |0 |203-208
2-40 Me Me {4-CF,)Ph O |0 |244-245
2-41 Me Me {3-NO,)Ph O |0 |220-230
2 - 42 Me Me {3-NO,)Ph 0 !
2 - 43 Me Me {4-NO,)Ph 0 !
2 - 44 Me Me {3-CN)Ph 0O |0
2-45 Me Me {3-CN)Ph 0 |0
2-46 Me Me {4-CN)Ph 0O |0
2-47 Me Me (2-OCEF,)Ph 0O |0
2-48 Me Me (3-OCF,)Ph 0O |0
2-49 Me Me {4-OCF,)Ph 0O |0
- 50 Me Me {2,3-Cly)Ph 0 !
- 51 Me Me {(2,4-Cl,)Ph O |0
2-52 Me Me {2,5-Cl,)Ph 0 C
2-53 Me Me (2,6-CL)Yph 0 |0
2-54 Me Me {2,3-F,)Ph 0 O
2-55 Me Me (2,4-F,)Ph O |0
- 56 Me Me {2,5-F,)Ph 0 O
- 57 Me Me (2,6-F,)Ph O |O
2 - 58 Me Me {2,3-Me,)Ph 0 !
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2-59 Me Me (2,4-Me,)Ph 0O |0
2 - &0 Me Me (2,5-Me,)Ph 0 O
2 -6l Me Me (2,6-Me,)Ph 0 o)
2-62 Me Me (2-Ph)Ph 0O |0
2-63 Me Me (2,3-OCF,)Ph 0O |0
2-64 Me Me (2,4-OCF,)Ph 0O |0
2-65 Me Me (2,5-OCF,)Ph 0O |0
2 - 66 Me Me (2,6-OCF;)Ph 0 |0
2 - 67 Me Me (3,4-Cl,)Ph O |0
2-68 Me Me (3,5-Cl,)Ph 0O |0
2-69 Me Me (3,6-Cl,)Ph 0 |0
2-70 Me Me (3,4-F,)Ph O |0
2-11 Me Me (3,5-F,)Ph 0O |0
2-72 Me Me (3,6-F,)Ph 0 0
2-73 Me Me (3,4-Me,)Ph O |0
2-74 Me Me (3,5-Me,)Ph 0O |0
2-175 Me Me (3,6-Me,)Ph 0 0
2- 76 Me Me (3,4-OCF,)Ph O |0
2-17 Me Me (3,5-OCF,)Ph 0O |0
2-18 Me Me (3,6-OCF,)Ph 0 |0
2-79 Me Me (2-SMe)Ph O |0
2-80 Me Me (3-SMe)Ph 0O |0
2-81 Me Me (4-SMe)Ph 0 0
2-82 Me Me (2-SO,Me)Ph O |0
2-83 Me Me (3-SO,Me)Ph 0O |0
2-84 Me Me (4-SO,Me)Ph 0O |0
2-85 Me Me (2-C1-6-CF,)Ph 0O |0
2- 86 Me Me (2-Cl-6-Me)Ph 0O |0
2 - 87 Me Me (2,4,6-Cl,)Ph 0 0
2-88 Me Me Bn O |0 |147-148
2-89 Me Me (2-CDBn 0 )
2-490 Me Me (3-CD)Bn 0 |0
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2-91 Me Me (4-CI)Bn O O
2-92 Me Me (2-F)Bn 0O |0
2-93 Me Me (3-F)Bn O O
2-94 Me Me (4-F)Bn O O
2-95 Me Me (2-Me)Bn @) O
2-96 Me Me (3-Me)Bn 0O O
2-97 Me Me (4-Me)Bn O O
2-98 Me Me (2-CF,)Bn 0 |0
2-99 Me Me (3-CF,)Bn 0 |0
2-100 | Me Me (4-CF)Bn 0 |0
2-101 |Me Me (2-OMe)Bn 0O |0
2-102 | Me Me (3-OMe)Bn O |0
2-103 | Me Me (4-OMe)Bn 0 |0
2-104 | Me Me (2-NO,)Bn 0 0
2-105 | Me Me (3-NO,)Bn O |0
2-106 | Me Me (4-NO,)Bn 0 |0
2-107 | Me Me (3-CN)Bn 0O |0
2-108 | Me Me (4-CN)Bn 0 |0
2-109 | Me Me (2-COCF,)Bn 0 |0
2-110 |Me Me (3-OCF.)Bn 0O |0
2-111 |Me Me (4-OCF,)Bn 0 |0
2-112 | Me Me (2,3-CL)Bn 0O |0
2-113 | Me Me (2,4-CL)Bn 0O |0
2-114 | Me Me (2,5-Cl,)Bn O |0
2-115 |Me Me (2,6-CL)Bn 0O |0
2-116 | Me Me (3,4-CL)Bn 0 |0
2-117 | Me Me (3,5-Cl,)Bn O |0
2-118 | Me Me (3,6-CL)Bn 0 |0
2-119 | Me Me CH,OMe 0O |0
2-120 | Me Me CH,CEt 0 |0
2-121 | Me Me CH,O{nFr) 0 |0
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2-122 | Me Me CH,O(-Pr) 0 0
2-123  |Me Me CH,SMe 0O |o
2-124 |Me Me CH,SEt O |O
2-125 | Me Me CH,S$(n-Pr) @] O

O,Me
2-126 |Me Me NA%L O |O

)‘\N/ o™Me
C

2-127 |Me Me //[:::[:O> O |0 |NMR
2-128 | Me Me Ij O |0

N Cl
2129 |Me Me B > i o |0

N
2-130 |Me Me 0O |O
2131 |Me Me ® o o |o

N
2-132 |Me i~Pr Ph O |0 |NMR
2-133 | Me i-Pr (2-Cl)Ph 0 |0
2-134 |Me i-Pr (2-Br)Ph 0O |o
2-135 |Me i-Pr (2-F)Ph O |O
2-136 |Me i-Pr (2,6-F,)Ph 0O |O
2-137 |Me i-Pr (2,6-CL)Ph 0o |O
2-138 |Me Ph Ph O |0 |206-207
2-139 |Et Me Ph 0O |O
2-140 | CHy,CH=CH, Me Ph 0o |O
2-141 |Ph Me Ph O |O
2-142 Me Me Me O S
2-143 | Me Me Ph O |S | 217-219
2-144 | Me Me (2-CI)Ph O |s
2-1456 | Me Me Ph s |s
2-146 |Me Me (2-CN)Bn 0O |O
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o A Ay
Me R2 N\N/sz
R3

RS
No. R’ R R who W
3-1 Me Me {2,6-CL)Ph 0 0 NMRE
3-2 Bt Me {2,6-Cl,)Ph 0 0 191-192
3-3 CH,CH=CH, Me (2,6-Cl,)Ph 0 0 131-132
3-4 CH,C=CH Me {2,6-Cl)Ph O |0 |NMR
3-5 cPr Me {2,6-Cl)Ph 0 O
3-6 CH,CF, Me (2,6-Cl)Ph o |0
3-7 CH,CH=CHCI Me (2,6-CL)Ph o |o
3-8 CH,C=CCH,Cl Me (2,6-Cl,)Ph 0O |0
3-9 (2—Clec—Pr Me {(2,6-Cl)Ph O 0
3-10 Bn Me (2,6-CL,)Ph O @) 177-178
3-11 CH;CN Me {2,6-Cl,yPh O @) 220-221
J3-12 COCH- Me {2-CDPh O O NMRE
3-13 COCH;,4 Me {(2,6-Cl,JPh O 0 185-186
3-14 COCH,Cl1 Me (2,6-Cl)Ph O 0 163-165
3-15 COCF,CHP, Me (2,6-Cl)Ph 0o |0
3-16 COPh Me (2,6-CL)Ph O O 102-104
3-17 CON(Me,) Me (2,6-CL)Ph 0o |o
3-18 COOEt Me {(2-CD)Ph O 0 170-171
3-19 COOE: Me {2,6-Cl)Ph 0 0 175-176
3-20 COOPh Me {2,6-Cl,)Ph 0 0 175-176
3-21 COSMe Me (2,6-Cl,)Ph O |0 195-196
3-22 COCH,OMe Me (2,6-CL)Ph 0 0 154-155
3-23 CH,COMe Me (2,6-Cl)Ph O @) 98-100
3-24 CH,COFPh Me (2,6-CL)Ph 0 0 298-230
3-25 CH,CON(Me,) Me (2,6-Cl,)Ph O |0 |94-96
3 - 26 CH,COOMe Me (2,6-Cl)Ph 0 0 179-181
3-27 SO.Me Me (2,6-CL,)Ph 0O |0
3-28 SO,CFy Me (2,6-C1,)Ph 0o |0
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Nao. R R R* W W
3-29 | SOPh Me (2,6-CL)Ph O |0 215216
3-30 | SO.N(Mey) Me (2,6-CL)Ph o |0
3-31 | CILSO,Me Me (2,6-CL)Ph 0O |0 |NMR
3-32 | CHSO,Ph Me (2,6-CL)Ph o |0
3-33 | CILSMe Me (2,6-CL)Ph O |0 |NMR
3-31 | CILSPh Me (2,6-CL)Ph 0 |0
3-35 CH,OMe Mea (2,6-CL)Ph O 0 177-178
3-36 | CH,OCH,CH,CI Me (2,6-CL)Ph O |0 |129-130
3-37 | CILOPh Me (2,6-CL)Ph o |0
3-38 | CILOCOMe Me (2,6-CL)Ph 0 |0
3-39 | CH(CHYOCOOE: Me (2-CDPh 0O |0 |NMR
3-40 CH(CH;JOCOOEt Me (2,6-CL)Ph Q O | NMR
341 T Me | (2,6-CL)Ph o |0
3 - 42 N ; Me (2,6-CL)Ph o |0
CF;

0]
3-43 1 S/ Me (2,6-CL)Ph o |0

(e}
3 - 44 )KLO/) Me (2,6-Cl)Ph o |o

Q
3-45 \O,‘N Me (2,6-CL)Ph o |0

O‘\S’P
3 - 46 A Me (2,6-CL)Ph o |0
o

O

3 - 47 |N‘ Me (2,6~CL,)Ph O |0 |NMR
B,

3-48 CH,OCH,CH,OCH, Ma (2,6-CL)Ph O O | NMR
3-49 | CH,OCO(m-Pr) Me (2,6-CL)Ph O |0 |144-145
3-50 | CILCH,OCH,CI Me (2,6-CL)Ph O |0 |NMR
3-51 | CILO-(4-Cl)Fh Me (2,6-CL)Ph 0 |0 |8284
3-52 | CH,OCO(m-Pr) i~Pr (2,6-CL)Ph O |0 |127-128
3-53 | CH(CHYOCOOEt Me (2-OCF,)Ph O |0 |NMR
3-54 | CH(CH,JOCOOMe Me (2,6-CL)Ph O |0 |NMR
3-55 | CH(CH,)YOCOOG-Pr) Me (2,6-CL)Ph O |0 |NMR

[0089]



WO 2014/126070 65 PCT/JP2014/053098

[533]

FIROEE

No. R? R* R? Wt W | i
3 - 56 CH{(CH,)OCOO{-Bu) Me {2,6-CL)Ph O |0 |NMR
3-57 CH(CHOCOO(c-Hex) | Me (2,6-Cl)Ph O |0 |NMR
3 - 58 CH{CH,)OCOOEt i-Pr Ph 0O |0

3-59 CH{CH,)OCOOEt i-Pr {2-CI)Ph 0O |0

3- 60 CH{(CH,)OCOOEt i-Pr (3-C)Ph 0O |0

3-61 CH{(CH,)OCOOEt i-Pr {(4-Cl)Ph 0O |0

3- 62 CH(CH,)OCOOEt i-Pr {2,6-Cl)Ph O |0 |NMR
3-63 CH(CH:)OCOOQEt i-Pr {2,5-Cl)Ph 0O |0

3 - 64 CH{CH,)OCOOEt i-Pr {2,4-Cl,)Ph 0O |0

3-65 CH{CH,)OCOOEt iPr (2,3-Cl,)Ph 0O |0

3- 66 CH{CH,)OCOOEt i-Pr (2-F)Ph 0O |0

3- 67 CH{(CH:)OCOOEt i-Pr (3-F)Ph 0O |0

3- 68 CH(CH,)OCOOEt i-Pr {(4-F)Ph 0O |0

3- 69 CH(CHZ)OCOOEt i-Pr (2,6-F,)Fh 0O |0

3-70 CH{CH,)OCOOEt i-Pr (2,5-F,)Ph 0O |0

3-171 CH{CH,)OCOOEt i-Pr (2,4-F;)Ph 0O |0

3-72 CH{CH;OCOOEt iPr (2,3 F,)Ph O @]

3-73 CH(CHzOCOOEt i-Pr (2-OCF,)Ph O |0 |NMR
3- 74 CH{CH,)OCOOEt i-Pr {(3-OCF,)Ph 0o |0

