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(57) Abstract: Provided are a nitrogen-containing heterocyclic compound and technology relating to use of the same. The
nitrogen-containing heterocyclic compound is a compound represented by the formula: Cz-L-Ar (1) [in the formula, Cz

is a group represented by formula (2): (in the formula, Z is a single bond, etc., R?? and R*" are each electron-withdrawing

groups, R* and R*® are each electron-donating groups, R*' R* R* and R® are cacha hydrogen atom, an electron-with-
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SEBEBATEZIENTES, T, BiBE. EABOBIBRICHZET 2
EFHELEBEOBICIK. EAFAB. BEFHLEEQEZETEZIENTES
o BBiRE. FEABORBRICHET 2MEFHELEEEDEICIE. EFFEARE
. BTREE. FABLEERQEEZETZIENTES, HIEEEZEET 2%
&, BEEE LTRWAHMBOME—EEIRIF—RUME=EEIT R
F—DhHRLEHEVWTIN—HIE, FHEAMBOME—ZEELT RILF—KURH
EREEEIRLF—IYEFEVWIENTFELL,
FAMEBIZIEAEHXT 2MEELE T2 EAEEMBNSRD Z &H'F
FLL, EAMEBIIEEXIIEREBRITD &0 TE S, EFABMEMBE
LTk, EADFEAXIZEE, EFTOEEEOVWINANEET 2000
L<. B, BEMOWTIhTH>THLL, FRATEZ EA#EEME S
LT BlzE. N TYV—IVEEEK, 7FHPT7YV—IEER 1345V
— VBB, DIV —ILEER, 412 ROAWNRY—ILEEE, RYTY
—VTINAVESK ESVYUVEEKRTESYVOVESERK, Ty
STIVEEE, TV-LWTIVESEK TI/BRANLIVESE FF
B —VFEEE, RAFVILTYNSEVEER JIF L VEEK ER
SYVEEEK, AFIRVEBE, VST VREEEK, T URREEEAR,
FEEEMHESTFAYIY— FILFA 7z ) IR ENBEFLND
o EFLEEMBE LTI, RILT 1Y VbEY. FEEREI/RTIVILED
 RURFIVULTIVIEMERVWD I EFAFELL, FEKREIRT7I Y
EEMEBVWBIENLYFFELY, T, BEE) TV REDOEKYE
HEEABMEMRE LTAWVWDIEHTE S,
ETHEBEIIETEMET IHELETIMENOMRDIENFELL
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[0101]

[0102]

[0103]

 BETEEBIIBEBXITERERITAIENTES, EFEmEME (EFLE
MBI EFRNZBEEH D) 1F. BEBLYFAINLETERABICGET
DMREABTDHIENIFELL, ERATEZEFTEEBE LT, BIZIE,
—NOB#BMIILALVEEE DU F I/ VEER FAES VUL F
YV RFEE. DIVKRIYAIR JLALZVTFUAYVEEE, 7V RS F
JIUAIVRVTY MOAVEBEK, AXFHTITYV-ILBERLREDNESFLN
%, ILIC, LBAFYITY—LAFEFRICEWT, 7FHFIT7YV—ILERD
BERTEMEBRTFICER LAEF 7TV —IIFEEA EFK5IEELTH
LRTWAF /XYY VEBEETIF /Y VGEAE, ETHREMBE

LTRWSZENTES, ILIKINLOMBEESFHICEALL, Xi&
INODOMBEBRDTOEHRE LEBDFMRERAWVWSZEHTES, Ik
. BIEERREOERYEFREETEEMBNE LTHWSZEETE D,

ERELFEFEHERTIERICIE. ARFOCEDERABICAWVWDLEIFT
W, BABLUADBICERAWTE LW, ZTOR. RNABICAWVWSARFEROD
teme. BRABUADOBICAVWSIARBOLENIE. A—TH>THER
STWTHLW, BIZIE, LEBOFEARE. FHLEE (B : EARELEE. BFHE
IEE. RETFHELE)  ERBEE. EFTEEBASICEARBOLED%E
AWTH LW,

INODBOHESERE. BHICREINT., RS470ER, YVzy T
OtEXADELLTHERLTE KL,

MTIC, BEIL2 bOLI Ry EYRARFICAVWDR CENTEDIFFEL
WIB Z BEICHIRT %, L. ARRICBVWTHAWSZENTESH
BHE, LT OBIREEMICEL > TIREMICBIRIND 2 &AW, Fk &
EOWEEEBET I2MBE LTHIRLAELEMTH>TEH., TOMOHEEES
TEMBE LTERTIIEEARETH D, Ad. UTOHIREEMOEE
RICHBIFBR. RT | Ri~R old. E4ARIUIICKRRFXEIEREEZRT,
XIBREBEMRT 2RRRFELIIEREFERL, nid3~bDEH%
KLU, YIZBHREAZRL, mZOULOBHEERT,
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[0104] HABORAMBEELTERVWLIENTEZHELWEEMEZEISS
o FATZELMBOHOMO LUMOKMICEAEIESEHIC, FTLED
BIREEMOERSRICHEBREZEAT LI EICLY R MMBEOHO
MO /LUMO#MNARESTZZENTES, Hlzld. FEOFIREEMD
BEREBRICOT/ECNR—IAOQT7INFINEEEATEZIEICLYHOM
O/LUMO#EA[ AR LEEEME L. ThERX MMBPEIIEEYIC
AWBZENTES, RAMBELTE N R—F—H4(EAEEFEZME
AELLRI)THo>TH, AZR—F—MUTH-o>THLL, FBAMB LY R
BE=BEIRINF—EME  DPEVEOTHIIENFELL, LYKFEL
WRZ MFRHENA R—5—ME2B L, EXMRLY SRE=EEIRILF
—#ME BBV EDTH D,
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[0105] RIS, EAEAMBE LTRHWAZEDNTESHE L WMEEMBIZZEITS
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[0106] RIC. BEFEAMBE LTHWA I EATESHE LW =22

(o)

[1£36]

[0107] RIS, EABEMBE LTRHWAZEDNTESHE L WMEEMBIZZEITS
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[1£37]
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[0108] RIS, BEFELEMBE LTRHWSZENTESZHE L WMEEMBIZZETS

