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[0247] [ 3LPY M Feiff R s in4—1R -4 - F2 FE B PR [A] (1500 .60mol ) AR R AU T BE [ B]
(162g+1.3mol) BEAR4T (2. 7g12mmo T ) s = (BB 2538 ) I (7. 3g~ 24mmo T ) . =T 1% (334g-
1.8moT) N, N-—FF JE 7, @t fii (LA R fIRK ADMAC ) (750g) , LA 100 °C HEAT Ind it # . FIHPLCHEAT
NE R, A O EE HE B SO R4 A A = T, RN IMER R K FA VR 1. 8L ] $L
HAS NS IR B8 (1L ), S8 7 MR AE £ B K A HLJE FI 10 % SRR /KB W LLIG B 20K,
PRI £ EhK ILIG W 3IR )G e A L2 AR BREE T o L i, 1 B I F 28 Ak 25 7818 BRI 77
TS BRI R A CI1T4g (WENI8% ) o

[0248] AW CIRIRZRES LR (NMR) F 9 58 &5 SR 40 R Bl
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[0249]  'H-NMR(400MHz ,DMSO-d6 ,8ppm) :9.68(1H,s),7.72(2H,d),7.63(2H,d),7.59-
7.55(9H,m),6.87-6.85(2H,m),1.44(9H,s).

[0250] ] H 24 LBk FE 28 B FEM A A0 2L DY VB A s in iR 2 B e &0 C1(174g.
0.59mo 1) 6-F~1-C.FE(96.7g.0.71lmol ) KR (163g 1. 2mo 1) HllfLFH (9.8g.59mmoT ) .
N, N- = R R 5 Jie (DA R fafRRONDME) (16008 ) , BASO “C AT TN it - FHHPLCREAT I REE B
TN S N5 TR S 5 S STV B0 22 25 T 1) e RV H 9 N Z TR 21 o AT HA 1) [ A
AT IS IR S FEN R/ K (L 1) I, BRI 8 o 8k 6 i 453 ] 4 47 sl 105, A
MR EAYIID]221g (W ZN95% )

[0251] k&) DI AZ AR (NVR) (1) I8 45 R an B Fros .

[0252]  'H-NMR(400MHz ,CDCI3, 8ppm):7.61(1H,d),7.56-7.52(6H,m),6.98-6.95(2H,m),
6.38(1H,d),4.02(2H,t),3.67(2H,t),1.84-1.44(17H,m).

[0253]  [m3LUY M Be)E H & in B iR 1S B4k &4 [D](221¢.0.56mol) =4 & (67.7g-
0.67mol)  PYZ RN (LA T A FR N THE) (1800g) , 4 S SLIE RS F o — 320 ¥ R AN A St 2
110°C, — i 1a) Herb i in A 2 A B S (70. 0 0. 6 7mmo T ) [ THF (2008 ) V8V - W N5 R s
15 [ M2V TR RN 23 °C 33— BEAT SON. o FHPLCEEAT SR IE B , WA SO 45 3R » 1) S B VA TR
HEE N ZR AR 7K 6L, i NS R L BR 2L, FH 70 VAR L BR K2 o Hoa ARk S %6 S K 7
T IMER R /K VAR A& S KIG AL A N2 IR IR BE AT T0 . oS i 8 I FH &
R AR &N EBRIE A, WIS B4 o K BT AR 1) F 2- TR B (LA R BN TPA) 100g #4776
Ve, L PETF T, NSRBI EMET127g (R N49% ) .

[0254] L&) E IR AZ LR (NVR) () I8 45 R a0 B Fros .

[0255]  'H-NMR(400MHz ,DMSO-d6 ,8ppm):7.73(2H,d),7.70-7.63(4H,m),7.58(1H,d),
7.02-7.00(2H,m),6.53(1H,d),6.03-6.02(1H,m),5.67-5.66(1H,m),4.11(2H,t),4.00
(2H,t),1.88-1.87(3H,m),1.79-1.25(17H,m).

