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(57) Abstract: The present invention addresses the problem of providing a novel plant growth suppression agent and a
plant growth suppression method that uses the same. This plant growth suppression agent includes, as an active ingredient,

a compound expressed by formula (I') and/or a salt thereof. In formula (I'), R'® represents a substituted or unsubstituted
C1-Cy alkyl group, a substituted or unsubstituted C¢-C14 aryl group, a substituted or unsubstituted Cs;-Ci3 heteroaryl

group, or similar, R represents a divalent linking group such as a substituted or unsubstituted C;-Cy alkylene group or a
substituted or unsubstituted C4-C14 arylene group, R represents OH, a substituted or unsubstituted C;-Cg4 alkoxy group,

or similar, X represents an oxygen atom, Y represents a substituent group, q represents an integer from 0 to 3, nis 0 or
1,andmis O or 1.
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WE, FPITVIIE T3V )IE BEUJILE ESVZIE E
VIVZDLE BVYIZLE NITIZNE ARV YILE A VR
DIVE, F/VILEREDREITLNDS,

Cio~CATOT7)—IEILBRTEZEHREE LTE. NOFVEF. O
HE, C,~Cs7IFIE, C,~Ce/NOFIFIE, C,~Cs7IaAFY
B Ci~Cna7iLaxI &, BHELIIGEEBBROC~C, 7Y —ILE
. BBRELCIEEROS~6E8ATO7 ) —ILE, BHRELIIEERD
Ce~Crio7V—IdxVE TI/E JT/ELRENBFLNZD,. Th
IKREINARV, T, BHRER, AI—XEELRLBEHEEZ T1UEBLT
EQ AN
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[0029]

[0030]

[0031]

[0032]

FEONOFVETF. Ci~Cs7ZILNaFIE, BERELJEEEHRDC~C
o7 ) —ILE, BRELIREBHRDS~6EATOT7Y —ILE, RUC~
Ciro7V—IZFIEODEFHIE LTIE. TC~CuFPILFIEICBH]TE
ZEHME] IKCTHRLEZENETNOEBRELAROBREZEITEIENT
x5,

FEDC, ~Ce7ILFIE, Ci~CenNOFILFILERVPC,~Ce/NOTI
OAFVEDEMRFIE LTE. [Co~CL7 ) —ILEICBERTEZERE] ICT
BIRLEENETNOEBRESRKOBREZZEITEIENTE S,

[BifE L IZEBBRDOC,~Cyuq7 ) —ILTILFILE] O IC~Cy7 ) —
WTZILFIVE] . TEULEDT) —IVEICLYBBRINLETILFIVETDH
Y, REBD7T~3 0 THIEMEEZRKRT S, FELWC;~Cyx7 ) —ILT
IWEFIILEIE, FIEEC i ~Cu7 L FLEDKZRFO1EAULEN 7 2 ZIIEXIE
FTIFLNETBRINAEC,~Cuy7)V—ILT7ILFILETHS,

Ci~CuZ7 V—ILTILFILEELTE FIZIE XVIUILE, JzZILIF
WE, TITFLAFIVE, FI7FNIFILE QELNBITFLNDG, FEAC,
~Cyu7 ) —=ITIFIEDVEDE. RVIIETH D,

Ci~Cyu7 V—ITIFIEIIBRTEZZIERES LTI, NOFTVETF
OHE, C,~Cs7IFIE, C,~CenNOTFILFIE, C,~Ce7)OF
VB, Ci~ConaTIaAFVE, BRELIZEBBRODC:~C 17—
B BHRELIZIEEBRDOS~6EATOT7Y —ILE, BHRELIIIEER
DCe~CLo7V—INAFVE TIJE VT/ERENBFLNDN. &
NICBREI AW, e, BRER. A—XEFEL>ABREZTUEBL
T,

FEONOFVETF. Ci~Cs7ZILNaFIE, BERELJEEEHRDC~C
o7 ) —ILE, BRELIREBHRDS~6EATOT7Y —ILE, RUC~
Ciro7V—IZFIEOEFHIE LTIE. TCi~CurFPILFIEICBH]TE
ZEHME] IKCTHRLEZENETNOEBRELAROBREZEITEIENT

X5,
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[0033]

[0034]

[0035]

[0036]

FEDC , ~Cs7ILFIE, C,~CenNOFILFILERVPC,~Ce/nOTFI
OAFVEDEMRFIE LTE, TCe~CL,7 ) —LEICBERTEZERE] ICT
BIRLEENETNOEBRESRKOBREZZEITEIENTE S,

[BHRE L IEEREBBROC,~C oA T OT7 Y —ILTILFIE] @ TC,~Cy
ANTFOT) =L TILFIVE] E. TEUREDATOTY) —ILEICLYBHRE
NETFILFLETHY., REEN4~30THIBHRELEKRT S, FFL
WC,~CopNTAT7Y—=ILTILFILE RIEEC ~Cux7 LFILEDKRRF
DVTEUESANTOFT) —ILETEBRINALC,~CQypANTHaT Y —ILTILFI
EThs,

Cir~CoNTHETU—NLTILFILEELTIE FIZIE ZYILXFILE E
JINWAFILE, EYVIIIFLELEDRBEF SN S,

Ci~CauANTOTF ) =TI FIIEICBHRTEZEREE LTI, ~NOTY
BF. OHE, C~Cs7ILFIE C,~Ce/NOFILFIE, C,~Ce7
LWAFVE Ci~ConO7NaFVE, BEBRELIIGEEBEROC~C 7
)—ILE, BRELLIIEEBROS~6EATO7 ) —ILE, BBRELLIE
BMBHODC~C o7V —IAFIE TIVE DTI/ERENRFLND
B CNICREI NGV, T, BEREER, A—XEBEL>LBHREZ 1L
EBLTEWL,

FEONOFVETF. Ci~Cs7ZNaFIE, EBRELJIEEE#HRDC~C
o7 ) —ILE, BRELIREBHRDS~6EATOT7Y —ILE, RUC~
Ciro7V—IZFIEODEFHIE LTIE. TC~CuFPILFIEICBH]TE
ZEHME] IKCTHRLEZENETNOEBRELAROBREZEITEIENT
x5,

FEDC , ~Cs7ILFIE, C,~CenNOFILFILERVPC,~Ce/nOTFI
OAFVEDEMRFIE LTE, TCe~CL,7 ) —LEICBERTEZERE] ICT
BIRLEENETNOEBRESRKOBREZZEITEIENTE S,

(R2)

R (17) BRUOR (1) I£BWT, Rz, BRELIZEBHBEDC,~Cy
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[0037]

[0038]

[0039]

[0040]
[0041]

[0042]

[0043]

[0044]

[0045]

FILFLVE, BRELZEBROCA~C,7U—LVE, BRELIIE
BIOC,~CATAT)—LYVE XEIhoOBEEI LMD 2MOERS
EThHd,

[BIHE L ITEBBHBROC ~Cu7ILFLVE] O TC~Cuy7 ¥ L UE
1 &, E58 TCi~Cu7 I FILE] DOERDKREREF% 1 ERVWTTES
2MMOEFEDETHY., xFLVE, TFLVE JOEBLVE 1Y
TOELVE, JFLVE AVITFLVERENZEIFLNS,

Ci~Cp7 VW FLUVEICEBRTIZEMEE LTIE, £EEC ~Cur7iLFIL
HEERKROBHRENZEIFOSND,

Ci~Cup7Il¥ L vEIE, REB2ULETHZZEMMFELL. REHIU
ETHBENLYFF LW, Fe, KERT 2UTTHE I &MFFELL
 RERBOUTTHDZENEYITFFELL. RFEHAUTTHD DTS
ICHFE LY,

Fleo Ci~Cux7IbFLUVERE, BEEHRTHDZENMFELL,

[BifEs L IREEBRDOC~C 7Y —LVE] O IC~Cy7)—LVE
1 &lE £8 TCe~C 7Y —ILE] hOREBDKRRTE 1 ERVWTTES
2MDEREED ETH D,

Co~Cu7V—LYEELTE, FIAE, 72zZLVE F7FLVE 7
VESEZLVE, Jx Y MNLZLVEAERBFLN, FEARC~CT
V=L YVEDVEDELTIIZLVENEFLNDS,

Co~Cu7V—LYEICBRTEZEBHMEASL LTIE, £BEBC~C, 7Y -l
HEERKROBHRENZEIFOSND,

[BHfE L IEEEBEBRODOC,~CAT7OF7Y—LYVE] O [C;~C AT O
T—LVE] &iE. LB TCo~CuAT7OT7 Y —ILE] hoAEBOKERRT
1ERVWTTES 2M0EREDI ETH S,

Cio~CATAT)—LYVEICBRTEZIBEHRAL LTE, £EC~Cun
TAOF7)—ILEERAKROBBRENSEITFONS,

FRUAL, C~CuPIlFLVE, Co~Cu7)—LVEXEC,~CpAT
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[0046]

[0047]

[0048]

[0049]

A7) —LYVEEZHEAEHLELZ2MOEHERETH>THLL, 2DLIA2
MoEREE LT, Bz, C~Cu7IFLYEEC~C,7Y—LVEE
MEE L 2 MOERBENZEF SN 5,

FELWRAL, C~Cur7IFLUE, XiE, C~Cu7IFLUEEC,
~Cu7V—LVEHNLLZ 2MOERFZETH S,

R2A, Ci~Cor7IFLYEECA~C,TI—LVENSLRD 2MDESR
ETHdHE. EO—LVRONICEETIBRERTEOEEIE. TILFL Y
BALTH>TH, 7IV—LUBBMTH>TH LW, TDLD A2 MDEFE
ELT. BIZIE. AFLYVEETIZLVEMER LA 2MOERZELE
Fons,

(R3aRUR?)

X (17 ) IKBVWT, R32E, OH, BE L REEBHRDC,~Cs7J/L3
FUE XIERX N (R4) ,TRINZE (R, R4 KERFITER
ELKIREBROC  ~Ce7ILFIEEZRL. ZDORH—#EICA>T21H
DEBEETML TH LU,

FEE TBHRELCREBROC ~Ce7ILaFVE] @ IC~Ce 7 OF
VE] &F. BHEHR DRRXBBRORRR T ~6 07 IFEEEK
L. XMFIE I hFIE TORFIE 4V 7ORFVE ThFY
B 2oo7O0RFIELRENEFLND,

Ci~Ce7IaAFPEICBBRTEZIBERELLTE. NOFVEF. Ci~
Ce7NAFVE, BEREELIRBEBHRDOC~C, 7 —ILE BEELL
EJ|BROS~6BATOTY —ILE, ST/ ERENBEFLNZHN. Th
ICBREI NGV, o BHRER, A—XRBEL-ALBHREZT1ULEEALT
EQ AN
FEONOFVETF. Ci~Cs7ZILNaFIE, BERELJEEEHRDC~C
o7 ) —IVE, BIUBHRELIREBHRDS~6E8ATO7 ) —ILEDE
EHE LTIE. TCi~Cu7 L FINEICBRTEZEHRE] ICTHRLEZEN
ThOEHREEAROBHRENSZET LN S,
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[0050]

[0051]

[0052]

[0053]

R : N (R4) ,TRINZE] OR4IF. KERFNIIEIRE L ITEEHR
DC,~Ce7IFIEERT,
[C\~CeTIFIE] &iF. BHR DIRRIGBRRORRE1~607
WHFRILEERBRL., XFILE ITFILERENZETLNDS,
Ci~Ce7INFIEIIERTEZEREE LTI, NnOFVEF. C~C
s ZIVIAFVE, BHELIGTEBHROC:~C,,7 ) —ILE BHRELLE
BMEBEHMOE~6EATOT)—IE PT7/ELQENEFLNBZN. ThiC
REINQRV, T, BERER, A—XIEEQR>LBEREZ T1UEBLTE
W,
FEONOFVETF. Ci~Cs7ZNaFIE, EBRELJIEEE#HRDC~C
o7 ) —IVE, BIUBHRELIREBHRDS~6E8ATO7 ) —ILEDE
EHE LTIE. TCi~Cu7 L FINEICBRTEZEHRE] ICTHRLEZEN
ThOEHREEAROBHRENSZET LN S,
[ZDODORAHD—HEICA> T TEZ 2lOBHE] & LTE IAFLY
B MIAFLVE TFRSIAFLVE RVUSAFLVEREDC,~C;
TIVFLVE DXFLUAFOIAFLIVEREDC ,~C37ILF LT
FUC,~Ci7NFLUVERENBEFOLNS,
& (1) IKBVWT, R3E, OHXIIENH, KL, RIZOHTH B EWFFE
LW, 8IS0 & (1) IZBVWT. RUFC,~Cr7 /L FILEILC,~Cyx7 Y
—IWTFILFLETHY., HD. RUTOHTH D EDTFFE LWL,

(Y. a)
N (1) ICBVWT, Yid, BEARL. ql30~3D0VWIhHhDEHAXK
£

TREREE LTI NBFVYRTF. Ci~CoPILFLE, Ci~Ce AT
IWFIVE, OHE, C~C7IIFTHE, BRELIRBEBBROC~C,,
TU—LE BRELIEBROS~6BATOFY —LE, BRELL
EEBHDC~C o7 U—NAFVE ST I/EBRENBEFONDN. Th
KREINAW, Fi, BRER, AB—XREEL-ABHRELZ 1 UEELT
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[0054]

[0055]

[0056]

[0057]

EQ AN

FEONOFVETF. Ci~Cs7ZILNaFIE, BERELJEEEHRDC~C
o P U—ILE, BRELSIZEBRODS~68ATAOT ) —ILE BLUC,
~Ci o7V —IAFVEOEGFFIE L TR, TC~Cur7ILFILEILBRT
XHLEME| ICTHIRLEZENThOEBRESAKROBRENSZET LN S,

FEDC ~Ce7IFILE, Ci~CenOFIFIEDOEKFE LTI,
[Ce~Cu7 ) —INEICEBRTESERE ] ICTHRLEEZNETOEREE
FEROBRENE TSN D,

(X)

& (1) RURK (1) KBVWT, Xk, BRERFEXRT,

(n. m)

A (17) RERK (1) IKEVT, nik, OXE1THB, &b, nH0
THDHEIF. BRREERT, 4. A (1) I8WVWT, mid, OXIE1T
Hd, BB, mHAOTHBHBEIF. BRREERT, fIAIE nd1THY,
mHAN 1 THBHHEIF. EO—IBRONALICHEE LEBREFERIENRZB L
UXZNLTHELTWSREEEZRL, nDNOTHY. mAOTHBHEIC
iZ. EO—LVERONGICHES LEBRRFERDERBS LEBEERT,

X (1) RUORK (1) TRINZEEYW (&Y (A) ) OFTHITE
RIEEHELTIE, X (1) IZBVWT, nHO0THY., mAOTHZIEEY
HEIFENE, Thabs, FER (I 1) TRINSEEMHETFSN S,
[167]

Q COR3

|
O —R?

