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oddr], ddadr], AdEAE], dESALY], FFedEdr], EgdAdr], doludr], AgtolA
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47) 3pekA 7-1 WA 7-12 F,

Vi 0, S, C(Zsy) (Zsy), N(Zs3) T Si(Zsy) (Zsy) o]l
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7], slEGA Y], slEgzx7], CCu¥d7l, CiCoEAD7], CCud71d7], CCp&IA17], #Hd7], nlHd

71, "©edr], yzdr], EReddr], asolr-nlo|EReddr], ddEddY], AEGALY], EgHdy
971, FEgdr], dvgdr], smtEdr] 9 Egopxdr] FolA MeElEa,

g3 1 WA 39 A4 FollA dgea,

gd= 1 WA 48] A FollA dgea,
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g7 1 WA 79 A FollA dgea,
=
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=
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A7% 13
Ag&el lejA,
Ri, R2, Ry, Rs, R, Ry, Rip, Rog H Rpp> A2 FHAOR, 4, T4, -F, -Cl, -Br, -1, W7, od”],

n-EZ237], iso-ZZZ7], n-F87], sec-HFE7], iso-FE7], tert-FE7], oeldr], TEHAL7], FEHI],

HEAZ], o EA7], n-ZR2EA7], iso-ZREAT], n-F-E5A7], sec-HFEA7], iso-F5EA7], E tert-FEA
715

g4, -F, -Cl, -Br, -1, Aleti=r], #ld7] 2 v#Hdr] FoA A Hojx = X3ke, |ar], o4
71, n-EZ287], iso-Z2A7], n-F87], sec-FE7], iso-F87], tert-FE7], HEA7], oEAY], n-E&E
ZA7], iso-ZREA], n-FEAT], sec-H-FA7], iso-F-FA7] E tert-F-5A7];

AlEEddr], AERddY], AR, AR, AE2dAdY], ddr], vEdr], BeEdr],
E*ﬂﬂéﬂ Jeld”l, yzar], okzdld”], JAvAld7], opuzeEr], EF2udr], Avtolz-uo]lEF o
971, MxEFeddr], duzsreddr], ddddr], AdEdEr], GEHALY], SFedEdr], E
Hﬂﬂéﬂ gtoled7], AtolAld”], AHAE7], AeAdr], dEL7], HedAdr], Fedr], 2L,
omttELY], dHEAY], ElolEdY], oliEHoEAY], SAEDY], olHAREAY], dHHdr], AHAET],
deuigdr], dduAdr], JdEd7], oladsdr], JAuEdr], Fedr], A=y, olaFmedr], W
=F=ddr, Ol’\ﬂiﬂ 971, ZEEAEY], dEEEudr], Fsdedr], dxdsdedr],

Avkzelds], MEAUEYs], Asedsl, AdEGNYY], ofadndsl, sgESEds), uAds), W
Zﬂﬂﬂimﬂ @ Fehdsl, MxEesdy], AEABRY], AxElEY], Wro|hEolEAY], WHIA
£97), WEo|ASAEUY], EdolEy], HEFEUY], EololE], SATelEAs], EdelAdr], 7
EQ], ClEFed], tizdedds], Puedgds), MxuEdr], drEdzFeds], dzEd

ZE oYY, UZENZAENY], duEtEds), dUZEFed], OuzEEesds], duzEdg

71, olm|tzy gt d 7], oln|thz3| vt d 7], SAERI Y], ElolZ 23 td 7],
HizyzElgtdr], oAtEFeedr], opatagto]2-ule]E R o g dy], opAFMulEU Y], oo Wl FEtd 7],
opRtt i E| 2 Hd 7], ol ATHIEAEUY], Ju=IELY], A2 EYY], Jdu=FuEdr] 2 AE=27m)
=47 %

=4, -F, -Cl, -Br, -1, Aolx=7], wEr], od¥€r], n-ZT2H7], iso-EZ=2"H7], n-HE7], sec-F87],

iso-F-97], tert-F27], wHEAZ], AFA7], n-ZRZA7], iso-ZRZA7], n-FEA7], sec-FFA]7],
iso-F-EA7], tert-F-5A7], AE2HE7], ANE2IH7], ANEZFLE7], AE=2HAHLY], ANEZ2IAL”
Hd7], AAE Y], "Hadr], Agddr], dddr], HExEr], ofFudr], Avkdr], opvEE], %—%9‘
dd7], sdolE-nwolEReddr], MxEFeddr], txEFddr], dAdddr], AdEALY], AgE
gAY, EFoEY Y], EAdaEdr], dolddr], AgtelAldr], Adddr], ALY, JELY], H
eHAd7], Febdr], AEYT], ovtEYY], AHEYY], HolEd], olAHoEUY], FAEYY], o|HFAE
d71, FEvdr], FJHAD7], Yy dr], FAEr], JAELY], olaAEYY], JAvkELV], FEE],
A=), olaFEEdr], AxFA=edr], oaFsEdr], ZeaAdr], YzyYEr], FAxdEdr],

I,
71,

MEA YY), AEeds), MxAvEeds), Axedr], dAuEends), oaedds], AdESed
71, AAEY), Mzl EAs], MEFds], MEHeA D], WEAEA/], MREFEDY], Mol LE]
FEA7],  MESABUY], MR ASABAY],  EeopEds],  HESGED/,  EobrelEdl,

SAttorEd Y], EgjopAdr], JhEd7], tilxFebdr], dulxEewdr], tilxdEdr], NxhuEd
7], YZEAZFeI7], dZEdxE Y], YZENZEEAY], gillzrmtEdr], duzEFetdr], o
UYZEHe ALY, UZEAESYY], onjvzxygudr], ovaxdautdr], SAZ=ITdEY], Hel&
2aEdr], WixuzEgudr], offEFududr], opxpago|Z-uto|EF o dY], ofAFhEY Y], oA}
OMEFES), oA MEE o H ], opNEARUs], A EUs], AFZABAS], AeeAnE
7], DEZIEL 7], -Si(Qs) Q) (Qsz), -N(Qs1)(Qs2), -B(Qs)(Qs), -C(=0)(Qs), -S(=0)(Q31), -S(=0)5(Qs),
-P(=0)(Qs1) (Qz2) 2 -P(=5)(Qs)(Qzz) TollA el Holk stz Ak, AF2HE7], AF2AH7], AE=

A7), AFRAE7], AFRIAALY], A7, HEHdEr], Hedr], Agadadr], dudr], 4zar], ofF
dd7], AgAdy], olAuUZE s, Z2oddr], Avjo|m-vlo]ZRowdr], wWEZEZoddr], UNzrIE
eddr], ddddr], AdEdadr], dEHALDY], Ty, Egudddr], solddr], AgtolAd
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dEe Y], 4zaqaﬂ,m&g%aaﬂ,ﬂuﬂéﬂ,@zﬂm4§Mﬂ SIES S FINE ESSEE S
W22, MEELEUT], Mzl nEolEAT], MESAEDT], WrolasAhEd7], EelolEdr], HE
£97], awuwim1 Aol Y], Eejeldy], sHEY], UaxiFerd], dazeesds), o
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iso-F87], tert-F87], WEA7], o&FEAY], n-ZEEAV], iso-EZZZ£A7], n-FEA7], sec-HFHFA7],

iso-#5A7] B tert-F-5A7] FolA AdElE Ao sz AgkE, WAl a5, dzdEd aF, sdEd 2
W, FESHL S, ERpidd a5, soldl g, Aol s, dEd aw, dE aE, devd 2,
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Fe7], sec-FE7], iso-FE7], tert-FE7], dHEY], T2HL7], FEHI7], WEAY], dEA7], n-Z2
ZA7], iso-ZREAT], n-FEA7], sec-HFEA7], iso-HFEA7] L tert-FEA]7];
FT4a, -F, -Cl, -Br, -1, Alolx7], dd7] 2 njgdr] FolA Aded Hojx sz X3d, wWar], d€
7], n-E237], iso-ZEZ7], n-F87], sec-¥87], iso-FE7], tert-FE7], HEAY], A=AV, n-ZE
ZA7], iso-ZREAZ], n-FEA7], sec-H-EA7], iso-F-EA7] 2 tert-F5A17];

Hd7], A#Ed7], Hedr], dgudr], dddr], G4=zdr], okEddr], IuAldr], okAuZdEr], %
g7, *ﬁ}ﬂi—ﬂﬂ;?gaﬂ@ﬂ, HxEFeddr], gixzEFeddr], Adddr], AdEdL], <t
A7), SFedEdr], Egddadr], stolddr], AgtolAldr], HALHUEr], dAeAdr], FHEdT],
ElLifLrE‘r‘éﬂ, e eddr] 2 guxdEdr]; B

T, -F, -Cl, -Br, -1, Ao}y, wWl&r], o&7], n-Z287], iso-ZE3F7], n-FE7], sec-F27],
iso-5-97], tert-FE7], WEAZ], AEAY], n-EZRZA], iso-EZRZA7], n-FEA]Y
iso- - 5AI7] A tert-F-5A17] oA AEE Aok sum XSE, ASEALY], AFRIAAT], A2
71, AERREdr], AR AL, dAdr], viEdr], Eedrl, sigddr], ddr], dzdr], okEdd
71, AAuAld7], okduzer], EFeddr], LvolR-vlo]lEReddr], WlExEFeddr], HHllzsT e
971, ddEdr], ddEdd], FESALT], EFeTH Y], Egudddr], doladr], AgtolAdr],
AL E7], AepAdr], skEdr], gElxsebdr], guxEeddr] ¥ guzedEadr);

oA ABE A,

Rk R7F e om, Mz dgsto], sb7] sty 9= FAHE a5S Ik, dHRAEY e

sec-F-5A 7],

<s}8t4] 9>
g T X91 Pie .
(Re1)ber—— Ao Agz ——(Rg2)be2
’ X20

A B A= A2 SPFoR WAl 25, yxgd 5, d9E-N a5, EGA a2F, IJed 25, 2

I, JEvd aF, Asd 25, oAFEd 1§, HWxFsd

I%, UHlzEd a5, 2309 OF 9 JME a5 FolA A8,
=

Ry WAl Ro= A& BS9H O 4, F54, -F, Cl, -Br, -1, 3|=F47], Alefwr], YERY], ofv|t]
7], dlEgA ], dEgtERnr], X = HAH C-Ced 7], A T HASH -CpdAdY], 2%
T v EE C-Ce271E7], A3 e HXEE C-CeoZFA7], X% L= nAgd -C A 2L d7], X
b = WA EH GCplH A E 2947, A EE X3 G-CAEFRLAE7], X EE w3 -
CodlHlZAIZ2UAD Y], X3 = v X3E CChpolP 7], X3 = v A3E CCeotD S A 7], X3 = 7

A 8HE CCootdEI 7], A% e B SHE C-CodllHl 2ot 7], A8 Ee HAEE C-CopdllHl =t SA] 7],
218k = v 8k C-CodllHl ot e o7], A8 = nAghd 17F v Sue a5, A8 T HA
gd b A-0ES 2530 2a, -SiQ0 Q) (@), -NQD(Q), -BQD(Q:), -C(=0)(Q1), -S(=0),(Q) =
-P(=0)(Q)(Q) FollA Adejsfar

Q WA e AR Ss"de=R, F4&, FTF4&, -F, Cl, -Br, -I, 3=FA7], Aotwr], HE=RY],
ot 7], JlEgtA 7], dlEgtERx7], CCeZA7], CrCedAD7], CrCeod?1d7], CiCeodIA17], Cs
CAEZLA7], G CualHZAE2Y17], CGCAIEZEALY], CCpdlHEAEZLA D], CoCpotE7],
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oA e
b9l % b92E MR EHAORE, 1 Ul 109 45 FeollA g},
AT 17
Aol lel A,
Rs ¥ Rp2 M2 BgHor i, F54, -F, Cl, -Br, -1, Alolwr], WEr], o&r], n-Z2H7], iso-Z

237], n-F97], sec-F87], iso-FE7], tert-F97], oHdr], Z2Hd7], FEd7], HEA7], oAEA
7], n-ER2EZA7], 1so—i§%/\]7], n-F-EA7], sec-H-EA7], iso-HFEA7], ¥ tert-FEA]7]; ¥

44, -F, -Cl, -Br, -1, Aoy, #id7] 2 Hddy] FoM Aee Jojx stz 259, Wedr], od
7], n-2Z237], iso-Z287], n-F87], sec-F87], iso-FE7], tert-F&7], HIEA7], AdAFA7], n-E=
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7], n-EX2H7], iso-Z2Z7], n-F87], sec-FE7], iso-FE7] ¥ tert-FE7];
HAdr], v#Adr], gadr], yZzer], FFedHdr], avo]Z-nlo]ZRoddr], MxEFddr], yix
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[0001]

[0002]

[0003]

ZIHSd 10-2020-0076818

91
s @N ) @ s Qg.
NN O O
92 93 94

e EAEY sghe % olE I 7] BF bl wd Aojn,

v F 7] =

7] 233 A (organic light emitting device)™ AP3E AxEA, 2 Ao Hlsto], Alokzte] ¥
ZEHAEZE S8 EBRE ojydt, FEAIte] mEH ) 3L, FEAY 2 SHEE 540 Fsta vt
7}5 3.

A7 71 HF ke 71 A Al Sl w9, AV AldS AR AE 7% 99 (hole
transport region), WFF, HAX 5 electron transport region) 3 A12%= 373
AE TZRE M F . A7) A EZREYH FYE A AT T 998 ARete 23T oR oF
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[0004]

[0005]

[0006]

[0007]
[0008]

[0009]
[0010]

[0011]

[0012]

[0013]

[0014]

[0015]

[0016]
[0017]

[0018]

ZIHSd 10-2020-0076818

A AR FE 99 ARse wRBom oFah. Y] 4T L A

o |o
e
ot
ofj
o T
12
o
2o
2
ith)
ot
[0
ol
)
12
>,
r
D
>
12
=
)
2
>
o
%
)
o
2 4
>,
r
o,
)
N
0%
=
=2
S
N
2
0%

S EstE= A

ez 2y sge B olE 2T 7] BF AAE Alwshs Aolv.