[0256]  [ml 1LPY e sR s in R 75 B A [(E](81g.0. 17moT) . 1 & (400g) , LA40°C
BEAT IR FE . FHHPLCHEAT S MIE B, BN S B4 RS, [ S B2 R H RN 2848 7K 3L i
JE B T A B A FH R B2 200 g 3E AT 15 W » I (3 [ AR T8 , 1T 45 211 2R & PGS P [ RM1 156 (Ui
FNTI%) .

[0257]  ZREAEVEA AW IRML B AL REILHR (NMR) 1 5 45 SR T B s o

[0258]  'H-NMR(400MHz ,CDCI3,8ppm):7.81(1H,d),7.60(4H,s),7.55(2H,d),6.97(2H,d),
6.47(2H,d),6.11-6.10(1H,m),5.56-5.52(1H,m),4.17(2H,t),4.00(2H,t),1.95-1.94
(2H,m),1.85-1.82(3H,m),1.75-1.71(2H,m),1.55-1.48(4H,m).

[0259] <A Hiifh2>

[0260] A MEAAYIIRM2IM A L
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[0261]
R L HO@HC, § L mamism,
Y K005, Y, DME @& Ry EtsN, THE
O : —— S -
v el " o {F]
ik
@ o HCO,H
e i
)\nﬂmﬁwa 0 %fﬁwwo
9 [6] v [RM2]

[0262]  A&& RZR A TEAL-A P RML ] (A 44 BRI AL A M0 LD 1) 4 6 -1 - B A8 B i 8-
A-1-OBE BRIz Ab, 34T 5 52 ) LAH R 44 , A3 2158 & AP [RM2140. 82¢g
[0263] A MEAAYIIRM2 ) R RE AR (NMR) B 8 25 SR 4 T s o

[0264]  'H-NMR(400MHz ,DMSO-d6 ,8ppm):7.70-7.56(7H,m),6.97(2H,d),6.51(1H,d),
5.98(1H,s),5.62(1H,s),4.04(2H,t),3.94(2H,t),1.83(3H,s),1.70-1.10(12H).

[0265] <& RI3>

[0266] RAMEAEGYIIRM3IT AR

[0267]
P il KL acon xe ome o
Ham * VLO’k i m N S—— m"'\"’u‘ok
MO Ay R Y

[H} sl {1l 3
R, o, M
ECH, THE - o ﬁ@»\d&g& OO, )\1,0 J:\w

il )YQWWQ Ry » ANy
o K] ° [RM3]

[0268]  [m] 2LPY I BENEH s N6 —IR—2-Z< My [H] (150 .672mo 1) M BR AU T EE[B1(103. 48
807mmol ) & ER 4T (3.02g.13.5mmo ) . = (LFFF AL ) % (8. 1926 . 9mmo 1) . = A % (289.0g .
2.02mo1) \DMAc(700g) , LA100 °C#EAT N # i FF: o FIHPLCREAT S BLIE BR , B IA R N 45 W ) 4
LIRS A 22 2R B T, FF N 2 IMER IR /K VA V3L o [r) HL R S NS B2 0 BB (2L) , a3 VR
BEAVEERR K ZE A HLZE 10 % ShER K IS ML LIG BE 20k , 3 Tl & b K ILIS a3k Ja ,
BUZ TR BB T8 L) i U8 IF FHZE R B AR L R a7, 13 2S5 1]181g (U Hy
99% ).

(02691  ALAWL T IR AZRES AR (NVR) 1 9 58 &5 SR a0 R B

[0270]  'H-NMR(400MHz ,DMSO-d6,8ppm):10.01(1H,s),8.04(1H,s),7.81-7.74(2H,m),
7.70-7.63(2H,m),7.14-7.10(2H,m),6.54(1H,d),1.51-1.48(9H,m).

[0271] [ H AU HE 2§ BedEm 2004 DRI s n AR B4k 511 (181g.
672mmol ) \6-5F~1-C. % (110.2g.806mol ) FRERAH (111.5¢.806mmol ) HHAL AR (1.12¢g.
6.7mmo 1) \DMF(900g) , PA8O C HEAT N it £ « FHHPLCEEAT [ NE B, B S B2 &5 A 5 1) J
LV P N ZE B K 2L, AR INBE R 016 (2L) i 4r R R 288 K2  JO ) A ALz A
A K (IL)IEBE 2R, AR IR BE A ALZ T4, 1o 98 5 2808 LB IE R, T 15 24 -
Frig 7= 1) B IR B/ O iR BV AT H 4 i, NS 24k 54 01185 (UL & K
74%).
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[0272] A &W)[ T I AZ AR (NVR) () I8 45 R an B Fros .