(I1)

(=20, & (I 1) ICBVWT. RUF, BERELITEBHEODC,~C4uT7 I
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FILE, BRELIEBROC~C, 7Y —IE BRELJIZEEROC
~CpANTAT Y —ILE, BRELIEEEROC,~Cuy7 ) —ILT7ILFILE
XIEBRE LIFEBHROC,~C oy 7OT7 ) —ILT7ILFILEEKRL, RT
. OHXIENH,#%7, )

[0058] =X (1 1) IZHBFS. R'BLURUE, KX (1) IZBIFER'BLIURIEMR
ETHY., X (1) OFHBICBEWT LR LZBY THSHDT, RPZEKT
%, WEBR'BELUVRIOVTE, R (1) EEHKTH S,

[0059] =X (I |) TRINDEEMORTE, FEAMEEMORIE LTE. R (
I 1) IZBVWT, RIDPC ~C,7IFIERERYVIIETHDIEEMDES
bnhd,

[0060] =X (I 1) THRINZLEYW (e (A) ) OEGFENAFIE LTIE. Bl
ZIE. TEROEEMIETFONDS,

[0061] [1t8]

N  OH | OH ' OH
OCH, <o jo
(c—1) (C—2)

(c-3)

N -
o \<o O\@
(C—5) (C—6)

(C—4)
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[0062] &/, DS (A) OFIE LT, TEROEEDIEFSN D,
[0063] [1£9]

WO Q—COQH

OH 0

:

(c—7) (C—8)

s

[0064] [i&]
X (7)) XEFER (1) TRINZELEMOERR. BERE=FNICHFEIND
BTHNIE, FICHRINGW, BIAIE 1B, MEEOBRKIROIE ; g
. HEBEOBMBOIRE; VF UL, FRNIDL, AVILFEOTILAY)ERE
DI ; AV DL, RTXVVLEFEDOTIVAY LEEREDIE ; 8. HAFDE
BEBOIE; 7TVEZ7; N)IFILTIV, N)TFILTIV, EYDY
 ERSYVEOEREREDIESENZETFON D,
[0065] [X (17 ) XiFEX (1) TRINDLEWOEK]
X (7)) XER (1) TRINZEEME. THRINWTVWSRIEEHTD
SWl., F HIAIE FHRIEEMOBICEWTERE LAEFEICELCTEK
THIENTES,
[0066] [FITY, MDD RE]
AFEPFOENRRIEIFIE. TOEMICK LT, ko HFEL RHFL KA
. ZEF. KBF., HMERNEFOELLRFETHWE I ENTES, tEaW (
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[0067]

[0068]

[0069]

[0070]

[0071]

A) ZZ0FFEYREINGEFE LTEALTH LV, BER. LEH (
A) EHREEFRICEEXIEOBIE S, HEVE. EYW (A) #EEEBR
ICEEXEREIETHRVWLNS,

WEIEAE LT, AEBOBEMEZELDLAVEETRICHERRIZ A, K
CTZNLA-VEBE (TS /eI FLY ) a-LE) L S NVE (TR
Vo AFIVIFNUT N oOnFH I/ UE) | I-TIE (I FLY
VA=W IAFII—TINE) . TRATIE BBIFIL. BT FILE
) . BEEBRRILKERE (MY, ¥ LU%) | EBERIEKEE (4O
v, SEE) | CHEER (BIAE. XEE. KM, AU -7, O—0H
VU, EXUHEE) AESBIFONhD, IhSOREBERIE, BETH
WTHLL, 2EULEZRELTRHWTE LW,

EFEEE LTIE, AFRBOBNEBLLAVEETRICHIRIZR, 7
L—. ZILJ. RYKNFA N, EVEYVOFA M AFU T4 b, BERL
Bf. N"—=3Fa54 b BB RKBHLYI L, FEREPYH MR K
TR AR BB, NER. WM. JalE RXESHE RESIBTFLND
o CNHLDEREBAEIZ. BHRTHAWTE L, 2BUEEZRELTHWTD
EQ AN

oo ARPOBYRERINFEFIZ. EHW (A) OREELDAVEH
THNIE, BEICIH LT, REEMERCO8F. KF., BRESE0ZOM
DB EZATE LW,

AFEBAOEDRRIEIFICSEINDEEY (A) OSEEER. &Y (
A) OIRDPREIRTELHHETHNIIFICREI NGV, BIZIE. AFEBOD
EMRRIEFIDRIRTH 2HE. BIXDELT, £EYW (A) 250
mo |l /LMEZHBELTH, 100umo | /LUEEALTHE, 2004
mo | /LEUEZEAELTHLL,
AFBOEYRRIFEFIE. TOEMICHUT, BICHORERILEMER
FAT232ENTE CICLY BREEOHE. XFNIBORHE. REFMS
BEE, JYFFLWAHAAANRRTZ 2560 H 5, HEMOREEWKSD
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[0072]

[0073]

(—BRE) ELTE UTOEDARENZEIFLNDA, FICEHLS AW
BETH>THINSEEMITE. FILFILIRATIL, K. BL5HESE
i BEBCEMALENEETIHRER. BREThOLE2FEND,
AERBICAWS ZOMOREFEMRS & LT, FICHEFINaWD, F
ZIE, RD (a) ~ (o) IKRTHEDHESFLN D,
(a) 7Oy +HRy 77OV E)I (clodinafop—propacrg
yvI).vnakryv7T7FI (cyhalofop—butyl). ¥nO
Ry FAFI (diclofop—methyl)., 72z/%%70v P
IFIJ (fenoxaprop—P—ethyl)., ZIT7IKRYy TP (f I
uazifop—P). JWTFIYRYTP-TFI (fluazifop—
P—buty!l). aFv iRy IAxAFJ (haloxyfop—methy
). EYZz/vTFr )L (pyriphenop-sodium),
JOnFHRy T (propaquizafop). FY¥ORY TP TFI
(guizalofop—P—ethyl)., X3XFKyvS (metami
fop) MEDT)—WAFL 72/ F2TOEFAVEIAFTIVE; 7OF
UL (al loxydim), 7hOF> YL (butroxydim)
OV KNYAL (clethodim), Y7a0%>Y4L (cycloxyd
im). 7OKFOThL (profoxydim), EhFIUUA (set
hoxydim)., 75A0%YY4L (tepraloxydim)., b5
IMAFIVUL (tralkoxydim) ROy r7ankExd o4 0%;
E/¥H7Fv (pinoxaden) AEDT7z=)VESV I VR ; ZOM
OEMODTEFINCoARINRFYS—EEZHETEIETREMANZRT
EINTWBED,
(b) X R2Z)N7AOY (amidosul furon)., Z¥LZ)70O
v (azimsul furon) , RZ2)W78VAF) (bensul f
uron—methyl)., 7O0V4s0YIFI (chlorimuron
—ethyl). 7O00LZ2W70Y (chlorsulfuron). >/

270 (cinosul furon) ., 70X 774.08Y (cyc
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losul famuron) ., THARZRITAVAFI (ethamet
sulfuron—methyl), TrF2Z2)7AY (ethoxys
ulfuron)., 73%¥2)L70Y (flazasul furon) ., 7
reELZL70Y (flupyrsul furon) ., K327V (
foramsulfuron)., NOZX)7OYAF)I (halosul f
uron—methyl)., 4<%Y2)l70Y (imazosul furo
n) . 3—R2)L7AYAF) (iodosul furon—methyl

) . AYVZRIL7AY (mesosul furon) ., XYZ)IL7OYVAFI
(mesosul furon—methyl). XF2LT7AYVXAFI (m
etsul furon—methyl). ZaZ2)78Y (nicosul

furon) ., F¥H2)78Y (oxasul furon) ., 7Y
7O (primisul furon), 7AOZX)N7AY (prosul f
uron)., ESYVZ2L7BYIFI (pyrazosul furon—e
thyl). YsZ2)70Y (rimsul furon) . Z)bkXwyAOyv
AFI (sul fometuron—methyl). Z)IFEZIL7OY (
sulfosulfuron), F7xzVRNUT7ABVAFI (thifen
sulfuron—methyl)., M)y7Z2)78Y (triasul f
uron)., M)XRIOVAFI (tribenuron—methyl)

hyoAFxFZLTOY (trifloxysul furon)., MY
AN T7AVAFI (triflusul furon—methyl) .

Yy rZR7AY (tritosul furon) ., AIYVRILT7LOYV
(orthosul famuron)., Z7OEYZ)7O0Y (propyr
isulfuron), ZiEb2M7AOY (flucetosul fur
on) ., X#YZ2)780Y (metazosul furon) ., XFAEIL
ZNh7O0v(methiopyrsul furon), E/RI7YAFI
(monosul furon-methyl) FAVANLTOY(orsos
ulfuron), 147z>vz2)b70Y (iofensul furon) &
EDANKZNILTR; AXYFEY Y (imazapic)., 1YHFXH
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[0074]

RvZX (imazamethabenz), ARNYEYIRFVEZDL (
imazamox-ammonium), A1YHYEIL (imazapyr).,
ATYF+>Y (imazaquin), AT (imazethapy
r) REDAIFYY I/ VR, VAZFVASLAFI (cloransu |l
am—methyl)., 0X5L6 (diclosulam), 705X
L (florasulam), JWAYSL (flumetsul am)
. AMNZASL (metosulam), RJFRA5L (penoxsul
am) ., EOFAS5L (pyroxsulam), Xr2JT7L (met
osul fam) REDODN)T7VOEY)IVVRILVKRVTIRR; EZEY
Ny -+ YL (bispyribac—sodium)., BEURYYF
YL (pyribenzoxim), EYZHYR (pyriftalid
). EUFFNRy -+ )DL (pyrithiobac—sodium)
EYUS Ry OAFI (pyriminobac—methyl) ., EY
T2NT77Y (pyrimisul fan) BREOEYIVZLN(FAH)RY
VI—FR; ALY Y (flucarbazone), 7ORFVH
NV (propoxycarbazone) ., FIVAILNYYAFI
(thiencarbazone—methyl) REOAINKFZITE
HIVRZJW )TV /0% M) TFI77EY (triafamone) &
EDRIKRYTZY R%R; ZOMOEMDO Tt SABEREHREESR(ALS) (7
EROFUEEENEER(AHAS)) ZBHRETE I ETREMAZRT EINTW
550,

(c) 7AKYY (ametryn)., Ph3¥Y (atrazine).
7+ VY (cyanazine), 7AXh )Y (desmetryne
). UAIAKNYY (dimethametryn)., 7OXKY (pro
meton). ZOXKMNYY (prometryn). ORI UR(FON
UY) (propazine)., CAT(¥YY) (simazine)., ¥
XhYYy (simetryn), FITAMNY (terbumeton) .

FINTFSTY (terbuthylazine)., FITRMYY (ter
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butryne)., NJTHT > (trietazine)., Phahr (
atratone). YJhJ)Y (cybutryne) BRREONYTIY
Z:AnFHY /) v (hexazinone) ., X43XbAOY (mMmetami
tron)., XKYTJYY (metribuzin) BEORNITYI/ VR
cTFPIALNYY (amicarbazone) BEON)TYY I VR
Javv) (bromacil) ., LF¥I (lenacil) ., =Y
I (terbacil) BREDUVSVIZFR;PAC(VOYSYY) (chlo
ridazon) REQENVIY I/ VR TAAT4 775 (desmed
ipham)., 72z X5F4775L (phenmedipham)., ZITwv
T (swep) BREDH—/N\A—(R; 70070L0Y (chlorob
romuron)., vO0AMLAY (chlorotoluron)., &0
A2Z20Y (chloroxuron), X778 (dimefuron
) . DCMU(>oay) (diuron), TFYALO0Y (ethidimur
on)., 7xz=ZaAY (fenuron), Z)FXxvyAY (fluome
turon). 4vaovOoy (isoproturon). q4vsOoyv (
isouron), YzZzaAY (linuron), XXRVYIFFZXAYV
(methabenzthiazuron), XhJOALBY (Mmetob
romuron)., Xk¥2O0Y (mMmetoxuron), E/Y=a0v
(monolinuron), x7AY (neburon) ., ¥YFaOv (
siduron)., F7F9080Y (tebuthiuron), XMRVX
Oy (metobenzuron)., AMTFL—hk (karbutila
te) REDKRER ;DPA(TONRZI) (propani ). CMMP(RY
#/40—J)) (pentanochlor) REDOFPIREZR;>7OIvY
K(cypromid) @EDF7=YR%; 7OF7xz/F24h (brom
ofenoxim), 7O0FF>=) (bromoxynil)., 744*%
ZI (ioxynil) BED=ZPMYILFR; RVIYY (bentazo
ne) REDRVYFFPIFY I/ VR ;E)TF—h (pyridate) , K
V& 740 (pyridafol) REDTIZNEIFTIVR; TDMA



WO 2018/147292 26 PCT/JP2018/004094

[0075]

[0076]

V=) (methazole) BREDHBUDHNERERET 52 & THRE
MAERTEINTVWBEED,

(d) V979 bk (diquat)., /N53—h (paraquat) Q&
DODEEND YD LR TOMOENEENMEDERTI ) =T HIL QY
OEMBRRZERNIETCEINLREDNNZRTEINTVWEHOD,

() 7Y I7NANTzvFN) DL (acifluorfen—sodiu
m). EZ2z/v 7R (bifenox). 7OXKFYZ(/OXKFY
7xY) (chlomethoxyfen). Z)A04Ya7zy (f I
uoroglycofen)., m"xXH7xzY (fomesafen) . /NO
#7xzv (halosafen), 57h7xz (lactofen) &
¥vo7O0—7xY (oxyfluorfen).,. Z—bO7zxz> (nitro
fen) ., IMNFYT7IVIFI (ethoxyfen—ethyl) iE
DTV I—FIVR; ZLF7YL—k (fluazolate) ., ES
INT7zVIFIN (pyraflufen—ethyl) REO7z=Z)LE
SV —=IL%k; YZRYIFI (cinidon—ethyl) ., ZIIA4F
oY (flumioxazin), 27059y I2RVF) (flum
iclorac—pentyl), 27OWL7%)L (chlorphtha
Il im) REDN-TzZNTINAIRZ; JLFT7EYMAFIL (f lu
thiacet—-methyl), FV7YX (thidiazimin
) REDFTITI—NV%R; #FHTF7YV>Y (oxadiazon), #FF
HIUTPILFI (oxadiargyl) REDFFXFHIFTY—ILR; PHD
=YY (azafenidin), A7V rSYVIFI (carf
entrazone—ethyl)., N7z br5YY (sul fent
razone) ., RVAINYY (bencarbazone) BEDNY
VYV VR ; RVAFEHYYY (pentoxazone) REDFFYY
DOV IHA VR RVATzvIY Y (benzfendizone), 7
y7xF) (butafenacil) REDEYVIVVIFVZR ;YT
W7zFo)I (saflufenacil) BEDRIEKZILTIRR; 7
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[0077]

LW72zVEILIZTFIL (flufenpyr—ethyl) BREOEYFIY
%;z0oMES Oz (pyrachlonil)., 7O7L7Y =L (
profluazol), F77xF I)(tiafenacil), N7
WIOEFHYY (trifludimoxazin) QEDEYO/OOT
1 IVEERERE L., HERERICMEZENKRRICERERIESL2ET
MREWNDERTEINTWVWEHD,

(f) W75V (norflurazon)., XMZILSYY (me
tflurazon) REDEYIZ I/ VR; P77z =hY (di fl

ufenican)., EaQYF+7xzy (picol inafen) R&EDE
VO VAIKRFHIRRZR; AV M) FY (mesotrione) ., A3
N)F> (sulcotrione), FZVIMN)FY (tefuryl

trione). TVARMNJFY (tembotrione).,. Evv0OF
A (bicyclopyrone)., ZzvF¥ /b )F>(fenquin
otrione) REDMNIT IR A4VFH IO (i soxa
chlortole)., AVFHIIb—JL (isoxaflutole)

BREDAVFFRYY—NFR; Ry TxFvT (benzofenap).