3-75 CH{CH,)OCOOEt i-Pr {4-OCF,)Ph 0o |0

3-76 CH{(CH,)OCOOEt i-Pr (2-CF,)Ph 0O |0

3-77 CH{(CH,)OCOOEt i-Pr (3-CF,)Ph 0O |0

3-78 CH{(CH,)OCOOEt i-Pr {4-CF;)Ph 0O |0

3-79 CH(CHz)OCOOEt i-Pr {2-Br)Ph 0O |0

3-80 CH{CH,)OCOOEt i-Pr {3-Br)Ph 0O |0

3-81 CH{CH,)OCOOEt i-Pr {4-Br)Ph 0O |0

3-82 CH{(CH,)OCOOEt i-Pr {(2-Me)Ph 0O |0

3-83 CH{(CH,)OCOOEt i-Pr (3-Me)Ph 0O |0

3 -84 CH(CH,)OCOOQEt i-Pr {4-Me)Ph 0O |0

3-85 CH(CH:)OCOOQEt i-Pr {2-OMe)Ph 0O |0

3- 86 CH{CH,)OCOOEt i-Pr {3-OMe)Ph 0O |0

3- 87 CH{CH,)OCOOEt i-Pr {(4-OMe)Ph 0O |0

3 - 88 CH{CH;)OCOOEt i-Pr {2-NO,)Ph 0O |0

3-89 CH{(CH,)OCOOEt i-Pr (3-NO,Ph o |o

3-90 | CH(CH,)JOCOOEt i-Pr (4-NO,)Ph o |0

[0090]



WO 2014/126070 66 PCT/JP2014/053098
[5R34]
F IR
No. R? R* R? W WA i
3-91 CH(CH,)OCOOQEt iPr {2-CN)Ph 0O |0
3-92 CH(CH,)OCOOQEt iPr {3-CN)Ph 0O |0
3-93 CH{(CH,)OCOOEt i-Pr {4-CN)Ph 0O |0
3-94 CH{CH,)OCOOEt i-Pr {2,3-Me,)Ph 0O |0
3-95 CH(CH,)OCOOEt i-Pr (2,4-Me,)Ph 0O |0
3-96 CH{CH,)OCOOEL i-Pr {2,5-Me,)Ph 0O |0
3-97 CH(CH,)OCOOQEt i-Pr {2,6-Me,)Ph 0O |0
3-98 CH(CH,)OCOOQEt i-Pr {2-C1-6-Me)Ph 0O |0
3-99 CH(CH,)OCOOEt i-Pr (2-Cl-5-Me)Ph O |0
3-100 | CH(CH)OCOOEt i-Pr (2-Cl-4-Me)Ph O |0
3-101 | CH(CH,)OCOOEt i-Pr {(2-Cl-3-Me)Ph 0O |0
3-102 | CH{CHOCOOEt iPr {(2-Cl-6-Br)Ph 0O |0
3-103 | CH(CHOCOOEt i-Pr {2-C1-5-Br)Ph 0O |0
3-104 | CH(CHyOCOOEt i-Pr {2-Cl-4-Br)Ph 0O |0
3-105 | CH(CH)OCOOEt i-Pr {2-C1-3-Br)Ph 0O |0
3-106 | CH(CH)OCOOEt iPr (2-Cl-6-F)Ph 0O |0
3-107 | CH(CH)OCOOEt i-Pr (2-Cl-4-F)Ph 0 |0
3-108 | CH{CH)OCOOEt i-Pr (2-CI-3-F)Ph 0 |0
3-109 | CH(CH)OCOOEt i-Pr {2-Cl-6-c-Pr)Ph 0O |0
3-110 | CH(CH)OCOOEt i-Pr {2-Cl-5-c-Pr)Ph 0O |0
3-111 | CH{CH)OCOOEt i-Pr (2-Cl-4-c-Pr)Ph 0O |0
3-112 | CH{CH)OCOOEt i-Pr (2-Cl-3-c-Pr)Ph 0O |0
3-113 | CH{CHOCOOEt i-Pr {2-C1-6-OCF;)Ph 0O |0
3-114 | CH{CH)OCOOEt i-Pr {2-C1-5-OCF;)Ph 0 |0
3-115 | CH(CH)OCOOEt iPr (2-Cl-4-OCF,)Ph O |0
3-116 | CH(CH)OCOOEt iPr (2-C1-3-OCF;)Ph O |0
3-117 | CH{CH)OCOOEt iPr {(2-CI-6-CF,)Ph 0O |0
3-118 | CH{CHOCOOEt iPr (2-CI-5-CFy)Ph 0O |0
3-119 | CH{CH)OCOOEt i-Pr {2-Cl-4-CF,)Ph 0 |0
3-120 | CH{CH.)OCOOEt i-Pr {2-C1-3-CF,)Ph 0 |0
3-121 | CH(CH)OCOOEt i-Pr {(2-Br-6-Me)Ph 0O |0
3-122 | CH(CH)OCOOEt iPr {(2-Br-5-Me)Ph 0O |0
3-123 | CH{CHOCOOEt iPr {(2-Br-4-Me)Ph 0O |0
3-124 | CH{CHOCOOEt iPr {(2-Br-3-Me)Ph 0O |0
3-125 | CH(CH,)OCOOEt i-Pr {2-Br-5-Cl)Ph O |0

[0091]




WO 2014/126070 67 PCT/JP2014/053098
[535]
FIROEE
No. R? R* R? Wt W | i
3-126 | CH(CHOCOOEt i-Pr {2-Br-4-CDPh 0O |0
3-127 | CH{CHOCOOEt i-Pr {2-Br-3-CDPh 0O |0
3-128 | CH{CH:;)OCOOEt iPr {2-Br-6-F)Ph 0O |0
3-129 | CH(CHOCOOEt i-Pr {2-Br-5-F)Ph O |0
3-130 | CH(CH)JOCOOEt i-Pr (2-Br-4-F)Ph 0O |0
3-131 | CH{CHy)OCOOEL i-Pr (2-Br-3-F)Ph 0 0
3-132 | CH{CH)OCOOEt i-Pr (2-Br-6-¢Pr)Ph 0O |0
3-133 | CH{CH)OCOOEt i-Pr (2-Br-5-c-Pr)Ph 0O |0
3-134 | CH(CH)OCOOEt i-Pr {(2-Br-4-c¢-Pr)Ph 0O |0
3-135 | CH(CH)OCOOEt i-Pr {(2-Br-3-c¢-Pr)Ph 0O |0
3-136 | CH(CH)OCOOEt iPr (2-Br-6-OCF,)Ph 0O |0
3-137 | CH{CHOCOOEt i-Pr (2-Br-5-OCF;)Ph 0O |0
3-138 | CH(CH,JOCOOEt i-Pr {2-Br-4-OCF,)Ph 0O |0
3-139 | CH{CH)OCOOEt i-Pr {2-Br-3-OCF,)Ph 0O |0
3-140 | CH(CHOCOOEt i-Pr {2-Br-6-CF,)Ph 0O |0
3-141 | CH(CH)OCOOEt i-Pr {2-Br-5-CF;)Ph 0O |0
3-142 | CH{CHOCOOEt i-Pr (2-Br-4-CF;)Ph 0O |0
3-143 | CH{CH)OCOOEt i-Pr {(2-Br-3-CF,)Ph 0O |0
3-144 | CH(CHOCOOEt i-Pr {2-Me-5-C)Ph 0O |0
3-145 | CH(CHJOCOOEt i-Pr {2-Me—4-C)Ph 0O |0
3- 146 | CH(CH)OCOOEt i-Pr {(2-Me-3-CDPh 0O |0
3-147 | CH{CH)OCOOEt i-Pr {(2-Me-5-Br)Ph 0O |0
3-148 | CH(CHyOCOOEt i-Pr {2-Me-4-Br)Ph 0O |0
3-149 | CH{CH)OCOOEt i-Pr {2-Me-3-Br)Ph 0O |0
3-150 | CH(CH)OCOOEt iPr (2-Me-6-F)Ph 0O |0
3-151 | CH(CH)JOCOOEt iPr {(2-Me-5-F)Ph 0O |0
3-152 | CH{CH)OCOOEt i-Pr (2-Me-4-F)Ph 0O |0
3-153 | CH{CH)OCOOEt i-Pr (2-Me-3-F)Ph 0O |0
3-154 | CH(CHyOCOOEt i-Pr {2-Me—6-c-Pr)Ph 0O |0
3-155 | CH(CH)OCOOEt i-Pr {2-Me-5-¢~Pr)Ph 0O |0
3-156 | CH(CH)OCOOEt i-Pr (2-Me-4-¢-Pr)Ph 0O |0
3-157 | CH({CHOCOOEt iPr {(2-Me-3-¢-Pr)Ph 0O |0
3-158 | CH{CHOCOOEt i-Pr (2-Me6-OCF)Ph | O | O
3-159 | CH{CH)OCOOEt i-Pr (2-Me-5-OCF)Ph | O | O
3-160 | CH(CH.OCOOEt i-Pr {2-Me-4-OCFyPh  |O | O

[0092]




WO 2014/126070 68 PCT/JP2014/053098
[5=36]
H3ROBLE
No. R R R Wt wWe | i
3-161 | CH(CH)OCOOEt i-Pr (2-Me3-OCF,)Ph | O |O
3-162 | CH(CH;)OCOOEt i-Pr (2-Me-6-CF,)Ph o |o
3-163 | CH{CH,)OCOOEt i-Pr (2-Me-5-CF,)Ph o 0
3-164 | CH(CH;JOCOOEt i-Pr (2-Me-4-CF.)Ph o |o
3-165 | CH(CH;JOCOOEt i-Pr (2-Me-3-CF,)Ph o |o
3-166 | CH(CH:)JOCOOEt t-Bu | Ph O |O |NMR
3-167 | CH(CH;)OCOOEt t-Bu | (2,6-CL)Ph 0 |0 |NMR
3-168 | CH(CH;)OCOOEt t-Bu | (2,5-CL)Ph O |0
3-169 | CH(CH;)OCOOEt t-Bu | (2,4-ClL)Ph o |0
3-170 | CH(CH;)OCOOEt t-Bu | (2,3-CL)Ph o |o
3-171 | CH(CH)OCOOEt t-Bu | (2-CDPh 0 |0 |NMR
3-172 | CH{CH)OCOOEL t-Bu | (3-Cl)Ph o |o
3-173 | CH(CH:)OCOOEt t-Bu | (4-C)Ph 0 |0 |NMR
3-174 | CH(CH,)OCOOEt t-Bu | (2-F)Ph 0o |o
3-175 | CH{CH)OCOOEt t-Bu | (3-F)Ph o |o
3-176 | CH{CH)OCOOEt t-Bu | (4-F)Ph o |o
3-177 | CH{CH)OCOOEt t-Bu | (2,6-F,)Ph o |o
3-178 | CH{CH)OCOOEt t-Bu | (2,5 F)Ph o |o
3-179 | CH{CH;)JOCOOEt t-Bu | (2,4-F,)Ph o |o
3-180 | CH(CH;JOCOOEt t-Bu | (2,3-F)Ph o o
3-181 | CH(CHOCOOEt t-Bu | (2-OCF,)Ph o |o
3-182 | CH(CHOCOOEt t-Bu | (3-OCF,)Ph O |0
3-183 | CH(CH:)OCOOEt t-Bu {(4-OCF,)Ph 0o |0
3-184 | CH(CH;)OCOOEt t-Bu | (2-CF,)Ph 0o o |NMR
3-185 | CH(CH;JOCOOEt t-Bu | (3-CF,)Ph o |o
3-186 | CH(CH;JOCOOEt t-Bu | (4-CF,)Ph o o
3-187 | CH{CH;OCOOEt t-Bu | (2-Br)Ph 0 |0 |NMR
3-188 | CH(CH,)OCOOEt t-Bu | (3-Br)Ph o |0
3-189 | CH(CH;)OCOOEt t-Bu | (4-Br)Fh o |o
3-190 | CH(CH:)OCOOEt t-Bu | (2-Me)Ph 0o |o
3-191 | CH(CH;)OCOOKEt t-Bu | (3-Me)Ph o |o
3-192 | CH(CH:)OCOOEt t-Bu | (4 Me)Ph o |o
3-193 | CH{CH;JOCOOEt t-Bu | (2-OMe)Ph o |o
3-194 | CH(CH;OCOOEt t-Bu | (3-OMe)Ph o |0
3-195 | CH(CHOCOOEt t-Bu {4-OMe)Ph o |o

[0093]