Q@@O £

[0109] RIS, EABMEMBE LTRAWSZEDNTESHE L WMEEMBIZZEITS
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[0111] S SICARMATRLHRE LTHFF LWMEEMBZETF S, fIZiE. TELL
MEELTRMT S ENTES,
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[1641]

N

NN
a1
- TR N
= ‘(51 Lyt

&

N

[0112] AHKBOBEMELFZTIZ. BE—0OFRF. PLARICEBINAEEL A
3% T, BIBERBBAX YT ) v 7 ZRICEBEINZEEDOVWTNICE
WTHBERT DI ENTES, ARPFOERE LRTFLEDABEARTIE
ILICKRABABRANISAT A ENARETH S, BIZAIE. KEBOBBE
LEFEAVWT, BEIL I MOLI RV EVRARREBEEHET D ED
AEETHY . FMICOVWTIE, BESHLT. DETHRKA HEEEHLE 151
ELTAR7LA1 (F—Ltt) 28RTHIENTES, Fo FILAHE
FADBHME LEFIX. FEN’KREIVWEARIL 7 bOL IRy Y ZREFPN
VIS4 MISETZIEHTES, IHIC. ARBOBERENARTIR. B
BREASTAZ—NICISAT 22 ENTRETH D,
=2

[0113] AT, AFIAZREFICL YRFEMICERET 20, ARBFIZINSICRES
ndHLOTIEARWL,

[0114] (HREAED 1 DERK)

[1E42]

Br.

Br
NBS
F;C CF; triphenylphosphine sulfide F.C CF,
N > N
H H

DMF
r.t

[0115] ZEFHESTF. 200mL+R75Z3iC. 2,7-EZR(MNY Z)AOXFI
)-OH-HIILN =)L (4. 55g) . M) TZZINHKRAT4VRILT4 K (2
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[0116]

[0117]

[0118]

20mg) #Ah, DMF (1 00mL)ICAEIHEL, BERTERLANS
N-TOFERVPUA4XR (10, 8g) Z2EICHELTAHRMLE, =&
TT2 IBEERE. REBRICEEMEBKRT M) D LKE®R (40mL
) o TNKERIEF KU D LKB®R (50mL)Z=MA KL, FwHEHMEZ2EL. BE
BElY22ET, 3,6-270F-2,7-EXA(MY 740X FIL)-9H-H)L/Y
—J)V (5. 8g. NE84%) 2B, HHALEMWD'H NMRIRY M
BEU'"°F NMRARIJ MlazZFNEFNH1 RUK2ICTRT,

[1£43]

KsPOy4
Pdy(dba)y CHCl3
(t-Bu);PHBF, -

Br. Br Ph
Oreon
FsC CF,4 . FiC CF;
N N
H H

xylene
110°C

ERFHEST. 50mLFR7SRIIC, 3,6-Y70F-2,7-EX(~Y 7T
LA OAFIV)-9H-HAN/IRY =)L (1. 38g) . 7z=ZLFROVEE (1. 4
6g). YVBEAY DL (5. 12g) . MN-tert-TFIVRAKRZD LT
ES7F0ORZ—bF (87mg) . MJREIRVYIYFUTFEIMY)ZN
SYUYL - OQRLLEE (155mg) #2AN, F¥ LY (25mL)iC
BEIE, RIBGBEZRS®K. 110CT1 THEARER L, RERERK
BULKENMATOR U, KEZFEIFII THEL. BEEZEHLETH
EBRHELE. BSOoNBERDZS ) ATIVAS L (NFHY 200K
L=1:1) ICHEHTBZZETHEMEDT (1. 059, X7 7T%) =Kk
o FEFED1DO'H NMRZRI MLEUT*F NMRZRY MLEZFNRTH
B3 RUB4 ICTRT,

(FREAD 2 DERR)

[144]

Me Me

Br Br MeB(OH),
K3PO,
FsC o X~ CF,
N
H

1,4-dioxane-H,0 ﬁ
reflux
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[0119]

[0120]

[0121]

ERFHEST. 30mLFR7SRIIT, 3,6-YV70F-2,7-EX(~Y 7T
WAOAFIV)-9H-HI/IRY =)L (46 1Tmg) . AFIKROVE (23 9m
g) . UrBAYDL (10, 6g) ., 27080, TV-ER(TTZIKRR
J74/)7z0EV)NRSTIDL (T3mg) #AN, 1,4-TUFFH> (10
mL). K (3mlL) ZMATREI /-, RIGAEEZBRTE. MEER LA
51 3FEERIKT LA, RDERZBS LB T FIL. SRR F ) VU LKA
REMATHR U, KEZHB I F I THE LBKE %2 &bt TRIEIRE
L7z, BoNHBERMEZ Y ATIVE2BAT L (BEEEITFIV) ICHLERE
CAFHUTHESETZIETHREMAD2 (125mg, INE38%) 515/
o FEFED2D'H NMRZRYI MLEUT*F NMRZRY MLEZFNRTH
5 RUBGICTRY,

(FRRE{AD 3 DERK)
[1E£45]
o]
B(OH)z

4-BDBF

K;CO;4

Pd(PPhg

F3CCF3 toluene/H,O
BRFEKXT. 50mLFRT7ZRIIC, 3,6-Y70F-2,7T-EX(N) 7

WABOAFIV)-H-AIRV =)L (1. 73 g) . IRVYISv-4-KROV
B (1. 799) . KEEHYDL (1. 99g) . FESFAN) Tz
RRAT4 NS0 L (266mg) ZAh, MLITY (26. 5ml). K
(10mL) ZMATEBItEL, RIGAEEREIEZ. MBAERLANS16
FFEES L, RIGBREZBS LEEBRITFIL. KEMATH®R L, KEBEEE
BIFITHHLEBBEZEOE TRERME L. S5NHERME Y
ATNAS L (NFYV/EBIFIL=4/1) IC#HL. FEAKD3 (1. 8

INERT T%) #187, FEAED3IDO'H NMRIRI MLEWT9F N
MRXRY ML ZEZENETNET7 RUOK8ICTRT,
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[0122] (*E&ED 4 DERR)
[1£46]