ESVL—-MESYVYRX—F) (pyrazolynate)., ESVFY
7Jxv (pyrazoxyfen)., hFS5XYJY (topramezon
e) . ESZANTAKr—I) (pyrasul fotole). MLESL—
N (tolpyralate) REDESY—ILZ;ATA(ZI bO—I) (
amitrol) REDKNYT7Y—IFR;/OTYY (clomazone
) BREDAVAFHY )Y /)R ; 7oA77z (aclonifen)

BEDYTIZNI—TINR; TOMNRTITIIRN (beflubuta
mid)., ZIYKRY (fluridone). ZJOvOYkKy (flu
rochloridone). ZIWMIZEY (flurtamone) . N
vYEYs Oy (benzobicyclone) ., XhFxvo7x /)Y (m
ethoxyphenone). #hAESRKYIRX (ketospira
dox) REDHOF /A RREDEMODEREESKEZMRE L. BILFA%
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[0078]

[0079]

BHETIREDNZRTEINTUVWEED,

(g) Uik —h (glyphosate), FJURKY— NFPVE=ZDL
(glyphosate—ammonium) . ZYKRHy—rqy 7Ol
77XV (glyphosate—isopropylamine)., )ik
H—MMIASTL(RIVEY—F) (sul fosate) RREDTIIY
% ; TDMOEPSP &REEZRIAEH,

(h) JIiRkyZ—hk (glufosinate)., VIKYRXR—KFPVEZ
mh (glufosinate—ammonium). E7SKRA(ESHK
A) (bilanafos) BWEDKRT 4 VEBRBEDITINEG I v EME
FIEEF ; TOMOEMOT I /BEECHKEEET 2 ETREDNZRT
EINTWVWBED,

(i) 72a5h (asulam) REDHA—/NA—FR; TOMDIHP(T E
FOZ77O4 VB amiBERBER,

(j) RRAYYRYILSYY) (benfluralin)., FhL7T
) (butralin), YyZh3XY (dinitramine). T
GILINSYY (ethal fluralin), #YHFYY (oryza

lin) . RyFa4Xx89)>Y (pendimethal in). N)ZILS

vy (trifluralin), =3 (nitralin). 7O
77X (prodiamine) R&EDY-bOF7ZYVFR;

PI7OKRAAFIL (amiprofos—methyl)., 793IFK2 (
butamifos) REDKRARAFTIT—FR; YFAENL (dith
iopyr). FPVEIL (thiazopyr) REDODEYI VR ; 7O
IR (propyzamide)., 7494 (tebutam) B&D
RYZF7EIRZR;7OlL%—=) (chlorthal) ., ICTP(yO/LY—IL
UAFI) (chlorthal—dimethyl) REDLEERR; IP
C(oan7o774L) (chlorpropham)., 7A774 (pro
pham) . AhIWRYZXTK (carbetamide) ., /8\—/XY (bar

ban) MEOH—N\X—+ R ; 75670y 7T—M (flamprop-M
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). 75L7AayS—M—ay O (flamprop-M-isopr
opy ) BEDT7IV—-NT7S5=FR; 7ErO—) (acetochl
or). 73%8—) (alachlor), 79%#0—J)L (butach
lor) ., oXA%s0—)I (dimethachlor), YAFFIK (
dimethenamid), YX773XIK—P (dimethenami
d—P) . x49H¥4s0—J)l (metazachlor)., Xr>50—J (
metolachlor), S=Xr570—-J)L (S—metolachl
or) . REFHIN (pethoxamid). FLF>/0-J (pr
etilachlor)., 7axvo—J)l (propachlor). 7O
EvysO—J) (propisochlor). 5zZ)7O0—-) (theny
lchlor) REOI7OO7EMNPIRR; YT7x2FIR (diphen
amid)., 77O/ KR (napropamide)., #7O07=1U K (
naproanilide) BRED7EMNFPIRR; 77z FEy b (f
lufenacet)., X7xFtvyb (mefenacet) REDLF
VPEMNPIRR; JzVISYIRN (fentrazamide) BRED
ThSIVVIUFR; EOMT=ZOKR (anilofos) ., 414 /77
v (indanofan), h7zxvAbMO—J)L (cafenstrole
). ERAOKRR (piperophos) . XFAY1Y > (methiozolin) .
71 /)% Y274 (fenoxasulfone) . FOFHZIEKY (pyroxa
sul fone). 477z >hIL/NYV Y (ipfencarbazone) s & DIEYI D
NEEGVHUNERK. MBEAHZEET 2 &H2WITHBERHEEHRE (Ver
y Long Chain Fatty Acid : VLCFA) £&M%AAET 5 2 & TREMMNERT
EINTWVWBED,

[0080] (k) DBN(¥#mO~R=Jl) (dichlobenil),DBN(/OLFFI
K) (chlorthiamid) WED=ZRNYLFR; 4AVFHRY (is
oxaben) BMEDRVIFTIRER; JVRFHL (f lupoxam)
BREDKN)TVORVRFHFIRRZ; F/05v% (quinclora
c) BREDF /Y VANKVER; ZOMN)TIT75L (triazif
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[0081]

[0082]

lam) ., AVFYT75AL (indaziflam) REDOHBE(E/ILO—
A)EXRERETHETREINZERTEINTVWEEHOD,

(1) DNOC, DNBP(Y /7)) (dinoseb). P/FILT (dinot
erb) BEOY=rOT7/ L% ZOMOT Ay T VT (ERIE)
ICEYBRENANZTRTEINTVEED,

(m) 7FL—bk (butylate) AFVILFFALSNL(IOT—
) (cycloate), DAXEXRL—K (dimepiperate)

. EPTC,. =27O0A)N 7 (esprocarb), EYUZ—hF (mol in

ate). ANWRVAINLT (orbencarb) . R7L—F (pebu

late). 7ORWEKANLT (prosul focarb) ., RVFAH
—T(FARVANLT) (thiobencarb) ., FAALNIL (ti
ocarbazil)., M)7L—k (triallate). /N\—FL—
N (vernolate), Y7L—bh (diallate) REDFAH
—/IN\X—hR;SAP(RVZYR) (bensul ide) BEDKRRAFIAY
FAI—-FR;RVIJLE—hk (benfuresate), ThIXt—
N (ethofumesate) BEDRYYTIS5U% ; TCA, DPA(¥ SR
) (dalapon). Fr3EFY(ZATANRRK—F) (fluprop
anate) RED/OOKREBR; TOMOEHOEEELEESHREHEET 22
ETHREMAZRTEINTWVWEHOD,

(n) 7ax7Oyvy 7 (clomeprop). 2,4—PA(2, 4-D), 2,4—
DB, Yol Aavy S (dichlorprop) . MCPA, MCPB, MCPP(X O
7Ov7) (mecoprop) REDTz/FIAIRVER; /OS5
R (chloramben) ., MBA(YA>/\) (dicamba) , TCBA
(2,3,6—TBA) B EDLEEFMR ; 7OZ YK (clopyralid).

7I/ESYR (aminopyralid)., ZiAxyENL (flur

oxypyr)., EvO05L (picloram). MYyzoEN (t ri

clopyr). nOav*>7zxzv (halauxifen) EQLEYY

VANINRVEER ; FAZYY (quinclorac) ., ¥UAZYY
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(guinmerac) BREDF /Y VAHINKRVER ; NPA(FTHS L) (
naptalam), YIL7z2VEL (diflufenzopyr)
MEDITISA=—RMEIANNY VR ; ZOMRFTY )Y (benazol
in) ., 147072V (diflufenzopyr) . ZIAFEIL (flurox
ypyr) . 7Oz J)LL ./ —J)L (chlorflurenol) . 77X/ o7OES> 20—
(aminocyclopyrachlor) . DASB34A X DIEMIDRIEVIERABELT5 2 &

THREMNZRTEINTVWEED,

[0083] (o) 75>v 7Oy IMAFI/A4VFOEIN (flamprop—isop
ropy |) REO7)—ILTI/7OEAVER; Y7V a—bk (d
ifenzoquat) BREDESY D L% ; DSMA, MSMARE DA E R
% ZOMTOETFR (bromobutide). (/OM)-TIL/—
Jb (chlorflurenol), YUXFYYy (cinmethyl i
n) . 73)8Y (cumyluron), YAy bk (dazome t)
M40y (daimuron), AXFILY4LA0Y (mMmethy |l —d
ymron)., TRYHYFZRK (etobenzanid). mxH¥3I> (f

osamine) ., AFHYTo0OXKRY (oxaziclomefone)

ALAVEE (oleic acid). RSNIIVEE (pelargon

icacid)., EYT7FAINLT (pyributicarb), TVRK%
—Jl (endothall), 8BFIE (sodiumchlorate)

XYL (metam), ¥/4953Y (quinoclamine) ., %

AKYEL—bk (cyclopyrimorate). N)UT4a77> (t

ridiphane)., 75v 742 (clacyfos) BEDBREH,

[0084] 2. #E¥IRRINEITTE
AFEBOBYRRIEFIE. SREDDIRESD LRBEET 25AICHKER

THIEICLY, BYORRENMFETEENTES, ARRICEVT, ©
RIEVIE. REPLEEOHERILDOBEELHED. Wb iMEELWbh

LEMTH D,

[0085] RIEHE LTIE. B FASA D, PHED, PRI /590 7T
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[0086]

[0087]

AVAAZTFHI AV ARSIV TH, PAYAZDO, PLFUY,
FLFI/IXO, PLFIYVIATYH, AF9R) AXHAZY, AX9T7T, ¥
O4XF+XF, 41D, 41 XKRAXF, 99NAR O3V, V5T
OFFIAJ%. T/FTH, #FF7LF/ X0 ZF4X/) 77, 7FF

X, FAZ2FYD, A/, AZFEST 7=/ 59 FEDN,
FSVHIIFTY. AYNI, AYYDTY ASA/IVRD FoF
V. FNARRS, Fao ) TY JUNRAFXF OFRE, A= FY
T, INANR, ABIAA, >OYAIH. R4, ZAYHYTRD, ¥
F. RAXIJIVRD, RAAJAZTES, ZZA /YY), ARY kL, &
A9ATITIFVI. BAAVI VKRR, YINAXS, #AH3700, 4F
AR 7TV, 8FIYRAIL, #xV5RF, #EZT, FAHY., FRX
JHE|. FFIATH, FavoeyT7HHA, YXTH NIOSATH. bF
YYD FRFO T JRAFY SR TR NFIAXT
ATH. NLTAY NRRAT, NVETF. BEXFARYAVD, BEXV T
EXTazdy, EXRA/N BEXLAYIAEFR, THF. 73RV T. A
EAFI. ASFA/A, KRhNF/H SFVFF SYI7Y, L5HF
ATINZI ARNF AECINE XV TFVANAY, YNAIXYD, TEF
., DT AEEOHENZEIFSLN D,

AEBOBYRRIDEFOERZFIE. BICREINT., EEVPLAE. =
X, B AIBREDTETH>TH, MW, BOIREYREDER
WTH>THLL,

ERTER. NREDOBECRRERHEFEZERL T IERR2MOFEE
BRI LV, AFEPAOEYHRRIIGHFZ, TREDOZECEICERERH
TELAETH>TELWL, TEORAICHHATSHETH>TEHLWLL,
TRISEET2HETH->TH LW, T RAEPAOEYRERIGEFZ, 8
HMOKEICER LY., BHOKITEEXIZHBIETH LW, FIZE L
RUELDAMENRTFT ZLIRIC. AEPOEDRRINDFEIFNZEHRT 55
EREFOND, F. HEORFNFRINDIEAMIC. ARBOBYNRER
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WHEIF%EFORRATZIE T, BEOREZIFH TE S,

[0088] AFBHOEMKXRIEIFIOEREIL. L&Y (A) ORMEEELDRVE
ET. BURD THZLEMDIELR. L&Y (A) DSEE. UREW. =B
ERM, ERTIHRBEAQEEERL T, BEREL TAHVWRIELWL,

[0089] AFEADMBYIRRIDEIFIL. EH~OHER (EESM) . EHOEBTLEA
ORER (LEMEA) . BEK~OER CKEER) . BT~ ~0OEHR (BTN
) REICELTWS, ARPOEMREIFIFIIK TEREICFRL TE
HT5Z&ENTES,

[0090] ZEFEHMAICAWDHZEICIE. LEOMLKTHRLBEYHRRINGEIF %,
107—)L%E7Y10~300LEHTHONFELL, 10~100LH
BHTBZONLYBFFELL,

TEERAPLCKERBREICAWVWSDGEEICIE. LEDMKKTHERLE
EYRENEIFIZ, KD (A) A 107—IHkEY0., 1~1000g&
BBFICEAETEZIENFELL, 10~100g&RBHBICEHATZION
SYHFF LW,

[0091] 3 #FRLEW

FERX (1) TRINZEEMO> B, UTORX (11 1) X=X (|
V) TRINZELEMEIFHREENWEEET 5.

[X (11 1) TRINZ(LEW]

[0092] [1k10]

.
CONHy (1)

N
OMe

[0093] [ (1 V) TRINBLEY]
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[0094] [1B11]

(Y>q<\f \

3b
N COR

[0095] =X (1 V) ICBIFZREBHREICOVWT. UTFICEHREAT 5,

(R1P)

X (1V) IZBWT, R, BEELCIREBHEDC ,~Cxu7 I FILE
. BERELCIEEROC~C 7Y —ILE BRELIGEBBRDO5~10
E~TO7Y—IE BREELCIBEBBRDOC~C 7Y —IC i ~Cs7 I
FILE, REBHELIREBRDOS~108ATOF7Y—ILC,~CsT I
FINETHD,

COHFTH, Rivid, BRELCFEEBRDC ,~Cyup7ILFIE, BERE
LLIREBBDC~C 7Y —ILE, XITBBRELCIFEEBHROC~C w7 )
—IWC ~Ce7ILFNETHBZENMFELL, BRELLITEEHRDC ,~
CopZI)LFILE, XIFEHEL CBEBHBRDC~C\ 7 )—ILCi~Cs7ILF
WETHBZIENLYITFFE LWL,

[0096] TE#HEL IFEBHODC ,~CuT7IFILE] O IC,~Cu7ILFILE] &
iE. EHIR. DIRRISEBROREH2~200F7ILFILEEZEKRL, ITF
WE, JOELE, 41V TRELNE, TFILE >/07O0ELE. o0
TOBLXFILRELZEFLN S,

Co,~Cu7LFILE, REBEHMIULETHBZEALYFTFELWL, k.
IRBET 2UTTHBZEDTFELLW,

Floo Co~Cr7FIER, BHRTHE I ENFHE LW,

[0097] C,~Cur7IFIEILERTEIZEBRESL LT, NOTVEF. KBE
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Ci~CeTNaFVE, BRELLITEBHROC,~C 7Y —IE B#
HZLLIEEBROS~6BEATOTY —ILE, BHRELIIEBBROC,~C
o TV =IFEXVER, ST /ERBRENBFTLNDA. THIZREINGQW,
Fr, BREEG, AB—NXEELLBBREZTUEELTELL,

NOFVRERFELTE, Z)040& 700& JOEE 1 F RELRE
NEF LN B,
Ci~Ce7IaAFTEELTE, X MFVE, I FVE, n—TORFY
H i—7O0RFVE n—ThrFIE s—TrFIE I T hFVE
=T RNERVELQENBETFLN S,

Ce~C o7 V—IWEELTE, 7zZIIVE, TI7FIERENETFOLNS,

E~B6EATOF7YY—INEELTR AIZE EOVILE JYILE F
ITZIE AISFYVYIE ESVYIE FTFFVVILE 4AVAFHY
DIE, FPYVUILE AVYFTVIILE MNITYYILE FFxHIT7Y
DIVE, FTPITVVIVE, TSV IILEREDEEATOT Y —ILE;

BUJIE, ESVZVE BUYUIVZLE BYSDZLE MNITY
ZIEREDEEATOT)—IIERENEITLNDS,

Ce~Cr1o7V—NFFIEELTE, 7z /F2E, 77 MFDELGEN
EiFfons,

Ce~C o7 V—IE, 5~6BAFTOT7Y—IE XIECs~C, 7Y —
WA FIBEEICEBRTESEREL LTE. AFIE, IFILE n—70O
EIVE, i —7O0EIE n—TFILE s—TFIE i —TFILE t
—TFLE n—RUFILE n—AFINELREDC,~CTILFIE;

KEEE;, AXMFVE IhFVE n—JORFIE i —TFORFY
B n—TJbrF2E s—TrFIE i —TrEVE t-THrFIER
EDC,~Cs7INaFPE; 740 s00E, JOEE, 14 KE
rEOQAOF/E; sO00XFIVE ooz FILE, M)A OxXF
JWE. 1, 2—=y/00-n—70OELE, 1-2)40-—n—-TFILE,
NR=NWAOQ—n—RUYFILEREDC ,~CeNOTILFILE; M)
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[0098]

[0099]

[0100]