9] 52 7
o SWe mEY, 7] A 12 A HE SHEAIZE sHEe] AlTdt:

<514 1>

N\ (R10)b10
72

(R30)b30  (Y4)m

(Y2)mz2 \ X

(R20)b20

<g}gka] 2>
X1
/> *
N
7] sk 1 &
A 7] shEA) 22 BAEE TFelA,
A7) g5k 1 4 2 F
X2 0, S == N(Ry)olar,

X 0, S, N(Ry), C(R)(Rs) =& Si(Ry)(Rs)o]aL

Y, 3 2 Y= 7\1§ E‘j)uﬁgi, C(RG)(R7) T Sl(R6)(R7)O]

Ry &, T4, F, Cl, -Br, -1, 3|=547], Aohwr], ERY], opn|twy], d=ehA|wy], s|=ekx

=7, Ak EE AAgE GCepEEr], A Ee HRASE GCeEAdr], AE E== A gd

CrCoo71d7], A% T HA2E CG-CopdIFA7], AZ e HA3E G-GAIEZLD7], A = 1 X%
H G CAIEREAE ], X3 T vXEE CChold 7], X3 T vXSE CCopoldSA17], X8 E= Y|
A2l Co-CoootEEl 27

], A% m= ¥ X3y 17 8-k E3oksl 15 (substituted or unsubstituted
)(Qs), -BQD(Q), -C(=0)(Q), -N(Q)(Qy),

divalent non-aromatic condensed polycyclic group), -Si(Q)(Q,

P(=0)(Q)(Q2) B -S(=0),(Q)(Q2) FollA Aexar
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[0019]

[0020]

[0021]

[0022]

[0023]

[0024]

[0025]

[0026]

[0027]
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Ri, Ro, Ri, Rs, Rs, Rz, Rio, Roo F Ry AE SHAOR, F4 T4, -F, -Cl, -Br, -1, s|=F47], Ao}
7], HERY], ofvyr], sl=siA| ], sl=gtxnr], A& Ee= vjAdE CCyodd7], A& T WA S
H CCe27d7], A& E= WA CCo71d 7], Ak Es v C-CodFA7], A& = v g
CrCoERLA7], A% L= HASE C-CpallHlzAE22¢47], A% e HASE G-CprlE=LAdr,
A% e X3 GCpdlHEAIZFZEAE 7], X3 e vX3E C-Cepobd 7], X3 B v A3kE C-Coof
HEA7], X8 e HXSE CCoobHE 27], A8 e HX3hE C-CoallHl =t 7], X8 e ujx] gk 1

7F Bk &9thst 15 (substituted or unsubstituted divalent non-aromatic condensed polycyclic
group), X & W|X|FE 17} v]-UES el 25T 15 (substituted or unsubstituted divalent non-
aromatic hetero-condensed polycyclic group), -Si(Q)(Q)(Qs), -BQ)Q), -C(=0)(Q)), -NQDWQy),

P(=0)(Q)(Q2) B -S(=0)2(Q)(Q2) FolA e 7,

Ri WA Rr, Rip, Rog B Ry T ©]2% 2 o] A&7|7} e s o2 (optionally) Mz Agsto] A& = H|A|

B CCo 7IRAIEY IF E& X3 5 v[X3E C-Cy dHZAEY 2158 FAsta,

ml % m27b A7 190 A9l Ry 2 Ree A= Adste] A& = HX e GGt EAEY OF, Be A%

EE HAEE GGy AEEAZY 2FS AL,

b10, b20 % b30S M2 EHHoZ 1 WA 4 oA Aele AGgeo]ar,

A71 A8 CCo7tHAIEE 25, AEE C-CotHAIZY OF, X8 C-CodllHZAEE 5, 3% (-
CooZd 7], A3HE CCoZAId7], A B CCe271d7], HBE CCoZFAI7], HBE CCoANEFRLA7], A
g8 C-CalHZAF2LA7], A8H CG-CAEF2L7d7], A8E C-CualHlZA 2497, X84 C

o} 7], X CeCootH A7), X8 CCoobHEIQ 7], e C-CodlHl 2ok 7], X8k C-Cyodll Bl Zo}
SA7], AFE C-CedllHlZoldEl 7], 288 17F v-33F H3ohs 25 9 A" U 0-0dS Sz

308 15e) A8 F Aojw s,

(

=44, -F, -Cl, -Br, -1, 3 A

=
CooZA7], G Co@AD7], CCo@7197] B CiCoo 21715

Iy
JPN

71, Aokl HE=RY], ofntnr], sluebxnr], slegkznr], C-

!

F54, -F, —Cl, -Br, -1, 3|=227], Aolwr], YE=RY], olutwy], segAwr|, sl=egtzxier], (4
GAIZRLEZY], G CllHIZAERZEZ7], CGCAIEEZEAEY], CGCo3lHEANZZEAEY], C—CaotE 7],
CoCon®FE A 7], CoCooFREI 7], CrCoodllEl 2ot 7], 17F v-3% S3dohst 1§, 7 v-w3d% s =5
g 15, -STQ) Qo) (Qis), ~N(Qi) (Qiz), -B(Qin) (Qi2), -C(=0)(Qu), -S(=0)2(Q11) 2 -P(=0)(Q11)(Q12) Sl

A AelE Holk stuE X3H | C-Ceo 7], CCep@ AL, CCeo71d7] E C-CooE A1 715

CCAERZLEZT], G B ZAIE2EA7], G CAEREEALDY], G Bl ZAE2EA D7), CCaotE 7],
CoCon®FE A 7], CoCooFREI 7], CrCollEl 2ob 7], 17F vl-as S3chsh 215 2 7 v-was sg=
P03 15

T4, -F, Cl, -Br, -I, 3=5247], Aoty YE=RY], oivtwy], s=eiAwr], d=egtzx7], (-
CootA71, CrCoEAL7l, CCand71'd7l, CrCo@A71, CCopAlE 2L A7], C-CdllHEZAERZEZ7], CCyp
AZF2LAD7], GGl HZAZ2LAE7], CoCepotE7], CoCaolE A7, CeCoolEE 271, Ci=Coodll Bl 20}
7], b A-gEE S9us aF, UF o3 SEH2Sduet F, -SiQe) Q) (Q), N(Qu) (Qw),
-B(Qu1)(Qz), —C(=0)(Qz1), -S(=0)5(Qn) F -P(=0)(Q)(Q) FollA AEEH Hojk stz X3FE, - AEE
A7), GCuallHZAZZLEZA7], CCAEEEAL7], CCpdllHEAZELEALY], C-CopoltE7], CoCaolE

SAI7], GGt El 271, CrCodllHl 2ot 7], 17} M-k Sevet 15 3 17F -3 dH 253
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[0028]

[0029]

[0030]

[0031]

[0032]

[0033]

[0034]

[0035]

[0036]

[0037]

[0038]

[0039]

[0040]

SIHE3d 10-2020-0076818
I R
=S1(Qs1)(Q32) (Qs3), ~N(Q31) (Q2), —B(Qs1)(Qx2), -C(=0)(Qs1), -S(=0)2(Qs1) 2 -P(=0)(Q31) (Q2);
Foll A dEE L,
A7 @ WA Qs Qu WA Qus, Qo WA Qs B Qu WA Q> AR 59402, F4, $54, -F, -Cl, -Br,
-1, 3 =EFAHY], Aotwr], UERY], oputiy], s|=gtAwr], dlEgzx7], (@ A7), (@A,
CoCood 71971, CiCooZFAI7], CoCroAlERL 7], CCalHZAIEZLA7], CGCAlEZLEA L], C-CypdllEl
ZAEFREALT], CeCeolE7], C-Ce3lElZotd 7], 17F v-&5 H3ohdt 15, 7F -4 du=25%
o3t 15, vEdr] 2 gAdr] FollA A=drt.

e Zuel waw, ALAT: ] AlATel dakE A2as 9 4] LA 4] 285 Aelo] wjAw)
I onRES TS 471512 BT, A7) f7150 47 S 12 wAE A 2Y e 1% ol
4 EFR, H7] wF 247 Aa

=

Bouge v Mae A4 5 dn oe 7 NS A S olE w54 ANdES Edd dAsa
AT AR A dRstaa Stk Boagel &vh % 54, ael3 2RES wysE gue =
WA BB FEsol e ANdES Fxshd oA glolth. T ¥ wge olslA AAsE A4
5ol @4sE Aol ol ke Yoz FEE S Ak

olste] WA NA, TFFTE i AT o Foli WAl A 5, = T
ke gola, st ol¥e] the 54E wE THLV ¥R S = Ae

ojate] dAlefel A, wF, g, FA Q4 T FEo] the Fi 9o = Al dvta & uf, the REe n
= Slell = st ofyeh, o gkl v B, 49 3 i

oA, Z=HeA YEL

ERAAE el BE fstel T faFel 1 A/ B EE F28 & A ,
o 7 el 2] W R gl deE e ez vehigene ® weel wEA wAE vl 34

94 g

271 AEEAIEY SES, a7 384 12 gl
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[0041]

[0042]

[0043]

[0044]

[0045]
[0046]

[0047]

[0048]
[0049]

[0050]

[0051]

[0052]

[0053]

[0054]

[0055]

[0056]
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<5514 1>

N\ (R10)b10
72

(R30)b30  (Y4)me

(Y2)mz2 \ X

(R20)b20
71 g8k 1 5, A2 33 28 FAEE 1Folth.

<g}gka] 2>
X1
/> *
N
471 g8k 2 5, X2 0, S EE N(Ry)olT.

9 FHAE wEw, A7) S84 1 F A a7 S84 2-1 UK 23 FolA A o shiz EAE F

o)
pos

X22

X5 g
Xaa X4
Ra X4 i3 X11\ X4 />7*
> * % N
| N/ X|1|3\ j:N/ XITS
Raz X4 Xz Xz
X2z
21 2-2 2.3
&7] g8k 2-1 WA 2-3 =,
Xl #gk A 2w ZIAE bbE FEskar,
X]]I__ U:L_ C(Rs])o]»l— 9% N BE'E‘ C(R52)O]J_’_, X‘lg% N &= EEL_ C(R)g)O] X]41_. N & C(R54)O]J_’_
X2 N EE C(Rs)OlaL, Xopi= N BE= C(Rep) 0L, Xos> N T C(Rep)olal, Xpu N B C(Re) oA, Xost= N I
= CRes) oA, Xog= N E= C(Rep)OlaL, Xgr= N e C(Rgp)olal, X N T C(Reg) 0]l

47) 88k 1% nl 2 n27k 22 191 A9l Xy WA Xy 3 Aol® skt Nelx
sz o238 ARl AF AbolEo]n

Ri1, Riz, Rt WA Rsy E Ry WIA] R AMZ HHA SR 4, F54, -F, Cl, -Br, -1, WE”7], d87], n-
Z297], iso-Z2Z7], n-F87], sec-¥87], iso-5E7], tert-FE7|, JdHEY], ZTEHI7], FHE7],
HEA 7], o EAT], n-ZEEAV], iso-ZEEA7] n-REAY], sec-F-EA7], iso-F-EAT], D tert-FEA
715

TTa, -F, Cl, -Br, -1, Aletx7], didr] 2 vgdr] FollA Aege Hox stz 28, ver], o
7], n-EZ237], iso-Z2Z7], n-F97], sec-FE7], iso-FE7], tert-FE7], HEAY], odEA7], n-%
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[0057]

[0058]

[0059]

[0060]

[0061]

[0062]

[0063]

[0064]
[0065]
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EAT), 1s0-ZREAZ], n-FHEA7], sec-F-EA7], iso-FEA7] B tert-FFA|7];

’\]%i%%‘ﬂ, AERIAY), AFRYY], ASEdEHEY], AS2FAdY], ddr], BEd], gedr, |

geldr], dddrl, vEdr], ofzdldr], AuAldr], okAuzEr], EFedUd7], Avte|E-uto] &R
g7, Lié%g—_‘lfﬂéﬂ, gulzZFoddr], JAdddr], AdEddr], dEALY], EFeTHDT], Ed
A7), stolaldr], AgtolAdr], ALeEr], AetAdr], AE5L7], Beddr], e, 2Ed7],
omttEAY], =LY, ElolEdY], oliEHoEAY], SAEDY], olHAEAY], dHHdY], ABAET],

devigdr], duAdr], AdEd7], oladedr], AduEdr], Fedr], A=y, olaFmedr], |
=F=dd7], Ol’\ﬂ”—liﬂ dg71,  zEERAdr], dzEEudr], Fsdedr], Hﬂiﬂ%%‘ﬂ‘éﬂ,

AREAD], AZAUTAD], NN, ALEILL, A2, A=A L), A, A
zﬂmqimn @ Fehdsl, MxEesdy], MEAERY], AEEE7], Wro|sEolEAY], WEIA
207, Wz £SAEAY], EejolE], HEFEUY], awuwim1,%4qszﬂ EejelA g7, 7
AE7], HlaFerds], cizeesds), duRASUs], AEuEY]), dredsFeds], dEe
zEosdy), YTENzAEAs], uzsuEs], s vﬂéﬂ JuzEEeddr], qUEEASY
A, elugaseds],  olvdzserdds],  SAEEdddds],  EeEEsdndl,
HEHRE T, AL, obsstol 2uol 7.0, oPAIE], eATaieh,
AT HEE oYY, oA MR EAY], AuwTBAY], AEZANTAY], AdusEAs] D QB

=971

FollA e

A7) 8k 1 F, X 0, S, N(RD, C(R)(Rs) EE= Si(Ry)(Rs) eIt

71 38 1, VR Ve AR SHASE CR)R) X Si(Re)(RDOIAL, ml2 0 B2 10]3L, m2e 0 ®

£ 1ot

d TS wad, 47 §4 1 F, nl D m27F 27F 001 AW, ml 2 m27h 247 1Y 4 9l
71 33k 1 5 mle] 091 Ao, Yol kA gk s 7