Br. Br Q N N
KaPOy
F,C CFy 4 N PACG(dppf)
i 1.4-dioxane-HaO O O
B{OH); F5C £y
N
H

[0123] ZRFEK[T. 50mLFRT75RIIC, 3,6-270OF-2,7-EZX(~) 7
WAOXFIV)-H-AI /NN =)L (46 1mg) . -7z AN/NY—)L-3
-ROvEE (860mg) . YVEAHY DL (1. 06g) . ¥yOoO(,1-
ER(PT7zZNWNERRT74/)7z812)5TV96 (7T0mg) ZAN, 1,
4-TAFHY (9mL), K (3mL) ZMATEEI L, RIGBELRIE
CIERBERLANSS 1 TRERE L, RIDRZRS LEFBRT 7L, K%
ATHR U, KEZHBERIFI CHE LAEBEZEHE TRERWEL .
BONEHERYES ) ATV ASL (NFHY sO0OFKRLL=1:1)
WL, READ4 (650mg, INEKT75%) =5k, BEDH(ASAP, po
sitive) IC& Y BHION/ 2% &8I L /=,

[0124] (HRE{AD 5 DERK)

[1647]

NaOfBu
Pd,{dba); CHCl; Me

Me Me
XPhos
+ >
1,4-dioxane
FJC NH Br CF, F5C

2 80°C

Me
- : :’CF3
[0125] ZHREFESKT. 10mLYalLYP8IC, & XFI-3-r) 7)LAOXFI)
7=)Y (96mg) . 4&-7OF-2-NYZiA4AO0XFIMLTY (120m
g) . tert-F hFTFRMYL (96mg) . NYR((IRVYTYFUFPE L
IS YOL - o00FRNMVALER (5T1Tmg) . Xphos (48mg)
EAN, L,&-UAFHY (2mL)EMATREBEI G-, RIGAEZRIE.
8O0CT15EEHRLE, REERS LEFBBTFI/L, SZMELEFTNU D

N
H
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[0126]

[0127]

[0128]

LIKBREMA TR LI, KBEZBER T FI/L THHE LAKEEZSHtE TR
ERfELe. SOoNHERMES ) ATV AT L (ANFH Y 700K
LH=1:1) ITHTBETHREMAEDS (218mg, NXK6B5%) &1/~

o FEMAEDSMD'H NMRARY MLETV'*F NMRZARY MLAEFNhEFh

MORUXI1 0ICRT,

(FFEEA 1T DERK)
[{b48]
: \I/N\\]/ j
] ( l N, ( j
M /N 2
|
\t'gl/ KoCO4 NN
+ Pd{PPhs)s
B(OH), THF-H,O ,é\
F F
F
F F
ZBRFESTT. 50mLFRT7523IC, 2-y00-4,6-¥7x=)L-1,3,5

-~N) 7YY (803mg) . 345-MN) A0 Tz RO VER (528
mg) . KEAVDAL (1. 249) . TRIFAMN)TZZNTFRT 4
vIkST 9L (174mg) #Ah, THF (22mL) . K (7mL) %70
ZTCHRRIt, RIGREBRS L. 24EBBEMBER L. RINRERSL
BT FN (16mbL) K (165mL) ZMMxtfk, Fa¥W%eE2EL. B
BIFI, PEMNYTHESETZHET, AEKAT (902mg, INXK83
%) E1S7-,

(A A 2 DERR)

[1E49]

(Bpin); .

R AcOK ,COs
Pd{dpphCl Pd(PPhs), 3
Br il Bpin)  ————e N et
1.4-dioxane THE-H,0
. j F C
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[0129] Z|RFHEKT. 50mLFZX73X3IC, 1,4~ 70%F-2,5-Y7)L40R
v»Er (1. 00g) . EXEFIS—bIROY (2. 029) . BFfgRH
o (1, 81¢g) . vyoa(,V-ERA(Y7z=IEKRAT74./)7 0
)RS YTL (150mg) ZAN, 1,4&-IAFHY (25mL)ICBES
i, RINAEEBSE. 100CT2 OBEER LA, RINKEBIEE.
SYATNBENT L (BRI FIV) ICH L, 2RERBBL. AFH 2T
T B ET2,2 -(2,5-Y7)040-1,4-7 =L V)ER(4,4,55-F
SAFI-,3,2-UFFHROZ V) (806mg. NE6 O0%) =5k,
ERFHEST. 50mLFTR7SR3IC, 2,2 -(2,5-Y7)L40-1,4-7
TIZLY)ER(4,4,55-F hSAFI-1,3,2-UAFHRAS5Y) (366m
g). 2—0oQ0—4, 6-Y7z=)—1, 3, 6—hYFPYY (615
mg) . KEAVDAL (690mg) . ThIFAM)TZZNTFRT 4
VIRSTYI L (BTmg) AN, THF (20ml), K (6mL)ITAfRS
e, RIGBEEZRIE. MEBBRRT 1 4BERE L, RIGREBRA LK
EMA Tz, Y& HE L. BT FITHFET D& THERHRAZ2 (49
5mg. INEKB6%) %#Fk, FEAEA2D'H NMRIRYI MNLERUTF
NMRZRI MLERT 1IZRT,

[0130] (HRREEA 3 DERK)
[1£50]

Ph

o —f

(B(mrﬁb K,CO
3

FIZF F’d(dppf)C! U Pcs PPhy)
Br gr Td-diokane (pin)B Bipin) THF-H, 0 l

[0131] ZTRFJ|HEKT. 50mLFRT73X3IL, 1,5-Y70F-2,4-U7)L4OR
v£v (1. 00g) . EXEFOS—byAROY (2. 029) . gD
Jros (1, 81g) ., ¥oyoo(,V-EXR(Y7xz=ZIKRRA74./)7 0O
)RS TUTL (150mg) AN, 1,4-IFFHY (25 mL)ICEEBET
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i, RINAEEBSE. 100CT2 3BMER LA, RINKEBIEE.
S)ATNBENTL (BT FIV) ICH L, 2RERBET 52&£7T2,2
-(4,6-7)40-1,3-7 =L V)ER(4,4,55-F NS XA FI-1,3,2-FF
FHAROZSV)DMESE (1. 93 g, HMIXET143%) 25k, BRITIROR
RRICIT o 1=,