ZOXMFPE 2—/00-n—7ORFVE, 2, 3-Y/s/O0O07 b+
VEREDC  ~CenaTIIAFVE,; TTI/E; ZMOEQRENET
bnhd,
[B#hE L IEBEBEBROC,~C, 7Y —ILE] O [C~C,7Y—ILE] &iF
BREERTIRERNC6~140FERRIEKFREREKL, BRTH-
TH, ZERTH>TH L\,
Ce~Cu7)—IEELTE, fIzIE. ZzZIVE, T7FILE FURS
TZIVE T2V ML ZVELQENEFLN, FERC~C 7 —ILED
VEDELT7ZIENETF LN D,
Co~Cu7V—IEICBRTEZ2EBEHREL LT, N"aFVEREF. C,~C
s ZPILFILE, Ci~CenOFIFIVE, KBE, C,~C7IIF2E, C
~CenNOTIAFTE, BERELJIIEBROC~C, 7 —ILE B#
HZLLIEEBROS~6BEATOTY —ILE, BHRELIIEBBROC,~C
107 V= FFIE, ST I/ERBRENBTLNDN. THIZREI NGV,
Fr, BREEG, AB—NXEELLBBREZTUEELTELL,
FEONOFVETF. Ci~Cs7ZNaFIE, EBRELJIEEE#HRDC~C
o7 ) —IVE, BRE L IIEBBRDS~6EATOT) —IE, BLUC,
~Chio7)—IAFVEOEFFIE L TR, TC,~CuZILFIEICEBERT
XHLEME| ICTHIRLAEZTNThOEBERESAKROBRENZHT 5,
Ci~Ce7IFIEELTE AFILE IFILE n—7FOEILE i
—7OEIVE. n—TFILE s—TFIE | —TFILE t-TFILE
C N=RUYFIE, n —AFVLELEDNEFLN D,
Ci~CenOFIFIEELTE, 70XFILE, 700 FILE. MY
JAOxXFLE 1, 2-YsOoOo-n—FOELE 1-7)F0—n
—TFIE, R=7)F0—n —RUFIERENBEFSN B,
Ci~CenNOFNAFIELLTUL M)TNAOXNFVE, 2—-700
—n—7ORFIE, 2, 3-I /007 MNFIERENBEITFLNDS,
[BfE LS IIEBHEDS~T10EATOFYY—ILE]l O [5~10E8AT
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[0101]

[0102]

O7)—ILE] & BRERF. MERTSLURBREFIOLDIEHLYE
REINZTEUEDATORFZRENTRE LTEUFEEHERZRKL.
BETH>TH. ZERTHO>TEH L,
5~10BA7O7Y—)LEE LT BAE. EOVILE, 7VILE,
FIZIWE AIFVI)ILE ESVIILE FFHVVILE AVFFH
VIUWE FTPVIWE AVFTVIILE MNITYIYVILE X547
VIUWE, FTITVVIVE, TSV )ILELREDEEATOT ) —ILE
; EUVWIE, ESYZLUE BEVIVINE EVSIZIE MNT
VZNEBREDEEATOT)—IE; 41V RJILE XYV TSZILE,
RUVFIZNE RXRVVAXRHV)IVE RVYFTIVYILERBREDIE
ANTFATV=IVE; F/UZIE 4AVF/)ZIUVE F/FH)ZILER
EDTO0OEATOTY—IVEEZZETBHIENTES,
E~TO0EATO7Y)—IEICEBRTIZBEHREL LT, NOTVRETF
 Ci~Ce7IFIE, Ci~CenOF7IFILE, KBE C,~Cs7/O
FUOE, Ci~CenO7IIFTE BRELIBEBHRODC:~C 7Y —
WE, BERELIRBEBEHRODS~6EATOT ) —IE BREELIEZEE
BDCs~Cro7 ) —IFFIE, STI/ERENFEFLNDZD. THICRE
INAW, Fa, BERER. B—XIFEGLEBEBREZ TULEBELTLW,
FEONOFVETF. Ci~Cs7ZNaFIE, EBRELJIEEE#HRDC~C
o7 ) —IVE, BRELIIEBBRDS~6EATOT) —IE, BLUC,
~Ci o7V —IAFVEOEFFIE L TR, TC,~Cu7ILFIEICEBERT
XHLEME| ICTHIRLEZENThOEBRESAKROBRENSZET LN S,
FEEDC, ~CsTILFILE, C,~CenNOFILFILE, BLUVC,~Cn
O7LIFSEOE&KFIE LTI, [Co~CLTY—LEICBRTXZEHRE
1T ICTHIRLEZENENOBBREEAROBHRENZEIT LN D,
[BHRE L IEEEBRODC~C 7 —IC ~CsT7ILFIE]
[Ce~C 7 U—IC ~CeT7IFIE] IF. TEAULOT) —ILEIZEL
YBMINLETILFILETH S,
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Ce~C 7 Y—IC ~CsT7IFILEELTE BIZE RVIILE 7
IZINIFIE, FTFIAFIE FTFILIFINE BQEPEFLND
o HERC~C 7 —IWC ~Ce7ZLFILEDVEDIF, RVIILETH
%,
[0103] C¢~C 7Y —ILC ~Ce7ILFILEIIBRTEIZIERES LT, /O
FURF, Ci~CsTILFIE, C,~CnOTFILFILE, KEEE, C,~C
s 7IIAXFVE, Ci~CenNO7INIFVE, BRELLIIEERDC,~C,
o7 —ILE, BERELIBEBIEDS~6EATOF Y —ILE, BBRELL
FEEBBDC~C o7V —IAFIE ST/ ERENPFESFLNDD, Th
IKREINARV, T, BHRER, AI—XEELRLBEHEEZ T1UEBLT
LU,
FEONOFVETF. Ci~Cs7ZNaFIE, EBRELJIEEE#HRDC~C
o7 ) —ILE, BERELLIIEBBRDS~6EATOT) —ILE, 8LUC,
~C o7 )—IAXIEDEREFIE LTIE, TC,~CuF7 L FIEICEBHRT
XHLEME| ICTHIRLEZENThOEBRESAKROBRENSZET LN S,
FEEDC,~CsTILFILE, C~CenNOFIFILE BLVC,~Cn
OFILIFSEOEHREIE LTIE, TCe~Cu 7Y —ILEICBHRTE 2BIRE
T IKTHIRLEZENETNOEBRE EAKROBHRENET LN S,
[0104] TEBE L IZEBHDSE~10E8ATO7 ) —IC,~CsPILFILE]l O
[6~10BAFOF7Y—=ILC ~Ce7IFILE] . 1EUEDATO
TV=IVEILLYBBRINETILFILETH S,
5~10EATOF7Y—LC, ~Cs7LFILEELTIE. BIXE ZUNL
XFIVE, EVIINAFIE, EUIILIFILERENETFLNS,
[0105] 5~10EAFTAT7Y—ILC , ~C 7ILFIHEICBRTEZIERESLT
. NOTVRF. Ci~Ce7IFILE, C,~Ce/NOTFILFILE, KBE
. Ci~Ce7NaFVE, C~CenNOTFIIAFTE, BB IIEBH
DCs~C o7 —ILE, BBRELIIIEBROS~108AT7OT7)—ILE
 BERELCREBROC:~C 17— ILAFIE PT7/BRENETS
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[0106]

[0107]

[0108]

hah, ThIREINAW, e, BRER. A—XEEL>ABREL

TREBLTELW
FEONOFVETF. Ci~Cs7ZILNaFIE, BERELJEEEHRDC~C
o P U—ILE, BRELSIZEBRODS~68ATAOT ) —ILE BLUC,
~Ci o7V —IAFVEOEFFIE L TR, TC,~Cu7ILFIEICEBERT
XHLEME| ICTHIRLEZENThOEBRESAKROBRENSZET LN S,

FEEDC,~CsTILFILE, C~CenNOFIFILE BLVC,~Cn
O7NLIFSEOEFHIELTIE, TCe~C,7Y—ILEILBRTX 2B
1T ICTHIRLEZENENOBBREEAROBHRENZEIT LN D,

(R3P)

X (V) IZBWT, R3PFE, OH, BEE LS IZEBHRDC ,~C7 Il
OF V&, XER: N (R*) ,TRINZE (AP, RAUE. KREFXIEE
HELSREBROC, ~Cs7IFIEERL, ZDOR*HP—HEICA>T2
MOBEMEEHRLTELL, ) &L,

[BIRE L ITE|EBHROC  ~Ce7)NaAFVE] O IC~Ce7IaFE
1 &3, BHER, PERXISERORER 1 ~6 07N IFIEEEKL,
ARNFVE INFVE JORFVE, 1VTORFIE ThFIEAL
ENFEF LN B,

Ci~Ce7IAFLEICBRTEZIBERELLTE. NOFVEF. C i~
Ce7NAFVE, BEREELIRBEBHRDOC~C, 7 —ILE BEELL
EJ|BROS~6BATOTY —ILE, ST/ ERENBEFLNZHN. Th
ICBREI NGV, o BHRER, A—XRBEL-ALBHREZT1ULEEALT
EQ AN
FEONOFVETF. Ci~Cs7ZILNaFIE, BERELJEEEHRDC~C
107 V—IVE, BIUBHRELIREBHRDS~6E8ATO7 ) —ILEDE
BHE LTIE. TCL~Cu7 LRI EICBRTEZEHE] ICTHRLEE
NEhOBHRE L AROBRENETONS,

[ : N (R4) , TRINDE] OR4F. KERFNIIEBRE L IIEBR
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[0109]

[0110]

DC,~CsTIFILEERT,
[C\~CeTIFIE] &iF. BHR DIRRIGBRRORRE1~607
IWERIEEZBKRL., XFILE, ITFIERENETFOLNS,
Ci~Ce7INFIEIIERTEZEREE LTI, NnOFVEF. C~C
s TIAFVE, BIRELIZEBRODOC,~C, 7 —ILE BRELLIE
BMEBEHMOE~6EATOT)—IE PT7/ELQENEFLNBZN. ThiC
REINQRV, T, BERER, A—XIEEQR>LBEREZ T1UEBLTE
W,
FEONOFVETF. Ci~Cs7ZNaFIE, EBRELJIEEE#HRDC~C
o7 ) —IVE, BIUBHRELIREBHRDS~6E8ATO7 ) —ILEDE
EHE LTIE. TCi~Cu7 L FINEICBRTEZEHRE] ICTHRLEZEN
ThOEHREEAROBHRENSZET LN S,
TODRAN—HICR > TR TEZ 2MOAMESE LTIE. IYXAFL VE,
NOAFLUVE TRISAFLVE RVIAFLIVEREDC ,~CsT I
FLVE, VAFLYAFIIAFLVEREDC ,~C37IFLVAFY
Co~Cs7IFLVERBENEITLOND,
(Y. a)
X (1V) IKBWT, YR, BBEEZRL. qlZ0~3D\WThHDER %
xR,
BfE S LTI, NAOFVEREF. C,~CPILFIE, C,~C/nOF7ILF
WE, KBEBE, Ci~C7ILaF E BHRELIBEBHEDC~C, .7
—LE, BRELIGEBBROS~6EATO7 ) —ILE, BRELIIE
BHDCs~C o7V —IAFIE VTI/ELRENFBFONRDN. ThICR
EINRW, T, BEREREF. B—XEELQLEREZIUEBELTLV
FEONOFVETF. Ci~Cs7ZNaFIE, EBRELJIEEE#HRDC~C
o7 ) —IVE, BRE L IIEBBRDS~6EATOT) —IE, BLUC,
~Chio7)—IAFVEOEFFIE L TR, TC,~CuZILFIEICEBERT
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XHLEME| ICTHIRLEZENThOEBRESAKROBRENSZET LN S,
FEDC ~Cs7ILFIE, BLUVC,~CenNOFILFILEODEFEHIE L
Tk, TC~C 7Y —IEICEMTELEHRE | ICTHRLEZENThOE

HEEAROBRENZEITOSN D,

(01111 (&%)
£ (L1 1) XX (1'V) TREINZEEDE. RMOFEICLY.,

BRTESN, BFIZE. UTOFEICLYATRERTH D,
[0112] [{E12]

AN (1) N ) I
(Y)q—E P — (Y)q—,K o T e (V) o
N

N~ “NH, N TN N Ny
0° de
(3) ww{?k‘ (4) m$[}\ S)) ww{}K
— KN CN ———— > KN CN ———— N COOH
(l)H <|JR1° OR'®

©) (gL

6R1c

ERERBRFP. YRUPg, & (V) AOEEREBLTHB, Rk
CAFILEXIGK (1V) HFOR'"WOERERLUTHS, R3eid. X (IV
) FDORIPOEBENSOHEEZRWLEEDTH B,
[0113] EERBEADD> B, EELEEFEFETHHIN—ERFOF> —2-2F7/E
O—JLDFARFEICDWTERAT 5,
N—kbrAFI—2-27/EO0-NE. 2=V REYVYY N—-FF
Y ROBEBRINICLYART 5 &N TE S, Flald. European Journal
of Organic Chemistry, Volume 2004, Issue 21, 4492-4502|Cs2& D AL %
BEILTDIENTED,
[0114] &Ik (1) EVIVERONRFOREL
BV VERONRFIZ, mCPBAZRAWTEILYT 22 & TEEMICEL
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[0115]

[0116]

[0117]

[0118]

THENTED, 70ORIVLBRER, OC~ERFHICTRIGIESZ
EDTFFE LW,
ki (2) 7I/BOF7YE
PI/EOT7IVERBICIE. TR/ EEY TV LEE SBT7VIEMIC
LPBEMRBEAVDZENTES, HEFT, 2-F7I/EY)IY N-
ZHFLREBBMIBEE L%, BHEHEBF M) ILERIGIETIST7VIET 5,
TV e, IHIC. BT VIEYMIOKAREEEICETISAIET, 2
TYVREYYY N—FFLRERBLIIENTES,
ki (3) EVIVEROEO—IBADERR

2—T7IRENYY N—FFLRERVEVREGRDETSZIET, &
FORBEERRRIEARIY., B<BRERBICLY., BHR2-27/ -1
—eEROFLEO—NLNEBBIENTES,

RIGBEIE, RVEY, FULVREDEEERILKZERBWDZ EMNFFE
L, BRTELAEHERTMRT S EN/MFFE LWL,

hB. IR (4) (OHEDOR, . BEAQZEH) . IR (5) 7/ &
DAIVKRF D IWEADOEE) RUOIRE (6) (AILRFIVILEDIRTIVIE
X7 I RE) & BRANGFETHY. RBEEZERT IS £ExE £
FEBICEBBDAEICE L TITD T &N HTRETH 5,
e

UTICERGZZE T TAFEPBEZ LY EFNICEHRAT M. AFEBIEINhS
ICBREI NS HD TR,

TEEEREGI 1 ~EHEH 7 5L CLEREI T DILEHDOERICBEVWT, £2TO
RnEFEE/OT NS4 —ICKYEBRILEZ, (Merck 60 F2

\'l

54 precoated silica gel plates (0.

