CN 110746412 A

(19)hie \R X FIEE SRR ZIRE

4D (12) £ BBE FIFR A

(10)EIFATHS CN 110746412 A
(43)EIE AT HE 2020. 02. 04
(21)ERiBEE 201810816658.8 CO7D 401,/14(2006.01)

(22)ERiEH 2018.07.24 CO07D 405/10(2006.01)
CO9K 11,06(2006.01)

(7T EIFEAN EECHE B IR A A HOTL 51,/50(2006.01)
Hohib A S VSR T HOTL 51,/54(2006.01)

(T)RBAAN B BEE HAfh BIRE
B ims KIS

(74) ZFKIBNA Jb 5 = AR AR R
A 11127
KA Bk
(51)Int.Cl.
CO7D 405/14(2006.01)
CO7D 409/14(2006.01)
CO7D 401,10(2006.01)
Co7D 239,/26(2006.01)
CO7D 401,/04(2006.01)

PORIZESRAE50 BEWI452300  FEEI3TT

(54) ZBR &R
229,918 7 HUR 1) 2R B g AL ) K
AN B CHAT
(57)1HE 280— |
BRI K — T2, 98— AR — o 0
R E A G ) S AT FZAL S VBB AL ALR G o
Az B UL TR (1) o, o, Xa Ak ]

250— |

ae
245 |

240 |

230 |

20— |

Elt)\‘\

(Apa & .




CN 110746412 A W F ZE Kk B 1/5 T
L. —Fhe29, 9-43 — 2 B 2R SR ng A &4, Hog DL R b= (D 2o,

(A
2= D

Hb, i RN G R BR LB (C6-C30) 753 BB R LUK G-F30-J0) 24
755

ARG IR ECR 2 B (C6-C30) 75 2k & BUREICR 2 U (5-230-70) 4205

Xi AU MR B AR T, HE D — A NEBRER L EUCH (5-230-70) 42753,

NN 1 B2 HEH, MnRoR 20, Avs 8 AR E Bk 5

2. WBUR B R L FTR £89, 948 — 2 AR — 2R Bkmsng tb &4, Hoz2 DLl (1-1) R (T-
2) i (1-3) RN

(-Al)n

A
A #+ (I-1) =% (12D A 2 (13

Hb X RR G ER L HUCHT (C6-C30) 75 3 BB AR 2 UK G-F30-J0) 24
755

MFREHURECR & BRI (C6-C30) 75 45\ 2 B ER & IR (5-2230-70) 05 %

Xi S ACAFR B AR T, HE D — A NEBRER L HUCH (5-230-70) 42753

NN 1 B2 HEH , MnRoR 20, A 8 A R Bk 5

3. UIBUREE SR 1FTIR I 9, 918 — 2 AR I R BLmEmE 4 547, Forp , Xo At i 2 ek
R ZE AL,

4 AR B R 1B 2 TR I 229, 988 — 2 AR R R ms g (54, Hodh , Xodle B R AP
RSB E—3



CN 110746412 A W F ZE Kk B 5/5 T

Xr

Ho Xr B RE B Cl- 4 R a R S HUAR 1 06-18 7% 4 .
5. WAL E R 1B 2T B 289, 908 — 2 B R FEmsng ik &4, Horp , A 5 R 51T
R ) —

“fﬁ C?%?

Ar4 R; R,

Hr, L%%/TOUZS

Ar1 Z Are 55 AT RN SR ZBURIC6-1875 3 5

Ri ZER4 T 7R A L B B AR 2 BUAR 1 06— 1275 FE (R AR 55 AHIE B2 1 B SR 1 SL R
FRC6-187 & 75 & PR 40 BlRa AR 5 AHIE 322 000 B S - L [R) TR BiC6- 1805 75 & 3 R 40 LA &

Vi Yo o — 3 2 T (D WEw, Bn—F A

6. WAL FIZL SR PR 429, 9- 18 — 2 U] 2R B ng b &4, Hodr, Frid R & B
C6-1875 H AR KE , H iR R & HUAR M) C6-1275 FE A Ak

T UTRURIE SR TR M489, 948 — 2 BUAR ) 8 s ng AL &9, Forb, Moy LI, firid
X D &R (-4 B T-5) i



CN 110746412 A W F ZE Kk B 3/5 T

1 (1-4) N (1-5) .
8. UL ANER iR 229, 9- 18 — 2 HUR I ORI mEne Ak &4, Horh, 2anoh 2l , i
X (D EWHAAT-6) frs,

® (1-6) .
9. BRI ERSATIA I 2429, 912 — 25 BUAR K A FEmsne b &4, Horp , AR ARIR 2544
10. AR B SR 1. 7Tak S TR 49, 918 — 25 BUAR I — 2R s ngfb &9, Hoh Rk &
Y (1-1) 2459 1-38) ) —3 -



N 110746412 A W F E Kk B 4/5 T

{E&L-D {E&1-2) {e&ii-3) {E&104)

{e&thL-6) {E&L-T) {E&1-8)

{E&¥d-11) 1b&ind-12)

{E&1(L-16) {EE4-17)

{h&#1-21) 1EEIB1-22) {E&5h0123)

{ba&t-24) {t&H#1-25)



ON 110746412 A 3% H 5/5 71

{EE1(1-26) {E&H-27)

fe&ma-3n 1E&H(1-32) 1E&H(1-33) &35

{E&(1-36) {E&HA-37) {E&¥(1-38)

L1 AR B SR LB 2 T iR (429, 9- 18 — 25 AR 1) — R e b A4, KRS R & H 2
b ANid 5 BN O S SHIT A AL H 1 24 R T

12. —Fh AL R AR, B 5

B ;

FH#K s LA K%

BHLZ AT FTR AR S BER 2 18], & AR B R 18 LT — TR I 49, 918 —
BRI 2RI LA

13 QiAUR SR 12 Fridk (A WLE BOR Y4, o, Frid B HLZE NIk B TR ZE B
TIENZ VROLE R 42 8 TR E R i 2 —

14, AR EE R 1285 13 FTIR BB WL SR el Hodr, Brid B HLZ N P4 )2, A
FEER20400K 2 3045K .