WO 2014/126070 69 PCT/JP2014/053098
[£R37]
BIRDOME
No. iy R R W W | it
3-196 | CHCH)OCOOEt t-Bu | (2-NO,)Ph 0o |o
3-197 | CH{CH)OCOOEt t-Bu | (3-NO,Ph o |o
3-198 | CH(CH)OCOOEt t-Bu | (4-NO,)Ph o |o
3-199 | CH{CH)OCOOEL t-Bu | (2-CN)Ph o |o
3-200 | CH{CH)OCOOEt t-Bu | {3-CN)Ph o |o
3-201 | CH(CH:)OCOOEt t-Bu {(4~CN)Ph o o
3-202 | CHCH)OCOOEt t-Bu | (2,3-Me,)Ph o o
3-203 | CHCH)OCOOEt t-Bu | (2,4-Me,)Ph o |o
3-204 | CH{CH)OCOOEt t-Bu | (2,5Me,)Ph o |o
3-205 | CH{CH)OCOOEt t-Bu | (2,6-Me,Ph o |o
3-206 | CH{CH)OCOOEt t-Bu | (2-Cl-6-Me)Ph o |o
3-207 | CHCH:OCOOEt t-Bu (2-C1-5-Me)Ph o o |NMR
3-208 | CH{CH)OCOOEt t-Bu | {2-Cl-4-Me)Ph o |o
3-209 | CH(CH)OCOOEt t-Bu | {2-Cl-3-Me)Ph 0 |0
3-210 | CH(CH.JOCOOEt t-Bu (2-Cl-6-Br)Ph o o
3-211 | CH(CH.JOCOOEt t-Bu (2-Cl-5-Br)Ph o o
3-212 | CH{CH)OCOOEL t-Bu | (2-Cl-4-Br)Ph 0O |0
3-213 | CHICH:OCOOEt t-Bu (9-Cl-3-Br)Ph o |o
3-214 | CH{CH)OCOOEt t-Bu | {2-Cl-6-F)Ph o |o
3-215 | CH{CH)OCOOEt t-Bu | {2-Cl-5-F)Ph o |o
3-216 | CH{CH)OCOOEt t-Bu | {2-Cl-4-F)Ph o |o
3-217 | CH{CH)OCOOEL t-Bu | {2-Cl-3-F)Ph o |o
3-218 | CH{CH)OCOOEt t-Bu | (2-Cl-6-¢ PrPh o |o
3-219 | CHCH)OCOOEt t-Bu | (2-Cl-5-¢c-Pr)Ph o |o
3-220 | CH{CH)OCOOEt t-Bu | (2-Cl-4-c-Pr)Ph o |o
3-221 | CH{CH)OCOOEt t-Bu | {2-Cl-3-c-Pr)Ph o |o
3-222 | CH{CH)OCOOEL t-Bu | {(2CI'6OCE)Ph  |O |O
3-223 | CH{CH)OCOOEL t-Bu | {2-CI-5-OCF)Ph | O | O
3-224 | CH(CH)OCOOEt t-Bu | (2-Cl4-OCF)Ph | O |O
3-225 | CH(CH)OCOOEt t-Bu | (2-Cl-3-OCE)Ph | O | O
3-226 | CH{CH)OCOOEt t-Bu | (2-Cl-6-CF,)Ph o |o
3-227 | CH{CH)OCOOEL t-Bu | (2-CI-5-CF,)Ph 0o |0
3-228 | CH{CH)OCOOEt t-Bu | (2-Cl-4-CF,)Ph o |o
3-229 | CH{CH)OCOOEt t-Bu | (2-Cl-3-CF,)Ph o |o
3-230 | CH{CH)OCOOEt t-Bu | (2-Br-6-Me)Ph o |o

[0094]




WO 2014/126070 70 PCT/JP2014/053098
[5%38]
F IR
No. R? R* R? Wt W | i
3-231 | CH(CH,)OCOOEt t-Bu {2-Br-5-Me)Ph 0O |0
3-232 | CH(CH,)OCOOEt t-Bu {2-Br-4-Me)Ph 0O |0
3-233 | CH{CH,)OCOOEt t-Bu {2-Br-3-Me)Ph 0O |0
3-234 | CH{CHy)JOCOOEt t=Bu {9-Br-5-CI)Ph O O
3-235 | CH(CH,)OCOOEt t-Bu (2-Br-4-Cl)Ph O |0
3-236 | CH(CH,)OCOOEt t-Bu (2-Br-3-ClPh 0 0
3-237 | CH(CH,)OCOOEt t-Bu {2-Br-6-F)Ph 0O |0
3-238 | CH(CH,)OCOOEt t-Bu {2-Br-5-F)Ph 0O |0
3-239 | CH(CH,)OCOOEt t-Bu {2-Br-4-F)Ph 0O |0 |NMR
3-240 | CH{CH;)JOCOOEt t-Bu {(9-Br-3-F)Ph O O
3-241 | CH(CH,)OCOOEt t-Bu (2-Br-6-c-Pr)Ph 0O |0
3-242 | CH(CH;)OCOOEt t-Bu {(2-Br-5-¢-Pr)Ph 0O |0
3-243 | CH(CH,)OCOOEt t-Bu {(2-Br-4-c-Pr)Ph O |0
3-244 | CH(CH,)OCOOEt t-Bu {(2-Br-3-c-Pr)Ph O |0
3-245 | CH(CHOCOOEt t-Bu {2-Br-6—-OCF,)Ph 0O |0
3-246 | CH(CH,)OCOOEt t-Bu (2-Br-5-OCF;)Ph O |0
3-247 | CH(CH,)OCOOEt t-Bu (2-Br-4-OCF;)Ph O |O |NMR
3-248 | CH(CH,)OCOOEt t-Bu (2-Br-3-OCF;)Ph 0 |0
3-9249 | CH(CH,)OCOOEt t-Bu {2-Br-6-CF,)Ph O |0
3-9250 | CH(CH,)OCOOEt t-Bu {2-Br-5-CF;)Ph O |0
3-251 | CH(CH,)OCOOEt t-Bu {2-Br-4-CF,)Ph 0O |0
3-252 | CH(CH,)OCOOEt t-Bu {2-Br-3-CF;)Ph 0O |0
3-253 | CH(CH,)OCOOEt t-Bu {2-Me-5-CD)Ph 0O |0
3-254 | CH(CH,)OCOOEt t-Bu {2-Me-4-CD)Ph 0O |0
3-255 | CH(CH,)OCOOEt t-Bu {2-Me-3-Cl)Ph O |0
3-256 | CH(CH,)OCOOEt t-Bu {2-Me-5-Br)Ph O |0
3-257 | CH(CH,)OCOOEt t-Bu {2-Me-4-Br)Ph 0O |0
3-258 | CH(CH,)OCOOEt t-Bu {2-Me-3-Br)Ph 0O |0
3-259 | CH(CH,)OCOOEt t-Bu {2-Me-6-F)Ph 0O |0
3-260 | CH(CH.)OCOOEt t-Bu {2-Me-5-F)Ph 0O |0
3-261 | CH(CH,)OCOOEt t-Bu (2-Me-4-F)Ph 0O |0
3-262 | CH(CH))OCOOEt t-Bu (2-Me-3-F)Ph 0O |0
3-263 | CH(CH,)OCOOEt t-Bu (2-Me—6-c—Pr)Ph 0O |0
3-264 | CH(CH,)OCOOEt t-Bu (2-Me-5-c—Pr)Ph 0O |0
3-265 | CH(CH)OCOOEt t-Bu {2-Me—-4-c-Pr)Fh @] O

[0095]




WO 2014/126070 71 PCT/JP2014/053098
[5R39]
B IRDOPE
No. iy R R W W | it
3-266 | CH(CH;)JOCOOEt t-Bu | (2-Me 3¢ Pr)Ph o o
3-267 | CH{CH;)JOCOOEt t-Bu | (2Me 6 0OCF)Ph |O | O
3-268 | CH{CH)JOCOOEt t-Bu | (2-Me-5-OCF,)Ph | O | O
3-269 | CH{CH,)OCOOEt t-Bu | (2-Me-4-OCF;)Ph |O | O
3-270 | CH{CH:)OCOOEt t-Bu | {2-Me3-OCF,)Ph | O | O
3-271 | CH(CH:)OCOORt tBu | (2-Me 6-CF,Ph 0O |0
3-272 | CH{CH,)JOCOOEt t-Bu | (2-Me-5-CF,)Ph O |0
3-273 | CH{CH;)JOCOOEt t-Bu | (2-Me-4-CF,)Ph O |0
3-274 | CH{CH,)OCOOEt t-Bu | (2-Me-3-CF,)Ph O |0
3-275 | CH{CH,)OCOOEt sBu | Ph o |o
3-276 | CH{CH:)OCOOEt sBu | (2,6-Cl)Ph o |0
3-277 | CH{CH)OCOOEL sBu | (2,5-Cl)Ph o |o
3-278 | CH{CH;)JOCOOEt s=Bu | (2,4-CL)Ph O |0
3-279 | CH(CH;)JOCOOEt s=Bu | (2,3-CL,)Ph O |0
3-280 | CH(CH)OCOOEt sBu | (2-CDPh o |o
3-281 | CH(CH)OCOOEt sBu | (3-CDPh 0o |o
3-282 | CH(CH:)OCOOFRt sBu | (4-CDPh o |0
3-283 | CH{CH)OCOOEt sBu | (2-F)Ph o |o
3-284 | CH{CH,)OCOOEt s-Bu | {3-F)Ph o |o
3-285 | CH{CH,)OCOOEt s-Bu | {(4-F)Ph o |o
3-28 | CH{CH,)JOCOOEt sBu | (2,6-F,)Ph o o
3 -287 | CH(CH)OCOOEt sBu | (2,5 F)Ph o |o
3-288 | CH(CH;)OCOOFRt sBu | {2,4-F,Ph o |0
3-289 | CH{CH:)OCOOEt sBu | (2,3-F,)Ph 0o o
3-290 | CH{CH,)OCOOEt s-Bu | (2-OCF,)Ph o o
3-291 | CH{CH:)OCOOEt s-Bu | (3-OCF,)Ph o o
3-292 | CH{CH,)JOCOOEt sBu | (4-OCF,)Ph O |0
3-293 | CH{CH)OCOOEt sBu | (2-CF,)Ph o |o
3-294 | CH{CH;)JOCOOEt s-Bu | (3-CF,)Ph o o
3-295 | CH(CH:)JOCOOEt s-Bu | (4-CF,)Ph 0o o
3-296 | CH{CH,)OCOOEt sBu | {2-Br)Ph o o
3-297 | CH{CH:)OCOOEt s-Bu | {(3-Br)Ph 0o |o
3-298 | CH(CH)OCOOEt sBu | (4-Br)Ph 0o o
3-299 | CH(CHOCOOEt sBu | (2-Me)Ph o |o
3-300 | CH{CH)OCOOEt s-Bu | (3-Me)Ph o |o

[0096]