25 mm thickness)), HRUBC NMRIFHASIHECX
500 FT-—NMRBEHMSIHEBEBICLYERRNLE, ESIMSIZEERE
LCMS—-2020IC&YRIELE, BRHOLDODAS LAY NI ST

1 —ICIEEREESYVATIL6ONETLAST 1 TEE/OY NS T 1
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[0119]

[0120]

[0121]

[0122]

[0123]

—iZlEdMerck 60 F254 precoated silica
gel plates (0. 25 mm thickness) ##RL
1o

[SEhEH 1]
TERAF—LICHW., 1 X FY—1TH-EO—-IL—2-ALKRVEE (

e (6a) ) zakL71,

[{E613]
10% HCl ag.
A 2.5 M NaNO; aq. (1.1 equiv.) f»*'%»::}
,\ mCPBA (1.1 equiv.} Bu,//]\ 2.5 M NaNj aq. (1.1 equiv.}) L*‘fN
\i\ ij‘w_ o N &NHZ N N3
NTNHy CHOl, o) 0°C.2h 0
=) oo
0°C,30 min -»25°C, 85h -
1 quant. 2 3
‘‘‘‘‘‘‘‘ K,C05 (1.1 equiv.) o
RN CHyl 2.0 equiv) 7 T 40% NaOH aq. ﬂ Y
S—— \Nf' ~CN » “N° TCN vy "COOH
benzene ‘ acetone . EtOH
90°C. 13 h OH reflux. 10.5 OMe reflux, 10 h OMe
65% (2 steps) 4 5a 74% {2 steps) 6a

(1=1) 2=7/EB)YY 1—-FFHYM4 R (2—aminopyr i
dine T—oxide, {t&¥ (2)) OEX
OFICAILZ2-T7I/EYYY (k& (1), 2. Og, 22mm
ol) ®/OOKRNLEBER (220mL) (3 —4/O00BLEBEE (mCP
BA, 5. 6g, 24mmo |) ZMAk, RIGEEK%E 3 09, RINE
EOETERLALDS, EREITHEL. 8. bisEBIR LA, RIWEER
EREBEICLYBRBAEEZRW ., SONEERMIEC ) ATILVAS L
saOX IS5 74— (BRBE : 25% A%/ —IL /BRI FI) ICLYKE
SlL, BRETBE2-TI/ YUYy 1—FFHAR (L&YW (2) ) %
FLUIYBEGKE LTEEM (2. 5g) IKFk,
T —4
'H-NMR (500 MHz, CDCl;) & 8.10 (d, J = 6.5 Hz, TH), 7.13 (t, J = 8.0
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[0124]

[0125]

[0126]

[0127]

[0128]

Hz, 1H), 6.76 (d, J = 4.3 Hz, 1H), 6.64 (t, J = 3.5 Hz, 1H), 5.62 (br
s, 2H) ; 13C-NMR (125 MHz, CDCl,) & 150.3, 137.9, 128.4, 113.7, 109.8
; ESI-MS m/z 111 [M+H]+
(r1=1) 2=7YREVYY 1—-FFHA4RKR (2—azidopyr
idine 1—oxide., {t&% (3)) O&ERK
OFICHELIE (2) (200mg, 1. 8mmo ) @1 0%E
BgKAam® (6. OmL) (2. BMEEEEF M) YLKEKR (800 ul)
HEEICIA. SOEBHLE, COBRRIC. 2. BM7I{F I )T 4L
KBR (800ul) A#EEICMATVWE, 2BEBRH L, 2&O—MC
#L. v00KRNLL (10mL) ZEVWT8OHE Lz, &bt aH# (U
OORILA) BRI IRI D LAZBEMALEIE, T0%. Mg~ S
XU L% HETWMYRWE, RIRROEREBZREBERICLYBERBTEEZ
BRLNE, MY (bE& (3) ) 2167k, Ab. BEonMERY (bd
M (3)) BZEDEFRORIGNBWE,

(111 =1)1=erax>y—1H-EO—IL—-2-AILE=ZbYJ (1
—hydroxy—1TH—pyrrole—2—carbonitrile

ibEY (4) ) OERK
FILIVEBESKTF. L& (1 1 —1) TESKhHERY (b&% (3)

) DRVEVER (4. 5mL) #>— I KFa2—-—TEHWT90ET1 3
FEREIBR L, RINEAREREBZSICL Y BHBAEAR W, Boh/
EREIES ) ATV AZ LAY NI ST — (BRBE : 1 O%EE I F
W/ n=~"FHU220%HBIFIL n—~FHY) ICLYBRL. BN
ETBH1—kbROFY—TH-EO—IL—2-ALKRZMYJ (ItL&H (4
) ) ERBEFIINELT2EBINEGES5% (128mg) B,
wtET—%

'H-NMR (500 MHz, CDCl,) & 6.97 (dd, J = 2.0, 2.8 Hz, 1H), 6.62 (dd, J
= 2.0, 4.8 Hz, 1H), 6.02 (dd, J = 2.8, 5.3 Hz, 1TH); 3C-NMR (125 MHz,
CDCl;) & 123.4, 116.3, 112.7, 105.5, 100.4; ESI-MS m/z 107 [M-H]-
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[0129]

[0130]

[0131]

[0132]

(IV=1) 1 =XbrFY—TH-FO-NL—2—-HIEKR=ZMYII (1 —m
ethoxy—1TH—pyrrole—2—carbonitrile., b
&Y (5a) ) OER
PIVIVEEKT. &Y (4) (98mg, 0. 91mmo |) OFE
Nowmg (3. 9mL) ICEREEAY 9L (140mg, 1. Ommo 1) &
S—RKXx4%> (110ulL, 1. 8mmo |) #MAk, RINEEEEIO
BET10. S5KERKHLE, RINEEMZERFZTHELLDS, 38ICE
Y RISRHROEHEIRY B\, COBR 7Y TRGEEWEAHL
foo EODBDERABEZBEEERL. 2RO—MIBL, YIFIIT—
7 (10mL) ZAWT3OHEE Lk, &bEE® (TFILI—FTI
) BRI TRV LEZBBMARESE., TOR, MBY IRV LE
ZBTHYRW, RBROEREZREERICL Y BRBTEZMRE, ML
B (& (5a) ) 211Gk, 4ad. BoONHEERY (LEW (5 a)
) BZEDFEFRORIBAAW,

(V=1) 1 =X+ F¥—1TH-KEO—IL—-2-HILKRVE (1—-meth
oxy—1H—pyrrole—2—carboxylic acid., it
&Y (6a) ) OER

EE (I V—-1) TESHMERY (te¥ (5a) ) Oy ./ —ILA
W (1. 9mL) 14 0%KEIEF MY D LKBEK (1. 2mL) ZiAk
o RINEERZ110ETI OERIHL. RINEEME=RITHFELEL
DL, RWEEREREBEICLI Y BERAEZR W, KEBEEMALDS
. 50%) VEEKAKBEEBAWTCpH3ICADLEL, 2RO—MIBL, 20
AARILA (10mL) ZAWT3EHE L, &bt (VoORiL LA
) BRI TRV LEZBBMARESE., TOR, MBY IRV LE
ZBTHYRW, RBROEREZREEBRICL Y BRBTEEZRW ., 7
LNMHERMES ) AT IVAS LAY N5 74— (BRBE : v00
RIVL=B5%AY /—)L/ 700KV E) ICLYRBEL, BHRHETE 1 — X
FF—1TH-EO—IL—-2-AHILKRVEE (LEW (6a) ) %HREBBEIGE
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ELT2ERBEIRET7 4% (1 04mg) B,

[0133] #pET—%
'H-NMR (500 MHz, CDCl;) & 7.06-7.04 (m, 1H), 6.91-6.90 (m, 1H), 6.07-
6.05 (m, 1H), 4,12 (s, 3H); ™3C-NMR (125 MHz, CDCl,) & 164.5, 123.5, 1
17.3, 116.1, 105.0, 67.9; ESI-MS m/z 140 [M-H]-

[0134] [EJEH2 ]

TRAF—LIKK>T, 1A MFY—TH-EO—IL—2—-HIRFH

EN(1—-methoxy—1TH—pyrrole—2—carboxam
ide, 1t&¥ (7)) #&mM L7

[0135] [1k14]

[\ SOCI, (54 equiv.) 28% NHzaq. [/ \
O\COOH 2 (34 equiv.) 28% NHs2q [_B\CONHQ

N ! SN
) THF
OM OMe
© 75°C, 2.5 h 0°C, 2 h
6a 98% (2 steps) 7

[0136] (1 —2) {t&H (6a) ODEK
L& (6 a) & EMEA1 ERERICL TR,

[0137] (1 1 —=2) 1 =X rFLY—1TH-FO—-IL—2—-HALKRFHIRK (1—-m
ethoxy—1H—pyrrole—2—carboxamide, {t&
(7)) O&EK

[0138] 7IITVFBEST. L& (6a) (50mg, 0. 35mmo |) II1E
tFA= (1. 4mL, 1. O9mmo |) #MAik, RIGESKRET5E
T2. S5EEBRL. RIGEEMEEREITAHAELLZOE, RIGEEKRER
TBEICLYVRIEFAZNER W, BONBERYICHKT bOkE RO
757 (THF, 2. OmL) #MA. RIEEEHEEZOEICAMLADSE,
28%7VEZFK (3. 9mL) ZEEBIIMA T, RINEEKREZQOET2
BT L. RIGEEREZBEBERICLYBRAEEZRW, BSon/-l%E
Eic/oOmRiba (10mL) ZMATERBIE, 2O —MIHBL. 7
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VEZTK (10mL) #mMa. B¥EEHME L, COBREELEH3IOTRY
BTz, Bhta# (/700KRIVL) BB IRV ALAZBENAL
BIXE, ZF0% MBI/ 22V LEHETIRYRWE, ZEREEBEOBKE%
MEBEICIYERBEEZR W, BONHERMIE S ) ATIVAS LY
AY~IZ574— (BABE : 3%A4Y/—)L-708KIEL) ICLYREH
L. BHETZ T X MEFY—TH-EO—L—-2-HAILEFHIR (L&
(7)) 2BIEBFMILELT2EBINEIBY (49mg) B,

[0139] T —%4
'H-NMR (500 MHz, CDCl;) & 6.93 (t, J = 1.3 Hz, 1H), 6.76 (dd, J = 1.8
, 4.3 Hz, 1H), 6.05 (t, J = 1.9 Hz, 1H), 4.08 (s, 3H); '3C-NMR (125 MH
z, CDCl;) & 161.1, 121.0, 119.9, 112.2, 105.0, 68.3; ESI-MS m/z 141 [
M+H]*

[0140] [ZEHEHIS]
FTRAF—LIEW, 1 —IrFY—TH-EO—=IL—2—-HLKRVEE (
ket (6b) ) &K L7,

[0141] [1b15]

K,CO3 (1.1 equiv.)

Etl (2.0 equiv.) 40% NaOHaq. [/ \
[“§\CN N g—y\CN abras. <;>\COOH

N = N -

' acetone ! EtOH Ot
ort reflux, 5 h OEt reflux, 15.5h
4 5b 49% (2 steps) 6b

[0142] (I —3) {L&EW (4) ODEK
e (4) & RfM1o (1 —1) ~ (III-1) EEKRICLTHE,
[0143] (1 1 —=3) 1 —XThFT—1H-FAO—-NIL—2—-—AILKR=ZM)I (1—¢e
thoxy—1TH—pyrrole—2—carbonitrile, {t&
 (5b) ) O&EK
PIVIVEEKT. &% (4) (10mg, 93 umo |) OFE LY
B (400pul) ICREENY DL (14mg, O, Tmmol) &3—F
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TH> (15ul, 0. 19mmo |) ZMAfk, RINEEHRZT7 O0OETSH
BFEBE L. RINEEMZEREZITHELLDS, 2BICLIYRBRAD
BB Y BRW=, OB, 7N TRIGEEMEZBAE L, £OL5

BOERBEEZREBZEL, 9®O—MIBL, YIFILI—FTI) (10m
L) ZBWT3EHE L, &bt (IFII—FTI) BIIME<T
TRV LZHEEMALEIE., TO®, MBI/ RV L% 2BTHRYR
W, ERBOEMELZREZEICL Y BHRAEEHRE, HERY (e
(5b)) &5k, BB, BonBERYM (LE® (5b) ) FEDZFE

RDRIB~AWT,

[0144] (1 1 1—=3) 1—IhFY—TH-EO—IL—2-HILKRVE (1—-et
hoxy—1TH—pyrrole—2—-—carboxylic acid,
tE&¥ (6b) ) OERK

[0145] E£E2 (1 | —3) THEOLSNHEERY (k&% (5b) ) OT¥/—ILiA

R (200mbl) IC40%KEIEF M) DLKER (130uLl) ZMALi
o RINEERZE110ET15. S5KERKL. RINEEME=RFITHE
L7eDb, RINBEEHRERBEBRICL Y BRBEER W, KEBEMA L
DB, 50%Y VEEKAKREBWTPpH3ICAEbLEL, 9O— MIFL.

sO0RL (10mL) ZRAVWC3IEHE LE, &bt # (V00K
i) BREEY VRV ILZBEEMABREIE., TO®R. MBI IRV Y
LEBBTHMYRW, RREROBREBEZREZERICLYBRBEEZRW
o BoONHERMITEB/OT NS T7 14— (BRABE : 5% X9/ -
/o0OaRIVe) ICEYBEL, BRHETS T —IhFY—-1TH-EO—-
—2—ANKRVE (L&Y (6b) ) 2BEEGKRE LT 2EBEINEL 9% (
7. 0 mg) =/,

[0146] #tET—4

H-NMR (500 MHz, CDCl;) & 7.02 (t, J = 2.5 Hz, 1H), 6.91 (dd, J = 1.3
, 2.3 Hz, 1H), 6.04 (dd, J = 2.8, 2.4 Hz, TH), 4.33 (q, J = 7.2 Hz, 2
H), 1.37 (t, J = 7.0 Hz, 3H); "*C-NMR (125 MHz, CDCl;) & 164.3, 124.3,
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117.6, 116.0, 104.8, 76.4, 13.5; ESI-MS m/z 156 [M+H]*, 154 [M-HI-
[0147] [SEHERI4 ]
TRRAF—LICHEW, 1-7ARFL - TH-EO—IL—2—-HIRVE
(lb&¥ (6d) ) #&GM LT,
[0148] [1b16]

K;CO5 (1.1 equiv.)
/ \ A~Br (20equiv) [\ 40% NaOHaq. [ \
CN > [_)\CN i - QCOOH

N > N
] | )
OH acetone EtOH
reflux, 5.5 h O reflux, 9 h O~
4 5d 69% (2 steps) 6d

[0149] (1 —4) {£&¥ (4) DEMK
e (4) & RfM1o (1 —1) ~ (III-1) EEKRICLTHE,

[0150] (1 1 —4) 1 —7ORFL—TH-EO—I—2-ANLKR=Z)I) (1 -
propoxy—1TH—pyrrole—2—carbonitrile,
&M (5d) ) OEK

[0151] 7 IVHFEKT. £EYW (4) (50mg, 0. 46mol) OFEH
ViR (2. OmL) ICRREEAY 9L (70mg, O. 51mmol) &1
—70€70/Y (84 ul, 0. 93mmo |) ZMAk, RIGEEHE
70ETS5. SEKERKLE, RIDESYWZERITAELLDS, i8I0
$YRIGSRAOCEMDZEWY R\, O, 7Y TREREEWZBH
L. EHOLROERAEFEZREEEL. 2WA—MIBL, YIFILIT
—7I) (10mL) ZAVWT3OHHLE, &btELER (PITFILI—F
W) BIIMEBY T2 LEBEBMARESE., Z0%. MBI U4
ZHBTHMYRRW, ZERBROEREZBEBRICLYARBHEEZRE, M
£ (B (5d) ) 287k, BoN/HEERY (bE% (5d) ) &
TDFFTRDODRIG~NAWE,

[0152] (1 I 1 —=4) 1-FORF>—1TH-EO—IL—2-HALKRVE (1—p

ropoxy—1TH—pyrrole—2—carboxylic aci
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[0153]

[0154]

[0155]

[0156]

1£&4 (6d) ) DA

£ (I 1 —4) THRLNMEERY (bEY (56d) ) OTv/—IiE
R (980ul) IC40%KEIEF M) DLKEAER (630uL) ZMAL
s RINEEHRZ110ETINEERL. RINEEWZEERITTHELLOD
5. RIGEEREBEBEICI Y BEAKEZR, KZBEMX /D5, 5
0% VEEKABRERBWTPpH3ILADEL, 9®O—MIB L., 700K
Wi (10mL) 2BVWT3EMH LA, &htaa# (yOo0OKRILA) B
IS VXD LEBEMAGZEIE., Z0%. MBI/ R IL528
THYRRW ., ZREOERBZHEERICLYARBTEZRW ., 850
ERMIE) AT oa<x 257 4— (BEBE : 1 %X5 /-
J0aRILL) ICKEYREL, BETS 1 -TO0RFY—-1TH-EO—
—2—-HIRVE (LEY (6d) ) Z2R/EBERE LT 2ERMBEINEG 9% (
54mg) B
wtET—%

'H-NMR (500 MHz, CDCl,) & 7.02-7.01 (m, 1H), 6.92 (dd, J = 2.5, 2.3 H
z, 1H), 6.05-6.03 (m, 1H), 4.22 (t, J = 6.8 Hz, 2H), 1.79 (sext, J =
7.1 Hz, 2H), 1.05 (t, J = 7.5 Hz, 3H); C-NMR (125 MHz, CDCl;) & 164,
6, 124.2, 117.6, 116.0, 104.8, 82.2, 21.4, 10.3; ESI-MS m/z 170 [M+H]*
, 168 [M-H]-

[3=5&f15 ]
TRAF—LIZEW, 1 -4V TORFY—TH-EO—IL—2—-AIK
Vg (1b&aY (6e) ) #&R LT,

[1617]

K,CO3 (1.1 equiv.)

U\ /L (2.0 equiv.) @\CN 40% NaOH aq. @\COOH

N n N
acetone ' EtOH !