ERFHEST. 50mLFR75R3IC, 2,2 -(4,6-Y7)L40-1,3-7
T LV)ER(4,4,5,5-F RS AFII-1,3,2-FFHROSV)DHESRE (5
23mg) . 2-7008-4,6-27zx=)-1,3,5-h) 7YY (615mg) .
REEDYDL (690mg) . TRIFRANITIZIWTART 4 VNS
A (57mg) AN, THF (20ml), K (6 mLISB@BItEE, R
AR ERSE. MBERT 1 4BEER L REREBSLKEMA L
. MHWEZEL., BFRTFIL. VOQKRILALTHET S & THREKASI
(297 mg., 2KRMINES 2%) %257k, FEAKASD'H NMRZXRY
MULRTG'T'YF NMRIXRJ MLZEZENENET 2R 1 3ICTRT,

[0132] (HREEA 4 DERK)

[{E51]
B(OH);
&E?TF
F @‘/Nﬁ
S Pd,{dba)s - CHCly, PPhy N. N
N\f“ THF/H,0 P F
Br - i
F

[0133] ZXRFTHEST. 50mLFRI73Z0IC, 2-70%F-4,6-V7x=)L-1,3,5
-N)TFYY (623mg) . 2,46-N)7AO0T7zZROVER (387
mg) . REBHYIL (982mg) . NYR(SRYSYFUYFTEIN)Y

NSTDL0) 7O00RIVLMME (109mg) . M) TZZINERRT 4

v(63mg)aEAn, THF (15mlL), K (5mlL) 2MATEBI .

RISBEEZRTE. MBERLAHS 2 OKEER L, RIDRZERS L.
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SYUATNBBISL (FEEBTFIV) ICH Lz, ARICHE LZEFE B
L. A& A4 (308mg, XKL 2%) 215, REKAL4D'H NM
RARY MILERVTI°F NMRAZRY MLEFNETNHT 4 RUBE1 5ICRT

(o)

[0134] (*REEADSDERR)

[1£52]
B(DH)
|
y SOve
| KGO, dy(doals-CHC, Y\(C
N = P'Bus-HBF,
NN
h DMF F

F

[0135] ZRFESKT. 20mLFRI73Z3IC, 2-70%F4,6-V 7z =)LEY X
v (611mg) . 2,46-N)2iA07z=)bAROVEE (482mg)
CRBHY DL (1. 33g) . NIRERUYDYFUTEIN)IRSY
D L(0) 7O0ORILLMINGE (124mg) . MY-tert-TFIRAKRZD
LFMZ7)FERS—F (156mg) ZAN, DMF (1 0mL)ZmMx
THEIE, RINAEZBRSE. MBERL AN S 2 OFEER L, X
RERS L. MLIY, KEMATO®LEZ, KEZ MLV THELEA
MEEZEHLETRERBLE. BONCHEERMES Y AT VAT L (NF
YU/EBEIFIL=95/5) ICHELTBHIETHERASL (522mg. X
KT 3%) #5875, PREEFASD'H NMRIZRZ MLREUT2F NMR ZR
JRILEZFNRETNET 6 RUTE1 7ICRT,

[0136] (HRREAA 6 DERK)
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[1653]
B(OH),
F F
\ K,COs
s PA(PPhs),
e

I toluene/H,O

[0137] ZHRFBEST. 20mLFRT75RTIC, 6-F3—KF/UYY (509mg
) 35-Y A0z ROVEE (47 1mg)  kEEDYDL (1.
08g). ThIFANYTIZIKRRTAVIRZTVDAL (132mg) %
An. MILITY (8ml), K (3mL) ZMATRBRIEL, RISBEZHRS
B, MBRRLANS 2 1ERER L, RIBREBSLEBEBIFIL. KE
MATHE Lz KEZEBRIFITHE LEBEBZESHLE TREREL &
o BONHERMESL ) ATNATL (NFHV/EBEIFIL=3/2) I
#HU. PREEAG (463 mg, INEK8T7%) 2157/, REKAG6D'H N
MRXRY MLERU'*F NMRZRY MlLEEhEhE1 8 RUH 1 QIR
ERS

[0138] (HRREEA 7 DERK)

[1£54]
B(OH),

N/'

Br- i F x
N K,CO3
/@j Pd(PPhs)4
i = toluene/H,0O O
Br F

[0139] =ZFXEFHEHSKTF. 30mLFRXR75X3IC, 6-3—K*x/1)Y (613mg
). 3-7OE-5-7iAO07zAROVER (796mg) . REBHY DL (
1. 289) . FhSFRAMN)TIZIRRT4vIR5Y9L (150mg
) AN, MILIY (10mL). K (4mlL) ZMATAEI G, RINARK




WO 2021/220952 63 PCT/JP2021/016414

ERSAE. MBEGER LA S 1 7EER L, RIESRZBS LHETFIL
CKEMATHR U, KBEHETF I CHE LEKEBEA~ESbE TREE
MLz, BoNHMERMES ) ATINATL (NFHV/EBBIFIL=3/
2) ICHL. PREEAT7 (461 mg, K6 3%) 2157k, REKATOD!
H NMRZRI MILEUI*F NMRZRI MLEZFRFIAE2 O RUH 2
TICRY,
[0140] (HRREEA 8 DERK)
[1£55]

KaCO,y

Pd(PPh; )
(pin)B B(pin) +cw« P :

THF H0

[0141] ZTRFJBEKTF. 20mLYalLYIEIC, 2,2 -(2,5-Y7)40-1,4-7
TIZLY)ER(4,4,55-F hSAFI-1,3,2-UAFHRA5>) (183 m
g).2-/00-46-Y7x=-)L-BYITY (307mg) . xBHY DL
(207mg) . TRSFRAMNYITZZNTARTAVIRSTIL (29m
g) #ZAN., THF (10mL), K (3mLITAFEI L, RIGAREZRS
%, MBERT 2 IFEEH L, RIGREBSLKZMA 2, Y% S
BRL. K. PEINYTHSETZIETHEFAS (216mg. INK75%
) %8/, PRERAEABSD'H NMRZARY MLER2 2IRT,