15. WIARI EE R 1385 14 T id BB HLE SR el Hor, Brid Bl 4650 2 S A N 1
B335 5, NI B AL S5 R & B0 E & % 250 & % .



CN 110746412 A W OB P 1/23 7

229, 9B -GN ZEKERE UL SR EBHRALL

ARG
AR G
[0001] A IR T—Fhe9, 918 — 2 UK — 2R FEmE g b & 4 b -z AL & A AL
LR AL -
BREA

[0002]  HHLKSRIEF AN R B R F A Ot RE M 7 =0, T ANLUR CA T BoR
B E, B ARG R O ) RO IR BN AR S AR S A
DRI L 2652 18 H S T8 TR A WL R LA B AE - g & s, & SO0 B AH
BRI T R AT L

[0003]  OLEDZHAHT-FH SMAMkIA BA 2D — A HLE it hn g He iy, # i f A 40l
2 MM BANRIEAN R 1% — R Z R A VLUZE  BE N B HR & H 7% % 28 S 15
fr FEL B o 24 L R LV SR R ZE AR RN ) 2 7 B, S B S A I BT (exciton)” , ZT
AL TR S R R A -~ TR, T 241208 TR 35 [ B RS i 2 LGB AR T3S
W RE R N T T AL L Aer AR S e ) SO AR B TS S S B L TR AR i/
TENM R B R AR5 /AN RN 38 W] S (2 B B0 G 2B A 1R 485 A >Rk j, 491
W15 2 I /BRI S 2, B PR E A/ B TRBR B ERE T RO 2 . 74, @
AE AR RHS R AR BL, TRAE U T 5 KOG RUR DL SR B B . 2SI AR LS 36
[ 554769292 .5844363.5707745.6596415 264651155 & F|rh AUA T JLFOLEDA L A2 &
A S AR L H R O & AE20164F B T T 201 T4ESRIE [ 4 75 4 F) 5 1582081 , It L )
HL T AR5 R B A — 5 IR A 5 R

[0004]  HHT-HLIF A F T T H AR B2 2R (mobility) SEANF M, Ktk A 1 & G H i
N HL T I 45 A DX S B AR R AR R R I G, WOk e Y 22 J2 T 45 K4 (FJ OLEDZE A4« AT iR
FEA AU R BT B F TR R # 2  AN R, W 1 P 38 4 1 F Y A A rE T AR
JZ WIIRT A 25t F I Je L AR 4 22 R OGE A2 & 6 2 % i 1 R TR PR % B4, 389
-5 FETAI I P 2 A 6, b T 3R OB 3808 5, Wi 1E A & FIR A ALE kA
PR S 54 o SR, 32 A LA R B35 2 BT A7 S b SR 7 2 B 1) 7 SR LA R, JE 32
i FL AT ey il 5 K A3 dr e MR T 28 F B £ B0 I B IR A LA R

[0005] [ it , A 55 — o ] S 35 40 A M LHR 0K S AL A 7 i RO SRR A S AR R 4 1)
AR, LLRFE 2 FEALR I 75 3K o

£EANRE
[0006] AR FI A E T-HA— it fr ke ROUHCR L T B IR AT BLR R
[0007]  AREHRA 29, 918~ JUARAY —~ HIEHIE AL A4, S T (D 467,



CN 110746412 A W OB P 2/23 T

(AI)n

®x D
[0009]  Hiob, X\ ARG HUCE AR LB (C6-C30) 753k 4 BUR B A L BUR K (5-ZF 30~
JC) AR5k
[0010] Ay RIR & BUARER 2 B (C6-C30) 753 . 4 B B AR 4 U ) (- 30-75) 2+
VT
[0011] Xy RACHAHE B 5, H 2 — N RS BURECR 2 BT (5-2230-70) 2805 5
[0012]  nZEoR1EE2ABEAL , 2n kR 2i , At [ oA R Bk 5
[0013] X, Ak BHSR it —FA AL UG AT, R 5 e
(00141 AWM
[0015]  PH#K; BA K
[0016]  HHLJZE : /v TZIAR SR 18], & A A B LA (1) FRR &9, 918 — 27 B )
CORBBEE A .
[0017]  @EEAKBIEI LA (1) RRHIEA9, 9128 — Z5 B A — 2R IEmsngth &4, al it —
Pl KOG E AR S #AME R I A LA R, B8 6305 A2 7 48 S B ) 75 3K, R lod
G AN ZE H B R 4 BLOLED R B S I o

B (E135¢ BR

[0018] &I 1 A< s WY AR A L R S D 2L P F) — i ot 451 1 1 T s T 1 o
(00191 [ 29 A 5 WY A A BB S0 G 2L AR ) o — S B9 F) 1 T s R
[0020] &I 37 AS i Y A AT L FEL S G 2L AR 1D 5 — S B9 P ) T s R

BiESiE N

(00211 BLN3E s S (10 5 A S i 9] 5 I A O B ) S i 7 3, AR TSR AR B3 T el A 23 1
5 Fr F 7 (R N 2 S L T SR A Y BRI s B T o AR S W R RT3 i L e A R A S i g 3
UEAT BN FH A 358 B 5w (8 88 ST 20 15 7R W] ik - AN R 00 R 5 N S FEAN 7 B A B T 7
[RIFE RPN INCABA S5 A B o R4 , AR SCR A Vi BRI EE #2005 B vl 45 91 (19 o VR AE A SC AR P
I R 0 LAY A0 AT S5 B A8 A ] 28 A1 Rl LA D i /IMEL B KB B 3 1 R A v

Var
2

[0022] A BAI£:9, 948 2 BRI ek mgne fb &4, 2 UL ik (D o,

8



CN 110746412 A W OB P 3/23 T

(Al)l
X (D

[0024]  Frb, X KRR & BURELAR S HUR Y (C6-C30) 75 2% & BB AR & HUR ) (52230~
JG) KT FE

[0025] A RN ZHURBARZHUR (C6-C30) 75 2 . & BB AR 2 B (5-230-J0) 4~
VBT

[0026]  Xi KA CNAHIE EUAE S, H 2D — AN NS BURECRZ BURHT (5-%230-70) 875 5
[0027]  nFoR1ER2MIEEHL, MnK R 20, A& B VAR B AH 5