& o}, 471 mle] 0%l
& 517] gheha) AR mAE S ol

it

<s}shy 1A>

(R1o)p10
\
(Rso0)b3o / 1

\ _
A1//_\ N_x2

(Y2)m
2)m2 \ K

(Rzo)b20

271 3ekA 1 5 m2e] 091 A9-oll, Yo7 SAskA fenk. dE 5o, 471 m27F 091 A5, 471 38 1

& &7 34 BR BAE ¢ Aok
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[0066]

[0067]
[0068]

[0069]

[0070]
[0071]

[0072]

[0073]
[0074]

[0075]

[0076]

[0077]

SIS 10-2020-0076818
<5514 1B>

/ y (R1o0)o10
(Rsodoso (v,),., \

A

A1/— —

\ A

(R20)p20
& sl dE 59, 47 ml E m27F 747} 091 AS-oll, A7l shsk] 12 §h7] shebe] 1CE BAlE bk

<ggh4 16>

(R1o)b10
\
(R30)b3o / (

[aS e

\ A

(Rzo)n20
T sl dE 59, 47 ml E m27F Z47) 190 BSell, A7) shsk] 12 §h7] shebe] 1DE BAlE g bk

<gtst4 1>

/ y (R1o)o10
(Rsob3o v, \

e

Y, \ X

(Rzo)n20
A7) 8eka 1A WA 1D F,
A, Xi, Xo, Yi, Yo, ml, m2, Ri, Reo, Reo, b10, b20 B b30l theh Hm& & ®Alxol 7148 vhE Fxdict.
371 B 2 T Ry

A w7, sEgzer], A% £ oo

flo
+
b
ol
U
r
=

—Cl, Br, -1, sl=547], Aol=r], YERY], ofutxr], 3=
3}

(

188 C-CoodZ 7], A3 = HXEE C-CrdAIdY], A3 == H]A

G CCad71d7], A% = v C-CoE=A17], A$ Ee=

=
riet
i
o
o
(=}

>,
ull
o
i/
)
~N
ﬁ
]
=
o
=

A8 C-CAEREA D7, X3 s vASE CCeotB 7], X3 e HIXZE CCepotdSA7], A3 &=
= AXEE CCootHE 7], X3 e v ASE 17F A]-3% 539043 25 (substituted or unsubstituted
divalent non-aromatic condensed polycyclic group), -Si(Q)(Q)(Qs), -B(Q)(Q:), -C(=0)(Q1), -N(Q)(Q),
P(=0)(Q1)(Q) B -S(=0)2(Q)(Q) FollA A&},

A FHAE W=, ) R $o, FEA, F, O Br, o[, W=7, AR, 2], iso-ERA),

n—Fe7], sec-F87], iso-HE7], tert-F-7], olHE7], TrIAL7], FHEY], wWEAT], E5A7], n-=Z
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[0078]

[0079]

[0080]

[0081]

[0082]

[0083]
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REZA7], iso-ZR2EAZ], n-BEAT], sec-EFA7], iso-HEAT], L tert-FEA7];

T4, -F, -Cl, -Br, -1, Alolx7], dd7] 2 njgdr] FolA Aded Hojx sz X3d, wWar], o€
7], n-Z2237], iso-Z2E7], n-F87], sec-FE7], iso-FE7], tert-FE7|, HEA], NEAY], n-ETE

AT, is0-ZRFAZ], n-F-5A7], sec—H-FAY], iso-H-HAZ] B tert-F-5A7];

AERAEY], AEZRIYAY], AERHE7], ASRAEI7], AE2IAAEY], HAd7], BEdr], gedr], A
geidr], ddr], U=ZEr], okFuldr], duAdr], okuEzEr], ZFedUdY], Lvo]E-nlo]EF e
7], WixEFeddr], ydxEFeddr], Adudr, dAdEddr], dEAL], EFGEHIY], Ed
Hdedr], seledr], AgtelAldr], HHUE7] L AekAd7]; 2

4k, -F, -Cl, -Br, -1, Ao}y, wl€y], o&7], n-L287], iso-ZZI7], n-HE7], sec-FE7],
iso-F97], tert-F&7], wEAZ], AFA7], n-ZRZA7], iso-ZRZA7], n-FEA7], sec-FFA7],
iso-F-EA7], tert-F-5A7], AEF2HdE7], AS2IA7], ANZEZHLEY], ASEHAEHLEY], ASERIAAD],
A7), v=Edr], gedr], Agddr], Qdddr], bzdr], ok=ddr], dvAldr], oAUz r], EF9
dd7], zdo|E-nolEReddr], MxEFeddr], tHxEFoddr], dAdddr], AGEGDY], AgE
gAd 7], EFedE ], Edudadr], veludr], AgtolAldr], dAdeadr], AeAdr], 9EU7], ¥
gy, FEkdrl, AEYY], ovtEYY], AHELY], EHolEUY], oAEHEUY], SAREYY], o]FAE
d7], FEddr], dgAdr], FEnigdr], g dr], AEd7], olaAEdY], JAvEdr], FdUl,
Az dr], olaFEady], MxFAEadr], oaxFEddr], Teexdr], YZEydr], Fxiedr],
HlzF=Aedr]), fAuEedr], dxFAuEdr], AEsddr], ddEddr], oizagudr], ddEEY

E E
I2El e d7], MxdEdr], MxEelEdr], wxoliE

71, dAuAdr], WzelvgEdr], Wxsfebdr], Hl

obEd7], WESAEYY], WXoaFAREAY], EfeoEdr], HEHEAY], EHolHolEdrl,

SAtHelEA7], Egolxdr], 7hEd7], Hulxsfebdr], tizEeHdr], gquxdEadr], WxrhtEd

7], YZEdzFEI7], YZEAXE Y], YZEdNXAEA7], thilxsmtEdr], fduzEFedr], o

UEZEEeH Y], qUZELELY], oz dr], ovvzyeutdr], SAERY Y], Eol&
@)

298 ddr], WlxuzZERudr], ofxEFoddr], ofAtaglolR-ulo]EFoddr], o xFmtEdr|, oz}
OMEFERY], o iEE oAl ], opAtEAEUs], A B/, ABEATUS], AmobuE
71, AEZ2IEYL7], -Si(Qs1) (Qa2) (Qzz), ~N(Qa)(Qs2), -B(Q31)(Qz), -C(=0)(Q31), -S(=0)(Qs1), -S(=0)5(Qs1),
P(=0)(Q31) (Qz2) 2 -P(=9)(Q31)(Qzz) FollA Al Hojx stz X3, ASZHEY], AZ2A7], A2
Ael7], AZZHEH G, AEFZEAEY], ddr], vEdr], gidr], dgdedr], ddr], Uyxer], o=
dd7], JAAdr], oAUz EY], EF2ddr], aveolR-ule]EFoddr], MxEFoddr], gHxEF
Lddy], HAdddr], ddE-dr], tEFSAL Y], ZFo e dY], EdHdddr], doludr], AgelMd
7, Hgdddr] & FEetd

d FEdE mER, A7) R T2, T8, F, €, Br, -1, Aopwr], (@271 R CG-Co@E=A715

o, -F, -Cl, -Br, -1, Aletx>], #id7] 2 vj#dr] FollA deid Hoje shutz A&, (%27
1
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[0084]

[0085]
[0086]

[0087]

[0088]

[0089]
[0090]
[0091]
[0092]
[0093]
[0094]
[0095]

[0096]
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3l7] atskal 7-1 R 7-12 3 o FUR FAE 28 FoA A" 4 )

(251)95 . ¥ *
XN
O “(zﬁm b% oo Gms ot
PN L
7-3

(251)9 (251)(251)95

7-5 7-6 7-7
‘ ‘ (251)94
Z,
Gv (Z51)gs s ‘s ( 52)g5
Z, Z,
(252)93 (Z51)ga t ( 51)95
( 52)g5 (Zs2)ga
7-9 71 7-1 712

471 ek 7-1 WA 7-12 7

Vi 0, S, C(Zsy) (Zsy), N(Zs3) T Si(Zsy) (Zsy) o)L

Zo WA Zois A2 BRA0R, Sh, F4d, F, 1, Br, -1, SESA7], Alohs], YER], opri:
7], slEGA Y], slegzx7], C-Cu¥d7l, CiCoEAD7], CCud71d7], CCup&IA17], #Hd7], HlHd
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= HAEE 17 v-gEE SHEE5hE 15 (substituted or
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~
—~
&
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tert-¥-EA17], dd7], ndAdgr], Hedr], dgddr], Jdddr], U=ZEr], ofEdr], AupAldr], oAl
Uxgr], Z20dd7], Ado]RZ-nlo]ZRoddr], MzEFddY], gixEFodadr], dAdadr], ¥
GEYIY], GEGAYLY], EFeTHI], Eﬂlﬂéﬁlél stolgidy], AgelAldr], #Eddr], HAetAd
7], 7hEED 7], gizFebd ], guzxE e dr] @ gulzrAdEdr] FolA AgE 4= gl

d FEHAE w2, A7 Ry B R MNE FHYOR, 4, FF4, -F, Cl, -Br, -1, Alelx7], wW€7],
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A7), v#dAd7], "Hilldr], yzdr], EF28d7], 2go|R-ulo]ZF e dr], MxEFddr], iz
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=97]; 2

-N(Qi1) (Q12) 5

wEd, A7) skek 12 fAd = SEHEAISE e 8] 394 10A B 10BR #AIH =
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AN F G CoEIAE, 0An(Ad71A, A 7] CCeZ A7) stetas 2t 17F 158 9net
o, ole] FAHRL e, wEAT], odF5A7], oliAxZRISAY] Fo] EFHET.

B BAA T GG AIEREATE, B4 3 WA 109 17F X3} g8t ReAIEE O5S ousi, o€
TFAolE ANFRZEHY], ANFEHEY], AF 32

AX F CCAlEREd A= A7) GG AIERLA79 93 +28 2 27}
2 gAAM F CCp3lEEAIZEE 7=, N, 0, Si, P 2 S FoA Al Hojx e ez dAE agl-
HqA a2 Tad Bak 1 gx] 109 17 ZeAZeE 228 Jusiy, oo FAdds 1,2,3,4-SAEF

ol£8tyd”](1,2,3,4-0oxatriazolidinyl), EIEZ3| =252 7] (tetrahydrofuranyl), ElEZS|=2EQHd7]
ol XFHET. & HAA F G CuallHEAZEZL DA = A7) G CpdlHIZAEZLEA7]¢ sdst 25 2

= 27k A5 vt}
oAl T GCAEFRSAY7E B4 3 WA 109 17F ReAEY aFo A, ag Yol Holx dhte

ol AdES 7MY, WEHHA(aromaticity) S ZA ¥ IS ovlst, ole FAlddd= AlE=HHE,
AERIAAL7], AERRHELY] Sol 2FEY. 2 BAA T GCOAIEREAEATIE A7) G A EZEA

d7leh A3 725 2t 27F aES vEd.

B oA F CCpallBIZAIZRZLAL Y= N, 0, Si, P 2 S oA A Hojm shte sz 945 g

-4 QRN TS BAaS 1 YR 109 17} B agoza], g U] Hom site olF AFS

=tk A CCupdlElZAIER2S AL 7|9 FA G, 4,5-08=2-1,2,3,4-2AETo£Y 7], 2,3-H3=

2HFEd7], 2,3-Us =R eHdr] Fol x¥qET. E WAA F CCpilHEAFELAIANY]E 7] C-Cy
e A ZEEALD e} T T2 Z2e 27F 2FS n et

E AN T CCootE7E a2 6 WA 60719 7RAEE was Al~"lS 2H= 17}(monovalent) 1H<

ofmlatn], CeCepotB @ 7= ©ag 6 WA 60719 7hEAIZE WS Al 2'S 2k 27k(divalent) 155 9H]
gtk A7) CCeot 7)o FAdel s, ddr], Yzer] eI, AdEd Y], golgdr], Agto]A
d7] 58 2890, A7) CeCaotE 7] 2 CoCyotE & 7|7} 2 o] melE ¥gs H5-, A7) 2 o]4ke g
e AR F3E F Ak

B AN F C-CedllHl 2ol 7]= N, 0, Si, P ¥
A2A EFFeta gAg 1 WA 60709 FEHZAIE
olldll7l= N, 0, Si, P 2 S FollA Aes Hoj shte sHE dxs 1g-3A dA=ZA 238t @iy
1 WA 6071e] slEEAEE WS A~|S 2 27 25S vt 7] GCedlElZetd 7] o] - ool
=, Jhdr], dngdr], dgAdr], deaAdr], EgeiAdr], F=Ydr], oliaFi=edr] Tl
gETh. 47 CCedllEl o7 9 C-Codll Bl 2ol 77} 2 o] o] melE 3T A9, 2 o9 ngE

A= &FE 5 9

Folx g Aol shte] sz A% wel-34 4

S
g WS A2ES 2 U ase dvista, GCedllHl =

rlo e

2 HAA T CCollEZAI7IE -0Aie(A71A, AipE 71 CoCofb 2719 E 7HI713, 7] CoCool R El 7]
(arylthio)= -SAs(A714, A2 37] CoCootB719)E 7HElZ Y.