WO 2014/126070 72 PCT/JP2014/053098
[5=40]
H3ROBLE
No. R? R* R? Wt W | i
3-301 | CH(CH;)OCOOEt sBu | (4-Me)Ph o o
3-302 | CH(CH;OCOOEt sBu | (2-OMe)Ph o o
3-303 | CH(CH,)OCOOEt sBu | (3-OMe)Ph 0O |0
3-304 | CH(CH;JOCOOEt s-Bu | (4-OMe)Ph o o
3-305 | CH(CH;JOCOOEt s-Bu | (2-NO,)Ph o |0
3-306 | CH(CH:)OCOOEt sBu | (3-NO,)Ph o |0
3-307 | CH(CH;OCOOEt s-Bu | (4-NO,Ph o o
3-308 | CH(CH;OCOOEt s-Bu | (2-CN)Ph o o
3-309 | CH(CH;)OCOOEt s-Bu | (3-CN)Ph o o
3-310 | CH(CH;JOCOOEt sBu | (4-CN)Ph o o
3-311 | CH(CH;JOCOOEt s-Bu | (2,3-Mey)Ph O |0
3-312 | CH{CH)OCOOEL s-Bu | (2,4 Me,)Ph o |o
3-313 | CH(CH:)OCOOEt s-Bu | (2,5-Me,)Ph o |0
3-314 | CH(CH,)JOCOOEt s-Bu | (2,6-Mey))Ph o |0
3-315 | CH(CH:OCOOEL sBu | (2-Cl-6-Me)Ph O |0
3-316 | CH(CH:OCOOEt sBu | (2-Cl-5-Me)Ph O |0
3-317 | CH(CHyOCOOEt s—Bu (2-Cl-4-Me)Ph o o
3-318 | CH(CH,)OCOOEt sBu | {(2-Cl-3-Me)Ph o |o
3-319 CH{CH,)OCOOEt s—Bu {2-Cl-6-Br)Ph O e}
3-320 CH{CH,)OCOOEt s—Bu {2-Cl-5-Br)Ph O e}
3-321 | CH(CH)OCOORt sBu | {(2-Cl-4-Br)Ph 0o |0O
3-322 | CH(CH,)OCOOFRt sBu | {(2-Cl-3-Br)Ph 0 |0
3-323 | CH(CH:)OCOOFRt sBu | {2-Cl-6-F)Ph o |0
3-324 | CH(CH;)OCOOEt sBu | (2-CI-5-F)Ph o o
3-325 | CH(CH,)OCOOEt s—Bu {2-Cl-4-F)Ph 0 O
3-326 | CH(CH;JOCOOEt s—Bu {2-Cl-3-F)Ph 0 O
3-327 | CH(CH)OCOOEt sBu | (2-Cl-6-¢-Pr)Ph o |0
3-328 | CH(CH,)OCOORt sBu | (2-Cl-5-¢ Pr)Ph o o
3-329 | CH(CH;)OCOOEt s-Bu | (2-Cl-4-c-Pr)Ph o o
3-330 | CH(CH:)OCOOEt s-Bu | (2-Cl-3-¢-Pr)Ph o o
3-331 | CH(CH;)OCOOEt sBu | (2-CI6-OCF)ph | O | O
3-332 | CH(CH:)OCOOEt sBu | (2CI'5-OCF)Ph | O |O
3-333 | CH(CH;JOCOOEt sBu | (2-CI4-OCF)ph | O | O
3-334 | CH(CH)OCOOEt sBu | (2CI3-OCF)Ph | O | O
3-335 | CH(CH:)OCOOEt s-Bu | {2-Cl-6-CF,)Ph o |o
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3-336 | CH(CH,)OCOOEt s-Bu {(2-C1-5-CF,)Ph 0O |0
3-337 | CH(CH,)OCOOEt s—Bu {2-Cl-4-CF;)Ph 0O |0
3-338 | CH(CH,)OCOOEt s—Bu {2-C1-3-CF,)Ph O |0
3-339 | CH(CH,JOCOOEt s—Bu {2-Br-6-Me)Ph O |0
3-340 | CH(CH,)OCOOEt s-Bu {2-Br-5-Me)Ph 0O |0
3-341 | CH(CH)OCOOEt s—Bu {(2-Br-4-Me)Ph 0O |0
3-342 | CH(CH,)OCOOEt s-Bu {2-Br-3-Me)Ph 0O |0
3-343 | CH(CH,JOCOOEt s—Bu {2-Br-5-Cl)Ph 0O |0
3-344 | CH(CH,)OCOOEt s-Bu {2-Br-4-Cl)Ph O |0
3-345 | CH{CH,JOCOOEt s—Bu {2-Br-3-Cl)Ph O |0
3-346 | CH(CH,)OCOOEt s-Bu (2-Br-6-F)Ph 0O |0
3-347 | CH{CH;)OCOOEt s—Bu (2-Br-5-F)Ph 0O |0
3-348 | CH(CH,JOCOOEt s—Bu {2-Br-4-F)Ph 0O |0
3-349 | CH(CH,JOCOOEt s—Bu {2-Br-3-F)Ph 0O |0
3-350 | CH(CH,)OCOOEt s-Bu {2-Br-6-c—Pr)Ph 0O |0
3-351 | CH{CH;)OCOOEt s-Bu {(2-Br-5-¢-Pr)Ph 0O |0
3-352 | CH(CH,)OCOOEt s-Bu (2-Br-4-c-Pr)Ph 0 |0
3-353 | CH(CH,JOCOOEt s-Bu {(2-Br-3-¢-Pr)Ph 0 |0
3-354 | CH(CH,)OCOOEt s—Bu {2-Br-6-OCF,)Ph O |0
3-355 | CH(CH,JOCOOERt s—Bu (2-Br-5-OCF,)Ph O |0
3-356 | CH(CH,)OCOOEt s-Bu {2-Br-4-OCF,)Ph 0O |0
3-357 | CH(CH)OCOOEt s-Bu (2-Br-3-OCF;)Ph 0O |0
3-358 | CH(CH,)OCOOEt s-Bu {2-Br-6-CF)Ph 0O |0
3-359 | CH(CH,JOCOOEt s—Bu {2-Br-5-CF,)Ph 0O |0
3-360 | CH(CH,)OCOOEt s—Bu {2-Br-4-CF,)Ph O |0
3-361 | CH(CH,JOCOOEt s—Bu {2-Br-3-CF,)Ph O |0
3-362 | CH(CH,)OCOOEt s-Bu {2-Me-5-C)Ph 0O |0
3-363 | CH(CH;)OCOOEt s—Bu {(2-Me-4-Cl)Ph 0O |0
3-364 | CH(CH,)OCOOEt s—Bu {2-Me-3-CD)Ph 0O |0
3-365 | CH(CH,JOCOOEt s—Bu {2-Me-5-Br)Ph 0O |0
3-366 | CH(CH,)OCOOEt s-Bu {2-Me-4-Br)Ph 0O |0
3-367 | CH(CH,)OCOOEt s-Bu {2-Me—3-Br)Ph 0O |0
3-368 | CH(CH,)OCOOEt s-Bu (2-Me—6-F)Ph 0O |0
3-369 | CH(CH;)OCOOEt s—Bu (2-Me-5-F)Ph 0O |0
3-370 | CH(CH,JOCOOEt s—Bu {2-Me-4-F)Ph O |0
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3-371 | CH(CH;)OCOOEt sBu | (2-Me-3-F)Ph O |0
3-372 | CH(CH)OCOOEt sBu | (2-Me6-cPOPh | O |O
3-373 | CH{CH,)OCOOEt sBu | (2-Me-5-c-PPh | O | O
3-374 | CH(CH;JOCOOEt s-Bu | {2-Me—4—-PPPh | O | O
3-375 | CH(CH,JOCOOEt s-Bu | {2-Me-3—-Pr)Ph | O |O
3-376 | CH(CH:)OCOORt sBu | (2-Me-6-OCF)Ph | O | O
3-377 | CH(CH;)OCOOEt ssBu | {2-Me5-OCFPh | O | O
3-378 | CH(CH;)OCOOEt sBu | {2-Me-4-OCF,Ph | O | O
3-379 | CH(CH;)OCOOEt sBu | {(2-Me3-OCF)Ph |O |O
3-380 | CH(CH;JOCOOEt sBu | (2-Me6-CF,)Ph 0O 0
3-381 | CH(CH;JOCOOEt sBu | (2-Me-5-CF,)Ph O |0
3-382 | CH(CHs)OCOORt sBu | (2-Me-4-CF,)Ph 0o o
3-383 | CH(CH;)OCOOEt s-Bu | (2-Me-3-CF,)Ph 0o |0
3-384 | CH(CH,)JOCOOEt i-Bu | Ph 0o o
3-385 | CH(CH:)OCOOEt i-Bu | (2,6-Cl)Ph o o
3-38 | CH(CH.)OCOOEt i-Bu | (2,5-Cl)Ph o o
3-387 | CH(CH:)OCOOEt i-Bu | (2,4 Cl)Ph O |0
3-388 | CH{CH)OCOOEt i-Bu (2,3-Cl)Ph o |o
3-389 | CH(CH;)JOCOOEt i-Bu | (2-CD)Ph o o
3-390 | CH(CH;JOCOOEt i-Bu | (3-CD)Ph o o
3-391 | CH(CHOCOOEt i-Bu | (4-CD)Ph o o
3-392 | CH(CHOCOOEt i-Bu | (2-F)Ph o o
3-393 | CH(CH:)OCOOEt i-Bu {(3-F)Ph o |0
3-394 | CH(CH;)OCOOEt i-Bu | (4-F)Ph o |0
3-395 | CH(CH;)OCOOEt i-Bu | (2,6-F,)Ph o |o
3-396 | CH(CH;JOCOOEt i-Bu | (2,5-F,)Ph o |o
3-397 | CH{CHOCOOEt i-Bu | (2,4-F)Ph 0 |0
3-398 | CH(CH,)OCOOEt i-Bu | (2,3-F)Ph o |0
3-399 | CH(CH;)OCOOEt i-Bu | (2-OCF,)Ph o |0
3-400 | CH(CH:)OCOOEt i-Bu | (3-OCF,)Ph o |0
3-401 | CH(CH;)OCOOEt i-Bu | (4-OCF,)Ph 0o O
3-402 | CH(CH:)OCOOEt i-Bu | (2-CF,)Ph o o
3-403 | CH{CH)OCOOEt i-Bu (3-CF,)Ph o |o
3-404 | CH{CH)OCOOEt i-Bu (4-CF)Ph o |o
3-405 | CH(CHJOCOOEt i-Bu (2-Br)Ph o |o
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3-406 | CH(CH)OCOOEt i-Bu {3-Br)Ph 0O |0
3-407 | CH{CH)OCOOEt i-Bu {4-Br)Ph 0O |0
3-408 | CH{CH;)OCOOEt i-Bu {2-Me)Ph O |0
3-409 | CH{CH)OCOOEt i-Bu {3-Me)Ph 0O |0
3-410 | CH(CH)OCOOEt i-Bu {4-Me)Ph 0O |0
3-411 | CH{CH))OCOOEt i-Bu (2-OMe)Ph 0O |0
3-412 | CH{CH)OCOOEt i-Bu {3-OMe)Ph 0O |0
3-413 | CH(CHJOCOOEt i-Bu {4-OMe)Ph 0O |0
3-414 | CH(CH)OCOOEt i-Bu {2-NO,)Ph 0O |0
3-415 | CH{CHOCOOEt i-Bu {3-NO,)Ph 0O |0
3-416 | CH(CH)OCOOEt i-Bu {4-NO,)Ph 0O |0
3-417 | CH{CHyOCOOEt i-Bu (2-CN)Ph 0O |0
3-418 | CH{CH)OCOOEt i-Bu {3-CN)Ph 0O |0
3-419 | CH{CH)OCOOEt i-Bu {4-CN)Ph 0O |0
3-420 | CH(CH)OCOOEt i-Bu (2,3-Me,)Ph 0O |0