[0028]  F— B ks N, FiR BL (1) R &9, 9-18 — 25 BRI R L meng L &
W, bl Rk (1-1) 3K (1-2) 8l (1-3) iR R

[0029]

<

(Al)n (Al)u

x -1 ® (1-2) @A 2% (13
[0030]  HAdt, X\ RS HURE AR Z BRI (C6-C30) 753 .2 BB R £ HUR A (5-230-
JG) AR5 A

[0031] AR & BB AR ZBURE (C6-C30) 75 3 . 2 BB R S B (5-230-71) 24
VT

[0032] Xy RACKHAHM B, H&EAE — AN RS BURECRZ BRI (5-230-70) 44 75 %
[0033]  nERIN1ER2HYRERY , nKn2m) , Aves H 9 AH R BOHE 57

[0034] A BABAER (1) RARMIE9, 918 — 2 HUAR Y 2R B msne 4k & M) I AR & U Bl R
ZHUARY (C6-C30) 75 4 & iU Bl R 22 AR (B5-Z230-70) 4405 2k, H IR K 5 T« P T 45 14
M2, A BT 01 HERR, T 3G N8 7 AR SRR B2, IR BB Bt 2, LS T
AN 5 B 45 &



CN 110746412 A W OB P 4/23 T

[0035] 7 BHLAS (1) Ron 29, 9-48 — 2 HUR ) — 2R B e AL & M i X oy e R BICR
2 IR (C6-C30) 752k L HURBUR 2 U (5-230-70) 2805 2%, R M 70 145 f i R
o Fr— B At 77 U, Xo i g i e R 2

[0036] 55— H ARSIl Iy 2Urh, A B A (1) R 429, 9-18 — 25 BRI — Rk mi g
WEYF Xk H T ST AL L 3

Xr
N
w12, (L CO, O,
~ : ) :

[0038]  Jirpt, XraR/m&l A UL\ Cl- A FE B R 2 HUAR R C6- 1874 2
[0039]  F—H ARl 7 2, A B AR (1) R 429, 9-48 — 27 BRI — Sk msng 1L
SR IIAEE T FI P A )

[0040]

[0041]
[0042]  Ari & Aref ML RIRE RS HURHICo-1875 3 5

[0043]  RiZRHS M RARE L BARECR L BRI C6- 1275 3 \R1 IR 5 AHE $2 1 A I 1
LFEJERCE-18F G 75 & R 4GT , SR FIR 5 AHIE R 1) ik IR 7 L R TE BC6 - 188 & 5 & A &
gt LA

[0044] Y Je Yol Hoih —F it T (D &Y, B—F A

[0045]  F— B AR b, Unoh 1), iz (D & T-2) 8 (T-3) B

10



CN 110746412 A W OB P 5/23 T

[0046]

A (1-4) 7 (1-5)

[0047]  F— HARst 7 20, 2oyt , i3 (D a7 (1-6) Brs.

[0048]

Py £ (1-6)

[0049] 55— B ARSZH 7T U, M2 AN AN FI G .

[0050] TR UL, BriE “GHEURECR E BRI i “G BRI, 2 BN B fe 2t
H SR T2 5 — AR e R A (BPEUARES) B e X Se B & H S ok B BT 21
A BE R 2 > — 3 X B L C1-304E 36 L C1-30%E 3k .C6-30 75 3 . C5-30 2% 75 5k . 48
C6-3075 FEHUAR AR CH-30244 F%5 Jk L FF K L L C3-30FF b dik .C5-7 44 PR i dik . = C1-30 )z L rik
Fedk =C1-3075 FL At e gt L —C1-30ke3E06-30 75 Hefd b JE . C1-30%¢ 3L —C6-30 7% JErk ke dk
C2-30%5 2% . C2-300e Ik (U . —C1-30%e R i Ak . —C6-307% LML . —C1-30%e 2 M 2E . C1-
30453 . 063075 FEC1-30% 3L . C1-305e FEC6-307% 3k  FR IE 3t K 3t

[0051]  FARULE 5, “O5 37 ROR 5 B () 752, 1% 05 R IRIT A B H /BRI R
IREHH &R, B 0w #1258 - SR L (RS R = OR R (2R BEZE AL IR EZEIL ZEALORIE H
B ORFEFE AL R IE IR AL L ORI R R AR ORI SR ROOR IR U ROOR RO B VK
il = 2R3 CPEIE L PR R DU SRS TR L ZE IR SR LA A A A S B AL Rt
WG A,

[0052]  FARUiBH o, “He 05 B R A 05 B El (W) Z4 05 5, 1% 2% 75 FE vl B ER R IR, 4 dn
A] 2% W IR 25 W Iy 5 L Pt 5 L IR e 5 b e I e M R | SR A R | S T
e T e | R | DY IR | e | D e | PR G R I S | MR R | e S | A TR

11



CN 110746412 A W OB P 6/23 T

B RAE RS, BN 2D — AN PRI GE G I G B0, B A0 AT B 2% - 2R IR R R R S ey 2
SR FEIR I 2 L ORI B | IR IR Iy B DR DR A I DR M e R DR S e R R
IS R ORI IR R DR TR B B () T g A K | SRR | M AR | e e AR
FE L ST bR 3 | e M L S e I ol R L AN mE SR L K MR L e L 2R mE O L KR
(phthalazinyl) I g 3 HERRR I | N5k I | ERR FL4E

[0053]  F A Aksii sy U, AR B BL A (1) R &9, 9-18 — 25 BRI R L mEng L &
W AETT 20 W NIRRT  (HAR Tk

[0054]  [3%1]

[0055]
a5t AP
1-1 -2
ey AP
1-3 1-4
ey AP
1-5 1-6

12



CN 110746412 A W OB P 7/23 T

[0056]

WwEY) WwEY)
17 1-8
WwEY) WwaEY)

1-9 1-10
WwEY) WwEY)
[=1] <12
WwEY) WwaEY)
1-13 1-14

13



CN 110746412 A W OB P 8/23 T

[0057]

wEY wEY
1-15 1-16

wEY WwEY
1-17 1-18

WwEY WwEY
1-19 1-20

wEY A5
1-21 1-22

14



9/23 T

B B

L

CN 110746412 A

[0058]

15



10/23 71

B B

L

CN 110746412 A

[0059]

16



CN 110746412 A W OB P 11/23 71

[0060]
HEW) EY
1-37 1-38

[0061] AR HALLR (1) RARMIE9, 918 = 2 BUAR ) R Mg A4, i T 3 B e b
T BEA T 146°C 22223 C 2 [8] , PR AT 2K SZ 952 N K I i, WORe ) iE A T 25 A R 4
[ HLE U LA

[0062] AU BHIRFR I —Fpa HLH U A, 155

[0063]  [HHK;

[0064]  BHH s PA K

[0065]  HHLIE : St TS IR 18], & A LA (D R A9, 9-88 = 25 AU
TORBEEEE A .