[0142] (HFEEA9Q DEK)
[1£56]

o 0
/B-—B\
@] 8]
BPD

R KOAc o R o

e e THOL

1,4-dioxane o 0
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[0143] ZEXRFTHESKT. 100mLE>A73RIIC, 1,4-Y70F-2-7/)LA4A0OR
v£v (1. 80g) . EXE+OS—brIYROY (3. 88¢g) . BfgAH
oL (3. 53g) . [1,1" ~-ER(Y7zZRR 74 /)7 z0EV]Y
o0ANRSYD LI (291mg) ZAN, 1,4-UFFHY (36mL)%
MATABIE ., RNFEEZBRIE. MBERLANS 1 7REERLEL
o RIGREBDL. YV ATNZBAZL (BT FIV) ICHLER. 5K
RERNE L. BONEHEERMICAFY UV ZIA. THEYESBRT S
ET. 2,2 -(2-7040-1,4-7 =L V)ER(4,4,5,5-F S A FIL-1,3,
-UAFHARASY) (1. 799, NXKT2%) 55,

[1£57]
ﬂ =
NN
N‘ -
R KoCO4
j:o\ 0- Pd(PPhy),
B B
d g

[0144] =ZEEFBEKT. 10mLYzalLYIEIC, 2,2 -(2-7)40O-1,4-J =
L>)YER(@B4,4,5,5-F S AFI-1,3,2-UAFHHRrO05>) (200mg)
. 2-70%-4,6->7x=)-1,3,5-M) Ty (565mg) . REEBAUD

L (B57mg) . FRSFRARNYTIZNERRT 4IRSV L (45m

g) #AN, THF (4mL), K (1. 3mlL) 2MATEBIEL, RINE

Bk, MEERLAHNS 1 TEERERE L, REBROBUSE. K

A&l 2BBEFANTE L, WWEMZ 5E4%. BFFEETFILTHEL. A

BEA9 (321mg, INEKT100%) =25k, AEAAKAQOD'H NMRX

RYPMVRG'*F NMRIZRJ MMLEZNETNHN2 3RV 2 4I1CRT,
[0145] (SEHEHI1 DEMK)
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[1£58]

ZBRFHEXT. 10mLla LY IEICHEAFED T (1 70mg) . FEIRE
A1 (38mg) . KEEtEYH LA (182mg) AN, DMSO (2 mL)ICE
X7, 80CT2RRARIGERICBS L. RIGKICK (EmL) &M,
M a 2R ULz, B2 ATIVATL (NFHY /00K AL=
1:1) ICHTBZETERBT (120mg, INFE6 9%) %215k, Rk
BID'H NMRZRY MMULERVG1°F NMRZRY MLEFNEFNE25 K
VB2 6ICRT,

[0146] (FEHERI2 DEMK)
[{659]

C;*Q”b S %“%3

[0147] ZRFEKT. 10mLyalL v IEICHEAFEDT (285mg) . FEAE
A2 (144mg) ., REEEYDLA (305mg) AN, NMP (15mL
IICRRBI B/, 130CT2 1RERBBICKS L, RIKRICK (5mL)
ZMA. fEME WL, 2B 2FE=BET & TERAIZ (346

. NEI6%) BB, EREFM2D'H NMRIZRYZ MLREUGT?F NM
RARMVEZENEFNEZ2 7TRUTE2 8ICRT,
[0148] (ZEHEHIS R4 DERK)
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[0149]

[0150]

[0151]

[1£.60]

0,00, 0 sy

Cs,003

&5 ¢ éé

(EfEHI3 : R=Ph, EfEHl4 : R=Me)

ZBRFHEXT. 10mLla LY IEICHEAFED T (285 mg) . HERE
A3 (144mg) ., REEEEYDA (305mg) AN, NMP (15mL
JICRBIHEA, 130CT2 1REARBERICHS L, RIGKICK (5mL)
EMZ. MY E2BW LI, 2B ERERRTZ I TERBIS (355

. INEI8%) £1E, EMFMID'H NMRIZRZ MLREU'SF NM

RZRY MLEZFNZNAE2 9 RUE 3 0ICRT,

ZRFHEXT. 10mLla LY IEICHEAFED2 (125mg) . FER
A3 (87mg) . KEEtEYH A (184mg) #Ah, NMP (5mL)IC
MBI, 130CT2HARBRBICHKS L, RIVKICK (5mL)%
Z. Wik %E 2B L7z, 2IMMERERE TS & TEMBHI4 (58mg,
K2 7%) #5875k, EfFHI4ID'H NMRARY MLET'1F NMRZAR
SMLEZFRERE3 1 RUE3 2I1ICR7,

(=R 5 DERK)

[1£61]

Fs
F;;C
a0y Ne=
£ CEy
CF3

ERFTESITF. 10mLyalL Yy IEICHBEED2 (125mg) . FREHE
A8 (86mg) . KEEt>™wA (184mg) #Ah. NMP (5mlL)iC
BEItE, 150CTF22BERIGIE-, RIGERERS LKEMAE
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25, NEEEIMFTE L, FTEY%E 2ER. RERRT S & TERAS
(89 mg., AKR50%) %2137/, EEDH (ASAP, positive) ICLYREE

L7,
[0152] (ZEJEHI6 DEMK)
[1£.62]
N 77y /
oA S0 ok }
T a R R L ey, ~o
Fo- N\ Y/, \ s

[0153] ZHRFBEST. 10mLya LY IEICHEEKAS (287mg) . HREE
D3 (360mg) . KBtYYL (591mg) #Ah, NMP (5. 8
mLICERIE, 130CTF22KAIRIGI H, RINEZRS LKZ N
Zl&EZ 3, NBEHEIMTE LA, WHEYE2HE. FEBRTLIIETE
HEBIE6 (41 7mg, INEKT7 0%) %257, EEHH (ASAP, positive) I
LYRELTE,

[0154] (LbE&HIT)

Eesfal 1 4%, FEER -
[1£63]

TRINDIEEYWTHY. Lumtectt B (http://www. lumtec. com. tw/portal
¢l cnt page. php?owner num=cl1 290785&button num=c1&folder 1d=36067&cnt
~1d=396136&search field=&search word=&search field2=&search word2=8&se
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arch field3=&search word3=&bool1=&boo2=&search type=1&up page=3)