3-421 | CH(CH)OCOOEt i-Bu (2,4-Me,)Ph 0O |0
3-422 | CH(CH)OCOOEt i-Bu (2,5-Me,)Ph 0O |0
3-423 | CH{CH)OCOOEt i-Bu (2,6-Me,)Ph o |o
3-424 | CH(CHOCOOEt i-Bu (2-C1-6-Me)Ph 0O |0
3-425 | CH(CHOCOOEt i-Bu {2-C1-5-Me)Ph 0O |0
3-426 | CH(CH)OCOOEt i-Bu (2-Cl-4-Me)Ph 0O |0
3-427 | CH{CH)OCOOEt i-Bu (2-Cl-3-Me)Ph 0O |0
3-428 | CH(CH)OCOOEt i-Bu {2-C1-6-Br)Ph 0O |0
3-429 | CH{CH)OCOOEt i-Bu {2-C1-5-Br)Ph 0O |0
3-430 | CH(CH)OCOOEt i-Bu {2-Cl-4-Br)Ph 0O |0
3-431 | CH(CH)OCOOEt i-Bu {2-Cl-3-Br)Ph 0O |0
3-432 | CH(CH,)OCOOEt i-Bu (2-Cl-6-F)Ph O |0
3-433 | CH(CH.)OCOOEL i-Bu (2-Cl-5-F)Ph 0O |0
3-434 | CH{CH)OCOOEt i-Bu {2-Cl-4-F)Ph 0O |0
3-435 | CH{CH)OCOOEt i-Bu {2-C1-3-F)Ph 0O |0
3-436 | CH{CH;JOCOOEt i-Bu (2-Cl-6-¢-Pr)Ph O |0
3-437 | CH(CH))OCOOEt i-Bu {(2-Cl-5-¢-Pr)Ph 0O |0
3-438 | CH(CH,)OCOOEt i-Bu {(2-Cl-4-c-Pr)Ph 0O |0
3-439 | CH(CH)OCOOEt i-Bu (2-Cl-3-cPr)Ph 0 |0
3-440 | CH(CHOCOOEt i-Bu {2-C1-6-OCF,;)FPh 0O |0
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3-441 | CH{CH)OCOOEt i-Bu {2-C1-5-OCF;)Ph 0O |0
3-442 | CH{CH)OCOOEt i-Bu {2-Cl-4-OCF;)Ph 0O |0
3-443 | CH(CH.)OCOOEL i-Bu (2-C1-3-OCF,)Ph O |0
3-444 | CH(CHOCOOEt i-Bu {(2-C1-6-CF;)Ph 0O |0
3-445 | CH(CHJOCOOEt i-Bu {(2-CI-5-CF,)Ph 0O |0
3-446 | CH{CHyOCOOEt i-Bu {(2-Cl-4-CFy)Ph 0O |0
3 - 447 | CH{CH)OCOOEt i-Bu {2-C1-3-CF,)Ph 0O |0
3-448 | CH(CH)OCOOEt i-Bu {2-Br-6-Me)Fh 0O |0
3-449 | CH(CH)OCOOEt i-Bu {(2-Br-5-Me)Ph 0O |0
3-450 | CH{CH)OCOOEt i-Bu {(2-Br-4-Me)Ph 0O |0
3-451 | CH(CH)OCOOEt i-Bu {(2-Br-3-Me)Ph 0O |0
3-452 | CH{CHOCOOEL i-Bu {(2-Br-5-Cl)Ph 0O |0
3-453 | CH{CH)OCOOEt i-Bu {2-Br-4-Cl)Ph 0O |0
3-454 | CH(CHOCOOEt i-Bu {2-Br-3-Cl)Ph 0O |0
3-455 | CH({CH)OCOOEt i-Bu {(2-Br-6-F)Ph 0O |0
3-456 | CH(CH)OCOOEt i-Bu (2-Br-5-F)Ph 0O |0
3-457 | CH{CHy)OCOOEt i-Bu (2-Br-4-F)Ph 0O |0
3-458 | CH{CH)OCOOEt i-Bu (2-Br-3-F)Ph 0O |0
3-459 | CH(CHJOCOOEt i-Bu {2-Br-6-c—Pr)Ph 0O |0
3-460 | CH(CHOCOOEt i-Bu {2-Br-5-c—Pr)Ph 0O |0
3-461 | CH(CH)OCOOEt i-Bu (2-Br-4-¢-Pr)Ph 0O |0
3-462 | CH{CH)OCOOEt i-Bu (2-Br-3-¢-Pr)Ph 0O |0
3-463 | CH{CHOCOOEt i-Bu {2-Br-6-QCF:)Ph 0O |0
3-464 | CH{CH)OCOOEt i-Bu {2-Br-5-QCF;)Ph 0O |0
3-465 | CH(CH)OCOOEt i-Bu (2-Br-4-OCF,)Ph 0O |0
3-466 | CH(CH)OCOOEt i-Bu (2-Br-3-OCF,)Ph 0O |0
3-467 | CH{CH)OCOOEt i-Bu {2-Br-6-CF,)Ph 0O |0
3-468 | CH{CHOCOOEt i-Bu {(2-Br-5-CF;)Ph 0O |0
3-469 | CH{CH)OCOOEt i-Bu {2-Br-4-CF,)Ph 0O |0
3-470 | CH(CH;)OCOOEt i-Bu {2-Br-3-CF,)Ph 0O |0O
3-471 | CH(CH,JOCOOEt i-Bu {(9-Me-5-CIFh O O
3-472 | CH({CH)OCOOEt i-Bu (2-Me-4-CDPh 0O |0
3-473 | CH{CH)OCOOEt i-Bu (2-Me-3-Cl)Ph 0O |0
3-474 | CH{CHOCOOEt i-Bu {(2-Me-5-Br)Ph 0O |0
3-475 | CH(CH.JOCOOEt i-Bu {2-Me—4-Br)Ph 0O |0
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3-476 | CH(CH;)JOCOOEt i-Bu | (2-Me-3-Br)Ph o |o
3477 | CH{CH;)JOCOOEt i-Bu | (2-Me-6-F)Ph o |o
3-478 | CH{CH,)OCOOEt i-Bu | {2-Me-5-F)Ph O |0
3-479 | CH{CH,JOCOOEt i-Bu | (2-Me-4-F)Ph o |o
3-480 | CH{CH,JOCOOEt i-Bu | (2-Me-3-F)Ph O |0
3-481 | CH(CH:)OCOORt i-Bu (2-Me-6-c-Pr)Ph o o
3-482 | CH(CH;)JOCOOEt i-Bu | (2Me5¢P)Ph  |O |O
3-483 | CH{CH;)JOCOOEt i-Bu | {2-Me-4—PpPh |O |O
3-484 | CH{CH,)OCOOEt i-Bu | {(2Me3<¢POPh  |O |O
3-485 | CH{CH,)OCOOEt i-Bu | {2Me6-OCF)Ph |O |O
3-486 | CH{CH,JOCOOEt i-Bu | {(2Me5OCF)Ph |O |O
3-487 | CH(CHz)OCOORt i-Bu (2-Me-4-OCF,)Ph | O | O
3-488 | CH(CH;)JOCOOEt i-Bu | {2-Me-3-OCF)Ph |O |O
3-489 | CH(CH;)JOCOOEt i-Bu | (2-Me-6-CF,)Ph o |o
3490 | CH{CH,)OCOOEt i-Bu | (2-Me-5-CF,)Ph o |o
3-491 | CH{CH,)OCOOEt i-Bu | (2-Me-4-CF,)Ph o |o
3-492 | CH{CH;)OCOOEL i-Bu | (2-Me-3-CF,)Ph o |o
3-493 | CH(CH;)OCOOEt Np Ph o |o
3-494 | CH{CH,JOCOOEt Np (2,6-ClL)Ph o |0
3-495 | CH{CH,JOCOOEt Np (2,5-Cl)Ph o |0
3-496 | CH{CH,)OCOOEt Np (2,4-Cl)Ph o |0
3497 | CH{CH,)OCOOEt Np (2,3-Cl)Ph o |0
3-498 | CH(CH:)OCOOEt Np {2-CDPh 0O |0
3-499 | CH(CH,)OCOOEt Np (3-CI)Ph o o
3-500 | CH{CH,)OCOOEt Np {4-C)Ph o |o
3-501 | CH{CH;)OCOOEt Np (9-F)Ph o o
3-502 | CH(CH)OCOOR Np (3-F)Ph 0o o
3-503 | CH(CH,)OCOORt Np (4-F)Ph o o
3-504 | CH(CH;)JOCOOE! Np (2,6-F,)Ph o |0
3-505 | CH(CH;)JOCOOE! Np (2,5-F,)Fh o o
3-506 | CH{CH,JOCOOEt Np (2,4-F,)Ph 0O |0
3-507 | CH{CH;)JOCOOEt Np (2,3-Fy)Ph O |0
3-508 | CH{CH;)JOCOOEL Np (2-OCF;)Ph O |o
3-509 | CH{CH;)JOCOOEL Np (3-OCFy)Ph O |o
3-510 | CH(CH)OCOOEt Np (4-OCF,)Ph o |o
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3-511 | CH{CH)OCOOEt Np (2-CF;)Ph 0O |0
3-512 | CH{CH)OCOOEt Np (3-CF.)Ph 0O |0
3-513 | CH(CH))OCOOEt Np {4-CF.)Ph O |0
3-514 | CH{CH)OCOOEt Np {2-Br)Ph 0O |0
3-515 | CH(CH)JOCOOEt Np {(3-Br)Ph 0O |0
3-516 | CH{CH)OCOOEt Np {(4-Br)Ph 0O |0
3-517 | CH{CH)OCOOEt Np {2-Me)Ph 0O |0
3-518 | CH{CH)OCOOEt Np {3-Me)Ph 0O |0
3-519 | CH{CH)OCOOEt Np {4-Me)Ph 0O |0
3-520 | CH{CH)OCOOEt Np {2-OMe)Ph 0O |0
3-521 | CH{CH)OCOOEt Np (3-OMe)Ph 0O |0
3-522 | CH{CHOCOOEt Np {(4-OMe)Ph 0O |0
3-523 | CH(CH,JOCOOEt Np {2-NO,)Ph 0O |0
3-524 | CH{CH)OCOOEt Np {3-NO,)Ph 0O |0
3-525 | CH(CH)OCOOEt Np {4-NO,)Ph 0O |0
3-52 | CH{CH)OCOOEt Np {2-CN)Ph 0O |0
3-527 | CH{CHy)OCOOEt Np (3-CN)Ph 0O |0
3-528 | CH(CH)OCOOEt Np (4-CN)Ph 0O |0
3-529 | CH(CH)OCOOEt Np {2,3-Me,)Ph 0O |0
3-530 | CH(CH)OCOOEt Np {2,4-Me,)Ph 0O |0
3-531 | CH({CH)OCOOEt Np (2,5-Me,)Ph 0O |0
3-532 | CH(CH)OCOOEt Np (2,6-Me,)Ph 0O |0
3-533 | CH({CHOCOOEt Np {2-C1-6-Me)Ph 0O |0
3-534 | CH{CH)OCOOEt Np {2-C1-5-Me)Ph 0o |0
3-535 | CH(CH)OCOOEt Np (2-Cl-4-Me)Ph 0O |0
3-53 | CH(CH)JOCOOEt Np {(2-C1-3-Me)Ph 0O |0
3-537 | CH{CH)OCOOEt Np {(2-Cl-6-Br)Ph 0O |0
3-538 | CH(CH)OCOOEt Np (2-Cl-5-Br)Ph 0O |0
3-539 | CH(CH)OCOOEt Np {2-Cl-4-Br)Ph 0O |0
3-540 | CH{CH)OCOOEt Np {2-C1-3-Br)Ph 0O |0
3-541 | CH(CH)OCOOEt Np (2-Cl-6-F)Ph 0O |0
3-542 | CH{CH)OCOOEt Np (2-Cl-5-F)Ph 0O |0
3-543 | CH(CHOCOOEt Np (2-Cl-4-F)Ph 0O |0
3-544 | CH{CH)OCOOEL Np (2-CI-3-F)Ph 0O |0
3-545 | CH(CH.JOCOOEt Np {2-Cl-6-c-Pr)Ph 0O |0