[0066] AUk BRI HLE BUR SCA A Z A NLZE T B T2 B TENE R GE B
TARL$4)Z 8 H FRE 42, HER T2 B HUZ 50 Z B VU BOR S H A E T & B A F FiZE L
JEE E HE TR B TIENE VROLE IR 42 K i B4 )2 4 r B b i &2 /b
— 2, Hr 2RO E SR RO BB R RIS 5 45 i B2 R G B B AR S T Ak
ML

[0067]  F— B ARSLit 7 s, S A A KL (1) RRHIE9, 918 2 {UR ) — 2R ks
WEAL S VI A HLUEBAE N T2, HIHE R R2090K R 3040K s b iz T8
EAH A (D) 549, 9-12 = 2 BRI — 2R BEms i AL S 0 B — A R, Bk A =X (D
ZERIMZ9, 918 2 BRI R e (L A Y S AL S B s S .

[0068]  F+ 55— EARSEHt 7 U, 1% AR5 ik S AN AL 45 B, b, in B H
#5983 5A KA AR (1) A9, 948 — ZiBURH) R Rmig b & & A A 1E
(chelation) , AT E T 52 25 & th A I ARIE N B AR5 EH T iR LA BRI & )8 5
FEL T AR e 1 S 2 P 22 7T 5 301 R 20 5 DA B R HEL T 1) 8L, e A e e v AR B 2 1 4%
[0069] B FHT-HL F& % 2 FINBLH VA% 45 0T 0] A WIS R /0 4 1) A R 6 I
b EER Th Bl s IR £h , 9 d AT A 26 . B ERAR LE AT (1ithium quinolate,Liq) i ALAR
(Lithium azide) HRERHNHEERAR  AHER . A ER B8 RS TR B  AH R 6 IR R B . UL B . B A
155, o Zn B H AR 45 0 DAV R R B A 4

[0070] - —H AR 7 b, i T Z N 21, N E B RN S EN
SE % £50HEE %,

(00711 DA A% FHIEI 2, Sk i B A I B A AT ORI 2544

[0072] P& 1 A i BH () A AL HE B0k S A A — B A i i A9 %) 3 T s = ] o L ER BB G 2L

17



CN 110746412 A W OB P 12/23 71

10065 FEAR 110 BHAR 120 FEIRVE N JE 130 FE AL 3 2140 KOG R 150 A5 2160
B FYENZ 170 5 A 180 . A AL UK YE A 100 AT 38 AR 7 DR B IR % JZ 1145

[0073] &2 4% J BRI A WL HE B0 S 2R A B — LAk S e 4510 £ 50 T s 7 L o A WL FRL SO O
200605 FEAR 210 BHARZ 220 H JAVE N 2230 B AL 51 2 240 VTP 3% 2245 . kOB E
250 B TAEH 2260 B T1ENJZ270 K A% 280, 5 B 1) 2 S AE T o IR 5 2240 5 R 62
250 M)W B A Z T IHTSE245,

[0074] W& 32 AC i BH (1A HLHS B0k S 4 A4 1 5 — B A Iz i 49 0 51 T /s 7= B ML E B
FAH 30075 FEAR 310 FHAR 320 HL TFYE N JZ 330 HL AL 4 /2340 R 6 /2350 i TRH 142
355 H, TE M1 2360 L T-VENE370 M B2 380, 5 I 11 2 /e T & 6 2350 S HL 454 2
3602 [8] 5 B A Z B4 )Z355.

[0075]  mJfKE1 2 E3AT R AR I B NEEH) (reverse structure) il A VLR G
A S KT IR Sz B AU ), nT AR SR I — Z B

[0076]  FrRRIHLIFIENE AR E TR E B FIREE R THENERA R AT
HEREH FPPRL, 280K U, T2 B T 165 2 I AR A RN A T RO 2 Bk, HHBA
H A R P, T P L T T e AR 2 TR I, HLnT B R R R O 2 S AR 2 0 #R S R
Z T S EME T B2

[0077] AKX (1) RRML9, 912 “ B M w59, i FREEE T
2.2eVI) = HAREHT K T°6. 0e VIJHOMORERY 22 R 17 Ik F-1L #8 2 , DAL 4450 FH T Ha & 4
JZHETER , Rt A Bh THe -7 T KO0 2 N R st i A 5

[0078]  HAh, &£ 520170005275A1 5 & R~ p Bl 35 24 14 L TR 2 THI3B 2
HT-D2, HiZE R 7P K Lithium quinolate (Liq) /E ANnEYS 4 kLB 22 T &5 d Rl
(ET3) B e g 25 5| T A B o 3, Bt 35 [ 255703436 )2 57077455 L RHER & T
BFAR I 4350 P 2% 51 T AR B, 12 S AR 0 2 R 491 G S 8 /4R (Mg < Ag) » I LIRS DT TE i
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52.12mmole) B T [ WAt , I FH 2 120m1 o #4K2C03 (24.3g, 175 . 8mmole) ¥ T-70m1 2 55 17K
JE N i, i APd (PPhs) 4 (1.74g,1.507mmole) ZEtOH 30m1FF & Ind A hiihk . #2280
C I VL BEM o JOM 56 fa NN 300m1 25 B 77K, Bt 4 30min f5 45 b4 , B B AT H A0 2, oK
25 AR E TR A4k, i 45 EIR ARG N CLE300m LT H L A5 HLZE & o S [ 44, 75 3 7L
H L ERA (Z115g) .