O
reflux, 3 h O\T// reflux, 23.5 h \T//
52% (2 steps)

4 5e 6e
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[0157]

[0158]

[0159]

[0160]

[0161]

(1 =5) {t&¥ (4) OERK

& (4) & ZEGATO (1 —1) ~ (III-1) EE#&ICLTHE,
(11 =58) 1—q4vyFORFY—1H-EOQ—L—-2-HALEZLYI (
l—isopropoxy—1TH—pyrrole—2—carbonit
rile, k&% (5e)) OB
PIVIVEEKT. &Y (4) (74mg, 0. 68mo ) OFEH
VdR (3. OmL) [CxBHY 2L (100mg, O. 75mmo ) &
2—-7o7/0/8y (130ul, 1. 4mmo |) &2Mit, RINEARK
=7 0ETIRKEBIKRLE RINEEMEERITHILLDSL, 28ICE
Y RISRADOERMAEEY BV, TOE. 7MY TRINESWEALHL
foo EOL2BOERBTEEZHMEZEESL, 2RO—MIBL, YITFILI—
T (10mL) ZAWT3EHE LA, EbEEE®E (IFILI—FTI
) BRMEEY IRV LEZHEEMAREIE, TO®R. MBIV VLE
ZBTIMYRWE, ZREOCEREZREBESICLY BRBEZRE, HE
Y (k& (5e) ) &8k, Bd. BONHERY (LE% (5e)
) BEDFEFRORISNBW,

(L1 1=8) 1—qy7ORF>—1TH-EO—I—-2—-HIKVE (1
—isopropoxy—1TH—pyrrole—2—carboxyl i
c acid, kEa¥ (6e) ) ODEM
£ (I 1 =5) THRLNEMEERY ke (be) ) DTH/—IA

W (1. 5mL) IC40%KBIEFT M) DLKEKR (940uL) ZMAL
s RINEAHAZ110ET23. bREABRYL. RINEAWAERREETA
L7eDb, RINBEEHRERBEBRICL Y BRBEER W, KEBEMA L
DB, 50%Y VEEKAKREBWTPpH3ICAEbLEL, 9O— MIFL.
sO0RL (10mL) ZRAVWC3IEHE LE, &bt # (V00K
i) BREEY VRV ILZBEEMABREIE., TO®R. MBI IRV Y
L ZATIMY RV, ZREROBREBEZBREERICLYBARBSEZRWE
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o BONKHEERMIEISYATFL IO IS T 14— (BEEE: 1%X%
=ik o00mibe) ICEYRBEL, BRETSE T —(4 VY TORFY -1
H-EO—JIL—2-hiLRVEE (ke (6e) ) #BBEKE L T2 KR
INE52% (60mg) Fr,

[0162] ¥MMHET—%
H-NMR (500 MHz, CDCl;) & 6.97 (t, J = 2.8 Hz, 1H), 6.93 (dd, J = 2.0
, 4.5 Hz, 1H), 6.03 (dd, J = 2.8, 4.8 Hz, 1H), 4.58 (sept, J = 6.2 Hz
, TH), 1.32 (d, J = 3.0 Hz, 6H), ; '*C-NMR (125 MHz, CDCl;) & 164.4, 1
25.6, 117.9, 116.2, 104.4, 82.0, 20.5; ESI-MS m/z 170 [M+H]*, 168 [M-H
T

[0163] [ZEHEHI6 ]
FTRAF—LIZEW, 1 =T rFY—1TH-EO—=IL—2—-HLKRVEE (
e (6 1)) #EK L1,

[0164] [1£18]

K,CO3 (1.1 equiv.)

AR, (2.0 equiv. 40% NaOH aq. [/ \
K;X\CN Br { qmvl K_K\CN avna [;B\COOH

N
' acetone ' EtOH 5
or reflux, 3 h O reflux, 17.5 h ~
4 5f 81% (2 steps) 6f

[0165] (1 —6) &% (4) DEMK
e (4) & RfM1o (1 —1) ~ (III-1) EEKRICLTHE,
[0166] (I 1 —6) 1 =7 hrFx>—1TH-KEO—J—2—-A)IKR=MJIL (1—Db
utoxy—1TH—pyrrole—2—carbonitrile, {t&
# (6f)) OEX
[0167] 7N IVFEKT. & (4) (40mg, 0. 37mmo |) OF7E
Noa (1. 6mL) ICREEDY 9L (B6mg, O. 41mmol) &
1—70%7%> (79ulL, 0. 74mmo |) ZMA. RINEEKR%E
OETIKEBH LA, RIGEEWEERITHILEDSE, 2BICLY
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RHFZRROERMZERYBRWL, COR. 7 TRINEEMZAHE L
s BEOLZ2ROEMBEZRBEESEL. 9O—MIBL, VI FII—T
I (10mL) ZAVWT3EHELE, dbELE#H (ITFILI—FI)
BIIMB~ /XD LEEEMALIBEIE, TOR MBI/ L%5
BTERYRW:, RREOERELZBEREICLY BRBEEMRE. HEX
W (&Y (5 1)) 2%k, b, SonMERm (k&Y (5 1) )
WEDXFRORIGNEW,

[0168] (I | 1 —6) 1= hF —1TH-FEO—IL—2-HILKRVE (1 —-bu
toxy—1H—pyrrole—2—carboxylic acid,
It&¥ (6 ) ) OEMRK

[0169] E£& (I | —6) TELNAMERY (&YW (51) ) OIS/ —ILiE

R (790umLl) IC40%KEBIEF M) DLKER (510uL) ZMAFi
s RISEAHEZ110ET1 7. SHEABHL. RINEAWEREREETA
LDb, RINESHREREBEICIYBERBEER W, KEEEMA K
DB, 50%Y VEBKBHRERWTpH3ICADLE L, /RO— NI L.
sO0RL (10mL) ZRAVWC3IEHE LE, &bt # (V00K
i) BREEY VRV ILZBEEMABREIE., TO®R. MBI IRV Y
L ZETIYRW ., RREOBREZREERICLYBRBTELZRWE
o BONKHEERMIEISYATFL IO IS T 14— (BEEE: 1%X%
=i/ o08mibe) ICEYBREL, BETS 1 -ThFY—-TH-FE
O—)—2—-ALKVE (L&Y (6 ) ) ZRB\EERE LT 2 KEINE
81% (565mg) /|,
[0170] ¥MET—%
H-NMR (500 MHz, CDCl,) & 7.02-7.01 (m, 1H), 6.93-6.91 (m, TH), 6.05-
6.04 (m, 1H), 4.27 (t, J = 6.8 Hz, 2H), 1.75 (quint, J = 7.1 Hz, 2H),
1.50 (sext, J = 7.4 Hz, 2H), 0.98 (t, J = 7.5 Hz, 3H); "C-NMR (125 M
Hz, CDCly) & 164.5, 124.2, 117.6, 116.0, 104.8, 80.6, 30.1, 19.0, 14,
0; ESI-MS m/z 184 [M+H]*, 182 [M-HI-
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[0171] [=HEHI7 ]
TRAF—LIREWN, 1— Ryyaxy) —TH-EA—-IL—2-A)
Ry (b&# (69) ) #am i,

[0172] [1£19]

K,CO5 (1.1 equiv.)

©/\ (2.0 equiv.)
\ 40% NaOH aq. [/ \
U\CN &CN - L Q\COOH

N
acetone o EtOH o
reflux, 5.5 h \/© reflux, 26 h
26% (2 steps)

4 5qg 6g

[0173] (I —7) {L&%W (4) ODEK
e (4) & RfM1o (1 —1) ~ (III-1) EEKRICLTHE,
[0174] (I 1—7) 1 — (RvyOxy) —TH-EO—/L—2—-AIKR=ZNJIL
(1— (benzyloxy) —1TH—pyrrole—2—carbon
itrile) (5g) DEMK
[0175] 7 ITVFEKT. &YW (4) (20mg, 0. 19mmo |) OFt
hy@amk (800ul) ICEEAY DL (28mg, O, 20mmo |) &
RyINTAOIR (44pul, 0. 37mmo |) MRk, REEESKRE
70ET5. blEEBH LA, RINEEWZEERITTHILLOBL, 2BIC
LY RIBFRROBEHYEERY R\, TOKR 7t b TRIGEEMEAR
L. EHOLROERAEFEZREEEL. 2WA—MIBL, YIFILIT
—7I) (10mL) ZAVWT3OHHLE, &btELER (PITFILI—F
V) BIZWMEB< /x2U LEBEMALREIE., T0%. MB<Y /22 UL
ZHBTHMYRRW, ZERBROEREZBEBRICLYARBHEEZRE, M
S (be¥ (59) ) 25k, b, BonsHERY (L&Y (59
) ) BREDODFTFERORIGNAW,
[0176] (1 1 1 —7) 1— (RvyO*xy) —1TH-EO—IL—2—-AILKRVE (
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[0177]

[0178]

[0179]

[0180]

1— (benzyloxy) —1TH—pyrrole—2—carboxy
lic acid) (6g) DEK
EEE (1 1—=7) TRONWLHEERY (L&YW (69) ) OITH/—IA
W (400uLl) IC40%KEEIEF MY D LKAKR (260uLl) ZIAD
s RINEERZ110ET20EBRL. RISEEMEERITAELEL
D6, RIGEEBREBREBZBEICLIYERAE AR\, KEBEEMA /OB
. 50%Y VEEKAREBWTCPpH3ILADLEL, EO—MIBL, 20O
OfRIL (10mL) ZAWT3OHMELE, &btEaEH (YOoORiLL
) BRMEEY IRV LEZHEEMAREIE, TO®R. MBIV VLE
ZBTIRMYRWE, RREODEREBEZRBREBEICIYERAEKEEZR W, &
LONHERMIZ Y ATV sOT N TS 74— (BRABE : 1 %A%/ —
/28008 VL—>5%X% /=)L /700K E) ICLYBRL, BRE
51— (RuyvoFy) —TH-FFO—-IL—-2—-HIRVE (L&Y (6
g) ) ZRBEKE LT2EREINE26% (1 1mg) F,
wtET—%
H-NMR (500 MHz, CDCl;) & 7.42-7.40 (m, SH), 6.96 (s, 1H), 6.75 (s, 1
H), 5.97 (s, 1H), 5.25 (s, 2H); "*C-NMR (125 MHz, CDCl)) & 164.4, 134,
1, 130.3, 130.1, 129.4, 128.8, 128.6, 124.9, 117.5, 116.3, 104.6, 82,
3; ESI-MS m/z 218 [M+HI*, 216 [M-H]-
[LEf 1]
TFRRAF—LICE-T, 1-E ROFT-H-EO—IL-2-HILRVEE (L&Y
(6c) ) =&ML

[120]

/ \ 40% NaOH aq. / \
QCN - - QCOOH
6H EtOH éH

reflux, 15 h
4 14% 6c
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[0181] (I —8) {L&EW (4) DEMK
e (4) & RfM1o (1 —1) ~ (III-1) EEKRICLTHE,

[0182] (1 1 —8) 1—kROFY—TH-EO—IL—2-HAIKRVEE (1 —hy
droxy—1TH—pyrrole—2—carboxylic acid
t&H (6c) ) OER

[0183] &% (4) (9. 7Tmg, 93 umo ) OTH/—J)LiAEKR (200
L) IC4 0%KE\EF M DLKER (130ul) ZMAk,. RINEER
Z110ETI SHER#HL. RINEEMERERITHAILEDL, RIKERE
EREBEBSICIY BRAELAR W, KEBENMADE, 560%') ¥
BKBREBWTpH3IKELEL, KO- MIBL, 7O0QKRILL (1
0O mlL) #AWVWT3OHE L, &btEB® (VOoOKRILL) BIXTRE
RITRVDLEEEMALIREIE, TO®, MBIV LZSETERY
Rz, RZIRROBMEBAZREBLEICLYBRAEEZRW L, Soh/-HE
BMIEEE OY NS5 74— (BREBE: 20%X4%/—)//00K
L) ICEYBEL, BMEdTS1—brOx>—1TH-EFO—IL—-2—-%
WRVEE (Ib&¥) (6c) ) ZRBEEKE LT2EENET14% (1. 6
mg) F7.

[0184] ¥pitT —%
'H-NMR (500 MHz, CDCl;) & 7.06 (s, 1H), 6.82 (s, 1H), 6.06 (s, 1H); E
SI-MS m/z 126 [M-H]-

[0185] [EHefI8 ]
ERERBKRDAET, UMTFICRTILEMEEHK LT,

[0186] [{k21]

N
I

O "N (8a)
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[0187] T —%
'H-NMR (500 MHz, CDCl,) & 7.02 (t, J = 2.8 Hz, 1H), 6.92 (dd, J = 2.5
, 2.8 Hz, 1H), 6.04 (dd, J = 2.8, 4.8 Hz, 1H), 4.26 (t, J = 7.0 Hz, 2
H), 1.77 (quin, J = 7.0 Hz, 2H), 1.48-1.36 (m, 4H), 0.94 (t, J =7.0
Hz, 3H); 8C-NMR (125 MHz, CDCl;) & 164.6, 124.2, 117.6, 116.0, 104.8
, 80.9, 27.9, 27.7, 22.6, 14,1

[0188] [1k22]

\
O\/\/\/\/\ (8b)

[0189] ¥ptE5T—%
'H-NMR (500 MHz, CDCl,) & 7.01 (t, J = 2.3 Hz, 1H), 6.92 (dd, J = 2.3
, 4.8 Hz, 1H), 6.04 (q, J = 2.3 Hz, 1H), 4.25 (t, J = 6.8 Hz, 2H), 1.
76 (quin, J = 7.1 Hz, 2H), 1.46 (quin, J = 7.4 Hz, 2H), 1.36-1.23 (m,
10H), 0.89 (t, J = 7.0 Hz, 3H); 3C-NMR (125 MHz, CDCl;) & 164.5, 124
L1, 17,7, 15,9, 104.7, 80.9, 32.0, 29.6, 29.5, 29.4, 28.0, 25.8, 22
.8, 14,2

[0190] [1k23]

N
I

NP e e (8 ¢)
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[0191]

[0192]

[0193]

[0194]

[0195]

T —4

H-NMR (500 MHz, CDCly) & 7.01 (d, J = 1.5 Hz, 1H), 6.92 (t, J = 2.5

Hz, 1H), 6.04 (dd, J = 1.5, 2.8 Hz, TH), 4.26 (t, J = 5.5 Hz, 2H), 1.

76 (quin, J = 6.6 Hz, 2H), 1.46 (t, J = 6.5 Hz, 2H), 1.28 (s, 14H), 0
.89 (t, J = 6.0 Hz, 3H); C-NMR (125 MHz, CDCl,) & 164.7, 124.1, 117,
6, 116.0, 104.7, 80.8, 32.0, 29.7, 29.6, 29.5, 29.5, 28.0, 25.8, 22.8
, 14,2

[{b24]

U\COZH

\
0

(8 d)

T —%

'H-NMR (500 MHz, CDCl;) & 7.01 (t, J = 2.3 Hz, 1H), 6.92 (dd, J = 1.8
, 4.3 Hz, 1H), 6.04 (dd, J = 2.5, 4.0 Hz, 1H), 4.26 (t, J = 6.5 Hz, 2
H), 1.76 (quin, J = 7.1 Hz, 2H), 1.46 (quin, J = 7.3 Hz, 2H), 1.27 (s
, 18H), 0.89 (t, J = 6.8 Hz, 3H); C-NMR (125 MHz, CDCl;) & 164.6, 12
4.2, 117.6, 116.0, 104.7, 80.9, 32.1, 29.8-29.5 (7C), 28.0, 25.8, 22.