[0273]  'H-NMR(400MHz ,DMSO—-d6 ,Sppm) :8.06(1H,s),7.80(1H,d),7.77-7.76(2H,m),
7.62(1H,d),7.34(1H,d),7.15(1H,dd),6.53(1H,d),4.34(1H,t),4.05(2H,t),3.39-3.33
(2H,m),1.73(2H,t),1.46-1.31(15H,m).

[0274] [ 3LPY M BR8N b 15 BIRAL A9 T 1(130.5¢.352mmo ) . = 2. Ji% (42.76g
423mmo 1) \THF (950g ) , ¥4 E I LVA R o — 103 7 AN PN SR R 10°C , — e ey He b i o P
SIS (44 . 2g~423mmo 1) [ THF (1008 ) ¥ ¥ » i N5 R e , 8 S BV VR N 23 C Rt — 2
AT AL o FHHPLCHEAT I RLIE B , 8 U RS &85 51 i 5 TA) IRV A HH 1 N ZE TR 7K 6L, ¥ IS T
Zﬂﬂh%ﬁm%%%%ﬁ&éﬁimﬁﬁa/Aﬂ%%m@ﬁlwﬂﬂwW%@ﬂﬁﬁ
KIGHANE B ANLE AR ST T8 5, 1 U8 IF 2 R A8 2818 LB A7, i 15
ML AYK]I140.9g (W2 H92% ) o

[0275]  fLEWIKI R REILHR (NVR) 5958 25 S 40T Fr 7 o

[0276]  'H-NMR(400MHz ,DMSO—-d6 ,Sppm) :8.09(1H,s),7.83(1H,d),7.80-7.79(2H,m),
7.66(1H,d),7.33(1H,d),7.18(1H,dd),6.57(1H,d),6.02-6.01(1H,m),5.66-5.65(1H,m),
4.12-4.06(4H,m),1.88-1.87(3H,m),1.84-1.42(15H,m).

[0277] Al 3LPY VB R i N RIS B R4 &9 (K] (140.9g.321mmo 1) - 2 (700g) , BA40
(hjﬁMWﬂ#mmwﬁﬁ&ﬂLh,%Nﬁ*Eﬁim&ﬁwm¢gkﬂ M7K4.5LFF
Tk P8 K P AR 4 H TPA/ O b iR A VE AT IF B, FF A a4 8%, M 13 21258 A b 54
[RM3]95.9g (UK ZEHT78% ),

[0278]  ZAVEAL AP RM3 ] B AZ B4R (NMR) 1 90 52 &5 SR a0 R B

[0279]  'H-NMR(400MHz ,DMSO-d6, 6ppm):12.4(1H,brs),8.10(1H,s),7.84(1H,d),7.81-
7.80(2H,m),7.70(1H,d),7.35(1H,d),7.19(1H,dd),6.59(1H,d),6.03-6.02(1H,m),5.67-
5.65(1H,m),4.13-4.07(4H,m),1.88-1.87(3H,m),1.83-1.41(8H,m).

[0280] <A miifhl4>

[0281] RAMAESYIIRMAIN AR

[0282]

HO{EH, 0, 8 1. FREREN

,i< Kacoy K, DNE ﬁx‘ﬁ ™K BN, THF
**G»wao R e

{1}
, li:ti x " e e g f:fj/\)k }<
Py I g RN R e
@ s {RM4Y

[0283] K& R G PEAL A WD LRM3 TR A () AR BT AL & W L0 TR A 65— 1 - B A2 B k8-
H-1-CUBE L BRI A, AT S S L AT R 4R 1R IS 2R S L S PI[RM4 1171 g,
[0284] A PEAL A WIIRMA TR AZREI AR (NVIR) F) I 52 25 40D s o

[0285]  'H-NMR(400MHz ,CDCI3,8ppm):12.4(1H,brs),7.94-7.88(2H,m),7.77-7.71(2H,
m),7.70-7.63(1H,m),7.17(1H,dd),7.12-7.11(1H,m),6.51(1H,d),6.11-6.10(1H,m),
5.55-5.54(1H,m),4.17-4.06(4H,m),1.95-1.94(3Hm),1.87-1.40(12H,m).