QN

Q\ {f) c‘r;m”//‘““w \:’ ()

AT N osmmm ) ¢
loog71 1 {7} " 2 ) . Br_ B q

‘}‘} B,)\, ETOH,Rt 2 N [::l

pe SR

ETOH
A B

[0088] ¥ ib&WIA (10g,23.01mmole) H3-JRAFHFEE (5.11¢,27.6mmole) B T N AH, 7857
Fr7KJE A Ethanol 150ml, B+, FFs A A L84 (0.276g,6.9mmole) , T = iR i+
16hr 5 , AR IN3-MLuE (i 1515 £ (3-Amidinopyridinium chloride) (3.97g,25.2mmole) 5
AN (1.3g,34.4mmole) , FFIBMAH ZK20m1, FTH InFA B . In#A 2 75°C s B REMG © )¢
5 i 5 IS E A FH R 2R 250m 1, i H o e ] 44 , 45 21 7L 5 f [ 4AB (296 . 4g) -
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S -
ot QO
<‘j AL
[0089] — QO
0089 " . < -LT‘:] LP\ ) > ."JJ« 1\[
”~ {OH), p I/j’ N '\:
B {E&%71-9

[0090] Kifk & 4B (10g,14.23mmole) H545-1-JEMS (2.93g,17.07mmole) B T [ N4 , fin
AN 4120m1 - KK2C03 (6. 88g,49 . 8mmole) ¥ T 70ml 2 & 17K J5 I\ [ N A , il APd (PPhs) 4
(0.65g,0.56mmole) EtOH 30mlJF & Nk S dt: o I 2280 °C e W #E WG o [ B 52 J& I
300m1 25 & 1K, FiHE30min, #f B A H 4> 2, SR G AT 2200, INANREIREAT [Z ik aliqh, , W4
M J5 AT b 300mL ATt , AALZ S FE L JE R A4, 45 20 2K 21 (R & 1-9 (4
5.5g) o

[0091]  DLFE-'H NMRAG I 5E &5

[0092]1  'H NMR (CDC1s,400MHz) 89.86 (s, 1H) ,8.91-8.89 (m, 1H) ,8.73-8.70 (m, 1H) ,8. 36~
8.30 (m,2H) ,8.26 (d,2H) ,8.07 (s, 1H) ,7.97-7.85 (m,6H) ,7.72-7.66 (m,3H) ,7.54-7.52 (m,
3H) ,7.50-7.49 (m,2H) ,7.48-7.36 (m,6H) ,7.15 (t,3H) ,7.03-7.02 (m, 1H) ,6.80 (d, 2H) ,
6.74(d,1H) .

[0093] & RfEI2: AL & 110/ & B%

(N A~
% e
(Y A
rr\./ Y )=l
O e ~ L W/
[0094] e ' [";["“tJ Yo _J
PP o - A
]’:: N T"‘: B(OH), [
“N lxj
B { [:1%‘%1-10

[0095] Kb & 4B (10g,14.23mmole) 55 =2 3F [b, dJ PR -4-JE 0L (3.16g,14.9mmole)
BT SN, N 2£120m]  F4K2005 (6. 88g,49 . 8mmole) ¥ T-70m1 2555 17K Ja M J i A
HIAPd (PPhs) 4 (0.82g,0.71mmole) ZEtOH 30mlJF i3 ik 4 dk . Nk E80°C fz v B W , f2
58 JE IIN300m1 25 7K, $i #:30min, 5 B A H 7 2 #EAT 2B, 1 A< HUS S8R LLUE
FeREI AT JEHT VR AL IR 40 2 IR A 5 I\ 2 4 300m L Insa AT i, B HLZE & FE i g8 [ 4, 15
FAE AR AR EP1-10 (£96. 1g> o

[0096] DA F S x'H NMRAIAE 25 5 o

[0097]  'H NMR (CDC13,400MHz) 89.90 (s, 1H) ,8.93(d, 1H) ,8.80 (s, 1H) ,8.74-8.73 (m, 1H) ,
8.29-8.28 (m,3H) ,8.11-8.10 (m,2H) ,7.96-7.94 (m, 1H) ,7.88-7.87 (m,1H) ,7.72-7.71 (m,
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1H) ,7.71-7.70 (m,3H) ,7.50-7.35 (m,9H) ,7.14 (t,7H) ,7.05 (s, 1H) ,6.74(d,2H) ,6.69 (d,

1H) .
[0098] & A3 AL S HI-1 11 & Ak

e

AXY ( } -

U5 Oy

_! ) G <—{
[0099] 2 (L )\ }"'\’ }j

s (:""\ N é{oni B ."“" 2 I“

B {E&#71-11

[0100] Kb 5B (10g,14.23mmole) 5 =23 [b, d]BEW —4-JEHIRE (3.4g,14.9mmole) B
T A, B0 2K 120m1 . #4K2C03 (6. 88g,49 . 8mmole) ¥4 T-70m1 2 B T 7K J5 I N A ,
APd (PPh3) 4(0.82g,0.71mmole) SEtOH 30m1JT Jo I Rz Fii ¥ o I E 80 °C Je W HE 1 o e MV
SEJE MIAN300m1 2 5 77K, 6P 30min, i B AT L2 2, 34T ZEE B A B SR LA 78
WERRHEAT EAT IR AL, W 48 2R B IS N G BE300m L as Ay B, A HLE & H i S8 ] 44, 75 2]
FL A AE ARG 1-11 (£95g) -

[0101]  DLFE/-'H NMRAG I 5E &5

[0102]  'H NMR (CDC13,400MHz) 89.88 (s, 1H) ,8.39 (s, 1H) ,8.73-8.72 (m, 1H) ,8.72 (s, 1H) ,
8.35(d,1H) ,8.33-8.32 (m,4H) ,8.22(s,1H) ,7.96-7.83 (m,6H) ,7.74-7.71 (m,2H) ,7.63-
7.60 (m,4H) ,7.50-7.34 (m,6H) ,7.18(t,3H) ,7.04 (s, 1H) ,6.82(d,2H) ,6.73 (s, 1H) .