E— Ué k“}\i % Cl_cﬁ()ﬁﬂ Eﬂio}g’%}\] 7] (heteroaryloxy)T‘E —OAM(Oﬂ 7] /\1 s Al()./;*t‘ )231'7] Cl_Cg;()aﬂ Eﬂi°]’€7] 01:1 )% 7}'ﬂ

7131, A7) C-Ceodll Bl Zo}HE] 2 7] (heteroarylthio)E -SAs(A714, Aise A7) C-CedllEl 2ol 7)) E 71
E=
B owAax = 171 8)-EE % Fohsl 1E (non—aromatic condensed polycyclic group)& 2 olAbe] me]7t A

2 &= dx, 18 A4 dAEA gAvE xsteta, w2 "dATE B854 (non—aromaticity) & e
7 ag(dlE 59, Bag 8 WA 60 7HD) S ongt. A7) 7t Bl-wEs S30e 259 FAldd s
EFeudr] ol xEY. 2 AN F 27 v-BES S0 25 A7) U 8-S S0k aF
7 293 FRE 2t 27 2ES oulEt},
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B wAA F 17) v-weks de| 253 0kek 15 (non—aromatic condensed heteropolycyclic group)< 2 o]t
o 7t AE FFE Ja, 1 FA % 22 ' 2o N, 0, Si, P ¥ S S Aelg Hojx 3}t

JAHZ YRS Eetsta, Bx| ﬂzﬂﬂ WA Z2he 17 a8 (S 89, 8429 1 WA 602 7FE) S 9
wgtch, A7) 17F v - éﬂfﬂi&%} E’A TA el =, FMEYY] o] XEY. B WA F 2
7F v-wEE SE 2SS 252 4] F 8-9EE dEEEssius a5 59 FRE e 27 OF
< 9ugit},
= HAX F CGCeoZtEAIEY aFols, 18- YAEA BATS 238 B4 5 A 609 EiAlEE

T ZYAEFY O2FS 9u|dit. AT GCe?tBAIEE 258 WEE JEAEE OF £ -UEE Jle
59 7 Aok A7 GCo7tEAIEY T52 W
1

w9 7 Ao Ee, 7] GCZtRAISE el dd® Aol Aol met, 71 Ci-Co

—~
e
rlo
K
o g
s,
i
N
10
e
rlo
—
N
4
ol
=
rr
=
e
e

A

9-34 A4

5 =z
24, Ba(Fags 1 U 602 ole) 9o, N, 0, Si, PR S FeA duld Hojw she] s A
g ¥ ]

sk aFS 9r)sig.
By T A7 AFE CGCetHAIZE 25, XeE CCe7tEAEE 5, A% C-CodllHzAEY 1
F, AFE CGCAIZELZAAY], AEE C-CalHEAIZZLEAA7], A GG A Z2LA IR, X3

CrCoA M A ZRAALN], AR C-Cuobd A7), ABE GGl zoldar], ABE 27 M35 5%
nE %, ARY wh -3 MRt 2§, AW 0-GeRW7), ABY GG, AR
CrCo71d7), AT C-CuRFA7], ABE Gl 227, ABE OCalZAZ2S07], A8 O
CAERIALY, ARE CCoAHRAZFRAALY], ARE C-CuotR7], AR CCuold A7), g
CrCuol DBl 271, ATE C-CualElzoldr], A OCudlFlZela S A7), A C-CoslFlZ e 2],
Age Vb v-3gE S90E 2§ 2 A8 UF -l auesind age A F s
s,

FEECD, oF, L A, SR8, Aske], dER), b, sseA, dsaa,

Cl CGO ] CZ Ch()E‘.ﬂ]‘é7] CZ C()()EI.— ]é7] 2! Cl Cb()OL:'}\] 7]

44, -F, -Cl, -Br, -I, 3l

CAIZRLEZY], G CallHIZAIZEREA7], CGCAIEEEAEY], G C3lHRAZ2EALY], CCaotdE],
CoCoo®FEB A 7], CoCoooFEEI 7], Ci-Codl Bl 2ol 7], 17F v-3eE 3038 2F, U v-93% s =z%
Fobgt 15, -Si(Q) Qi) (Qia), ~N(Qi) (Qi2), -B(Qu)(Qi2), -C(=0)(Qu), -S(=0)2(Qi1) % -P(=0)(Q11)(Q12) el
A AgE Holm sz XghE, C-CeZ A7, GCedAE7], G Cod71E7] 2 CCodFA7];

[
i

A7), Alokwr], YERY], ofnyy], sl=epAwy], dl=kEey], G-

CCAEZEZY], G CpallEIZAIE2E7], CGCAERZEALY], G Bl ZAE2EA D7), CoCaootE 7],
CoCon®FE A 7], CoCooFREI 7], CrCollEl 2oF 7], 17F vl-as 3ok 215 2 17 v-wads se=
P03 15

Z50, -F, -Cl, -Br, -1, 3|=227], Aolxr], YERY], olutxy], segAwr], s=gtzxwr], (-
CaotA71, CorCoZEALD7], CCar71'd7l, CrCo@A7], CCopAlZ 2L A7), C-CdllHZAEZSZ7], CCyp
AEZLAD7], CCalHZAZ2LAE7], CoCepotE7], CoCaolESAI7T, CoCoolEE 271, Ci—Coodll Bl 20}
27], b v-9Es H908 a5, b 0-wEE dEHESIu8 1R, -Si(Q) Q) (Qs), N (Qx),
-B(Qu1)(Qx), —C(=0)(Qz1), -S(=0)5(Qx) R -P(=0)(Q1)(Qn) FolA AEE Holk stz X3H, (A2
A7), GCoallHZAZZLZA7], CCAEREAL7], G p3lHEANZEEALY], C-CopoltE7], CoCaolE
SA7), CoCootHEIR 7], CrCedllEl 2ok 7], 17h W-33=% S3ohst 15 9 17F v-was se 253chs
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L %
_Si(Qiﬂ)(QBZ)(QBB)y ‘N(Q:n)(Q.%z), _B(Q.’Sl)(QBZ), ‘C(:O)(le), _S(ZO)Z(QSI) ‘3’4 _P(ZO)(QM)(QSZ);
FolA e,
A7 Qu WA Qis, Qu WA Qs E Qp IR Qe A2 5HHo2, 4, F54, -F, Cl, -Br, -1, 3=54
7], Aletxer], UE=RY], o], sugAwr|, etz r], (o7, CGColAL7], CCeE7d
71, CCeo&FAI7], CGCoAlE2L7], CCalHZAISRZLA7], CGCAE2LA DY, CCodlHZAIEZS
AD7], CoCaotE7l, C-CodllHIZold 7], 17} v-was% F3vist a5, UF v-33=F H=53dvs 157,
g7 2 Edr] FedA dad S Q.

i

B wAA £ "Ph"2 #HE7IE gu]star, "Ne"S HEYE gu|star, "Et"S o€V E 9n|dtar, "ter-Bu"' Hi:
"Bu 'S tert-5E7]Z ou|Ela, "OMe"E WEA7]|Z o|n]Ehc}

2 wAA F omaEdr)s EHdriE XEE Hdr)nE 9n)sig, A7) "mjEd e, X877}
"CoCeo0bE 71" "X3HE Hd 7] e &3t

B wAaAd T "EHEdr]"= "EdrE 23k Hd o)t
712 A 3E CeCepobE 7]l "3 E FHd7] "ol &3},

i
o,
=)
o
iv

71 "EEd e, A7 "CeCeotE

BogAd F e R e, B Ak G @, AT 89 F ol%d dAskel AF A2 oJvidt,
oA, Tl W Al Hof, ¥ wHel U THNE Wi TR U f7) WY 24 getel o
FAGoR ARFTh. 7] P F A A BE ASAA T EF F A9 BIF B BYFe AR F
Qsiet,

EREN

[gdel]

3ol 1: 3IRLE 59 A
(1) =24 5(1) 9] sHA

©:CO0H : Jl o
NH SOCl, NH
_ =

@ - @

5(1)
Hk-$-82 7)o 2-(phenylamino)benzoic acid 10 g (1.0 eq 47 mmol)& Y& & AF AX3 o]F ALIIAE A
Ak, wEre 60 nLE ¥ 60 T XA AFaH wukalr), o] £x2 4251 SOCl, 6.1 mL (2.0 eq,
94 mmol)S HA3] Hrrskglrh. 60 CTo ZoA 12412 &t FFshH wHAIFTE, ol A2o= 23 7,
NaHCO; ¥E3}gd8 o] g8 FH3LE. kg0l F5H EFELS JdEHoMHE W FHFE ol &3l §7]

& FE30 T4 FAIEFS o83 A2 ADIE(Celite)E B8 o3t & $ulg 2% ARG, of
2 8.5

ARvEIYIE 3t FIHA 5(1)9) methyl 2-(phenylamino)benzoate

'H NR (500 MHz, CDCl3) & 9.52 (s, 1H), 7.91 (d, J = 8.0 Hz, 1H), 7.26 (t, J = 7.8 Hz, 2H), 7.23 -
7.19 (m, 3H), 7.18 (s, 1H), 7.01 (t, J = 7.3 Hz, 1H), 6.70 - 6.58 (m, 1H), 3.78 (s, 3H).
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(2) F2A4 5(2)9] $HA

THF
H

(o}
ol e
—_— _
@ @ ;
5(1) 5(2)
Methyl 2-(phenylamino)benzoate 8.5 g (1.0 eq, 37 mmol)= WrS87]o] Yu A& AX3 & 7‘”\7}*2 A3
t}. E}]EE}E]—O]CE%EP 400 mLE ¥ a2 3.0 M Methylmagnesium bromide 50 mL (4.0 eq, 150 mmol)
7hek & 3AIZE BoF wHkAIF Y. dsld Ry 8IS o]&dte] MEER F THT
S FE3IY AXAZAT. AR2A dbEEE STl YA %]”‘L% %‘— = 54
T J = g

[<) S
= > = [e) = S
ASHEF FENR THS BT F

%’Lﬂ}lﬂh’%ﬁ Zﬂif\lﬁ Agfe]ES 8 o3t & SvjE % AR, o] ¥ AY AmRvtEIYE

I NIR (500 MHz, CDCl;) & 7.38 (d, J = 7.7 Hz, 2H), 7.10 (t, J = 7.2 Hz, 2H), 6.92 (d, J = 6.8 Hz,
2H), 6.69 (d, J = 7.5 Hz, 2H), 6.13 (s, 1H), 1.58 (s, 3H).

(3) FZHA 5(3)¢] 3t

NO NH NO
A 2 2
L e OO
i o] Ethylene glycol N
5(3)
HkS-8-7]o] 2-chloro-3-nitropyridine 10 g (1.0 eq, 63 mmol)<S Yil AFAZEI o]F ALVIAE AL}, o]
& ofdd 5.76 nL (1.0 eq, 63 mmol)¥} JEeAZTF 100 nLE Pl 140 CTollA 8AIZF B¢k FFaH kAl
ATk, MSEF T kS8 U|E ARoR AFE B ZFS9 odolAHolEE o]&sle] F7E5S FEIaL,
T4 sabeltadlg o g AFRAA %ﬂﬂE%:%%<$4§l%W§<5”4ﬁﬂ o] & A9y AZvEIYAE F
ste] 314 5(3)21 3-nitro-N-phenylpyridin-2-amine 12 g (58 87%) & Lith.

' NIR (500 MHz, CDCl3) & 10.12 (s, 1H), 8.53 (dd, J = 8.3, 1.8 Hz, 1H), 8.49 (dd, J = 4.5, 1.8 Hz,

1H), 7.65 (dt, J = 8.7, 1.6 Hz, 2H), 7.42 - 7.38 (m, 2H), 7.21 - 7.17 (m, 1H), 6.83 (dd, J = 8.3, 4.5
Hz, 1H).

(4) FHA 5(4)¢] 34
NEN T meon
H

5(3) 5(4)

3-nitro-N-phenylpyridin-2-amine 12 g (1.0 eq, 55 mmol)3} SnCl,.2H,0 37 g (3.0 eq, 160 mmol)< ®WF-g87]
o Wi AF AFe & ALVlAE AHY. WE-2 300 mLE ¥ 60 ColA 2A]7Hs<F sHRshy wakA T

2]
= - fus
NaHCO; &S Yol T4S % wes T8I} F S5 B oAHopMHES ol&dtd #7ITS

o
o
oo
o
2
i)
ox
o
of
ol
o
ta
=
i
(2]
=
-0,
=
)

=
T

=
)

=

=

ol
=

D

)
o
o,
o

E!

=

D

oo
)
)

¥
fHo

'H NMR (500 MHz, CDCl3) & 7.84 (dd, J = 4.9, 1.5 Hz, 1H), 7.31 - 7.24 (m, 4H), 7.02 (dd, J = 7.6, 1.6
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Hz, 1H), 6.96 (tt, J = 7.1, 1.6 Hz, 1H), 6.78 (dd, J = 7.6, 4.9 Hz, 1H), 6.19 (s, 1H), 3.41 (s, 2H).

(5) =z+4 5(5)¢ A

ci
~-NH TEA /Q\!
I * o THF
N"N
H Br

5(4) 5(5)

NZ—phenylpyridine—2,3—diamine 0.5 g (1.0 eq, 2.7 mmol)¥} 4-bromobenzoyl chloride 0.59 g (1.0 eq, 2.7
mol)& 4871 9 AF ASP F AekeR ARG, ASASISEFE 10 s E S A

20 TR WHEY. o] £RE §A5h SelolHolnl 0.4 i AHE Arkd oF ALA 4N Bt i
t&ébiﬂr. W3s TR F T 2 ool HEE 019“3]'04 7155 FE3UT. ¥ St avEo
2 AxAA AolEE F3 A & &ujE SAZT. o] F tolEREwE @ ks o] &3 AAB8E F
sle] SHAl 5(5)Q) 4-bromo-N-(2-(phenylamino)pyridin-3-yl)benzamide 0.6 g (& 61%)S AAT}.

' NMR (500 MHz, CDCl;) & 8.24 (d, J =7.4 Hz, 1H), 8.19 (dd, J = 4.8, 1.6 Hz, 1H), 7.69 (s, 1H), 7.58

- 7.49 (m, 2H), 7.44 - 7.37 (m, 20), 7.33 - 7.27 (m, 20), 7.11 (d, J = 7.8 Hz, 2H), 7.07 - 6.98 (m,
2H), 6.53 (s, 1H).