EER L
[0155] (Lt#&fi2~4)
kg2 ~41k, FhEh, TR :
[1£64]

SUUCTRNY

7, é yﬂ“‘x e

TRINZEEMTHY. ERAFRFE20180479485 ICREMDAETEKL L

(o)

[0156] (LbEf5I5 DEMK)
[1£65]

[0167] RIOIEEEE LT, Z2RFEKT. 30mL XT3, FEMKA
1 (500mg) . 2,7-EXANY7NAOQAFINAINNRY =L (444mg

) . Bt UL (96 1Tmg) #AN, DMSO (20mL) [THREIHE

2o 85 CTIHRHEHR LK. BRETHA L, RIEEBICK (1 2m

L) . 70B8®RIL (10mL) Zi0A. 1 0O9ERELL, IHLEKE
O¥EEZEAEL. K (2mL) . /800K L (S3mL) THRETZBIET
 9-(4-(4,6-Y 7z =)-1,3,5- N ) TIU-2-4JL)-2,6-Y 7 A OT T =
W)-2,7-EX(R) Z)AOXFIV)-9H-BI /=)L (76 6mg, IRES

6%) /¥, RIGO2EBEEELT. Z22FHKT. 3O0mLFRI73 R
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[0158]

[0159]

[0160]

S, 9-(4-(4,6-Y 7 =)-1,3,5-N Y FIU-2-1)L)-2,6-Y 7 )F0O7
T=IV)-2,7-EZR(RNY Z)bA0XFIV)-9H-A)I/RYV =)L (499mg) .
AN =) (274mg) . kBt UL (1. 158g) #Ah, DM
SO (20mL) ICARItEE, 120CT1 SEEEHER LK. =TBIET
RS Lz, JRIC, RIGBIRICK (15mL) &#MMA, 4 O9RBEEHE L,
HLUAREBEOESRE 2L, A700KLL (2mL) THRET DI & T
BEI5 (515mg. INE71%) 25k, EBFHAISD'H NMRIARS h
WER3 3ITRY,

(L8 6 DERR)

[1£66]
gl /
Sas

N
H
—_—

F 0 N I N Q Ph

ERFHEST. 30mLF+R7523IC, 9-(4-(4,6-Y7x2=)L-1,3,5- b
)P 0-2-4))-2,6-Y I INAB T T =I)-2,7T-EZR(NY Z)LAOXFI)
—OH-HIJL/SY =)L (65mg) . 3,6- 7= ALY =)L (80mg)

. kEEtYYL (82mg) EAN, DMSO (3mL) ICRBIHA, 1
O00CT 1 SHIFRIREM Lctk. ERETHA L, RIC. RIENEMICK (1
5mL) ZmMA. 400@HE L. WELEKBEORKERZSIL., | PA

(2mL) THE®R RETLIETHRFI6 (85mg, INK68%) %
Bz EBH6D'H NMRIRY MLERTT'F NMRIXRY MLEZFNE
34 KRUH35ICTRT,

(Lb&HI 7 ~ 9 DARK)

te®fBI 7 ~ 91k, FhETNh, TR :
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[0161]

[0162]

[1£67]

:
TRINZIEEWTHY., Nature 2012, 492 (13), 234-238. [CEREHDHET
= AN R

(tbEEf51 1 O DEER)

LeEB 1 Ol TFEER :
[1£68]

NC, CN

&

Me Mo
TRINZEEMTHY., PERETHREARAR1073843645 LB D HFET
AR L7, LLEFI1 OD'H NMRRRY MLEW'3C NMRRARY ML %
ThENE3I 6 RUTEI3 7ICRT,

(LE&HI1 1 DERR)

LEEB 1 1 k. FEER
[1£69]

NC, CN

N N
CF, FiC
TRINDEEYMTHY. ERLRE2019087936 5 ICEEEHD AETERK L -

o LEEBIT 1TD'H NMRARY MLET'°F NMRZZRY MLAEFNEFN
B38RUHEIIICKRT,
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[0163] (LE&HI1 2 DEMK)
e 21%. TEER -
[1£70]

NC CN

FiG oF,
R
FoC

THRINDIEEWMTHY. BB 1 OERICEWVWT, BHEO3,6-EZ (kY
A OXFI)ANNT=ILOKHYIZ2, T-EX(N) Z)bA0XFI) A
N —=IVEAWTER L, BESH (ASAP, positive) (C& Y BMYIODN/z
s L7

[0164] (Lb&fI1 3 DERK)

[1E71]
Ph Ph NG CN
N
NG CON FoC AN NACFs
Cs2C0s ﬁ i F,C Q&
SMSO > Ph Fs Ph
Ph

F F Ph

[0165] ZHRFBEST. 10mLyalL Yy IEICHEEDT (170mg) . 4, 5
—vzAn7s0=r)IL (24mg) . kEEIDL (182mg) %
At, DMSO (2mL)ICiAfEI /2, 8 0OCT 2BRARISGRICHAS L7,
REBHICK (BmL)EMA. MEME S LIz, 2EBWES Y ATILHS L
(NFEHY i sOORILA=1 1) [THTZIETHEFT13 (20mg
IR 3%) BB, KEH1I3D'H NMRIRI MLEUTSF NMR
AR MILEENENK4 ORUK4 1ICRT,

[0166] (FEABARR(Amax), F{BEIE)
LEE B R O EHEFID Amax, FEME. RUCIEIE. EHXMBO ML IVAR
(RAMPERBE : 1 X10-5M) ICEET34 0 nmOREXEEH LS
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[0167]

[0168]

[0169]

[0170]

BOFEHZRY MU %, HORIBAHELF luoromax 4 AW THIE L. HEFEN
ARG NVEBEIDRD &L D ISRAIE L,

Amaxix, E—2 by 7ORERICELYRIE L,

ERIEZ, E—7 by THREOESOEDRRY MUIBICK YRIE L.