[0103] & plifold: b EMI-1210G A%

AN
/T:‘ _ﬁ-f“\l = !\ r,J <-—f)
NN f N
| ra "l N/
[0104] I L - G
]/j ’\'] 8(0H) [\’jﬁn T‘j
B {b&41-12

[0105]  ¥4bAWIB (10g,14.23mmole) 5 (3— (ke -3-3E) 2K HE) #ifR (3.4g,14.9mmole) &
T A, BN H 2K 120m1 . #4K2C03 (6. 88g,49 . 8mmole) ¥ T-70m1 2 B T 7K J5 I N A ,
APd (PPh3) 4(0.82g,0.71mmole) SEtOH 30m1JT J& I R Fii ¥ o I E 80 °C Je W HE 1 o e WV
SEJE MIN300m1 2 5 77K, P 30min, i B AT I 2 2, 34T 2 E B A B SR LA 78
WERRHEAT EAT IR AL, W48 2R B IS N G BE300m L as At B, A HLE & H 3 S8 ] 44, 75 2]
FLA AR EP1-12 (£15.58)

[0106]  DLFE~'H NMRA I E 45 5 .
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[0107]  'H NMR (CDC1s,400MHz) 89.87 (s, 1H) ,8.94-8.91 (m,2H) ,8.87-8.74 (m, 1H) ,8.64-
8.63 (m,1H) ,8.49 (s, 1H) ,8.26 (d,3H) ,8.07 (s, 1H) ,7.91(d,2H) ,7.89-7.88 (m,4H) ,7.88
(d,1H) ,7.82-7.67 (m,7H) ,7.64-7.64 (m,5H) ,7.17 (t,3H) ,7.07-7.04 (m,1H) ,6.83 (d,2H) ,
6.78(d,1H) .

[0108] & Eifil5: (&4 1- 13/ &

- ~
[0109] jj | L/
8 . LX)
o0 &
o {E&91-13
[0110] K4k &¥B (10g,14.23mmole) 5 (10~ FEE-9-3L) #lZ (5.09g,17.01mmole) & F
N, BIN 28 120m1  BK2C03 (6 . 88g,49. 8mmole) ¥ T-70ml 2= B 17K J& I BB , I
Pd (PPhs) 4 (0.82g,0.71mmole) ZEtOH 30m1HF Ja A S Fi i o INFAZ280°C J b BE M o J52 . 5E
JE IIA300m1 2% 57K, i FE:30min, 5 B A H 40 )2, #EAT AEH, K 2 B P8I0 N DU e ek
R HEAT EMTIRAEAL , W 4 WM S NN C E300m L s a i, A HLE & i e Ak, 15 50%
AR A Y1-13 (£94.3g) -
[0111]  DUREIR'H NMRE I 5E 45
[0112]  'H NMR (CDCls,400MHz) 89.85 (s, 1H) ,8.91-8.89 (m, 1H) ,8.73-8.78 (m, 1H) ,8.53-
8.51 (m,1H) ,8.34 (t,1H) ,8.23-8.2 (m,2H) ,8.07 (s, 1H) ,7.94 (d,1H) ,7.89-7.81 (m,4H) ,
7.77-7.50 (m,14H) ,7.42-7.34 (m,8H) ,7.16-7.10 (m,3H) ,7.01(d,1H) ,6.78(d,1H) ,6.75-
6.72 (m, 1H) .

[0113] & ifil6 : A & W1-141] A ik
[0114]

Br

Br
H
: -
K©AO S
+ ———
EtOH o

\ B |

&
e

[0115] 355 1- A—¥R K HL) 2.8 (1- (4-bromophenyl) ethanone) (19.9g,100mmole) &
Z4b 8 (1.68g,30mmole) 53-JRFHIE (18.5g,100mmole) B T 1000m1 X3 3 Jis i 7 , A
300ml 2.5 , IR N B a4/ AT S, 5 2 FL A S AR Y A IC (2934 . 4g) .
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" SAH

CIHHN B
L | 7 EtOH

[0116]

[0117] 2356 (B) —3- (3-IRIKIE) —1- (4-JRFHHE) Pi-2-J&-1-H (9. 15g,25mmole) MK ZE
B2 £k (nicotinamidine hydrochloride) (3.94g,25mmole) 5 L4 (1.68g,30mmole) B
N\500m 1 XUSF IR A, I 150m] B, ik 22 (B30 o [ B 3/IN e i L el Ui 28 s L, 3R AT
I8, UL B iE e bl A, 45 21 3 b RS 4D (29934 58)

[0118]
_ Q.O Pd(PF"_hs)a,:j;:CO: .
495 WOUEIO A0

[0119] 43 5PK+Pd (PPhs) 4 (3.30g,2.9mmole) \K2C03 (20. 1g,145.6mmole) AL&47D (17.0g,
36.4mmole) 59,9 -4 3 -2-F-HifR (28.8g,80. Immole) B A 1000ml XL & &M , A
160m1 H 28 . 110m1 2 BEFAS0m 1 25 8 7K, IIFAZE [FIL R MRS » IAN100m] 2,18 2. g3k AT
R B ZE 5 PR UM UL IE 78 1 I HEAT IR AT 24k e 22 AR, N Y BE5 0m L i o
L A HLEE I PR A, 3 32 A B AR LA P1-14 (£920.550) -

[0120] DL R E~'H NMRA I E 45 R

[0121]  'H NMR (CDC1s,400MHz) ,89.83 (s, 1H) ,8.82(t,1H) ,8.72(d,1H) ,8.30 (s, 1H) ,8.19
(d,2H) ,8.08(d,1H) ,7.97-7.95 (m,3H) ,7.89 (t,4H) ,7.85(d,2H) ,7.73~7.70 (m,2H) ,7.59
(d,2H) ,7.54(d,1H) ,7.48-7.34 (m,10H) ,7.15-7.10 (m,5H) ,7.03 (d,2H) ,6.80(d,3H) ,6.75
(d,2H) .