(6) SZHAl 5(6)¢] 3t

_N stOH @
N\ N
Xylene u ,)—-@-Br
Z N

5(5) 5(6)
4-bromo-N-(2-(phenylamino)pyridin-3-yl)benzamide 0.60 g (1.0 eq, 1.6 mmol)ﬂ p-EFAEEL 0.10 g
QBSm,QMmmU%QP%ﬂ]L?7ﬂ%ﬁ£@§i§iﬂkéﬂ Jok. Addll 8 mLE ¥ % 140TolA
SAIZHEQE FFeh WRIAZATH, ¥HgEE F HSEU|E ARow A & F4ks Yo nAEAS It
d2 IAE FERZEFOE FHo EES o]&3 AAAHE ko] FIHA 5(6)21 2-(4-bromophenyl)-3-phenyl-

|
3H-imidazo[4,5-blpyridine 0.5 g (& = 87.7%) 2 A},

'H NIR (500 MHz, CDCl;) & 8.49 (dd, J = 4.7, 1.3 Hz, 1H), 7.83 (d, J = 8.1 Hz, 1H), 7.62 - 7.54 (m,
3H), 7.51 (s, 3H), 7.43 (dd, J = 8.1, 4.8 Hz, 1H), 7.41 - 7.37 (m, 2H), 7.19 (d, J = 8.0 Hz, 1H).

(7) shste 5¢] 34

Pd,(dba), @ O
P(t- Bu)3 N
K): >_©_ ~ NeotBu |l _ N/>—®—N

Toluene
5(6) 5

2-(4-bromophenyl )-3-phenyl-3H-imidazo[4,5-blpyridine 0.50 g (1.0 eq, 1.4 mmol)¥} 9,10-dihydro-9,9-
dimethylacridine 0.33 g (1.1 eq, 1.6 mmol)I+ Ega(yuldgdopAdZ)H 225 (0) 0.13 g (0.10 eq, 0.14
mmol)¥} Tri-tert-butylphosphine 0.060 g (0.20 eq, 0.29 mmol)¥} Sodium tert-butoxide 0.52 g (4.0 eq,
5.7 mmol)& W&~ ¥u ¥ 743:} T AL E AR, EF< 8.5 nlE ¢ wHEE7|dd Hof 3gE
ES 59 F 110 CTollA 3417+ <t & T TR §F ST R Ad2HlHIER fUSS
]’iidr. T At adlg o R AdxAA AuolEE 3 o £ 9 AZT. A9 a2vETY

< gEZ2dg 9 Ais ol &3 AFAE 3}3tE 5 (9,10-dihydro-9,9-dimethyl-10-(4-(3-

u
_O‘L
iz}
Rl
r!I
>
k)
o
= 3

o

i

[¢]

=
=

Aa—m-m



[0596]

[0597]

[0598]

[0599]
[0600]

[0601]

[0602]

[0603]
[0604]

[0605]

[0606]

[0607]

[0608]

ZIHSd 10-2020-0076818

phenyl-3H-imidazo[4,5-blpyridin-2-yl)phenyl)acridine) 0.54 g (& 79%)S 4ic}.

' NIR (500 MHz, CDCl3) & 8.44 (dd, J = 4.8, 1.4 Hz, 1H), 8.19 (dd, J = 8.0, 1.4 Hz, 1H), 7.91 - 7.80

(m, 2H), 7.63 - 7.55 (m, 2H), 7.54 - 7.43 (m, 5H), 7.37 - 7.31 (m, 3H), 6.95 (dtd, J = 19.7, 7.3, 1.5
Hz, 4H), 6.26 (dd, J = 8.0, 1.3 Hz, 2H), 1.66 (s, 6H).APCI-MS (m/z): 479 [M+].

Aol 2: SRLE 79 #A
(D) A 7(1) 9] $HA

NO,
H
N NO, &
I Ethylene glycol l

7(1)

4-chloro-3-nitropyridine 0.50 g (1.0 eq, 3.2 mmol)& Wr&7]o] Y XF ARE & AL7AE AU},

AqEANZTZ 10 nLe ¢ Ze2Fd Y wukA 7| FFEES =9 & Aniline 0.58 ml (2.0 eq, 6.3

mmol)& Yl 140 TellA 8AIZF &<t SFAIZIH WA T, Wb T8 § F/FTE HoJulal ethyl acetate®
3 7!

3

7158 FE3TE. Magnesium sulfate® AZRA|A Ago|EE 3 o3 & &u|E STEAZAT. o] &, A™
IRvtEaYyE Fale] F7HA 7(1)9 3-nitro-Mphenylpyridin-4-amine 0.57 g (& 83%)2 <Sit}.

HONMR ¢ 9.78 - 9.49 (s, 1), 9.29 (s, 1H), 8.25 (dd, J = 6.1, 0.5 Hz, 1H), 7.58 - 7.42 (m, 2H), 7.36
(dd, J = 10.8, 4.2 Hz, 1H), 7.32 - 7.27 (m, 2H), 6.95 (d, J = 6.2 Hz, 1H).

(2) A 7(2)°] A
NO NH
B 2 Fe R 2
b@: NH,CI b@[
_——_»
NH EtoH NH

7(1) 7(2)
3-nitro-MNphenylpyridin-4-amine 0.57 g (1.0 eq, 2.6 mmol)& Wr&7|o] Y1 AF AZX3 & AL7IAE
AP, NS 38 nlE ¢ kA Wi wRkAY SEES FHolil SFA7]IM wEkAIATE. Iron 1.5 g

(10 eq, 26 mmol)S ¥ £do Z HXEF wWHFAIZl & ammonium chloride 1.4 g (10 eq, 26 mmol)S S
11 mLoll =of Hrbe §, 2A17F Bt FFAIZIH WA Z Y. WkE TR F Agto]EE Fd filtration ¥,
=852 Aol il Ethyl acetate® 7|5 3=t th. Magnesium sulfate® HAFA|A Aelo]EE 31 oy
F gulEs FHAZG. o ¥, HIzEdw 2 A4S &% AFAS Biked FAl 1A N-

phenylpyridine-3,4-diamine 0.39 g (& 80%)<= AAT}.

ol

HNIR : 8.01 (d, J = 58.6 Hz, 2H), 7.34 (t, J = 7.8 Hz, 2H), 7.17 - 7.05 (m, 3H), 7.01 (s, 1H), 5.97
(s, 1H), 3.39 (s, 2H).

(3) SAHAl 7(3)¢] 3t

NH
F@: 2 cl o Ns
_ TEA
NH . o - _— . NN
THF H
i HN
Br Br \©

7(2) 7(3)

/\f—phenylpyridine—3,4—diamine 0.39 g (1.0 eq, 1.8 mmol)3¥} 4-bromobenzoyl chloride 0.40 g (1.0 eq, 1.8
mmol)& WHE&7lo €3 T Axd F Adi7t~E Agoh. THF 8 nlE ¢ E2t2aed Yol gEES 59
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&, Triethylamine 0.3 mLE HH3] A7iste] nRkAIFH Y. HHE $3 & FHSZ washingslo] A= JAE
o

o] 3}sto] F74A] 7(3)<1 4-bromo-MN-(4-(phenylamino)pyridin-3-yl)benzamide 0.54 g (& 82%)S AUT}.

1H NMR : 9.34 (s, 1H), 8.75 (d, J = 6.4 Hz, 1H), 7.94 (d, J = 8.1 Hz, 1H), 7.88 (d, J = 7.7 Hz, 1H),
7.69 - 7.62 (m, 2H), 7.58 = 7.49 (m, 2H), 7.51 - 7.43 (m, 2H), 7.39 - 7.32 (m, 2H), 7.20 (d, J =
Hz, 2H).

(4) SAHA 7(4) €] 34

(o] |N\

/@AEL,) —— N
AT Ty o™ O

7(3) 7(4)
4-bromo—MN-(4-(phenylamino)pyridin-3-y1)benzamide 0.50 g (1.0 eq, 1.4 mmol)S ¥Wrg&7|o] Y1 AF AZx
g 5 davkaE ARd. Acetic acid 10 mLE 9 EekaFo] Wol EES 59 5, 120 CTollA #7471
W WHRAFHY, ¥k F8 3 sodium carbonate FENoR FAoT UE T FHIFEZ oY il ethyl
acetate® 7152 FE3AUTE. Magnesium sulfate® AZA|A Afo]ES F3+ o3 T oS FA AT
o] &, fEE=dg 9@ IS o]gst AAAHE skl FIHA 7(4)0 2-(4-bromophenyl)-1-phenyl-1H

imidazo[4,5-clpyridine 0.28 g (& 67%)< AAT}.

1H NMR : 9.21 (s, 1H), 8.45 (d, J = 4.9 Hz, 1H), 7.63 - 7.51 (m, 3H), 7.51 — 7.40 (m, 4H), 7.35 - 7.27
(m, 2H), 7.20 (d, J = 5.5 Hz, 1H).

(4) 3tgt= 79] 944

O v YO
; ‘ s (L

B NaOt-Bu 4
@N@‘ Br N Toluene NZN S

7(4) 7

2-(4-bromophenyl )-1-phenyl-1A4-imidazol[4,5-clpyridine 0.50 g (1.0 eq, 1.4 mmol)™} 9,9-dimethyl-9,10-
dihydroacridine 0.33 g (1.1 eq, 1.6 mmol), Tris(dibenzylideneacetone)dipalladium(0) 0.13 g (0.10 eq,
0.14 mmol), Sodium tert-butoxide 0.52 g (4.0 eq, 5.7 mmol)S Wrg&7|o] Y AF AFI F ALVlAs
AR, Toluene 9 nLE ¢ Fgh=Fo Yol FF=EE < lﬂ Trl—tert—butylphosphine 0.060 g (0.20 eq,
0.28 mmol)E 7Fstal 110 TollAM 2A17F &k S7FA17]H wREAZ G TE F SHTE Aojua odo}
AHCIER F715S FE319 Y. Magnesium sulfate® 2 ]74 “FJrO] % e A% 3 SujlE SEAIFT
o] & Ayl ARvEIYI T dEolMEHclE ¢ oIS o83 AAAES TIt HFT SFE 7 (9,9-
dimethy1-10-(4-(1-phenyl-1H-imidazo[4,5-c]pyridin-2-y1)phenyl)-9,10-dihydroacridine) 0.35 g (5& 52
%) AATE.

NIO PN FJ

HONMR : 9.24 (s, 1), 8.47 (d, J = 5.1 Hz, 1H), 7.97 - 7.71 (m, 2H), 7.67 - 7.49 (m, 3H), 7.48 - 7.42
(m, 2H), 7.43 - 7.37 (m, 2H), 7.35 - 7.29 (m, 2H), 7.23 (t, J = 6.7 Hz, 1H), 7.03 - 6.86 (m, 4H), 6.25
(dd, J = 8.0, 1.4 Hz, 2H), 1.66 (s, 6H). APCI-MS (m/z) : 479[M+].

3l o 3: 3SR 99] FhA
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(1) =24 9(1) 9] sHA

N /@/m Q
l N ’
/ NH, @

9(1)

2-H 2Ry gd-3-ol% 4.5 g (1.0 eq, 26 mmol)3} 4-bromobenzoyl chloride 8.6 g (1.5 eq, 39 mmol)<= ¥+

L7719 ¥ g Az 5¥éﬁﬂH€%ﬂ»W HEZSlol=2Fed 72 nbEs ¥ A7 %25 0 T

S F=th. o] 25 E XSk Ed "ol 6.0 mLs 3] HIIg o] % Ao A 4A7F FF wEkeElSIT).

+S T2 & THT 2 dEolMHEE o]&ste fUFS FEIINY. 74 SAhviavEges Hx
o & GulE FUAHT. o] T AY A=ZnEY I ¢ tolFREde 9 S o] g3t

=704 9(1)¢1 4-bromo—M(2-bromopyridin-3-yl)benzamide 9.2 g (& 97%) S A},

H NMR (500 MHz, CDCls) & 8.83 (dd, J = 8.1, 1.8 Hz, 1H), 8.43 (s, 1H), 8.15 (dd, J = 4.6, 1.8 Hz,

M), 7.82 - 7.77 (m, 2H), 7.72 = 7.67 (m, 2H), 7.34 (dd, J = 8.1, 4.6 Hz, 1H).

(2) S 9(2)¢] 34

a | = CsCO
S
NN cul N~-0
H l / Br
Br Br 1,10-Phenanthroline N
DME

9(1) 9(2)

\
4

4-bromo-N-(2-bromopyridin-3-yl)benzamide 9.4 g (1 eq, 26 mmol), &t A& 13 g (1.5 eq, 40 mmol),
=3 (1) 0.50 g (0.10 eq, 2.6 mmol), 1,10-phenanthroline 0.96 g (0.20 eq, 5.3 mmol)S HPO%ﬂoﬂ
Yy JAF 1Axd ¢ davta=E Ago. geEAC g 210 nbE ¥ 80 Coﬂ*ﬂ 24A17F Bt SRSk kAl

A, HEFEE F THF 9 dYolAH o ER {f75E FEIATY. FEI VTS FF FlovseR
AZAZ & Ago|EE T3 Aqrs 7 & FIAFY. ] —?‘F ‘__—1_34 ARvEIYHE I FA 9(2)
2-(4-bromophenyl )oxazolo[5,4-blpyridine 5.2 g (& 72%)S AUc}.

I NIR (500 MHz, CDCl3) & 8.37 (dd, J = 4.9, 1.5 Hz, 1H), 8.20 - 8.14 (m, 2H), 8.08 (dd, J = 7.8, 1.6
Hz, 1H), 7.73 = 7.68 (m, 2H), 7.37 (dd, J = 7.8, 4.9 Hz, 1.