8, 14.2; ESI-MS m/z 289 [M-H]-

[1625]

0
o

(8 ¢)

MET—%
'H-NMR (500 MHz, CDCly) & 7.01 (t, J = 2.5 Hz, 1H), 6.91 (dd, J = 2.5
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, 4.5 Hz, 1H), 6.04 (dd, J =3.0, 4.5 Hz, 1H), 4.25 (t, J = 6.5 Hz, 2H
), 1.76 (quin, J =7.1 Hz, 2H), 1.45 (quin, J =7.3 Hz, 2H), 1.31-1.26
(m, 22H), 0.88 (t, J =7.0 Hz, 3H); BC-NMR (125 MHz, CDCl;) & 163.7, 1
24,1, 117.5, 115,9, 104,8, 81.0, 32.1, 29.9-29.5 (9C), 28.0, 25.8, 22
.8, 14.3

[0196] [1b26]

I
O

[0197] #piE7—4
'H-NMR (500 MHz, CDCl;) & 7.39-7.34 (m, 4H), 7.14 (t, J

7.3 Hz, 1H)
, 7.03 (dd, J =8.3, 12.3 Hz, 4H), 6.97 (dd, J = 2.0, 4.5 Hz, 1H), 6.
81 (t, J =2.5Hz, 1H), 6.00 (dd, J = 2.5, 4.0 Hz, 1H), 5.22 (s, 2H);
C-NMR (125 MHz, CDCl;) & 164.6, 158.5, 156.8, 131.8, 130.0, 128.6,
124.9, 123.8, 119.4, 118.7, 117.5, 116.3, 104.7, 81.8
[0198] [1b27]

|
O

0" (8¢g)
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[0199] #E7 —%
'H-NMR (500 MHz, CDCl;) & 7.34 (d, J = 8.5 Hz, 2H), 6.96 (dd, J = 1.8
, 4.8 Hz, 1H), 6.90 (d, J = 8.5 Hz, 2H), 6.73 (t, J = 2.5 Hz, 1H), 5.
96 (dd, J = 3.0 Hz, 1H), 5.19 (s, 2H), 3.82 (s, 3H); '3C-NMR (125 MHz,
CDCly) & 164.5, 160.5, 131.7, 126.2, 125.0, 117.5, 116.2, 114.1, 104
.5, 81.9, 55.4

[0200] [1b28]

Q\COZH

|
O

(8 h)

[0201] T —%
'H-NMR (500 MHz, CDCl;) & 7.88-7.82 (m, 4H), 7.59 (d, J = 8.0 Hz, 1H)
, 7.51 (quin, J = 6.5 Hz, 2H), 6.93 (dd, J = 1.3, 4.3 Hz, 1H), 6.72 (
t, J =2.3Hz, 1H), 5.93 (dd, J = 3.0, 4.5 Hz, TH), 5.41 (s, 2H); ™3C-
NMR (125 MHz, CDCly) & 163.4, 133.7, 133.2, 132.2, 131.6, 129.7, 128.
7, 128.3, 127.9, 127.1, 126.8, 126.5, 124.9, 116.1, 104.6, 82.4; ESI-
MS m/z 266 [M-H]-

[0202] [{£29]
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[0203] T —%
TH-NMR (400MHz, CDCL,) &2.0-2.1(m, 2H), 2.3-2.45(m, 2H), 4.33(t,2H), 6.05
~6.07(m, TH), 6.61-6.62(m, 1H), 6.94-6.95(m, 1H).
[0204] [EFfi 1] WIS S 258
[EFAE 1 — 1]
EHEFI 1 TAER LAY (6 a) ICDWT, HEMICH T 2581 % 514 L
feo FHEIETES (1—1) ~ (1 =3) OFRICREWIT
[0205] (1 —1) WEMEBEHOER
LS 29— TEMAREEE (HAREKASH) . 1% (w v
) sucrose, 0. 05% (w/v) MES%ZE&L. KEgtAHhUD
LERAWTpHZS., 7iIlabtk, BERICT. 5% (w v) Agar
EMA. a—hJL—7T120C, 200BBELL, HBRT21EW (
1£eY (6a) ) RUNBK CHBDMS O DERBETHRML, BMLE
o BB, LB (6 a) IE. HRIMBREHLFHTICKEBOREICRD &S ICHE
LTHAW:, Ea50m I FORBE25AY v—L (RIHMEZEHRA &)
ICOE LEREEER L 72,
[0206] (1 —2) HEYIDEK
WEMMRHES 04 X FXTHERTHSCo | —0ZHW,
BFs+REFBA LK. BEXEH EICEREL, 4C. 1 6815HE. HtumE
HiTot, EYMIOBRIEVO—AF+ /8 (SANYO MLR—-351)
AW, BE3, 23C, constant | ight&HfTiTolk, F
v UNRICERBMZEEICITCTC7HAE (U,
[0207] (1 —3) &M
BRICAWE Yy —LOMNERIT. AFvFTE2FE> THRBEREE&ZL
 AF v LEERZERAWVWT,
[0208] #MEREZETICTRY, MTICRTEIIC. £EY (6a) 2FMT2E. R
OREHMEAZHN/YICRUN, BROBRFAOEEIERINE, Tk,
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[0209]

[0210]

[0211]

[0212]

[0213]

[0214]

RINT 21EYW (6a) ORELZR LTV E, BoXY LEYEBRRESE
DRI FEERTE T,

Fe, M2, RABHMIRICL2BREELZ Y, EFRERERICL 28R
FETRIME FHICEITTITo> %, 1EEYW (6 a) ZR/RMLAERTIE, RO
REMEASAZLENYICRUENTWS I EPMERTE -,

[FEfd 1 — 2]

Ehef 2 TEMRLEEEY (7) IC2o2WT, §Hii1 — 1 & EFROFEME L
Too BREMIICTAT, BISIKRTEDIC, bEW (7) ZFRMT2&. R
OREMMEAZHAY ICRH LN, ROBRAADEENHFERIN,

[FEfd 1 — 3]

EHEFI3STER LIS (6b) ICDWT, i1 — 1 & EHFOTE%
Lo BREBAICRT, 4IKRT LIS, bEW (6b) ZRMNT 5 &

. ROKREHMESLZHNYICRA LI, ROBRADOEENERINTS,
[FEff 1 —4]1 ~ [FHE1—7]

EiEBl4~T7 TERLILEY bEW (6d) ~ (69g) ) IKTD2WT,
A1 — 1 EAROFME L, BREHS5~K8ICRT, M5~K8ITR
TEIIC, bEW (6d) ~bEY (6g) Z2RMT B ET, ROBRA
MICEECHREMASE. NRES\MEEIN, &Y (6d) BLLLEY
(6e) Tl 1000 uMDBETIF. EENROLNAL >, Tl 1k
5 (6 f) TlE. 500 uMDBETHIFERFLRGL, 1000 uDE
BT, BFEFPRShAL >, bEW (69) IZDWVWTH, tEY (6d
) ~ (6 f) ULEOBEYMRRINFINRI|EE S Wi,

[Fff 1 — 8]

LB TER LLBIEEY (6c) ICDWT, FHf 1 — 1 & EHROF
iz, BREMIICKRT, HIICTAT LI, thEEEY (6c) Tk
COEMERR Ohab o
[FEfd 1 — 9]

ROTF4 730 bO0—ELT, 7OEFI RBLTFVF Y v ZAW,
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[0215]

[0216]

[0217]

[0218]

[0219]

A1 — 1 EAROFEZ Lic, EREZE1 0ICRT, BI10IKRTLDIC
. TOEBYIRBLICFIYTY VERMLERTE, ROBRAREZENE
BINf,

Fro. EREBIOLEY (6a) BLIUTEEFH2DEEH (7) IZDWT

[FFfi2] ~ [RHMES] ICT. BMMMIRRICH 3 2B AFE Lz, Ad.
MICAWE50%TS/—)L (50% EtOH) & 50% volu
me /volume I&/—JIDEKRT., 100%EKIS/ —IL%EE
DIKTHERULIES OBBRELY / —ILKBBRDIETHD, 50%ITH ./ —
WidibEY (6 a) XIMMeEW (7) ZBBLIERETHY. AEHIIEIEIC
523828 58R352  O—ILE LTRW:,

[FEff2] & NEENAME (He L afifg) DIBFEFEEEM DL

RHEHI1 DIEEY (6a) BLVEEF2DIEEH (7) Ok MEEHLA
MR (He L affifd) DIBIEREEEM % 5T L 72,

HelL affifg%. S%REEHRA. 3 7 COEBRETT. YRy IRE
A =7 (DMEM) IZ{bEa¥ (6 a) XidbEH (7) (BREBRE
200uM) ., 50%TH /- (BRIRE 1%) . XIFRFTORRY
v (&EEBE 1 uM) Z5H/MIML. 96 RNTL—NMNIT3 2EES L,
EERKBE. 8HEHEIC Cell counting kit (B
%) ZRWTEMBERZREL X,

BB, AYVORARY) VIFBEERET SLEMOI Y bO—ILE LTH
Wi,

HRAEMT1 1ILRT, B8, BHPDNo—Treatid FIRyIWE
A —=7JI)LiEH (DMEM) (2. AHRMLAN>LBEDHERTH S,

B11ICnTLIIE. A9 AARY Y TRAEFEIFRINTNDS, —
AT, tEt (6a) REEW (7) TlE. 200 uMTEHERER LR
<. B MEBEME (He L affifg) OBEERICHELZSZI RV EHHERY
nrz,

[ET4M 3] 9B} D 1EAERA S SE M D ST 1M
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[0220]

[0221]

[0222]

[0223]

[0224]

Ib&tn (6 a) XixibEaM (7) OHZER: (Schizosaccaromyces pombe
) DOIEFERREEM & ST L 7.

DHEES (FLEIKO7 2) ZEELALY EFtIC, &Y (6 a) Xi&
e (7)) (BREE100uM) XiF50%T4/—I (BRIRE O
5%) =&ML, 30CTEEEE L, BERRKE. 6. 12, 18,
24, 30BSEBICEERDBE (OD600) #o9NAEESTHAEL. b
e (6a) XiXbEa®w (7) . 50%THy /I HESHMEOIETEIC

BZ 5B %M LT,

HRER1 2ICRT, 4. MPDONo—Treatld 2EER (HE
BKO72) #BELLY EFEHIC, MERMLAD>LBEDRRTH S

Bl1 2R LI &Y (6a) XiIZeEY (7) F. DRESODE
FEARRE LW &P BRI, b, 50%ITH/—ILEEKIC. 9
BEEOEEERE LAV ENERI N,

[Fff 4 ] HZEER oD 1E5ERE =55 14 O ST

{tEY) (6 a) Xikibe® (7) OHZFEER (Saccharomyces cerevisiae)
DIBFEREEE M % 574 L 7.

HEFER (BY4 74 18) 2EELALY PDEHIC, EE6Y (6a) X
ibe (7)) (REBRE1OuUMELLIFET100uM) [ XIF50%T4
/= (RIEEBREO. 05%EL<IZ0. 5%) #%ML. 30CTEEE
BL7, EBEMAKBE. 4. 8. 16, 24BBRICEEROBE (OD60
0) ZNHHAEFTTRHEL. &Y (6a) XIFLEW (7). 50%T¥H
J IV EFEEMBEOIEIEICS X 2R E BT L,

HRER1 3ICRT, . MPDONo—Treatld HEFER (BY
47411) ZEELLYPDEMIC. AERNMLAD>/IBEDRRTH
oy

Bl13ICRTLIIC. £EYW (6a) XiZeEY (7) & DRESODE
BEEE LAV ARSI N, A8, 50%ITY/—ILERARKIC, HEF



WO 2018/147292 65 PCT/JP2018/004094

[0225]

[0226]

[0227]

[0228]

[0229]

[0230]

BROIBEZHEE LW EMEREI N,

[EEE 5 1 AR D HEFERE =55 M 0 ST

tea (6a) Xidbe® (7) OILEYOKIGE DIBIEREEM % ST
L7z,

KIEE (DH5 akk) AEELALBEHIIC, 8% (6a) XiZtEW
(7) (BREE10uMELLIZTI0O0UM), 50%ITH ./ —I/ (B
BE 0. 06%HL<IE0. 5%) . 7vEYYY (Amp, RKRRE
50 wg/ml) ZHKML. 37TCTEEEE L, EERHKAEZ. 1. 2
4. CHEBERICEBROBE (OD600) #9KK%ESTAEL. bE
W (6a) XIdMEM (7). 50%TH /=i, 7VEY) VR KIGEM
RDIBIBICE 2 58 E & MR L T,

BB, TUEY) VIREELZEET ALEHMOIY hO—IILE LTRWE

BEREHE1 419, BB, HFDNo—-—Treatid,. KigE (DH5
atf) ZHEE LAZL BEMIZ, MERMLAN>LHZBEDERTH 5,

B14ICRdLIIC. A bO—ILDTYEY) U TIEKIGRDIBIEREE
NROLNDH. L&Y (6 a) XiFEEYW (7) 3. KIFEDBEZBESEL
MW EDHERINE, BB, 50%IT4/ —ILEEKIC. KIFEDIEE
FHE LW &R I N,

BlE, 11 ~B141CRTEIIC. Eehl1 0beE¥ (6a) BLUE
HEGI 2 D&Y (7) 1E. BYICH L CERREEEE%2ET2—FAT. &
MR DIBE A HE LW 2 & A’ RERR I iz,

[EFMM 6 1 fE¥ICR 9 25E M

& (8a) ~ (8h) ICDWT, Ffi1 — 1 EEAKRDOFME Lz, &
REM15~22I1CR7, BB, THEThOEEMITOWVWT, RINEREIL
WINE50uMTH S, WThOILEYE HEYMRRINGEIDRIHER I N
720
[Tl 7] & FEENAME (He L afifg) (X 2RS4 O
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[0231]

[0232]

& (8b) BLTMLEM (8 F) ICDWT, b MEENAMAE (He

L a#fifg) (9 2 MRS M % 54 L 72,
He L affifd%d. 5%KEHAX, 37 COBERHTT, IRy IRES
— 7 )LEE (DMEM) #BWT96NRTSL—MITEELL, L&Y (8
b) (R&BE 50uM) . & (8F) (RKEEBE 50uM) . DMS
0 (R#IRE 0.25%) . Actinomycin D (R#IRE S ug/m | )X{&Noco
dazole (R#RE 100ng/ml) %, BHEFRKEO (LEWLIE4 8
B> L) o 12 (bEYMIES 65T Y L) . 24 (LEIRE2
ARFEIY Y FI) . 36 (bEWIE1 28E Y>> L) o 4 8B (b
BB ORREY Y 7)) IKRIMLE, 2TOY Y TILICOWT, EERA
%4 8B5”%IC Cel |l counting kit (BZ® &8
WTHEMBREZRE L, tEWAROREY > 7L OEHANE TR ALIBRERE
VIINOEHAEEEIS & THREEEREEH L.

. EBEEER Actinomycin D LU Fa—7Y VEAEEHR Nocoda
zole [FHIREEMHEZAE T2 (MEXEZFEXT ) &WOIr bO—LELT
W=, DMSOIE. b&# (8 b) Xiibedn (8 1) ZAMLIBETHY
. BEIMRICEASHELHR TSIV MO—ILE LTRAW,

EREM2 3ITRT, Actinomycin D & U Nocodazo el MIBESE % EF L
=t bEW (8b) BLWMEEY (8 f) IFk MEENAKMA (HeLadfifE
) DEGFENICHEEZEZ RV EPEEI N,

(RTS8 1 #E¥IC 9 25E M

e (8b) . 1k&W (8F) . BLWMEEH (8 1) IKDWTRDF
SEIC K BFHE % 1T > fe,

(8—1) WEYEBEEHOIER

0. 44% (Ww/v) LS5 - 29— JIEAREIESE (S | GMA),
1% (w/v) sucrose, 0. 05% (w/v) MES#%ERE&
KEBIEH Y D LERWTpHES, 7TIL&btEk, BE®KICT. 5% (w./
v) AgarZzmMx,. #—hJL—7T120C, 209BRBEL ., HE&
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[0233]

[0234]

[0235]

[0236]

[0237]

THEEMRUOTRXTHEIRYAFSIFLVVILESVE/SUL—b
1. 5%&2EBTE2VAFIRIVLTI RIZZOERETHRML., BMLE,
RE, LEWIE. FINBEHAN2 00 uMICAS LD ICHEEL TRV, it
Z4m | FOREEHAS AUARE (BEELLHETFHRASR) ICOEL.
BEXRIEMEVERN L =

(8—2) WEMDERK

EYEES 04 XX FHEKRTHSECo | —0ZFHW,
BFA+REBPEA LK. BEXREMLICERBL. W1 >F2~—4 (CF

H-405) #@A\\, BE3, 23C, constant | ight%&%HlT
o/, FY Y\ RICEXREMZ8EEE T,

(8 —3) FTff

LEMOBYBREAEMRIE. TRORBEEICHK > THREBETSZ &
TEHME L 72

e RIEEMR OB

0:HWREL

11 IREME R 2 W EALE XS0 FREE L 7.

2 : IREMAR & WHENEXS00LL ERE L 7.