[0122] & R97 AL &1 15015 1%
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Br

i SEHH
— . —_—
Br EtOH

[0123] S

[0124] 3 5l¥1- A-JR A FE) 4B (19.9g,100mmole) A AAHT (1.68g,30mmole) H4-JR
ZKHEE (18.5g,100mmole) & F1000m1 XU [F R H , TIA300m1 B, 3 T HFE4/Na o i3t
i ug e, 15 2 F A B ERL A PR (4935 .5g) «

¥ S

CIHH,N S —_—
+ = 1 7 EtOH

[0126] 43 HIKALEWIE (9.15g,25mmole) PR ER FR 25 (3.94¢,25mmole) 5 S A AL
(1.68g,30mmole) B A500m1 XU JE L+, IIA150m1 L BE, hiF 2 Bl o [ 23 /NI i,
B 2 R, BT 0E, DL AR IE VR A, 153 2] 3 G AR S F (£98.4570) .

o

& HO), O.@ PA(PPhs)s K:CO:
@.@ WIEORH.0

{E&#1-15

[0128] 43 5IKiPd (PPhs) 4 (1.65g,1.45mmole) \K2C03 (10.0g,72.8mmole) AL &HIF (8.5¢,
18.2mmole) 59,9 —42 — 32— FL-if& (14.4g,40. lmmole) B A500m1 X305 JEE L+ , I
80m1 ' 7% . 55m1 Z, B AN25m1 2% 88 77K , I B« S N B G » IIN50m] 2, R 2. g3k AT 2
L, 4 26 B O ON DA SE 78 ik AR EAT IE AT VR 44 IR 4 IR A, N B BE30m 1 s Al H
BHLZ A IR g R A, 15 270 A G R4k 5 901-15 (£99.570) .

[0129] DA x'H NMRAIAE 25 5 o

[0130]  'H NMR (CDCls,400MHz) 89.84 (s, 1H) ,8.89 (t,1H) ,8.71(d, 1H) ,8.20 (d,4H) ,7.95
(d,3H) ,7.90-7.86 (m,6H) ,7.70(d,2H) ,7.60 (d,4H) ,7.43-7.37 (m,7H) ,7.12 (t,6H) ,7.03
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(s,2H) ,6.80(d,4H) ,6.74 (d,2H) .
[0131] &8 : A & W1-16F] & ik

e
AN -~
l’/‘ g q’l‘-
b il U ~,-B(OH); \_r,,“"'"\
Y (F,\ !
[0132] . Py /T PPN S)
B v . Tvl Y - NN N
oo ot
B {E5771-16

[0133] B4t &WIB (10g,14.23mmole) HEE-1-FEWER (3.85g,15.6mmole) B T [ N A, I
AN 4120m1 - KK2C03 (6. 88g,49 . 8mmole) ¥ T 70ml 2 & 17K JG I\ [ N A , il APd (PPhs) 4
(0.82g,0.71mmole) JEtOH 30mlJF & Nk S dtt: o I 2280 °C e W #E WG o [ B 52 J& I
300ml 2 B F7K, FHE30min, i B AL H A 2 , AT 22 B, 4 A UG BRI DLIE e i i AT
JERTIEAAL , e 4 A JE N S E300m L nsE AT L A HLZE A e 1 A, 79 370 L
A YN1-16 (£15.19) .

[0134] DL x'H NMRAISE 458 .

[0135]  'H NMR (CDC1s,400MHz) 69.87 (s, 1H) ,8.62-8.91 (m, 1H) ,8.72-8.71 (m, 1H) ,8.49
(s,1H) ,8.39(d,1H) ,8.28(d,1H) ,8.24-8.12 (m,7H) ,8.09-8.02 (m,4H) ,7.94 (d, 1H) ,7.90-
7.68 (m,6H) ,7.60(d,2H) ,7.42-7.35 (m,4H) ,7.15-7.10 (m,3H) ,7.01 (d, 1H) ,6.89(d,2H) ,
6.84(d,1H) .

[0136] & RfE9: AL EH1-1THI & HY

A
A
A, *;)_-{," .{ \} :
J"’I \_/ 3_\‘,
A J [ r‘j e
[0137] . _
ET;(:}HI; f’J” ' JI:J’/L“ ‘j/;j
B {E&¥1-17

[0138]  RAL-E B (10g,14.23mmol e) IR =K —-2-JL MR (4.06g,14.9mmole) B TS
L I 2£120m1 . #4K2C03 (6.88g,49 . 8mmole) ¥ T-70m1 2= B F /K J5 I X S48 , i A Pd
(PPhs) 4 (0.82g,0. 71mmole) JZEtOH 30m1 T J& AN A4 o Ik 2280 °C s 2 HEM o 52 7 58 J&
IA300m1 258 F7K, i HE30min, 7 B AT H 40 2, AT R HL W ZEBUS I AN LUR R
BEAT EMTIEE AL, W gE R B 5 i S ke300mLnag b, A5 HLZ A i e E K, 15 27 E
tEARNAE Y17 (Z15g) -

[0139] DL F & ~'H NMREF) I 5E 45 5

[0140]  'H NMR (CDC13,400MHz) 89.92 (s, 1H) ,8.96-8.95 (m,2H) ,8.80-8.62 (m, 7H) ,8.31~
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8.27 (m,3H) ,8.12(s,1H) ,8.02-7.89 (m,5H) ,7.72-7.69 (m,7H) ,7.65-7.63 (m,2H) ,7.48-
7.36 (m,4H) ,7.15-7.12 (m,3H) ,7.04(d,1H) ,6.81(d,2H) ,6.76 (d, 1H) .