(3) §]_tﬂ—‘:’ 9/] tﬂ—/\-]

Pd;(dba) Q
N0 P(CBU); N0
Q<= - AL - Lo~
XN N NaOt-Bu N
H Toluene O

9(2) 9

2-(4-bromophenyl )oxazolo[5,4-blpyridine 3.0 g (1.0 eq, 11 mmol)™} 9,10-dihydro-9,9-dimethylacridine
2.5 g (1.1 eq, 12 mmol)¥} E|=(tpdlddlobrE)vZetE(0) 1.0 g (0.050 eq, 1.1 mmol)¥} Tri-tert-
butylphosphine 0.22 g (0.10 eq, 1.1 mmol)¥} Sodium tert-butoxide 4.0 g (4.0 eq, 44 mmol)-o— HE-S-8-7] o
Y1 A AF F A4S QG EF4 50 nLE ¢ wHSE7]o Yol IFEES [ F 30 TolA 1
AIZE FeE BRShH wNkAZYE, 9 F8 F SR 2 ddoMH ol ER fU]FE FEINUT. T At
avFeR AXAA AYgolEE B A F §ulE T AT AY AEeEaHY § fEEREdg o
s ol g3 AAHE Bt HF 3FE 9 (9,10-dihydro-9,9-dimethy1-10-(4-(oxazolo[5,4-b]pyridin-2-
yD)phenyl)acridine) 2.7 g (& 61%)< 4Ur}.

'H NVR (500 MHz, CDCl;) & 8.55 (d, J = 8.5 Hz, 2H), 8.40 (dd, J = 5.0, 1.5 Hz, 1H), 8.12 (dd, J = 7.8,
1.5 Hz, 1H), 7.56 (d, J = 8.5 Hz, 2H), 7.48 (dd, J = 7.5, 1.6 Hz, 2H), 7.40 (dd, J = 7.8, 5.0 Hz, 1H),
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6.98 (dtd, J = 18.2, 7.3, 1.4 Hz, 4H), 6.34 (dt, J = 12.9, 6.5 Hz, 2H), 1.71 (s, 6H), APCI-MS (m/z) :
403 [M+].

el 4: BeE 119

1) =74 11D ¢ 3

Br
Br
H Cu
N 18-crown-6
K,CO3 N
i 1,2-dichiorobenzene
11(1)

9,10-dihydro-9,9-dimethylacridine 3.0 g (1.0 eq, 14 mmol), 4-H=EHolo]eLwldl 5.3 g (1.3 eq, 19
mmol), 18-crown-6 0.30 g (0.080 eq, 1.2 mmol), T2](¥}-%1]) 0.47 g (0.52 eq, 7.5 mmol), ©APZH 7.9 g
(4.0 eq, 57 mmol)& WH&&7]o Ba g A3 5 ;”\7}/\3 iniE} L2-tolg==WAl 20 nLEs ¢ W&
49“7]"1] Yal 190 CollAd 2A17F S¢t @ity wwAZG. W T8 F ST R olHoAEHCIER fUSE

Zsh3ltt. F vladlgo® AxAA AZiolES Ed ol3} & §ulE FLEAIRT. o F 7%‘34 B
EZEHLQ% Z3ale] S 11(1)¢] 10-(4-bromophenyl)-9,10-dihydro-9,9-dimethylacridine 3.8g (& 72%)=
LA

I NIR (500 MHz, CDCl3) & 7.78 - 7.73 (m, 2H), 7.45 (dd, J = 7.6, 1.6 Hz, 2H), 7.24 - 7.20 (m, 2H),
7.00 - 6.91 (m, 4H), 6.25 (dd, J = 8.1, 1.4 Hz, 2H), 1.70 - 1.66 (s, 6H).

(2) =74 11(2)¢] 34

CHO
n-BuLi
DMF
I N I T '! N .l
11(1) 11(2)
10-(4-bromophenyl)-9,10-dihydro-9,9-dimethylacridine 3.8 g (1.0 eq, 5.2 mmol)& WF&7|d Y A& A
Z3% T ALV E Ay, HEGSoE2FT 8 nlE ¥l IFES [ T =gololo|~E o] &3y &%
2 78 TE wHZr}. o] %2 f4814 1.6 M n-FE8F 6.2 nL (1.5 eq, 7.7 mmol)E HH3] vh-3-87]0|
A7F g T 0% B9k wkeEIiTh, tiWlE EFolvlo]l= 1.2 ml (1.5 eq, 7.7 mmol)S ¢ ®WESE7]o] 7} 3 &
g2l A 3/\]7 ot wtelglth. v TR ¥ TR 9 dEolMH O ER f715S FESIYY. o Skt
IJUlFoE AXAA APolEE &3 o3 £ ulE FTAZG. o] & A" AZwEIHIE S35l A

11(2)21 4-(9,9-dimethylacridin-10(9/) -yl )benzaldehyde 2.4 g (& 74%)S LAT}.

I NR (500 MHz, CDCl3) & 10.12 (s, 1H), 8.17 - 8.10 (m, 2H), 7.56 - 7.52 (m, 2H), 7.51 - 7.47 (m,
2H), 7.02 - 6.96 (m, 4H), 6.36 - 6.30 (m, 2H), 1.69 (s, 6H).

(3) sHet= 11¢] 34

CHO
aniline
ammonium acetate
N + -
11(2)
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4-(9,9-dimethylacridin-10(9/)-y1)benzaldehyde 0.74 g (1 eq, 2.4 mmol), 2,2'-¥2]¥(2,2'-pyridil) 0.50
g (1.0 eq, 2.4 mmol), o}d® 1.1 ml (5.0 eq, 12 mmol), Y=F oFAEIOJE 2.3 g (12 eq, 29 mmol)= WH&
‘7)o Ya ¥ Az T AA7AE ANY. ofAEAE 15 nlE ¥ $F 120 TAlA 4A17F 59 374711

ﬂll

SEA AT W R ¥ RS UEFR £82 ogd FAS BAF F FR4R AT 2maFom
158 $EGSE, T4 BUaUEOR ANAD defolnF B okt A S FUAA. 2
JzviEaygy 2 tZ22dg 2 AALS o] &3k AQAA T HF 3gE 11 (9,10-dihydro-9,9-dimethyl-10-

(4—(1—phenyl—4,5—di(pyridin—Z—yl)—1H—imidazol—2—y1)phenyl)acrldlne) 0.61 g(& 45%)S AT}

I NIR (500 MHz, CDCl;) & 8.49 (d, J = 25.3 Hz, 2H), 7.87 (d, J = 8.0 Hz, 1H), 7.74 - 7.69 (m, 2H),

7.65 (t, J =6.9 Hz, 1H), 7.62 - 7.55 (m, 1H), 7.45 - 7.37 (m, 3H), 7.33 - 7.28 (m, 3H), 7.25 - 7.19
(m, 4H), 7.16 - 7.09 (m, 2H), 6.94 (dtd, J = 23.4, 7.3, 1.5 Hz, 4H), 6.24 (dd, J = 8.1, 1.3 Hz, 2H),
1.66 (s, 6H), APCI-MS (m/z) : 582 [M+].

Ao 5: 33HE 139 A

1) =74 131 e 3

(o] o]
7 A KBr
=N \= H,S0, T N N\
HRO, = \=
13(1)
1,10-phenanthroline 2.0 g (1.0 eq, 11 mmol)¥} Potassium bromide 2.1 g (1.6 eq, 17 mmol)<S WHSR-7]d]
Ha g Axd §F Aa7kAE AR 8718 0 T2 YAAR F, 4 20 ol R FAb 20 ml7h E9HE
LN 40 nLE 9 Feh=Ao ﬂﬂfﬂ A7kste] @il wHkAl7IH SR ES 90 F 100 TolA 3213 &<t &
Al71H WA T, WS FE F Sodium carbonate® FAHOE S H, THTE Aojulal ﬂliiﬂ]%gi
F715S FE539 . Magnesium sulfate® AZRAA AFoES E3l of3p & ZujE Z=dAF}. o] & oF
2EHe 2 eSS o83 YAAS E3e] F7HA 13(1)<l 1,10-phenanthroline-5,6-dione 1.3 g (&
54%)S D).

HNIR : 9.13 (dd, J = 4.7, 1.8 Hz, 2H), 8.52 (dd, J = 7.9, 1.8 Hz, 2H), 7.60 (dd, J = 7.9, 4.7 Hz,
2H).

(2) sHet= 13¢] 34

O QL NH, ammonium acetate
—_—
+ + Acetic acid
OHC—< >—N 7 VAR @

13(1) 13

1,10-phenanthroline-5,6-dione  0.50 g (1.0 eq, 2.4 mmol)¥}  4-(9,9-dimethylacridin-10(9H)-
yl)benzaldehyde 0.74 g (1.0 eq, 2.4 mmol), Aniline 1.1 ml (5.0 eq, 12 mmol), ammonium acetate 2.1 g
(12 eq, 29 mmol)S WHS&7]d Y3 F AxRZ & AA7MAE AYY. Acetic acid 15 nLE 9 Z279
Yol FIBES =0 5 130 ColA 16417 B¢t SFA7| wukA AT, ¥-e 28 3 sodium carbonate® =
AHog WE T Z=FFE AojUal o HolMHolER #7715 FE3F . Magnesium sulfate® 7AZFA|A A
ol EE Fe o7 & &ujE FLAZT. o] & AY ARvEIHY F oEES o]&g AAFS Tkl A
=z et = 13 (2-(4-(9,9-dimethylacridin-10(9H)-y1)phenyl )-1-phenyl-1H-imidazo[ 4,5~
f][1,10]phenanthroline) 0.50 g (=& 37%) & AAc}.

F

'HNMR : 9.21 (ddd, J = 9.8, 6.2, 1.8 Hz, 2H), 9.07 (dt, J = 23.2, 11.6 Hz, 1H), 7.91 - 7.83 (m, 2H),
7.79 (dd, J = 8.1, 4.4 Hz, 1), 7.74 - 7.68 (m, 3H), 7.67 - 7.60 (m, 2H), 7.51 (dd, J = 8.4, 1.6 Hz,
1), 7.48 - 7.43 (m, 2H), 7.32 (ddd, J = 8.5, 7.5, 3.1 Hz, 3H), 7.01 - 6.87 (m, 4H), 6.29 - 6.17 (m,
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2H), 1.36 (dd, J = 17.1, 5.7 Hz, 6H). APCI-MS (m/z) : 580[M+].

3o 6: 3SR 149 A

1) =7HA 14D e FA

Br

Br
H Cu
@[N :© 18-crown-6
+ B e——
K,CO,
o i 1,2-dichlorobenzene C[N:Q
(o]

14(1)

104phenoxazine 0.80 g (1.0 eq, 4.4 mmol), 4-bromoiodobenzene 1.6 g (1.3 eq, 5.7 mmol), 18-Crown-6
0.090 g (0.080 eq, 0.35 mmol), & (I+v) 0.14 g (0.52 eq, 2.3 mmol), BAZLF 2.4 g (4.0 eq, 17
mol)S RHSE7]e] Y1 XF Axs F AA7AE AR, 1,2-to|222WA 11 nlE ¢ fHSE7]d ¥

190 TN 24 59 AR DAAAG. B B F SHe U AGoHIHAIEE §138 F2HU.
F BLIGOR QAN BIEE FE A3} F e

3 = 7HA] 14(1)2) 10-(4-bromophenyl )-10/-phenoxazine 1.1 g

WA AT, o] & AW FARvlEYHE B
72%)'&‘ E?}T;}_

o

=
R
=
=
(=

I NMR (500 MHz, CDCl3) & 7.75 - 7.70 (m, 2H), 7.25 - 7.22 (m, 2H), 6.67 (dtd, J = 9.2, 7.8, 1.6 Hz,
4H), 6.60 (td, J = 7.6, 1.7 Hz, 2H), 5.94 - 5.88 (m, 2H).

(2) =74 14(2)¢] FA

CHO
n-BuLi
DMF
THF N
L0 L0
14(1) 14(2)

10-(4-bromophenyl)-104-phenoxazine 0.80 g (1.0 eq, 2.4 mmol)S WHg&7]o] Y1
Aot EﬂEE}a’o]‘:iE‘?} 8 mlE ¥ SF=S B F =eololo]~E o] &3}
.0l EE FX3EY 1.6 M n-FEEE 2.2 nl (1.5 eq, 3.5 mmol)

=

oft oft HN mju
AN S

ﬂ%ﬂﬁq. WYL Zolulo]l= 0.27 ml (1.5 eq, 3.5 mmol)S $ W& 7]o] H7} 3 T A4 3A7F
WHkElGiTh, W TR & SRS D dEHoMHER f715S FEIAUY. T Ibmlavse dx
AFA Aol EE EF3 o & s Tkl SHA 14(2)9 4-

s STAFT. o] & FAY A=nED
(10H-phenoxazin-10-yl)benzaldehyde 0.40 g (55 59%)S LUT}.

1H NMR (500 MHz, CDCls) & 10.11 (s, 1H), 8.16 - 8.08 (m, 2H), 7.62 - 7.51 (m, 2H), 6.71 (dtd, J = 9.3,
7.9, 1.6 Hz, 4H), 6.61 (ddd, J = 17.8, 10.1, 6.1 Hz, 2H), 5.96 (dd, J = 8.0, 1.4 Hz, 2H).

(3) 33tE 149 3A

0 ¢ D @%Q

L0 )

14(2) 14

4-(10Hphenoxazin-10-yl)benzaldehyde 0.28 g (1.2 eq, 0.97 mmol)™} N2-phenylpyridine-2,3-diamine 0.15 g
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(1.0 eq, 0.81 mmol)S Wk&&7]e Wi & 7Axg & AL7EAE AJTE. o EL 5 alE Yold ¥ 120 €
oA 3AZE Tt BRI WHAZY. WE FE F BIYEFOR FAS BHE F FHT Z dlgotAlE o]
ER f§7%E —ir%é}oﬂ‘ﬂr T At avg o R AxRAA AgolEE T o3 & &ujlE FLAIZT. o
T A9 aRvEadgy 3 gFza2de 2 daks o] 83 AAAHS 53t HF 3eE 14 (10-(4-(3-phenyl-
3H-imidazol[4,5-b]pyridin-2-y1)phenyl)-10HF-phenoxazine) 0.25 g (& 69%)S A Uc}.