[0103]



WO 2014/126070 79 PCT/JP2014/053098
[£47]
FIROEE
No. R? R* R? Wt W | i
3-546 | CH{CH)OCOOEt Np {2-Cl-5-¢-Pr)Ph 0O |0
3-547 | CH{CH)OCOOEt Np {2-Cl-4-¢-Pr)Ph 0O |0
3-548 | CH{CH,)OCOOEt Np {2-Cl-3-c-Pr)Ph O |0
3-549 | CH(CHJOCOOEt Np (2-Cl-6-OCF;)Ph 0O |0
3-550 | CH(CH)JOCOOEt Np (2-Cl-5-OCF,)Ph 0O |0
3-551 | CH{CHOCOOEt Np (2-Cl-4-OCF;)Ph 0O |0
3-552 | CH(CHJOCOOEt Np (2-C1-3-OCF,)Ph 0O |0
3-553 | CH(CH)OCOOEt Np {(2-Cl1-6-CF,)Ph 0O |0
3-554 | CH({CH)OCOOEt Np {(2-C1-5-CF,)Ph 0O |0
3-555 | CH(CH)OCOOEt Np {(2-Cl-4-CF,)Ph 0O |0
3-55 | CH(CH)OCOOEt Np (2-Cl-3-CF,)Ph 0O |0
3-557 | CH{CHOCOOEt Np (2-Br-6-Me)Ph 0O |0
3-558 | CH(CH)OCOOEt Np {2-Br-5-Me)Ph 0O |0
3-559 | CH(CH)OCOOEt Np {2-Br-4-Me)Ph 0O |0
3-560 | CH(CH)OCOOEt Np (2-Br-3-Me)Fh 0O |0
3-561 | CH(CH)OCOOEt Np (2-Br-5-Cl)Ph 0O |0
3-562 | CH{CHy)OCOOEt Np (2-Br-4-Cl)Ph 0O |0
3-563 | CH{CH)OCOOEt Np (2-Br-3-Cl)Ph 0O |0
3-564 | CH(CHOCOOEt Np {2-Br-6-F)Ph 0O |0
3-565 | CH(CHOCOOEt Np {2-Br-5-F)Ph 0O |0
3-566 | CH(CH)OCOOEt Np (2-Br-4-F)Ph 0O |0
3-567 | CH{CH,)OCOOEt Np (2-Br-3-F)Ph 0O |0
3-568 | CH(CHOCOOEt Np {2-Me-5-CDPh 0O |0
3-569 | CH{CH)OCOOEt Np {2-Me-4-CDPh 0O |0
3-570 | CH(CH)OCOOEt Np (2-Me-3-Cl)Ph 0O |0
3-571 | CH({CH)JOCOOEt Np (2-Me-5-Br)Ph 0O |0
3-572 | CH{CH)OCOOEt Np (2-Me-4-Br)Ph 0O |0
3-573 | CH{CH)OCOOEt Np (2-Me-3-Br)Ph 0O |0
3-574 | CH(CH)OCOOEt Np {2-Me—6-F)Ph 0O |0
3-575 | CH(CH)OCOOEt Np {2-Me-5-F)Ph 0O |0
3-576 | CH(CH)OCOOEt Np {2-Me—4-F)Ph 0O |0
3-577 | CH{CH)OCOOEt Np (2-Me-3-F)Ph 0O |0
3-578 | CH{CH)OCOOEt Np (2-Me-6-c—Pr)Ph 0O |0
3-579 | CH{CH)OCOOEt Np (2-Me-5-¢-Pr)Ph 0O |0
3-580 | CH(CH.OCOOEt Np {2-Me—4—c-Pr)Ph 0O |0
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3-581 | CH{CH;)OCOOEt Np (2-Me-3-¢-Pr)Ph O |0
3 -582 | CH{CH;)OCOOEt Np (2-°Me6-OCFyPh  |O | O
3-583 | CH(CHy)OCOOEL Np (2-Me-5-OCF,)Ph | O | O
3-58 | CH{CH,)OCOOEt Np (2-Me-4-OCF)Ph |0 | O
3 - 585 | CH{CH:)OCOOEt Np (2-Me3-OCF)JFh  |O | O
3-58 | CH{CH;)OCOOEt Np (2-Me—6-CF;)Ph O |0
3 -587 | CH{CH;)JOCOOEt Np {(2-Me-5-CF;)Ph 0o |0
3-588 | CH{CH;)JOCOOEt Np {(2-Me~4-CF:)Ph 0o |0
3 - 589 | CH{CH,)OCOOEt Np (2-Me-3-CF,)Ph 0O 0
3-590 | CH{CH,)OCOOEt Np (2,6-Cl)Ph O |0
3-591 | CH{CH;)OCOOEt Np (2,5-Cl)Ph O |0
3-592 | CH(CHyOCOOEL Np (2,4-Cl)Ph 0 |0
3-593 | CH{CH;)JOCOOEt Np {2,3-CL)Ph O |0
3-594 | CH(CH;)JOCOOEt Np {(2-CDPh O |0
3-595 | CH(CH:)OCOOFRt Np {(3-CDPh O |0
3-59 | CH(CH,)OCOOFRt Np {(4-CDPh O |0
3-597 | CH{CH:)OCOOEt Np (2-F)Ph 0o |o
3-598 | CH(CH,)OCOOEt Np (3-F)Ph o |o
3-599 | CH{CH,)OCOOEt Np (4-F)Ph o o
3-600 | CH{CH)OCOOEt Np (2,6-F,)Ph O |0
3-601 | CH{CH,)JOCOOEt Np (2,6-F,)Fh O |0
3-602 | CH{CH,)OCOOEt Np (2,4-F;)Fh O |0
3-603 | CH(CHyOCOOEt CHEt, |Ph o |lo
3-604 | CH(CH:)OCOOEt CHEt, | (2,3-F,Ph 0o o
3-605 | CH{CH,)OCOOEt CHEt, | {2-OCF,)Ph o o
3-606 | CH(CH:)OCOOEt CHEt, | {3-OCF,)Ph o o
3-607 | CH{CH,)JOCOOEt CHEt, | {4-OCF,)Ph 0o o
3-608 | CH{CH,)JOCOOEt CHEt, | (2-CF,)Ph o o
3-609 | CH(CH;)OCOOEt CHEt, |{(3-CF,Ph 0o |o
3-610 | CHCH:)JOCOOEt CHEt, | {4-CF,)Ph 0o o
3-611 | CH{CH,)OCOOEt CHEt, | {2-Br)Ph o o
3-612 | CH{CH;)OCOOEt CHEt, | {3-Br)Ph 0o |o
3-613 | CH{CH,)JOCOOEt CHEt, | (4-Br)Ph 0o |o
3-614 | CH{CH,)OCOOEt CHEt, | (2-Me)Ph o o
3-615 | CH(CHJOCOOEt CHEt, | (3-Me)Ph o o
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3-616 | CH(CH,)JOCOOEt CHEt, | (4-Me)Ph 0 o
3-617 | CH(CH,)JOCOOEt CHEt, | (2-OMe)Ph o o
3-618 | CH(CH:)OCOOEt CHEt; | (3-OMe)Ph O |0
3-619 | CH{CH)OCOOEt CHEt, | {(4-OMe)Ph o |o
3-620 | CH{CH:)OCOOEt CHEt, | {(2-NO,)Ph o |o
3-621 | CH{CH;)OCOOEt CHEt, | {(3-NO,)Ph 0O |0
3-622 | CH(CH;)JOCOOEt CHEt, |{4-NO,)Ph 0o o
3-623 | CH(CH;)JOCOOEt CHEt, | {2-CN)Ph 0o o
3-624 | CH{CH,)OCOOEt CHEt, | (3-CN)Ph o o
3-625 | CH{CH,)OCOOEt CHEt, | {(4-CN)Ph o o
3-626 | CH{CH:)OCOOEt CHEt, | (2,3 Me,)Ph o |o
3-627 | CH{CH:)OCOOEt CHEt; | (2,4-Me,)Ph 0o o
3-628 | CH(CH;)JOCOOEt CHEt, | {2,5-Me,)Ph 0o |o
3-629 | CH(CH;)JOCOOEt CHEt, | {(2,6-Me,)Ph 0o o
3-630 | CH{CH,)OCOOEt CHEt, | {2-Cl-6-Me)Ph o o
3-631 | CH{CH,)OCOOEt CHEt, | {2-Cl-5-Me)Ph o o
3-632 | CH({CH:)OCOOEt CHEt, | (2-Cl-4-Me)Ph o |o
3-633 | CH(CH:)OCOOEt CHEt, | {2-Cl-3-Me)Ph o |o
3-634 | CH{CH,)OCOOEt CHEt, | {2-Cl-6-Br)Ph o o
3-635 | CH{CH,)OCOOEt CHEt, | {2-CI-5-Br)Ph o o
3-636 | CH{CH,)JOCOOEt CHEt, | {2-Cl-4-Br)Ph o o
3-637 | CH{CH,)JOCOOEt CHEt, | {2-Cl-3-Br)Ph o o
3-638 | CH(CH)OCOOEt CHEt, |{(2-Cl-6-F)Ph o |o
3-639 | CH(CH:)OCOOEt CHEt, |{(2-Cl-5-F)Ph 0o o
3-640 | CH{CH,)OCOOEt CHEt, | (2-Cl-4-F)Ph o o
3-641 | CH{CH;)OCOOEt CHEt, | (2-CI-3-F)Ph o o
3-642 | CH{CH,)JOCOOEt CHEt, |{2-Cl-6-c Pr)Ph 0o o
3-643 | CH{CH;)JOCOOEt CHEt, | {(2-Cl-5-c Pr)Ph o o
3-644 | CH(CH;)JOCOOEt CHEt, | {2-Cl-4-c-Pr)Ph 0o |o
3-645 | CH(CH:)JOCOOEt CHEt, |{2-Cl-3-c-Pr)Ph 0o o
3-646 | CH{CH,)OCOOEt CHEt, |(2-Cl'6-OCF)Ph |O |O
3-647 | CH{CH:)OCOOEt CHEt, |(2CI-5-OCF)Ph | O |O
3-648 | CH{CH;)JOCOOEt CHEt, |(2-Cl4OCF)Ph |O |O
3-649 | CH{CH,)JOCOOEt CHEt, |{(2-CI-3-OCE)Ph | O | O
3-650 | CH(CH)OCOOEt CHEt, | {2-Cl-6-CF,)Ph o |o
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3-651 CH{CH,)OCOOEt CHEt, (2-C1-5-CF,JPh O O
3 - 652 CH{CH,)OCOOEt CHEt, {2-Cl-4-CF:)Ph O O
3 - 653 CH{CH;)OCOOEt CHEt, {2-Cl-3-CF,)Ph O @]
3 - 654 CH{CH,)OCOOEt CHEL, {2-Br-6-Me)Ph O O
3 - 65b CH{CH,)OCOOEt CHELt, (2-Br-5-Me)Ph O O
3-656 | CH(CH)OCOOEL CHEt, | {2-Br-4-Me)Ph 0O |0
3 - 657 CH{CH,)OCOOEt CHEt, {(2-Br-3-Me)Ph O O
3 - 658 CH{CH,)OCOOEt CHEt, {2-Br-5-CDPh O O
3 - 659 CH{CH,)OCOOEt CHEL, {2-Br-4-ClPh O O
3 - 660 CH{CH,)OCOOEt CHEL, {2-Br-3-CDPh O O
3 - 661 CH{CH;)OCOOEt CHEt, (2-Br-6-F)Ph O O
3 - 662 CH{CH;OCOOEt CHEt, (2-Br-5-F)Ph O O
3 - 663 CH{CH;)OCOOEt CHE, {2-Br-4-F)Ph O O
3 - 664 CH{CH;)OCOOEt CHE, {2-Br-3-F)Ph O O
3 - 665 CH{CH.)OCOOEt CHEL, {2-Me-5-CD)Ph O O
3 - 666 CH{CH.)OCOOEt CHEL, {2-Me-4-Cl)Ph O O
3 - 667 CH{CH;OCOOEt CHEt, (2-Me—3-CDPh 0O O
3 - 668 CH{CH)OCOOEt CHEt, {(2-Me—5-Br)Ph 0O O
3 - 669 CH{CH,)OCOOEt CHEL, {2-Me-4-Br)Ph O O
3-670 CH{CH,)OCOOEt CHEL, {2-Me-3-Br)Ph O O
3 - 671 CH{CH.,)OCOOEt CHEL, {(2-Me—6-F)Ph O O
3-672 CH{CH.,)OCOOEt CHEL, {(2-Me—5-F)Ph O O
3-673 CH{CH;)OCOOEt CHEt; {(2-Me—4-F)Ph O O
3-674 CH{CH,)OCOOEt CHEt, {(2-Me-3-F)Ph O O
3-675 CH{CH,)OCOOFEt CHEL, {2-Me—6-c—Fr)Ph O O
3-676 CH{CH;)OCOOFEt CHELt, {2-Me-5-c—Fr)Ph O O
3 - 677 CH{(CH.,)OCOOEt CHEL, (2-Me—4-¢c—-Pr)Fh O O
3 - 678 CH{(CH,)OCOOEt CHEL, (2-Me—3—¢~-Pr)Ph O O
3-679 CH{CH,)OCOOEt CHEt, {2-Me—-6-QCF;)Ph O O
3 - 680 CH{CH,)OCOOEt CHEt, {2-Me-5-OCF;)Ph O O
3 - 681 CH{CH,)OCOOFEt CHEL, {2-Me-4-OCF,)Ph O O
3 - 682 CH{CH,)OCOOEt CHEL; (2-Me—3-OCF,)Ph 0O O
3 - 683 CH{CH,)OCOOEt CHEL, {(2-Me—6-CF,)Ph 0O O
3-684 | CH(CH,)OCOOEt CHEt, | (2-Me-5-CF,)Ph 0O |0
3 - 685 CH{CH,)OCOOEt CHE, {2-Me~4-CF,)Fh 0 O
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3-686 | CH(CH)OCOOEt CHEt, |{(2-Me-3-CF,)Ph 0O |0
3-687 | CH(CH)OCOOEt i-Pr (2,3-Br,)Ph 0O |0
3-688 | CH(CH)OCOOEt i-Pr {2,4-Br,)Ph 0o |0
3-689 | CH{CHJOCOOEt i-Pr {2,5-Br,)Ph 0O |0
3-690 | CH(CH)OCOOEt i-Pr (2,6-Br,)Ph 0O |0
3-691 | CH{CH;)OCOOEt i-Pr {2-c-Pr)Ph 0O |0
3-692 | CH(CHJOCOOEt i-Pr {2-Et)Ph 0O |0
3-693 | CH(CHJOCOOEt i-Pr {2-i-Pr)Ph 0o |0
3-694 | CH(CH)OCOOEt t-Bu {2,3-Br,)Ph 0O |0
3-695 | CH(CH)OCOOEt t-Bu {2,4-Br,)Ph 0O |0
3-696 | CH(CH)OCOOEt t-Bu {2,5-Br,)Ph 0O |0
3 - 697 | CH(CH:)OCOOEL t-Bu (2,6-Pr,)Ph O 10
3-698 | CH(CH,JOCOOEt t-Bu {2-c-Pr)Ph 0o |0
3-699 | CH(CH,JOCOOEt t-Bu {2-Et)Ph 0o |0
3-700 | CH(CH)OCOOEt t-Bu {(2-1-Pr)Ph 0O |0
3-701 | CH(CH)OCOOEt s—Bu (2,3-Br,)Ph 0O |0
3-702 | CH(CH)OCOOEt s—Bu {2,4-Br,)Ph 0O |0
3-703 | CH(CH)OCOOEt s—Bu (2,5 Br,)Ph 0O |0
3-704 | CH{CHJOCOOEt s—Bu {2,6-Br,)Ph 0O |0
3-705 | CH{CHJOCOOEt s—Bu {2-c-Pr)Ph 0O |0
3-706 | CH(CH)OCOOEt s—Bu {(2-Et)Ph 0O |0
3-707 | CH(CH)OCOOEt s—Bu {(2-1-Pr)Ph 0O |0
3-708 | CH{CHOCOOEt i-Bu {2,3-Br,)Ph 0O |0
3-709 | CH(CHJOCOOEt i-Bu {2,4-Br,)Ph 0O |0
3-710 | CH(CH)OCOOEt i-Bu {2,5-Br,)Ph 0O |0
3-711 | CH{CH)OCOOEt i-Bu (2,6-Br,)Ph 0o |0
3-712 | CH(CH)OCOOEL i-Bu {2-c-Pr)Ph 0O |0
3-713 | CH(CH))OCOOEL i-Bu {(2-Et)Ph 0O |0
3-714 | CH(CHJOCOOEt i-Bu {2-i-Pr)Ph 0O |0
3-715 | CH(CHJOCOOEt Np {2,3-Br,)Ph 0O |0
3-716 | CH(CH)OCOOEt Np {2,4-Br,)Ph 0O |0
3-717 | CH(CH)OCOOEt Np (2,5-Br,)Ph 0O |0
3-718 | CH(CH)OCOOEt Np (2,6-Br,)Ph 0O |0
3-719 | CH(CH)OCOOEt Np (2-c-Pr)Ph 0O |0
3-720 | CH(CHJOCOOEt Np (2-Et)Ph O |0
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3-721 | CHCH,JOCOOE: Np (2-i-Pr)Ph 0O |0
3-722 | CH(CHsOCOOE:t CHEt; | (2,3-BryPh 0 O
3-723 | CH(CHJOCOOE: CHEt, |(2,4-Br,)Ph 0 |0
3-724 | CH(CH,JOCOOE: CHEt, | (2,5-Bry)Ph 0 |0
3-1725 | CH(CHpOCOOE: CHEt, | (2,6-Bry)Ph O |0
3-726 | CH(CH:OCOOE:t CHEt; | (2-¢-Pr)Ph 0 O
3-727 | CH(CH,}OCOOEt CHEt, | (2-E0Ph 0 |0
3-728 | CH(CH,}OCOOEt CHEt, | (2--Pr)Ph 0 |0
3-729 | CHICH,JOCOOE: i-Pr (2-Cl-5-F)Ph 0O |0
3-730 | CHICH;}OCOOE: Me (2,6-Cly)Ph O s
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HIERESR « JEOL-ECX (500 MHz)X I3 VARIAN MERCURY plus (300 MHz)