[0141] &R0 AL EW-3THI & R
[0142]

A 3 Ns

-

. ZE, =8 SEWH, BE, 75C

[0143] B 4b&9A (10g,23.03mmole) 53 ,5- R ZAEH [ (3,5-dibromobenzaldehyde)
(6.63g,25.12mmole) B T R NAE, 7850 R /K G I 1502/ 41 , FF B b 3 I
#(0.33g,6.2mmole) , TEIRM AL L6 /N0 o FL 5, 8 03—k v 1 i 5 26 (3-
Amidinopyridinium chloride) (3.96g,25.13mmole) 55 E %N (1.6g,40.3mmole) , i
IINS0ZTFA FE 4, 3T T It B, I 2 75°C I S B BR A o 37 S o 58 I » i i B 4,
L2502 FH 1) 2R m#R i p o S I 44, 15 2170 B B R A6 (294 T58)

[0144]

TUSHREBE , DR
%/ ZBE/K , 80°C

&9 -37
[0145] K4k &G (10g,12.8mmole) H51-ZEHMEE (1-Naphthalenylboronic acid)
(4.4g,25.6mmole) B T [ SiAE, NN 120 22+ 2K KA R £ (18.768g,135.8mmole) ¥ T
T0Z=FH LB F KGN R NAE , IIAVY (=234 58) 42 (Pd (PPhs) 4) (2g,1.73mmole) K 30%
T CWEFE A IS FE A B 2 80°C I S FF A - f55 R B 58 Ji5 » I 300 FH1) 25 5 1
K BEFE30 Bl 5, A b PR B A 2, 3 AT I U8 W BR A A P R IR A AR I IR
AT ENTIE AL W AR RIS I 300 =+ 1) O S s aT i, A HLE A FF i S A4, 15 3
A AR A P1-37 (£96.2950) -
[0146] LA & -'H NMRAGIE 45 5 o
[0147]  'H NMR (CDC13,400MHz) ,89.916 (s, 1H) ,8.96 (d,1H) ,8.72(dd, 1H) ,8.50 (d,2H) ,
8.32(d,2H) ,8.20-8.23 (m,2H) ,8.11 (d,2H) ,7.92 (m,4H) ,7.84 (m,4H) ,7.80 (d,1H) ,7.61-
7.67 (m,4H) ,7.50-7.35 (m,6H) ,7.14 (t,7H) ,7.05 (s, 1H) ,6.74 (d,2H) ,6.69 (d, 1H)
[0148]  f IR R IPEE R R TR 29 « S AR I 2 5100 R R
[0149] (1) #RURIRSE (To)
[0150]  {i FH#E /3 #74% (Perkin Elmer, TGAS000) 4T &, 764 & H A S SA T, LA
20°C /53 B RE P TR 2, 0 45 B AL S P PG R M gk AT B0, IR B 2 el 2 A
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8195 % B FE R A IR E (Ta) -

[0151]  (2) B IGFERLURE (Ty)

[0152]  fif F /R Z I H74X (DSC;Perkin Elmer,DSC8000) LA20°C /43 %h i) B TH iR 38
S O HIFC TR R/ Di ==w |8

[0153]  (3) frmy o5 $8 40 T #L3E (HOMO) ) MM EL

[0154]  534b, ¥4 &M f s BORAS , TR DGR 743 652 it (Riken Keiki,
Surface Analyzer) &I & fL A7 B0E , W HAUE 1 — 20 Ak 5 B W HOMORERME -

[0155]  (4) s fICoAR i 2 i (LUMO) H REREL

[0156] ¥ LRtk &Y LAUV/VIS 7 H 52 fE 1T (Perkin Elmer, Lambda20) & il H A Uk
WK A FE (onset) , ¥ iZAE B 19 RE MR , A8 B8 B {8 5 HOMOBE M 1 £5 (5 AH V8, B 15
LUMORERSY

[0157]  (5) =E ARe=AE (En)

[0158] i 52 614X (Perkin Elmer,LS55) TR EE77TK T &KL 66, & h it &,
CIESIO

[0159]  [#2]

[0160]
(L) | Tkl | ExlEV) (cv,Hgédz?Am) eV, LE(I'\:/Iz?AC_%)
(Etﬁg;”) 123 440 RITT 5.75 2.74
G R 1 161.6 454.2 2.25 6.02 2.2
[0161]
& Rt 2 165.1 519.2 2.35 6.06 2.78
A 3 172.6 525,7 2.47 6.12 2.79
& Rt 4 146.9 505.3 2.38 6.08 278
A 5 207.6 536.8 2.45 6.08 3.06
A 6 214.9 547.7 2.58 6.04 2.78
A 7 222.0 585.0 2.57 6.11 291
Gl 8 172.8 450.4 2.48 6.09 2.99
At 9 191.3 549.7 245 6.14 2.86
BB 10 175.2 521.3 2.45 6.08 2.99

[0162] Syt fs)1 - A AL IO G LA ) i

[0163] T JEMR MR 28 0% RGUHT , o LUV A1) SR A R TE Ve G AT G - 2 S, 2k
WAL B BBV R, TR B TR A 2 AE L) 10-65E /) H25 BE T, 48 A A 1 7 9%
Ft (boat) K FTIAREI 2B~ T IS 2

[0164]  a) BHA%: & 135nm

[0165]  b) HLIFAVEN)Z : JEEE20902K , B & 45 42 9 % p AU L VAL S48 A HTM, o, 1% p Y
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HLE A 345 0 I AR A &), B ZHTMIE E Merck&Co. , Inc. ;

[0166] ) HL LA 2 : JR FE1 704K  HTM;

[0167]  d) ¥ TPHEY)ZE : JEEE 104K HT (B4R Y H114%)

[0168] o) KIt)e: JR 254K, (0545 2 4% PR A LLBDIWEBH, 34+, BD X EBH A 24 e e
il £

[0169]  f) Ha T L% )2 : R FE2590K , & B WA W1-10 K35 24 1 ek 4R (Liq , %85 6 H il
%) S ARFREE 10 1

[0170] ) FLTVENE : JEEO. 590K, AR (LiF) s &

[0171]  h) B, R FEEZ918044K , B &AL,

[0172]  ZH A 544 P K as - ITO/HTM: p AL A% F 45 5t (2049°K) /JHTM (17044°K) /HT (1044
2K) /EBH:BD (25442K) /b A#1-2:Liq (2549K) /LiF (0.5452K) /A1 (18044K) .

PELER M & S 15 R Lig
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[0174]  TURIE K EIR &2 G Bz AT B TR AL 125 2 1548 b, B BE LLUV AT [ 4636
ARG S & A R B B 38 S O AT H 2 2 AW O e B A 9 T =K RO IX
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