I NIR (500 MHz, CDCl3) & 8.42 (dd, J = 4.8, 1.5 Hz, 1H), 8.17 (dd, J = 8.0, 1.5 Hz, 1H), 7.85 - 7.81

(m, 2H), 7.59 - 7.52 (m, 2H), 7.52 - 7.48 (m, 1H), 7.44 (dt, J = 8.7, 2.7 Hz, 2H), 7.35 - 7.30 (m,
20), 7.27 - 7.23 (m, 1H), 6.69 - 6.61 (m, 4H), 6.58 (td, J = 7.6, 1.7 Hz, 2H), 5.92 (dd, J = 7.9, 1.4
Hz, 2H).APCI-MS (m/z): 453 [M+].

Aol 7: 3IRME 259] $HA
(1) =714 25(1) 9 A

[e] o~
OH
on . oh Ph_ Ph
socl, PhL Ph MSA
NH @ #———— e e S
MeOH NH THE NH CHCI, N
i 25(1)

THS | a3 Az F A2tAE A
Rk THE 17 mlE § Zes=del 91 uvkAp7|Y Ess w59 §F 78 T2 ¥ZAAT. 1.9 M
Phenyllithium (3.0 eq, 7.0 m1)S HH3] Arlsta 147 ek -78 TollA WRIAZAT, ¥-&8AS 0 ColA
AR FQE WWRAITL H | deelA] 4AI7E Eot FUEH o R o wWkAFYh. Rk TR OF FRTE Aouln
chloroform@.2 F71%S %39, Magnesium sulfate® FAZA|A ATolEE £3 o7 & &u|S ZUA A
o ARAT HHEES kA £7]3 Chloroform 20 mLE ¥l 3ES %<2 ¥ Methanesulfonic acid 1

g WolE § 1§ %%*171”1 WA G, WS F5 5 sodium bicarbonate F&o® TS SHE
& =82 9 chloroformeZ §7]|EL 2. F4 Faluladlgoz AxA|F AflelEE E3l oy &
Srs e, 49 ﬂiﬂilﬂ4<?CMMdmm§ FAakS o] g3 AAAS Tt FhAl 25(1)
9,9-diphenyl-9,10-dihydroacridine 1.1 g (=& 73%)< AU},

HNIR : 7.26 - 7.15 (m, 8H), 6.96 - 6.94 (m, 4H), 6.89 (td, J = 7.5 Hz, 1.2 Hz, 2H), 6.83 (dd, J =
7.8 Hz, 1.5 Hz, 2H), 6.80 (dd, J = 7.9 Hz, 1.1 Hz, 2H), 6.28 (s, 1H).

(2) stet= 25¢] A

Q P?ﬁg‘u?)?s Ns ”TQ O Q
Cr-Or= ‘\x/‘ T u“’@N ®

25(1)

2-(4-bromophenyl )-3-phenyl-3H4-imidazo[4,5-blpyridine 0.50 g (1.0 eq, 1.4 mmol)™} 9,9-diphenyl-9,10-
dihydroacridine 0.52 g (1.1 eq, 1.6 mmol), tris(dibenzylideneacetone)dipalladium(0) 0.13 g (0.10 eq,
0.14 mmol), Sodium tert-butoxide 0.52 g (4.0 eq, 5.7 mmol)E WFS&7]o] Y1 JNF AZX3 T ALTAS
AYTE. Toluene 9 mLE ¢ Ze}x3d Qo] FAEEL =9 F Tri-tert-butylphosphine 0.060 g (0.20 eq,
0.28 mmol)E #7Fslal 110 TeolA 2A17F &<t FFA7IH WA ZTh, v £5 $F FHTE Aol oo}
AFC|ER f7]15S FE50th. Magnesium sulfate® AFAA Aol ES &3 o3t § &uj& TR
o] & Ad ARvEIHY F tESEIZHE F IS o] &g AAHE Tk HF sFE 256 (9,9-diphenyl-
10-(4-(3-phenyl-3H-imidazol[4,5-blpyridin-2-y1)phenyl)-9,10-dihydroacridine) 0.57 g (& 66%)&
AATE.

HNR 8.46 - 8.38 (m, 1H), 8.17 (dt, J = 10.5, 5.3 Hz, 1H), 7.81 - 7.72 (m, 2H), 7.60 - 7.53 (m,
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2H), 7.53 - 7.47 (m, 1H), 7.47 - 7.41 (m, 2H), 7.34 (dd, J = 8.0, 4.8 Hz, 1H), 7.25 - 7.20 (m, 6H),
7.11 - 7.06 (m, 2H), 7.06 - 7.01 (m, 2H), 7.00 - 6.94 (m, 4H), 6.92 - 6.86 (m, 4H), 6.39 (d, J =
Hz, 2H). APCI-MS (m/z) : 603[M+]

3l o) 8: 3SR 749 A

(1) =74 7414 A

N NO,
NH, |
N\ Cl N NH
@ - L, e
Z NO, Ethylene glycol
74(1)
Hk-S-8-7]0ol| 2-chloro-3-nitropyridine 10 g (1.0 eq, 63 mmol)S ¥il XFAZXI o]F AL7t2E YT, o]
S opbdd 5.8 mL (1.0 eq, 63 mmol)Z} dE@M=2]F 100 mLE YL 140 TCel Fabm wHkA
=]
, T

RS ER O RESRUIE o AHE F, TRTY dEAEH I ES o] &3t 7SS —%%5}1
it adlE o R AFRAA Afo]ER B o T &g FAZTE. o] & AY ARvED
ZZHA 74(1)€1 3-nitro-Mrphenylpyridin-2-amine 12 g (& 87%)E AAUT}.

24 o
=
L
m
_O‘L

' NIR (500 MHz, CDCl3) & 10.12 (s, 1H), 8.53 (dd, J = 8.3, 1.8 Hz, 1H), 8.49 (dd, J = 4.5, 1.8 Hz,

1), 7.65 (dt, J =8.7, 1.6 Hz, 2H), 7.42 - 7.38 (m, 2H), 7.21 - 7.17 (m, 1H), 6.83 (dd, J = 8.3, 4.5
Hz, 1H).

(2) =7A 74(2)] FA

l NS N02 I BN NHz
NZNH SnC1,2H,0 NZ NH
R
MeOH
74(1) 74(2)

3-nitro-Nphenylpyridin-2-amine 12 g (1.0 eq, 55 mmol)¥} SnCl,02H,0 37 g (3.0 eq, 160 mmol)S WH-&7
o,

=

Al

i)

of @3 F Axd F HAavt~E AR, dEE 300 nlE Wi 60 TollA 2A17HE<t 3HF3hH

NaHOO, 4891 Wol FAS @A WS TR F LRG 9 odopHoES ogd

zaod. T4 Pvllge AxAA A= F 4% F &ulE FRAAG. o F to|
A

S o] 88 AAALS E3he] F7HA 74(2)Q) N-phenylpyridine-2.3-diamine 8.2 g (5§ 81%)=

£y

7]

o
ofj
o

=

Hu
=,

ne
9%

' NMR (500 MHz, CDCl3) & 7.84 (dd, J = 4.9, 1.5 Hz, 1H), 7.31 - 7.24 (m, 4H), 7.02 (dd, J = 7.6, 1.6
Hz, 1H), 6.96 (tt, J=17.1, 1.6 Hz, 1H), 6.78 (dd, J = 7.6, 4.9 Hz, 1H), 6.19 (s, 1H), 3.41 (s, 2H).

(3) Z=7HA 74(3)¢] A

N

C[NHZ |:© (i:(:IC%: HaCO,C” : CO,CH;
—_—

CO,CH; H,CO,C Diphenyl ether

CO,CH,

74(3)

Methyl anthranilate (9.0 mL, 0.070 mol), methyl 2-iodobenzoate (30 mL, 0.20 mol), K.,CO; (22 g, 0.16

mol), Cu (0.90 g, 14 mmol) 28] Cul (1.3 g, 6.8 mmol) & WL &7]o] Y3 HF AXd & ALNAE
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ARt o] F diphenylether (80 mL)E il 190 CollA 6 &<t FFAZIM kA FH . SulE 7Hetste] Al
A T dyF IAE FAY WEES o] &35l B9 T ARl ARvEIYEZE FI FIHA 74(3)%0 =EA 31
A triester tertiary amine(22 g, & 75%)< AArt

lH NMR (500 MHz, CDCls) d 7.58 (d, J 7.7 Hz, 3H), 7.35 (t, J 7.6 Hz, 3H), 7.0 - 7.14 (m, 6H), 3.37 (s,
on).

(4) T3A 74(4)¢] 3

H,CO.C ; CO,CH; CH,zMg! HO(H3C)2C'; C(CH3),0H
SQ®

Ether/Toluene N

CO.CH; C(CH,),0H

74(3) 74(4)
Methyl magnesium iodide (2M) 45 mL (15 eq, 89 mmol)E FFAZX T HAE A& wHs&7]d @& & wnks}
Gd. FZHA] 74(3) triester amine 2.5g (1.0 eq, 2.0 mmol)= EF 4 70mlol =<1 & HAH3] vk &7]o ¥
o=t 110 CollAl 15A1ZF &<t 3RAZIH wkAI T, ¥be T8 §F 2oz 23 & e F3 A3
HeS T2 A7l & SHFTFE AU MCE F7]15S FE3F3TE. magnesium sulfate® 7ARA|A Ao EE
B3 oy ¥ Ay A=ZvE O (EA:Hexane = 1:5)& o] &3 WHS F3] FA 74(4)Q1 3kA 314 triol

amine 0.90 g (& 36%)S AIUT}. ' NMR (500 MHz, CDCl3) d 7.32 (d,J 9.0 Hz, 3H), 7.0 - 7.15 (m, 6H),
6.68 (d, J 7.3 Hz, 3H), 5.37 (s, 3H),1.67 (s, 9H), 0.84 (s, 9H).

(5) =7HA 74(5)¢] FA

HO(H;C),C” ; C(CH;),0H H3P04IH20 O O

N
C(CH,),0H
74(4) 74(5)
2o 85% QA F&AM(10 nL) & ¥e F 24

ZFA] 74(4) Triol amine(0.90 g, 2.2 mmol)a HES 8714

Zob kLo wWukEYTE. WFS 8 3 NaOHE Eaf 9%

FESATE. o] & ik 1%0}04 Ag AEnEIHIE 23
0

ﬁ ot

_O‘EFU

AR 5 %v¢i HollaL MC2 #7135
o] F7HA 74(5)Q1 BFQEA 1A triaryl
46 g (8 59%)S dArt. 'H NR (500 MHz, CDCly) d 7.37 (d, J 7.7Hz, 6H), 7.12 (t, J 7.8Hz,

mlo

=
<

to £y ol

amine
3H), 1.63 (s, 18H).

(6) Z=7HA 74(6)¢] A

O

74(5) 74(6)

B

=24 74(5) Triaryl amine 0.40 g(1.0 eq, 1.1 mmol)S ®WFS-87 3 A Axd = A5 AR
DMF 40 mLE 93 d5& o]&ste] 0 TR ¥g&7]8 WAt vh& vh&&7]el POCls 1.7 mLet DMF 5mLE
T2 Ws87|5 ¥Zst & A3 Hrista 204 ZdAo] & w7bx] wRkskgich, o] & 80 T2
T ZFEA7IH 15AIZE weksgith. Wk FE $, sodium acetateE F3 WS TA A & Wb
2 FZ3}9th. Magnesium sulfate® B8 AXA|7]a Aglo]EE £33 oy} & Ae gEulE 14
=3 FHA 74(6)<1 Al A 4,4,8,8,12,12-hexamethy1-8, 12-dihydro-4/~
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[0698]

[0699]

[0700]

[0701]

[0702]
[0703]

[0704]

[0705]

[0706]

[0707]

[0708]

benzol[9,1]quinolizinoacridine-2-carbaldehyde 0.29 g (

1
H NMR (300 MHz, CDCls) d 9.93 (s, 1H), 7.89 (s, 2H),
2H), 1.67 (s, 6H), 1.65 (s, 12H).
(9) §]_tﬂ—‘3 74/] tﬂ—}\‘]
CHO NHz
O O / NH
i EtOH
74(6) 74(2)

Af—phenylpyridine—2,3—diamine 0.14 g(1.0 eq,

benzol9,1]quinolizinoacridine-2-carbaldehyde 0.33 g (1.1 eq, 0.83 mmol) ®WF& &7 Wi A&
80 TollA 3¢&ESH FFAIZIM wRkAI T %

o] & AY Z=ZvnlE 1y (EA:Hexane 1:4)& &

ﬁ*ﬂ*EiWW¥O]TEmmM10m§?W}d
F SRR Aoula EAR Edl fivles FEsdth

o} Hexane & o|&3sfo] AAAs] =Tt

>

A aA HE SRehE

'H NIR (500 MHz, CDCl;) & 8.36 (dd, J = 4.8, 1.3 Hz,

2H), 7.55 (t,
7.7, 1.4 Hz, 2H),
2H), 1.63 (d, J = 7.4 Hz, 6H),

g 9: SIHE 839 #A
A 83(1)¢] A

J =17.6 Hz,
7.33 (dd, J =7.7, 1.4 Hz, 2H),
1.45 (s, 12H). )

(1) 1t
&

o
o

ohd¥ 5
FSER T ONSENE FLoE 4HFE T,
FA N FOE AXAA Ao ER BF o3t T §uE FRAAL,

£ 4> ;1 fo =
sl

}\
ZZHA] 83(1)%1 3-nitro-N-phenylpyridin-2-amine 12 g

I NIR (500 MHz, CDCl;) & 10.12 (s, 1H), 8.53 (dd, J

1H), 7.65 (dt,
Hz, 1H).