(500 MHz, CDCl) 11.16 (br s, 1H), 7.61-7.54 {m, 3H), 7.27-7.23 (m, 2H),4.06 (s,

122 3H), 3.94 (s, 3HD).

| 127 | 300 MHz, acetone=d6) 11.00 (br s, 1H), 7.00-6.95 (m, 1H), 6.88 (s, 1H), 6.89-6.8
4 (m, 1H), 6.12 {s, 2H), 4.01 (s, 3H), 3.77 (s, 3H).

| q9g |00 MHz, CDCL) 10.88 (r s, 1H), 8.86 (s, 1H), 8.25 (s, 1H), 4.07 (s, 3HD, 3.96
(s, 3H).

| 130 | @00 MHz, acetone-d6) 10.95 (br s, 1H), 8.13-8.05 (m, 2H), 7.98 (d, 1H, J = 8.4
Hz), 7.71-7.51 (m, 4H), 4.02 (s, 3H), 3.84 (s, 3H.

160 (500 MHz, CDCly) 10.90 (br s, 1H), 7.58-7.56 (m, 2H), 7.43-7.41 (m, 1H), 4.09 (s
, 3H), 3.96 (s, 3H).

16 | V0 MHz, CDCL) 10.96 Gr s, 1H), 7.74 {d, J=8.5 Hz, 2H), 7.32 (&, J=8.0,1H), 4.
36 {q, J=7.0 Hz, 2H), 4.09 {s, 3H), 1.51 {t, J=7.0 Hz, 3H).

o (o7 | 300 MHz, acetone=d6) 11.00 (br s, 1H), 7.75 {5, 1H), 6.98-7.00 (m, 1H), 6.89 (s,
1H), 6.85-6.87 {m, IH), 6.13 (s, 2H), 3.77 (s, 3H), 3.76 (s, 3H).

o 13 (500 MHz, CDCL) 11.13 (br s, 1H), 7.80 {5, 1H), 7.61-7.52 (m, 3H), 7.25-7.23 (m
, 2H), 5.12 {m, 1H), 4.07 (s, 3H), 1.50 {(d, J=9.5 Hz, 6H).

3-1 (500 MHz, CDCL) 7.50-7.25 {m, 3H), 4.00 (s, 3H), 3.78 (s, 3H), 3.44 (s, 3H).

54 (500 MHz, CDCL) 7.50-7.30 (m, 3H), 4.69 (s, 2H), 4.07 (s, 3H), 3.76 (s, 3H), 2.3
8 (s, 1H).

— (500 MHz, CDCly) 7.57 (d, J=8.0 Hz, 1H), 7.48-7.41 {m, 2H), 7.19 (d, J=9.0 Hz,
1H), 3.94 (s, 3H), 3.79 (s, 3H), 2.32 (s, 3H).

53] (500 MHz, CDCL) 7.47 (d, J=8.0 Hz, 2H), 7.37 {t, J=8.0 Hz, 1H), 5.39 {s, 2k, 3.
96 (s, 3H), 3.78 (s, 3H), 2.25 (s, 3H).

533 (500 MHz, CDCly) 7.49 (d, J=8.5 Hz, 2H), 7.42-7.36 {m, 1H), 5.63 (s, 2H), 4.03 (
s, 3H), 3.79 (s, 3H), 3.10 (s, 3H).
(500 MHz, CDCL) 7.57 (d, J=7.5 Hz, 1H), 7.45-7.39 (m, 2H), 7.31-7.24 (m, 1H),

3-39 |6.96 {q, J=6.5 Hz, 11, 4.21-4.08 (m, 21D, 3.92 (s, 31D, 3.77 (s, 31, 1.97 {dd, J
=6.0, 2.0 Hz, 3H), 1.26 (t, J=3.5 Hz, 3HD.
(500 MHz, CDCL) 7.47 (d, J=8.5 Hz, 2H), 7.38 (t, J=8.5 Hz, 1H), 6.97 {(q, J=6.5

3-40 | Hz, 1H), 4.21-4.12 (m, 2H), 3.93 (s, 3H), 3.79 (s, 3HD, 1.97 (d, J=6.0 Hz, 3H), 1.
27 {t, J=4.0 Hz, 3H).

347 (300 MHz, CDCly) 8.24 (d, J=3.9Hz, 1H), 8.07 (d, J=8.1Hz, 1H), 7.83 {dt, J=1.8Hz
, 7.8Hz, 1H), 7.42-7.32 (m, 4H), 4.11 (s, 3H), 3.86 (s, 3H).

g 4g | 300 MHz, CDCL) 7.42-7.37 (m, 3H), 5.39 (s, 2H), 4.07 &, 3H), 3.87 (br s, 2H),

3.7 (s, 3H), 3.51 (br t, J=4.2Hz, 2H) 3.34 {s, 3H).
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1 5o | (300 MHz, CDCL) 7.49 (dd, J=1.2 Hz, 8.1 Hz, 2H), 7.40 {d, J=8.1 Hz, 1H), 5.77
(s, 2H), 3.98-3.93 (m, 5H), 3.80 (s, 3H), 3.61 {t, J=5.4 Hz, 2I).
45y | (300 MHz, CDCL) 7.55-7.31 (m, 4H), 6.99-6.95 (m, 1H), 4.21-4.08 {m, 2H), 3.93
(s, 3H), 3.77 (s, 3H), 1.97 (dd, J=0.9 Hz 6.3 Hz, 3H), 1.29-1.23 {(m, 3H).
oy | (990 MHz, CDCL) 7.47 (d, J=8.5 Hz, 2H), 7.37 (dd, J=2.5 Hz 8.5 Hz, 1H), 6.99 (
a, J=6.0 Hz, 1M, 3.93 (s, 3D, 3.79 (s, 31D, 3.77 {s, 3D, 1.97 (d, J=6.0 Hz, 3H).
(500 MHz, CDClL) 7.46 (d, J=8.0 Hz, 2H), 7.37 (dd, J=1.0 Hz 8.5 Hz, 1H), 6.94 (
3-55 q, J=6.0 Hz, 1H), 4.90-4.82 {m, 1, 3.93 {s, 3H), 3.79 (s, 3[), 1.96 (d, J=6.0 Hz
, 3H), 1.29-1.20 {(m, 6H).
- {500 MHz, CDClL) 7.46 (d, J=8.5 Hz, 2H), 7.37 {dd, J=1.0 Hz 7.5 Hz, 1H), 6.88 (
q, J=6.0 Hz, 1H), 3.94 (s, 3D, 3.78 (s, 31D, 1.93 {d, J=6.0 Hz, 3ID, 1.44 {s, 9H).
(500 MHz, CDCly) 7.47 (d, J=8.0 Hz, 2ID, 7.37 (dd, J=1.0 Hz 7.5 Hz, 1), 6.96 (
3-57 q, J=6.0 Hz, 1H), 4.63-4.53 {m, 1H), 3.93 (s, 3H), 3.79 (s, 3H), 1.96 {d, J=6.0 Hz
, 3H), 1.95-1.20 {(m, 10H).
{300 MHz, CDCly) 7.47 (dd, J=1.5 Hz, 9.0 Hz, 2H), 7.36 {dd, J=2.1 Hz 9.0Hz, 1H
3—62 ), 6.98 {dd, J=6.0 Hz 12.3Hz, 1H), 5.01 {quint, J=6.6 Hz, 1H), 4.19-4.14 (m, 2H),
3.94 (s, 3H), 1.97 (d, J=6.3 Hz, 31D, 1.46 {d, J=6.6 Hz, 61D, 1.27 (br t, J=7.2 H
z, 3.
(300 MHz, CDCly) 7.55-7.33 (m, 4H), 6.99-6.96 {m, 1), 4.99 {quint, J=6.6Hz, 1H
3—73 |), 4.22-4.11 {m, 2H), 3.94 (s, 3H), 1.98 (dd, J=0.9 Hz 6.3 Hz, 3H), 1.46-1.42 {(m,
6H), 1.29-1.23 {m, 3H).
(500 MHz, CDCl) 7.52-7.47 (m, 2H), 7.45-7.40 {(m, 1H), 7.25-7.20 {m, 2H), 6.92
3-166 | {q, J=6.0 Hz, 1H), 4.29-4.10 (m, 2H), 3.92 (s, 3H), 1.96 (d, J=6.5 Hz, 3H), 1.65(s
, 9H), 1.28-1.24(m, 3H).
{500 MHz, CDCl) 7.45 (d, J=8.0 Hz, 2H), 7.34 (t, J=8.0 Hz, 1H), 6.96 (q, J=6.5
3-167 | Hz, 1H), 4.28-4.10 (m, 2H), 3.93 (s, 3H), 1.96 (d, J=6.5 Hz, 3H), 1.67 (s, 9H), 1.
28-1.23 {m, 3H).
{500 MHz, CDCL,) 7.56-7.52 (m, 1H), 7.43-7.36 (m, 2H), 7.33-7.27 {m, 1H), 6.94
3-171 | {q, J=5.5 Hz, 1H), 4.30-4.10 (m, 2H), 3.92 (d, J=3.5 Hz, 3H), 1.97 {d, J=6.0 Hz,
3H), 1.66(s, 9H), 1.28-1.23(m, 3H).
(500 MHz, CDCly) 7.46 (d, ]J=8.5 Hz, 2H), 7.18 (d, J=8.5 Hz, 2H), 6.93 (g, J=6.0
3-173 | Hz, 1H), 4.24-4.10 (m, 2H), 3.92 (s, 3H), 1.96 (d, J=6.5 Hz, 3H), 1.64 (s, 9H), 1.
28-1.23 {m, 3H).
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(500 MHz, CDCL) 7.81 (d, J=8.0 Hz, 1H), 7.71 {t, J=8.0 Hz, 1H), 7.60 {t, J=8.0
3-184 Hz, 1H), 7.33 (d, J=8.0 Hz, 1H), 6.96 (g, J=6.0 Hz, 1H), 4.21-4.08 (m, 2H), 3.92
(d, J=4.0 Hz, 3H), 1.96 {d, ]=6.0 Hz, 3H), 1.65 (s, 9H), 1.28-1.23 (m, 3H).

(500 MHz, CDCL) 7.71 (d, J=8.0 Hz, 1H), 7.47-7.42 {m, 1H), 7.34-7.26 {(m, 2H),
3-187 | 6.95 (q, J=6.0 Hz, 1H), 4.24-4.10 (m, 2H), 3.92 {d, J=3.5 Hz, 3H), 1.96 (d, J=6.0
Hz, 3H), 1.66 (s, 9H), 1.28-1.23 (m, 3H).

(500 MHz, CDCL) 7.41 (d, J=8.5 Hz, 1H), 7.21-7.18 (m, 1H), 7.11-7.09(m, 1H), 6
3-207 | .97-6.91 (m, 1H), 4.24-4.10 {m, 2H), 3.92 (d, J=4.0 Hz, 3H), 2.35(s, 3H), 1.96 (d,
J=6.0 Hz, 3H), 1.66(s, 9H), 1.28-1.23(m, 3H).

(500 MHz, CDCL) 7.46 (dd, J=5.0, 3.0 Hz, 1H), 7.28-7.24 (m, 1H), 7.17 {dd, J=5.
3-239 |0, 3.0 Hz, 1H), 6.97-6.92 {m, 1H), 4.20-4.10 {m, 2H), 3.93 (s, 3H), 1.96 (d, J=6.5
Hz, 3H), 1.66 (s, 9H), 1.28-1.23 {(m, 3H).

(500 MHz, CDCL) 7.61-7.50 (m, 1H), 7.36-7.31 {m, 2H), 6.97-6.92 (m, 1H), 4.21-
3-247 | 4.08 (m, 2H), 3.92 (s, 31D, 1.97 {dd, J=4.0, 2.5 Hz, 3H), 1.63 (s, 91, 1.28-1.22 (
m, 3H).