(FS30= (PLAY))

LEB I R CEREGIDPLAYIE, FEAMBIO ML T VIEKR (EXAMBBRE : 1
X10-5M) ICEBTF340nmORENERBH LBEDOETHY. Xt
PLEFINEAEEE (CEMA b= Z4E Quantaurus—QY C11347-01) %
AWTHZE L

(HOMOZE L)

LI R O EEBHIDHOMOZERLIZ, RPN BFHNEE CEMFESHEKAR
HEAC—3) ZAVWTRAE L, AEY Y FIViE. FEHXAME%E | T OEMK
FIEESOnmERZEIIETRELALEOZAWE, AERK. AR
B10nW, AIEEE—-4. 00eVHASH—7,. 00eV (0. 05eVHl
H) TITW, BABRBHEOABEFREDO I RILF— L FLVMEZHOMOZESR &
L7z,

(BECAIE/X5 X —49)

LB BIR O EREGIOERAE /NS A —4Sid. RAMBOBE (KRE # 30nm
) ERTIYAVERLEICESRL., 2% TV X —4(J.A. Woollam Japan
B&) EFER L T~T5E (5ERIHA) OEETARY MLUAIEETW. 85
NIEARG NIVDT 4 v T4V TEMICEYER LT,

(B8 1L B Iuheit AE)

LEE B R O RHEGI DB BT IR, UWTORERGTH A7) v IR
HUAN)—AEZTOIIEICIYER LA,
<REFH>
RIS : IS5y o—h—KRY
Wik : BT 4V
ZRMB: Ag/ AgNO; 7t = MYILIBK
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[0171]

73 PCT/JP2021/016414
B THF
EfEE : Bu,NPF4
EEFEE:50meV ., s
RHEMEBRE : 1 mM
EMREEE: 100mM
BRERTICRT,
[3&1]
RAE A E HOMO BERAE/NS | BEtEITH
Amax(nm) | F{EE (nm) | (PLAY, %) (eV) *A—AS 1 AL (ev)
= He B 408 54 60 -6. 1 — 0.040
ERHi2 479 69 70 -6.2 0. 008 0. 040
EhEF3 466 75 53 -6.2 0.004 0. 040
EheHia 471 77 80 -6.2 0.030 0. 040
He B i 470 80 80 -6.0 e e
E #2512 407 63 95 -6.9 0. 001 —
2§ K - - - — — 0.204
Ee B 4514 — — — — — 0.201
LB Bi5 470 88 85 -6.4 - —
HE & {516 490 95 95 -6. 1 0. 001 -
Ee w417 470 100 60 -6.0 0. 001 0.104
EE 85 518 - - - — — 0.178
& H9 — — — — — 0.085
e 10 — — — — 0. 001 0.118
e 11 — — — — 0. 001 0.153
Ee s 12 420 1 35 -7.2 — —
e #5013 408 61 65 -6.2 0. 001 0.245
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[55KIA1]

[553K1R2]

74 PCT/JP2021/016414

TR (1) TRINZILEY :
Cz—L—Ar (1)

[=H,
Czik, TR (2)
[{E1]
R24 R25
R23 Z R26
R22 N R27
R21 l R28
(2)
(A,

Zid., "EHE. 8BS, —C(R292)(R29p)— —0—, —S—,
XIF—N(R29%9¢)—THUY,

R22RUT'R27IE, ThEh, BEFKSIMHEETHY,

R23RU'R28[F, ThETh, EFHESHEETHY.

R21', R24, R25 R28 R2% R29%  RUR2%¢|, ThEh
. KEREF. BFKREIME, ITETHSHEETHY.
FARIE. L& OBEEEMIERT)
TRINDETHY.

Lid, BiFE. XEEREEZBELTVWTHLWIZZLVETHY,
Arig., 7)V—IERUATOTY—ILENLRBZELYZBRINDS
ETHY., HZER. EHEEZBLTVWTELIWN, N=IT7 =)
TI/E BREZELTVWTHLWD7O7ILFIVE, EREES
LTWTHIWT ) —ILE, RUBHEEZBELTVWTELWATOT
)= EHNSBRINZ DAL —BOBBREZBELTVWTH LW
(BL. Arid, X (2) TERINZETIFRW) ],

Ard, JzZVE BEZHEARAT Y —ILE RUEREE
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[553KIR3]

[55K1R4]

ANTFOT7)—IVENLLZELYBRINZETHY, HZER B
BEAZBELTVWTHLIWN, N=UT7)—)LT7I/E BBREEZBEL
TWTHI W 7O7LFIILE BREZBELTVWTHELIWT Y =
E RUBHBREZBLTVWTHELVATOT Y —ILEHISBIRIND
DR EE—FEOBBREEZBLTVWTELWY (BL, Arid, X (2
) TRINDETEARY) . BXKIB1ICEEDEEM.
ArH, FiEX (3)
[12]

,X33
X32° \X34

X x*»

(3)
(X,
X31~X35(F, ZhFN, —N=XIE—C(R3)=THY.
R3&, KERF. BEEEZBLTVWTELVN, N=IF7Y—L7T
IO BREAALTVWTH LW /OT7LFILE, EREEAL
TUWTHLIWT Y —ILE, XEBHREEZELTVWTEHELWATOTY
—IVETHY.
BEWIAINDABRERTHEELTS2DO0DR3E, BEWIHAELT
FEREWHA L TVWTH L, BFFERIZ. BRELZBLTVWTE
FWN, N-IF7Y—)T7I/ & BHREZBELTVWTELVWS SO
TILFIVE, BHEZBELTVWTHIWT ) —ILE RUEBHRELES
LTWTHELIWATOTY —ILEHNLBRINZ DR EE—BOE
BMEEZBLTVWTHLL,
FARIE. L& OBEEEMIERT)
TRINZETHD., FRE1XEF2ICEHDIEEY.