3: IREMERZIFIFAE L,

4: BEFEMRE LI,

HEROBR. LAY (8b) I3EH 4] Rl LAY (8 F) 335

I3, e (81) BEH 2] 2RL1K,
ISICUTICREAEICL Y ARBOLEDEEH L T

[RHERF9 ]
THRAF—LICHEW, 1 - RYFIFFY—-4-TzZ)—-1H-EQO-

V—2-hLRVEE (k&¥ (9a) ) #BMLE,
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[1630]
Br PhB(OH),
K,CO4
éi—3§\\ NBS /\ Pd(PPhs),
N CN —_— N CN _—
| THF I H,O
O\/\/\ O\/\/\ THF
12 11
/\ 40%NaOHagq
N~ CN - N~ CO-H
| EtOH |
O\/\/\ O\/\/\
10 9a

[0238] 0.82g9 (4.6mmol) D1 —RYFJIAFY—1TH-EO—)L—2—-H)KR=
ML (IEEH1 2) Z20mLDTHFICBME L7z, Z DAMKRIC0.86g (4. 83mmol
) ON—7OFRIVI VA I REHRML,. 2REERICTER L
EHREEREELL. BEEYVASLIAOT NS 71— (BHBE;
ANFYY CHBIFIL=9:1 (v./v) ) ITLYRBHEL, 4—70F—1
—RUFIFFI—TH-EOQ—L—2—-HILR=ZbYJ ({t&%11) (
.05g, UNEE89%) %A/,

[0239] BoNn/4 —7OFE—1 - RUFLAFY—-TH-EO—IL—2—-HIK=
N1JL0.26g (1.0mmol) %5mL DTHFIZARR L. IBX7 z=)ROVER (0.13
g;1.1lmmol) . REEHY 9L (0.15g; 1. Tmmol) . Pd(PPhs), (0.13g ; 0.11m
mol) . ZEKGLZMA. 785, MBEREZIT o,
RIGEEWMEERE THENEK., KICMA, FFEET FIVICT2EHME %17 > .
SONERBEZEMBIEKICTRERSE LR, BKREY XY LTEIR
Lize IMZERBERMEL. SoNHEERMZ ) A FVAZLo0% KT
74— (BEB; AFYY BBIFIL=9:1 (v./v) ) ICLYRH
L. 1=RYFIAFS—4—-TzZ)-TH-EO—IL—2—-HIKR=b
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[0240]

[0241]

JIL (bE#1 0) (0.14g. INEHK5B5Y) %157,

Bonhkl —RYFIAFY—4—TzZ)—1TH-FO—-I—2—HIK

ZkJJ (0.13g;0.51mmol) Z20LDITH J —JLICREE L. 40%KER1LF K1)
D LKBREINLINA, RIGRER%E 2485 L=,
RESY %R E TAHRE. BRIEBICTHAICEDLE, BRI FILICT2
EiH L. BoNBRELZRFREKICTES LR, BKREB< /X
VOLTHRRELE, ChEREREL. SONCHERDEL )V ATIVAS
LA NS 74— GBEME; 700FRNML : XH ) —=L=9:1 (v/
v) ) I YRBEIL, BRETBE1 —RYFILFFY—4—-Tz=)b—1H
—EO—I—2—-hIKRVEE (L&W (9a) ) (0.067g. INFKA8Y) %157k
"TonfitE (9a) ORRIF. 97—-98CTHo7 .,
FLERERROAET, UTORTICRTILEMEER LT

BEH, RAOMe I AFILESE, "Penldn—RUFJIEE, "Nonlk
n—/ZIE% BniERVIIEERT, BohbEMOYMEES e
Tnd. YEEOMNY,. ¥ THIEEMIDOWTENMRT—49 &R,

[0242] [1831]

[0243]

O—R'™ (1V)
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[5=1]
ke s | (Y R3a Ria WAl
9b 4-Cl OH nNon m.p. 76-79°C
9c 4-Me OH aNon m.p. 58-59°C
9d - NHMe nNon *
9e - NHBn nNon *
9f - NHCH2CF3 nNon *
9g - NMes »Non s
9h - Morpholin-4-yl nNon *
9i 4-(Pyridin-3-yl) OH nPen %
9 4-(Thiophen-3-y1) OH nPen m.p. 127-129°C
! 9k - OEt nNon *
[0244] 9 d

[0245]

[0246]

[0247]

'H-NMR (400MHz, CDC ;) &0.86(t,3H), 1,15-1,45(m, 12H), 1.65-1,80(m, 2H),
2.95(d, 3H), 4.17(t,2H), 5.98-6.00(m, 1H), 6.6-6.75(m, 2H), 6.82-6.83(m,
TH).

9e

'H-NMR (400MHz, CDC ;) & 0.88(t,3H), 1.15-1,35(m, 12H), 1.45-1.6(m, 2H), 4
.10(t, 2H), 4.60(d, 2H), 6.00-6,03(m, TH), 6.74-6.77(m, 1H), 6.83-6.84(m,
1H), 7.03(bs, TH), 7.2-7.35(m, 5H).

9 f

TH-NMR (400MHz, CDCl,) & 0.87(t,3H), 1.15-1,45(m, 12H), 1.65-1.8(m, 2H), 4
.05-4,15(m, 2H), 4.19(t,2H), 6.04-6.06(m, 1H), 6.78-6.80(m, 1H), 6.88-6
.90(m, 1H), 7.07(bs, TH).

9g

'H-NMR (400MHz, CDC ;) & 0.86(t,3H), 1.15-1,45(m, 12H), 1.6-1.75(m, 2H), 3
.06(s,6H), 4.23(t,2H), 5.95-5,98(m, TH), 6.17-6.20(m, 1H), 6.79-6.80(m,
TH).
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[0248] 9 h
TH-NMR (400MHz, CDCL,) & 0.87(t,3H), 1.15-1.45(m, 12H), 1.6-1.75(m, 2H), 3
.55-3.75(m, 8H), 4.21(t,2H), 5.96-6.00(m, 1H), 6.18-6,20(m, 1H), 6.80-6.
81(m, TH).

[0249] 9 i
TH-NMR (400MHz, CDCL3) ©0.92(t,3H), 1.2-1.5(m,4H), 1.7-1.9(m, 2H), 4.33
(t,2H), 7.18(s,1H), 7.3-7.4(m,2H), 7.79-7.81(m, 1H), 8.48-8.49(m, 1H),
8.80(bs, 1H)

[0250] 9 k
TH-NMR (400MHz, CDCL3) ©0.87(t,3H), 1.2-1.5(m, 15H), 1.7-1.8(m,2H), 4.2
2(t,2H), 4.29(q,2H), 5.96-5.99(m, 1H), 6.74-6.76(m, 2H), 6.92-6.93(m, 1H
)

[0251] [EFffO] #EMICx 9 275

&M (9a) ~ (9]) IC2WT, FIEEDFHE 8 & BAHRDFIAIC K 25T

%17 > 7=
AMEREUTOR2ICRT,
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[%2]
tamdEs |RE (M) 8¢
Oa 200 4
9b 200 3
Sc¢ 200 3
9d 200 3
Oe 200 2
of 200 2
9g 200 3
Sh 200 3
Qi 200 2
9] 200 2

[0252] [EFM@ 1 O] #E¥ICxd 2 7EMH

[0253]

&Y (8b) [ k&M (81) . 1bEW (9a) ~ (9 1) ITDVWTR
DFEICL M ET> =0

(10—1) HEBRAIFDRAH
POA7ZYLZ7zZINI—FI (4. 1E8%) . POE-POPS)I—
IV (1E88) . POEVIESYSIL—K (0. S8EEE) . /Ut
v (2., 6EEH) . YAFIKRILIFTINR (65, 9FEZM . N—AF
QY Ry (5. 1EEE) . yr7aOnxH /> (15, 4EE8) . F
Bkxibkszm (5. 1EEX) 2 BEAELBHIET. AFZHAE L, 2O
ZF (100wl) KWL, AEBLED (4mg) ZAFIETT. HERA
HEEZRAM L, Ad, POAIF TRYAFZTFILFL Y] & POEWRT
RYUFAFPIFLYV] %, POPIF TRYAFFOEL Y] 2#8KT 2,
(10—2) BfROFAH
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LFEROHKRAAF400uL%E, K7600uLTHRL., HBRABMBRE
L7z,

/o, LEROHABRBAAFIAO0O0 Ll %, 1%Tween20KAKR1 600 L T
mRRL. ABRBAVKERARE L.
WHREFELT3I0ORRYTA X4 ) VA (T—dJ9V%# : BASF
v E) 53 ul%E, K7947 u L THRL., LLEABARE LE
Flee 30WRVYTAXTYVHFSE 3wl %, K1947 uL THRL
. HBRAVESFRE L.

BB, AEBLEEMEZSIRVEARE TN TN, ARL. BENREL
1o
[0254] (1 0—3) EZEHAHUNE
150cm2DRy MIEEEZRIEL, REICAXEL, PF/T./30, X
B2 BLETAFEDRETFEZHEE, B<{EBELREERNTEEIEL, &
BN 2~9 cmOEXICEBT LRKRT, ARAMFREAVT, AU %
—ILEYDBMKRPEN2000g. BAKEIFTO000LICARBLDIC
INBUEFRBRIC TEZEBRICHAA L /e,
FE#iC. BBRAVKERHREZAVWT. NI —ILHLY OBYMRDED 2
000g. BAAKEIX250LICASELDIC/NEIEFERICTEESICHAL
1o
[0255] (1 0—4) =

2BERIC. HESEIL, BUEROM FEHEES S MIBEX O FEERE
ZAEL T, TEOEENICIYBREXREZEH L,

(a) BEROHEHRA

FER (%) = (BUEXOMEEHEES - WEXOM EEEESE) / (&
MIBX O EEREEE) X100

(b) #%Eig%

BONERERR, BREXNM0% THLHEREEH 101 &FFML. 2L
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. 99%~90%% 191 . 89%~80%% 81 . 79%~70%% 71 . 69%~60%%
(6] . 59%~50%% 5] . 49%~40%% 4] . 39%~30%% 3] . 29%~20
%% 21 19%~10%% 111, 9%~0%% 101 &&HEL /.
(c) FHm#ER
AHERREUTORIICTY,
[0256] [3%3]

{bamES K E f3L" 2 7%)1)an Aeyn 1Ft°
#ER(L) 1.5-2 2.5-3 3-3.5 2-2.5
g (em) 2-4 5-8 6-8 8-9

1000L/ha | 3 5 4 0
8b

250L/ha 8 5 2 6
. 1000L/ha |0 3 2 0

1

250L/ha 0 1 2 0
9 a 250L/ha 8 3 2 3
9b 250L/ha 10 3 2 2
. 1000L/ha |0 3 5 0
(¢

250L/ha 1 2 3 5

1000L/ha | 0 1 2 0
9d

250L/ha 0 2 3 3

1000L/ha | O 2 2 0
9e

250L/ha 0 2 2 2
o ¢ 1000L/ha | 0 1 3 0

250L/ha 0 2 2 0

1000L/ha | 0 6 4
pendimethalin

250L/ha 6 6 6 5
- 1000I/ha | O 0 1 0
TR R

250L/ha 0 0 0 1
M LLER 0 0 0 0
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[0257] [EHE 1 1] WB¥YICHT 27EM

ke (8b) . b&EW (8F) ( b&a¥ (9a) . E&W (9b) . 1k
B (9d) ~baM (9 ) KO2WTRDFERICL BTMEITo 70
(11-1) ABRBAERROAR

AFEBALEY (2mg) 1. 5%TweenI X FILRIVLT I RIEKR (10
Ouwl) ICHEML., BRAFEKRE L.

(11-2) Erune

Fr)—Av7T (100dX45mm) RICAEEHIREKESmL &3E
Ak, BEK8 1. 1T ulLzmYKkE, HBRARE®KRS 1. 1T ulLa&RmL.
LEYMDOBRKEBENAS OO UMELRSB L SIC LT,

o, BRICEEHMORKBEN 200 uMERZFz—Ay THEE

L7,
DLPTFORAICHEMNT 2HBREAERODE (MYKRBEKOETEHEH D, )
HEEMIEICLTRT,

[0258]
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[3=4]

(beEs |800uM | 200uM
8b 81.1u L 20.3u L
8f 99 L 24.7u L
9a - 219u L
9b - 23 1 L

9d - 21.3u L
9e - 27.4 u L
of - 26.8 u L
9g 89.7 1 L 2241 L
9h 103.2u L | 25.8uL
91 87.8uL 219, L
93 89.4 . L 22.3 u L

[0259] FxzU—hy ADAELICET (EXT: 3K, 1 FE: 6%, 7404
: 8RL. FYHA : 2K) EERER. BYOBE/KIE. BERERNT. 25T,
BRHEA 1 285, BEHR 1 2R OMREEY M1 I T T6 BAT o,
BB, bEY (9a) BLTEEM (9b) ICDWTIRT7HET> &,
(11-—3) FHf
EEYOBEYEREESRIE. TROATEEICK > TEEMET S &
TEHE L 7
EYRREEMROER
0:HWREL

ooy

1 ZEEBHEREMSBENIEXI0%LE, B L IZREBERO H % S ENIEX20%
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MEBRE L,
2 EETERENELIEX20%LLE. B L < EREPERRO & % N HEAIE X 40%
MEBRE L,
3: EETERENELIEXI0RLLE., B L < FREPERRO & % N HENIEX60%
MEBRE L,
4 ZERAREWNENIZXA0LL L. B L < [FIREMBE RO & % X HUIE X 80%
MEBRE L,
5: ZEETBRENEMLIBXL0GU L, & L  (ZIRBBRARD H % R HEALIEX 100
WEE L7,
BRf R % AR X60%U EREE U /=,

R = % P EEALIE X 70% LA EBRE L 72,

R = % X HEALIE X 80% LA EBRE L 7=,

R = % o HEALIE X 90% LA EBRE L 7=,

10: REAEE L

[0260] FHEfER%Z3R5ICTRT,
[0261]

=%
EEE
EEE
EEE

6
7:
8 :
9:
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[35]
BE(u . .
LaMmES M)X s 1FE FRIY | T A
800 10 8 9 8
8b
200 3 0 3 3
800 4 5 5 0
8f
200 3 0 0 0
9a 200 3 0 0 0
9b 200 0 0 0 3
9d 200 3 0 3 0
9e 200 3 0 0 0
9f 200 3 0 5 3
800 4 3 7 0
9g
200 3 3 5 0
800 6 5 6 4
9h
200 3 3 0 0
800 4 6 4 10
%N
200 3 0 0 0
800 3 5 9 5
9j
200 4 0 8 3
EXLOFI HaREMH

[0262] AFEAOEMRRIDEFIE. EIICHT L TERREEEEEHET 5 —AT
. BMMRICH T AEMRE KBV ENL, RELERELTFIATES

AREELHY. EXEERTH D,
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AR DEFH
[EBRIA1] T (17 ) TRINDZIEEDRVEZDENSB LN SRIEN
20K ED 1 BEZAWND & LTE2ET SEMHRIGIF,
[1e1]

(Y)%\, \ -
A (1)
O—[R?,—[X]m—R'3

(=720, & (17 ) IZBWnT,

Rialg, BIELIXEBHROC ~Co7I/LFILE, BHBRELLIE
BEBHMODC,~C,,7 ) —IE, BHRELIRZEBHRODC,~Cy~ATO
7 —ILE, BRELCIGEBBROC,~C07 ) —IT7ILFILE X
FERE L BEBBROC,~C oA TOT7 ) —=LT7ILFILEERL,

R, BEELIREBIBEDC ~Co7 ¥ L vE, BHRELL
FEEBRDODC~C,7)—LVE BRELIIZEEHROC,~C~N
TOF7Y—LVE XRBInosOHEENLRS 2MOEREEZRL

R¥id, OH, BEELLIZEBHROC , ~C7ILaAFIE, XiF
A : N (R*) ,TRINZE (AP, RUE. KREFXEIEHLREL
CIREEBBODC ~Ce7IFIEEZRL, ZDORH—#EICA>T
2HDEMEEZHRLTH L) &KL,

XiE, BREFZERL.

Vi, BEREERL.
qIFO~3DWVWTFhHhDEHERL.
niZOXIE1 THY.
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[553K1R2]

[553KIR3]

[553K1R4]

80 PCT/JP2018/004094

MmIFOXIE 1 TH3B, )

A (17 ) TRINDEEYWH. TR (1) TRINDELEYT
& % FEKIA 1 (CEEHDAED A RINFIF,
[1&2]

Rs
N~ COR®
0 —{Re} xR
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