J=28.7, 1.6 Hz, 2H),

(2) =74 83(2)°] FA

2H), 7.48 (d, J=7.4 Hz, 10),
7.29 (dd, J = 8.0, 4.8 Hz, 1H),

7.42 - 7.38 (m, 2H),

FE 6705 A3t

7.42 (dd, J 7.6, 2.3 Hz,

Saes

74
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4H), 7.20 (t, J 7.6 Hz,

7.6 mmol)™} 4,4,8,8,12,12-hexamethyl-8,12-dihydro-44

AzH 3

%hru

74 0.11 g (T% 26%)3 on\]:]_

1), 8.17 (dd,

(75 871 =

= 8.3, 1.8 Hz,

J = 8.0,
7.44 (dd, J = 6.8, 5.5 Hz,

1H), 8.49 (dd, J = 4.5,
7.21 - 7.17 (m, 1H),

1.3 Hz, 1H), 7.65 (s,

2H), 7.38 (dd, J =
7.18 (t, J=7.7 Hz,

71ell 2-chloro-3-nitropyridine 10 g (1.0 eq, 63 mmol)& Wil & 2T o]F AL7t2E gt o
8 ml (1.0 eq, 63 mmol)} A== 100 mLE P 140 TollA 843t 3] HkA) 7
%%#ﬂ—ﬂﬂﬁwlﬂéé-ﬂ%&@ TleE FEetaL,

°of ¥ A¥ A=mvlEIYE F3)
At

1.8 Hz,
6.83 (dd, J = 8.3, 4.5

3-nitro-N-phenylpyridin-2-amine 12 g (1.0 eq, 55 mmol)¥} SnCl,02H,0 37 g (3.0 eq, 160 mmol)E WHE-87]

a &l
NalCO, F&olg dol F4& %d wee Ty ¥
FEegn. T4 FadEoR AxAA deolEE FF o3 ¥
/B Ak o g3 AURE Bt i
o

' NMR (500 MHz, CDCl3) & 7.84 (dd, J = 4.9, 1.5 Hz,

Hz, 1H), 6.96 (tt, J=7.1, 1.6 Hz, 1H), 6.78 (dd, J =

_89_

= = 2~
oI t%]

=

7.6, 4.9 Hz, 1),

6.19 (s,

2T7FAE AP, wERE 300 mLE Y3 60 ColA 2A17HE¢E sRsly wukA] T,

ol Elo] EE o] &3] f7TS
LS SFEAAT. o] T tolEFE R
Z74A] 83(2)Q1 N-phenylpyridine-2,3-diamine 8.2 g (& 81%0)E I

M), 7.31 - 7.24 (m, 4H), 7.02 (dd, J = 7.6, 1.6

1H), 3.41 (s, 2H).
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(3) =74 83(3)¢] FA

NH, NO,

B

ENIC' DMF | P
+ e N NH

Z NO, NaH
CN

CN
83(1)

4-aminobenzonitriles 2 = W3
Yi AEax o F AAE AR IFE Wil 307 A% wwkgk & 2-chloro-3-nitropyridine® %3l

100 TColA 9AI7F & FAZIH WAIRAT, 9 F8 §F SRTE S FAA F AUl ethyl
acetate® 712 Ath. magnessium sulfate® FAXAIA Ao EE T3 o3 F &ujE SEAZT.

o] AYFREnEL Z3le] FZHA] 83(1)2l 4-(3-nitropyridin-2-ylamino)benzonitrile 0.95g (&%

2 4
e
W o

;ﬂ
31%) S AU,

" ONMR (500 MHz, CDCls) & 10.36 (s, 1H), 8.85 - 8.29 (m, 2H), 8.08 - 7.76 (m, 2H). 7.81 - 7.50 (m,
2H), 7.02 (ddd, J = 19.9, 8.4, 4.6 Hz, 1H).

(2) 74 83(2)9] ¥HA

NO, NH
S 2
N/ e ~

NH MeOH N” "NH

CN CN
83(1) 83(2)

i O
&= AA3] 7} A Tin(1D) chloride dihydrate 1.9 g (4.0 eq, 8.3 mmol)E& Za¥ Yith. ©]$ 80 ¢
IAIZE 302 &<t BFAI7IH WRAIZH Y, HbE F5 % sodium bicarbonateZ WS F
ethyl acetate® 7|5 F=33tF. magnesium sulfate® ZAZFA|A Ago|EE F3t oy & fuj=
Aok, ol%F AY ARvEIYIE T3l FIHA 83(2)2 4-(3-aminopyridin-2-ylamino)benzonitrile 0.42 g
(5 96%)S IUT}.

I NMR (500 MHz, CDCl3) & 7.94 - 7.81 (m, 1H), 7.61 - 7.52 (m, 2H), 7.41 - 7.34 (m, 2H), 7.13 - 7.04
(m, 1H), 6.92 - 6.82 (m, 1H), 6.52 (s, 1H), 3.45 (s, 2H).

(3) =74 83(3)°] FA

©:NH2 ©:| Ay H;,COZC/@ CO,CH,
+ B EE——— N
CO,CH, Diphenyl ether C( \©

CO,CH,

83(3)

CO,CH,

Methyl anthranilate (9.0 mL, 0.070 mol), methyl 2-iodobenzoate (30 mL, 0.20 mol), K,CO; (22 g, 0.16
mol), Cu (0.90 g, 14 mmol) Z2]aL Cul (1.3 g, 6.8 mmol) & Wrg &7]d ¥Yu XF 1x3 F ALrxrs
Ak, o]3 diphenylether (80 mL)E 2L 190 CollA 6Y F<t SFA 7] AT, &

At F dejx 1AE EASE e o] &ste] Bl ¥ AY ARvEIYEE FI F7

A triester tertiary amineg LAT}t 22 g (& 75%)

_90_
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' NMR (500 MHz, CDCl3) d 7.58 (d, J 7.7 Hz, 3H), 7.35 (t, J 7.6 Hz, 3H), 7.0 - 7.14 (m, 6H), 3.37 (s,
9H).

(4) =7+ 83(4) ¢ A

H,CO,C ; CO,CH, CHMgl HO(H;C),C ; C(CH,),0H
N —_— N
@( Ether/Toluene @(

CO,CH, C(CH,),0H

83(3) 83(4)

Methyl magnesium iodide (2M) 45 mL (15 eq, 89 mmol)& HFAX & ALE A L7 W & w3}
Atk.  =7HA 83(3) triester amine 2.5g (1.0 eq, 2.0 mmol)& =74l 70mlol < F A3 wHE &7
dojErh, 110 TolA 15A1%F &<t A7 wukA[ T, jEE 5 & F2o0= A3 & 3AbS g3l 139
S T4 Al & SHTE Aojdlal MCE 7715& FZ33TF. magnesium sulfate® AFA|A AgolEE
%?_{ o3 & Axl I=EuntEad 3 (EA:Hexane = 1:5)E o]&3F WHS E3)] 3k 14 triol amine 0.90 g
(& 36%) S EATt.

'H NMR (500 MHz, CDCls) d 7.32 (d,J 9.0 Hz, 3H), 7.0 - 7.15 (m, 6H), 6.68 (d, J 7.3 Hz, 3H), 5.37 (s,
3H),1.67 (s, 9H), 0.84 (s, 9H).

(5) Z7HA] 83(5)¢] A

HO(H3C)20/© C(CH3),0H H3PO,/H,0 O O
SNe Jb

C(CHy),0H

83(4) 83(5)

Z=7rA 83(4) triol amine(0.90 g, 2.2 mmol)% WS &7]d) ¥ 5 85% QA 84 (10 mL) & ¥ F 24

b Bot Ao wHkESith, Hke 5 5 NaOHS 53 W8S £2 A7 T SHFEE i MCE F7%

S FE319H. o] 3 WS 01 sto] Ay AZmEIYIE st FIHA 83(5)Q0 kA 1A triaryl
0.46 g (58 59%)S LAr}.

>z°

amine
' NR (500 MHz, CDCl3) d 7.37 (d, J 7.7Hz, 6H), 7.12 (t, J 7.8Hz, 3H), 1.63 (s, 18H).

(6) =74 83(6)°] FA

O O Pocx3 O O ”

¢ -

83(5) 83(6)
< 7FA) 83(5) Triaryl amine 0.40 g(1.0 eq, 1.1 mmol)S WHE&7|o] Y11 ¥y A3 T ALVIAE 29U},
DMF 40 mLE Y11 9&8 o83l 0 CE ¥h-e87E Yztsloitt o= wkg87)d POCl; 1.7 mLe+ DMF 5mlLE

e T 0 T2 vs87|E ¥Z4st & dAds] Hrista g2 ZAo] & w7bx] wRkskgich, o] ¥ 80 T&E
225 &9 F 7FEA7IH 16A1ZE wkEklek. W T8 F, sodium acetateE FS| WS TE A & b
& §dE& MCE F2319 ). Magnesium sulfate® ES {AFA|7]aL AHo|EE T3 o3 & A" J2uleE 1
& =3l ZZHA 83(6)¢l A LA 4,4,8,8,12, 12-hexamethy1-8,12-dihydro-44#
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benzol[9,1]quinolizinoacridine-2-carbaldehyde 0.29 g (& 67%)S LAr}. H NMR (300 MHz, CDCls) d 9.93

(s, 1H), 7.89 (s, 2H), 7.42 (dd, J 7.6, 2.3 Hz, 4H), 7.20 (t, J 7.6 Hz, 2H), 1.67 (s, 6H), 1.65 (s,
12H).

(9) 33t 839] A

CN

CHO e @
O O NP NH _LEOHInCl
& * © —owF L/\[ O&
O CN
83(6) 83(2) 83

4-(3-aminopyridin-2-ylamino)benzonitrile 0.16g (1.1 eq, 7.6 mmol)¥} 4,4,8,8,12,12-hexamethyl-8,12-
dihydro-4Hbenzol9,1]lquinolizinoacridine-2-carbaldehyde 0.28 g (1.0 eq, 0.71 mmol)¥} Indium chloride
0.020 g (0.10 eq, 0.070 mmol)& Wh& &7]ol ¥ &g HAx3 F dA47k2E AHRlvk. o] F Ethanol 10 nL
£ A7E § 80 TolA AIRE &<k SFAZIM WA, vhg T8 5 Agste] &uiE A 2
g g 870l da JE Az F AAavrAE Aok whEE71el DIF 10 nbE ¥ 100 TellA 9AIZE
SFA 7| wHkA T, B 22 F ethyl acetate® F7]1%L #3359 th. Magnesium sulfate® 745‘.’\]7:]
ol ES 53 o7 & APARvtE 9] (FAHexane 1:4)E F3lo] AF 3¢E 83 0.20 ¢ (& 490)<

ATt

alx
=
K

r12 i) r$ 2

'H NMR (500 MHz, CDCl3) & 8.36 (dd, J = 4.8, 1.4 Hz, 1H), 8.19 (dd, J = 8.0, 1.4 Hz, 1H), 7.85 - 7.78
(m, 2H), 7.62 - 7.49 (m, 4H), 7.44 - 7.32 (m, 5H), 7.16 (t, J = 7.7 Hz, 2H), 1.66 (s, 6H), 1.46 (s,

471 BFE o9 B =Ek 99 ¥4 42 H 43 48 Fxste] Ve wokl sdd olsol 1

2 S
4 BEe gelst 4% & 9l

&3k AR F, 108 Bt x}SMO ZAbskaL g of m=FAA Ao JAasagAd o] Fu7iws dAs
ek, 713 el 94 AEFATOoRA FTAE 24 NPBE WF FASte] 40A FAR PG §, o]olA
AEFER BH nlP 10 A9 FAR g FH3] FF5ETE A5 derds Al de 99
mCBPE T H] 15 : 8502 A TF3ke] 200 Ae] FAR FTS At ololAM BT Rl A
F5 o2 EILL Al FAE A St Al A5E YFo=HN F

S 300 A9l AR FA3 T AlE 1200
7] AA EF 225 Az Sl

% ,‘& aee =g

NPB mCP mCBP ETL1

A 2 WA 7 & Hwd 1 WA 4

BYE YA P AFE 9 A E 1 AAE BFES 2% AEH AL Asdstas, A 13 S5
of §7] WY 2% Agsant,

_92_
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& <
oo otEH0

BH1 BD1

N=
Rl

N

o

[0742] ¢
[0743] [H7}dl ]
[0744] 7] AN 1WA 7 D e 1WA 4olA ARE f7] B 2] dste] ARUE 10 mA/en oA ] TE

1
Ael, AFESE % g% 42 F8S AF-AYA (Kethley SMU 236) 2 3|%A] PR650S o] &3le] SAHdt 1
A3E F 19 Y.

* 1

[0745] S SsHE TE At AF af o A mE

Q) (cd/A/y) (%)

A 1 3158 9 / mCBP 4.3 13.5 5.4

AA 4 2 88 11 / mCBP 4.2 13.9 5.4

Al 3 3}3E 13 / mCBP 5.6 13.8 3.9

AA 4 4 3}3E 14 / mCBP 5.4 13.9 4.3

Ao 5 3}3 % 25 / mCBP 7.5 17.3 6.6

A4 6 3}et&E 74 / mCBP 5.5 15.9 5.9

Ao 7 313HE 83 / mCBP 5.2 18.0 5.5

o 1 33 BD1 / 3}3HE BHI 7.5 6.5 3.5

Hlwle] 2 315HE A / mCBP 5.1 13.5 5.3

Hl3le] 3 315 B / mCBP 5.9 10.8 3.6

Hlwe] 4 3}stE C / mCBP 4.8 12.6 4.0
[0746] X 194 B npe) o], B o] SIsHES Wyl ALES AAld 1 WA 79 {7 #F axbe, vlad 1
WA 49] f7] #F Azpel vlE FERYge] Fed oAU ¥ W, 95 A a&o] 5% FEolAY

g Eom, AF ggo] FE= S gl

[0747] B oagel] is) 7] FAd 2 A dE Faste] dwaiglont, ol dAAd A Eykei, B O &
s 7l woke B AAE 7HRl AlEhw o2 NE thde By W ieek g A7) sbsEithE e o
sl Aok, wepA 2 O] A Ve REee ARd SATHAY Vs ARl o8 A
of g Zlojt},
Reol 4

[0748] 10, 20, 30, 40: 57] @33 AAt

110: A|14=
150: 715

190: A27

Bl

210: A|1743

ol
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