A (3) TRINZEN Tk (3—1) ~ (3—-4)
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[E53KIR5]

55 KIR6]

55 RIAT]

[53K1R8]

[553KIR9]

[1£3]
R322 R334 R333
R311 N R312 R321 R323 R335 R332
e ~ D
N N N
\1 N I R336 N/ R331
(3-1) (3-2) (3-3)
(A,

R311, R312, R321~R323 R331~R336 JIXR3I41~R3456
. FhEh, KRREF. BREEZBALTVWTHELWVWN, N=-IJ7)
—IVTI/E BBREEZBELTVWTELVWI7O7IFIILE, BRE
ZAEALTWTHELIWT Y —ILE, XEBREZBELTVWTELWAT
aO7"Y)—ILETHY,

FARIE. L& OBEEEMIERT)
ODWTNHDNTRINDZETH S, BEXREIICEHRDIELEY,

LA, & (2) TRINZERVR (3) TRINZENSRDE
JYBRINZ DR &b —BOBHREZAELTVWTELWT =L
VETHD. FREINIE 4 ICEHDILED,

ZHEBEREETHD. BKRE1~50VWTIHNICEEHDLED,

R22RUR2TH, FhEFN, N=0FOFINFIEXIFST /
BEThHa. BHKRKEI1~6DVWTIMNERDIEE.,

R23RUR26H, FhEh, TILFILE, ZILIFPE M7
WELDYIILE, BREEELTVWTEHELVUN, N=IF7Y—ILT7Z2
JE, BREEALTVWTHE LW /OF7LFILE, BREEELT
WTHELWT Y —ILE XEBHREEZBLTWTELIWATFOT Y —
WETHD, BFKRE1~T7OVWThNIEEHDEE,

R21, R24, R25 RUR28N, KREFTHB. XiF

R2TRUR28N, ZhEFh, BFHSUETHY. R24KRVR?2S5
N FhEh, EFKEIEETHS.
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[55K1R10]

FERIE1~8DWVWTNMICEEDILEM,
TER (4) TRINDILEY

[1b4]
R41 X41 R42
o
R43
(4)
(KA.

X41~X43F, ZNFN, —N=XIE—C(R*44)=THY.
R4T~R44&, EhENh, KRRF. EREZBELTVWTHELWN
, N=IT7)—=T7I/E BHEEZAELTVWTHLIWS7O7ILF
WE, BREZBLTVWTELVWT Y —ILE, XEBHREEZBLTL
TbdwATFOo7)—ILE (BL. R4 '~R43D55, Ak b
1213 X (2) TRINBZE) THB] ;

TR (b)) THRINDIELEY :

[1£5]
R51 X51 R52
N
X353 - X52
R57 R53
R56 R54
R55
(5)
[=H,

X51~X531F, ZNFN, —N=XIE—C(R58)=THY,

R5', R%2, RU'R®8IE, FNEFN., KREREF. EBREZBL TV
THLIWN, N=UF7Y— LTI/ E BHREZBELTVWTHLIVY
2O07NLFILE BREZELTVTHLIWVWTY —ILE, XFEBEBRE
EELTVWTELIWATOFY—ILETHY.

R83~R57iF, ZhEh, KREFXIERX (2) TRINZE (B
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L. R83~R57MD5>56, i &b 12, & (2) TRINZDE

) TH5] ;
TER (6) TRINZILEY !
[1£6]
X63/X6<x55
I)I(GG
X682 X
)l(lﬁ1 / x67
R65 R61
R64 R62
R63
(6)
(KA.

X61~X67(F, ZNFN, —N=XIE—C(R66)=THY,
ReT~Rs65iF, ZhEh, KREFXIEHX (2) TRINZE (B
L. R8"~R85M556, Dl &b 121, K (2) TRINZE
) THY.

Ré6E, KREF. BHMEEZBLTVWTEHELWN, N=IF7)—)L
TI/E BREZELTVWTHLWD7O7ILFIVE, EREES
LTWTHELIWT ) —LE XEFBHREEZELTVWTELVWATOT

)—IVETHB] ;
TEX (7)) TRINZEEY:
[1£7]
R2 R® R R
R RS R® R74
)
[ A,

X71~XToE ZhEN, —N=XIE—C(R7)=THY,
R7TI~R7*RUR%E, ZhTh, KREF. BREEELTVLT
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[55KIR11]
[55K1R12]
[55K1R13]
[55K1R14]

HEEWN, N=2UF7Y—LF7I /& BHREZBELTVWTHLIVWS S
OF7ILFILE BEREEEZBELTVWTELVWT Y —ILE, XIFEHRES
BELTWTHEIWATFOFTY—ILETHY,

R75~R78|F, KREFXIFR (2) THRINZE (HL. R75~
R78D55, D& 120, X (2) TRINDE) THD]

s RO
TER (8) TRINZILEY !
(18]
R82 R83
Wé
XBZ\\( x81 R88 XSG - X85
R81 R84
@)
[ AR,

X81~X86i3 ZNFh, —N=X|E—C(R®)=THY,
R8'~R84RUREE, ThENh, KREF. BEREEZELTWVWT
HEEWN, N=2UF7Y—LF7I /& BHREZBELTVWTHLIVWS S
OF7ILFILE BEREEEZBELTVWTELVWT Y —ILE, XIFEHRES
BELTWTHEIWATFOFTY—ILETHY,
R85~R88|F, KREFXIFR (2) THRINZE (HL. R85~
Re8DHIHE, D& 120, X (2) TRINDE) TH3]
NoRBELYEBIRINS, BRKE1ICEEDEEM.
BRET~10D0VWTIANICEREHDILENE SO EERAMH,
BRET~T10DOVWTIANICEEHDILENEEOERRENRT
BHELRTTHD. BRET 2ILBEROERFENRT.
TR (9)
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[1£9]

R%2 z° R%

LI X
R N R94
(©)
(.

ROTRUR4E, FNFh, N—7LAOFILFLEXIEVT/E
ThHY.

ROZRURIL, FhEFN, TILFILE, ZIIFPE MNITL
FILTYILE BREEEBLTVTELVUN, N=IUF7Y—)T7X
BE BHEZALTVWTHLIWD7O07ILFILE, BREEZBELTW
THIWT Y —IE XEFEBEEREEZELTVWTELWATOTYY —)L
ETHY.

Zolk, RFEE. B#ES. —C(R95)(R98)—, —0—, —S— X
IE—=N(R9)—=THY,

R95~RO7(E, ThENh, KRRF. EFK3IME XEEFHE
HETHD)
TRINDILEYW BL. Z°DBAREETHY. ROITRGRH L)
INAOXFLETHY., ROZRURSHANFIETHZILED
WIS, ZIBAREETHY., RIIVRURMUALTI/IETHY., R
VRUVRVATIZNETHZEEWERL) .
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