[0112] EB&RHI 1
1,7170,000~2 % — LRy MCEELIEZ D8, BEBYMOBEFZEREL
oo TDH. YD —EDESD ( (1) 4 XE T (barnyardgrass (Echinochl
oa crus—galli L.)) ;0.5~3.08H. (2) Xk /\(crabgrass (Digitaria
sanguinalis L.)) ; 0.5~3.0&H], (3) =/ 0% 4 (green foxtail (Se
taria viridis L.)) ; 1.5~3.5%H]. (4) 7A 454 M9 (redroot pigweed
(Amaranthus retroflexus L.)) ; 0.2~2,5EH3, (5) XA YAFvITIH(
prickly sida (Sida spinosa L.)) ; FE~2,0FH], (6) 4 FE(velvetle
af (Abutilon theophrasti MEDIC.)) ; 0.2~2.0%HE, (7) 4 x(rice (Ory

za sativa L.)) ; 1.0~2.53H#5, (8) bvEOI< (corn (Zea mays L.))
:2.0~3.5ZEH. (9) L F (wheat (Triticum spp.)) ; 2.0~3.5ZHE, (
10) 7% (cotton (Gossypium spp.)) ; MAEE~1.0FH. (11) 41 X(soyb
ean (Glycine max Merr.)) ; FI4EZE~0.5ZHA) ITE L E X, AFKBICEKRD
LEMEREDORFGEICE U TRE L KNFI ISR %A EDB RIS
EERDBEDICTFEL. INT75—ILHYL00) v NILEZEOK (BERRE
Bl (V9 /—: BREEMKASHE) 20 158%2H) ICHFRLEL, AR
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EERREEL. 0 (R
FIBR &[%) ~100 (E2AER) OEEMAE (%) THREMRA M
L. #5ROBREBL.

EHR
1 o [Aammis o) \
4% });EZ A A T T T % - A b = 7 4
g R = J Ao A | F ES v 2 v A
b | g = e =1 oy s ¥ =y
= - 23 o) A | BV "
7 P b =
A 7 e
No. g/ha
1-6 125 95 30 50 99 75 100 100 |0 - 90 80
1-11 125 70 30 0 90 0 95 50 0 0 - 50
1-12 125 30 20 0 90 0 90 20 0 0 - 40
1-15 125 85 80 75 85 70 98 90 0 10 - 70
1-16 125 95 95 70 95 90 100 | 90 0 - 70 80
1-17 125 95 80 50 95 70 98 98 0 0 - 80
1-22 125 85 99 80 95 50 100 | 80 0 - 50 90
1-23 125 85 50 100 |98 80 100 | 80 0 - 90 50
1-24 125 100 |90 80 95 70 100 | 80 40 70 - 95
1-26 125 90 80 95 99 95 95 98 0 - 70 70
1-27 125 85 75 50 98 30 100 |70 0 - 70 70
1-28 125 50 50 40 90 50 100 70 0 - 70 50
1-29 125 100 |90 90 99 90 100 | 80 30 70 - 80
1-31 125 95 0 30 95 50 ) 80 0 10 - 80
1-32 125 90 70 80 95 90 100 100 |0 - 95 90
1-3b 12h 70 90 70 100 |90 100 100 |0 20 - 70
1-238 125 90 85 95 100 95 100 100 |0 - 90 70
1-239 125 98 90 70 99 80 100 | 95 0 - 80 90
1-40 125 50 0 0 95 70 100 50 0 - 50 50
1-41 125 50 0 0 90 70 90 50 0 - 70 30
1-42 12h 30 20 70 50 50 9h 40 0 - 30 30
1-44 125 70 80 98 100 |90 100 | 80 0 50 - 80
1-50 12h 100 | 99 99 99 80 100 | 80 b0 80 - 70
1-51 125 100 100 100 (100 |95 100 100 | 50 85 - 95
1-562 125 100 100 | 98 100 | 80 100 | 80 70 98 - 90
1-53 125 100 100 | 98 99 100 100 100 | 98 99 - 70
1-57 125 98 80 70 85 85 95 80 50 50 - 40
1-82 12h 9h 50 98 98 85 9h 93 0 20 - 40
1-87 125 100 100 | 99 98 95 100 | 99 80 50 - 90
1-88 125 50 0 0 99 80 100 |0 0 - 90 10
1-123 125 30 20 50 90 0 85 20 30 0 - 30
1-126 125 100 | 80 70 90 70 95 50 30 10 - 80
1-127 125 90 70 30 70 50 98 70 0 0 - 80
1-130 125 85 20 50 90 85 98 40 0 0 - 10
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20

100
50
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50

30
99
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o 34 R

z/ha
125
125
125
125
125
125
125
125
125
125
125
125
125
125
125
125
125
125
125
125
125
125
125
125
125
125
125
125
125
125
125
125
125
125

SRS

No.

1-279
1-280
1-283
1-290
1-293
1-296
1-312
1-313
1-386
1-495
1-701

2-16
2-22
2-23
2-26
2-32
2-38
2-39
2-40
2-41
2-88
2-127
2-132
2-143

3-10
S5-12
3-14
3-16
3-20
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55 ROFE
ﬂg % EEWHIFE (%)
4% Ek_ A A ES T T x| A A k- = v 7
N ot k J A F A v L 7 A
= [ g o = E 2
= T 3 (=] A | A i
4 b # =
A 7 v
Ne. g/ha
3-21 125 70 0 0 50 70 70 30 20 0 - 10
3-22 125 90 80 70 90 80 100 | 95 30 50 - 50
3-29 125 50 0 30 50 50 80 0 0 0 - 20
3-33 125 50 0 0 90 20 90 70 0 0 - 30
3-35 125 70 0 0 98 75 95 10 0 30 - 0
3-36 125 70 95 90 98 80 100 |5 0 20 - 10
3-39 12h 98 9h 100 |90 9b 98 99 50 70 - 80
3-47 125 95 70 90 85 70 90 40 0 40 - 50
3-43 125 50 50 0 90 70 30 0 0 0 - 10
3 -49 12h 98 100 | 100 |99 90 100 | 98 50 98 - 40
3-50 125 70 100 | 100 | 100 |90 100 | 98 10 90 - 40
3-5h2 125 0 50 30 9h 50 100 | 80 10 0 - 70
3-5h3 12h 100 100 | 100 |99 100 100 | 100 |60 80 - 30
3-54 125 90 100 | 100 | 100 |90 100 | 100 |70 98 - 70
3-bb 125 80 100 | 100 | 100 | 100 100 | 100 | 100 |98 - 70
3 - b6 12h 90 100 | 100 | 100 | 9b 100 | 98 100 |98 - 70
3-57 125 70 98 98 100 | 80 100 |95 80 100 | - 70
3-62 125 b0 100 | 30 9h 9b 100 | 80 30 40 - 90
3-73 125 99 80 50 98 99 100 | 90 10 20 - 90
3 - 166 125 40 7h 0 98 100 100 | 80 0 0 - 90
3 - 167 125 30 90 50 90 100 98 9h 0 0 - 90
3-171 125 70 90 20 95 100 100 | 80 0 0 - 90
3-173 125 30 70 20 9h 100 98 50 0 0 - 70
53 - 184 125 9h 80 30 90 100 100 | 90 20 0 - 9h
3-187 125 50 95 70 90 98 99 90 10 0 - 90
3 - 207 125 0 40 30 80 50 90 40 0 0 - 90

[0118] EE&RHI2
1,7170,000~7 % —J)LRy MIEELEEZ DO, BiEEY (4 X EI(barn
yardgrass(Echinochloa crus-galli L.)), * k</\(crabgrass (Digitaria

sanguinalis L.)), T/ J@ %t (green foxtail (Setaria viridis L.)).
A5 4 b (redroot pigweed (Amaranthus retroflexus L.)). ZX U Ah+F

v 3< A (prickly sida (Sida spinosa L.)). 4 FE (velvetleaf (Abutilon

theophrasti MEDIC.)). 4 &(rice (oryza sativa L.)). Mo EDOI (cor
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n (Zea mays L.)). JALF (wheat (Triticum spp.)). 7% (cotton (Gossypi
um spp.)). ¥4 X(soybean (Glycine max Merr.))) DBEF=RMEL L, &
BEH. ARBICHRILEDEEE OEFSEICE U TR L 2KMEIXIE
B EFIEDBEMRSEE RDLIICHEEL. 15— HY50Y v ML
BHOKICERL, MNUIX L —TLENEL /-,

EXWEE, 14~2 1 HEKIEEDOEBREBEZAREAEZL. 0 (&
MEBXEEE) ~100 (REHF) OEBTIMFIR (%) THREMR% ST
L. B6ROBRERB
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SRS

No.

1-15
1-16
1-17
1-22
1-23
1-24
1-26
1-27
1-28
1-29
1-31
1-32
1-38
1-35
1-39
1-40
1-41
1-42
1-44
1-50
1-51
1-52
1-53
1-57
1-61
1-85
1-86
1-87
1-88

1-126
1-127
1-130
1-132
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[5R62]
R e
ﬂg % EEMRIE (%)
4% E}Z A A ES T T x| A A k- = v 7
N bt k J A F A v L 7 A
A = o o v U= | T &
= T 3 (=] A | A i
7 k ) =
va 7 v
Ne. g/ha
1-279 250 30 85 0 95 30 80 0 0 0 - 0
1-280 250 0 95 0 100 | 99 100 50 0 0 - 0
1-283 250 30 90 20 100 100 100 70 0 0 - 0
1-290 250 70 99 30 100 | 95 99 50 0 0 - 50
1-293 250 40 95 20 100 | 99 100 | 80 0 0 - 30
1-296 250 30 95 0 100 | 98 100 | 80 0 0 - 0
3-1 250 0 0 0 99 80 80 0 0 0 - 0
3-2 250 0 0 0 95 30 80 0 0 0 - )
3-3 250 0 0 30 50 30 70 0 0 0 - 0
3-4 250 50 0 30 80 50 95 0 0 10 - 0
3-14 250 98 90 0 100 | 90 95 70 20 10 - 0
3-35 250 30 0 0 99 30 70 0 0 10 - 0
3-36 250 0 0 0 98 30 90 0 0 0 - 0
3-39 250 98 99 70 99 80 95 80 0 10 - 10
3-40 250 100 100 100 100 | 90 99 95 70 95 - 10
3-47 250 90 90 0 90 50 70 30 0 0 - 20
3-49 250 30 98 70 95 30 100 | 50 20 30 - 0
3-50 250 50 90 0 90 30 70 0 0 10 - 0
3-52 250 20 100 |0 100 | 80 100 100 |0 30 - 0
3-53 250 70 50 30 90 70 95 20 0 - 30
3-54 250 80 100 | B0 100 | 80 100 | 80 5 40 - 0
3-55 250 85 100 | H0 100 | 95 70 90 20 20 - 0
3-56 250 70 95 50 100 75 100 | 80 0 30 - 0
3-57 250 80 90 20 90 75 100 70 0 10 - 0
3-62 250 70 95 0 100 | 90 100 100 |0 20 - 40
3-73 250 70 50 0 70 85 70 20 0 0 - 40
3 - 166 250 0 0 0 70 50 b0 20 0 0 - 0
3-167 250 20 100 | 30 98 98 100 | 80 0 20 - 0
3-171 250 30 90 0 75 9h 100 50 20 0 - 0
3-173 250 0 70 0 70 40 70 0 0 0 - 0
3-184 250 40 99 20 85 9h 99 40 0 0 - 0
3-187 250 0 95 20 98 9h 80 70 0 0 - 0

[0122] EE&%HI3
1,71,000,000~2 4 —)LRy MIKBLEZED, ¥4 X EI(barnyardgr
ass (Echinochloa oryzicola vasing.)) & UK % JL 4 (Japanese bulrush (Sc
irpus juncoides)) DREFTAERE L., TOLICR<EBEL L, TDE. EHKE




WO 2014/126070 96 PCT/JP2014/053098

0.5~1cmDIRRETEERICFEE L. BHICY Y B 7 (Japanese ribbon waparo
(Sagittaria pygmaea)) DIREZIEZIAATL, ETDE. HKR%E3I~4c m(l

RE, FA4ARXEIRVCRYIVLA H0.5FH, D) ATDMEERIGELEER
T, AEBRICHRZILEMEEEORFITTIEICHE U THRE L 2KAFSUSAF
DIKFERBEE, FTEDEMRDEICAD L DICERY NTH—ITHETLEL
oo

[0123] RFWEE, 13~15HBIKSMXET, RINARVD)ATOEE
REZZLZHNREGEEL. O (BUEXERFE) ~100 (2R OEF
mHElE (%) TFEL. B7TROBREF
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g
No. g/ha
16 250 99 70 90
125 30 60 80
111 250 0 70 50
125 0 0 0
250 - - -
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