[0286]  <{Hpkf5>
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[0287] R Fni R rm i R S TR SR N R ST SRS ],

o N
¥ - by

T Yokl Nt g
[ 0288 ] '\’TI‘/ * ‘\O/’ TN TN AT -.“\\"\{‘.'......../‘? \}‘\_.....{/I‘ \b H
RM5

[0289] <& rkfe>

[0290] A MALAWIIRMG I A K
[0291]
o

% { b PRIVERA N
" Ii::} Lan :g:i;f}‘“‘ o ,f:);ﬂ)tm éﬁ;ﬁgﬁuww - {;ig o m.»”vvvq-f-i:@){”“

N N {BM&T
[0292]  mI2LPY M BeifE i ne— 2 2 —2- 28 BRI N1 (300g . 1. 59mo ) \ E AL (205¢ .
3.66mol) . Z& MK (1200g), LA100°C AT A HE: o rp i ne-&l-1-CL B2 (261¢g.
1.91mo 1) o IN&E W 7 , FHHPLCHEAT S BLIE B , 8\ S B2 45 i » M S SLIE A H1 28 2 IR b
T, SR JG A UK 7K (3L) o P N SR TV TR I35 % $h IR HEAT o R o e i, 5 By e 1 B 3 4T
198, AR K BATIB GG A B BEAT 98 H T8, M43 2046 & 70]275g (2 560% )
[0293] L& 0 1M AZ LR (NVR) (1) I8 45 R a0 B B
[0294]  'H-NMR(400MHz ,DMSO-d6 , 6ppm) :8.53-8.52(1H,m),8.06—7.87(3H,m),7.40(1H,
d),7.27-7.23(1H,m),4.32(1H,t),4.12(2H,m),3.44-3.33(2H,m),1.82-1.76(2H,m),
1.51-1.3(6H).
[0295] Al 2LPY CUge i s in iR 15 B4 A4 [01(50.00g+173mmo 1) « — FF S FE K 1%y
(46.23g.382mmol ) AHAEZA (2.13g.17.3mmo 1) . THF (500g) 3 A S B #e )5 , FE el i~
BEAT R o 1) H b A% R R L A I (38, 1g . 36 Immo T) [ THF (100g ) VAV - M NS W=
FIHPLCHEAT [ LI BR , BN S BLZE I 4 I REVE A 20 22 2=  JL 5 , 1A IMER B 7K V3L
W N SOV, X0 I At 9 [ A4 047 10, A4 240 358, 4 T4 kL M) R B/
O BER B WA TS Bt 35 TR IG U , 98 Fa g A7 0 108, 145 20 2R & Ak &9 [RM6 ]
38.4g (P FH62% )
[0296]  ZAVEAL G PIIRM6 ] HIAZ 4% (NMR) 1 9 52 &5 SR 40 R B
[0297]  'H-NMR(400MHz ,DMSO-d6 ,8ppm):8.63(1H,s),8.08(1H,dd),7.87(1H,d),7.76
(1H,d),7.22-7.19(1H,m),7.16-7.15(1H,m),6.11-6.10(1H,m) ,5.56-5.54(1H,m) ,4.20-
4.10(4H,m),1.97-1.95(3H,m),1.92-1.85(2H,m),1.78-1.71(2H,m),1.60-1.47(4HH,m) .
[0298] <A RHIT>
[0299]  EAMEAAYIIRNT I A AL
(03001 fiaf B 5 ¥4 BB/ 1) 500m T Al 4 B AF b s NI 2 93 14 . 9g (80 . Ommo T ) 51 [ ik £, R I
35g(167.0mmol ) ExER#41 . 5g(300mmo I ) AP ER250m1 ifij il vk &4 , — i1 LA60 °C i B4
FEAS /NI — AT H s B o S 25 TR 4 S LR N A 47K 600m T H , 75 31 (1 €4 [l 44 (1) 4 &
YI[P]33.6g(UNZER9I5% )
[0301]  fb &P I AZ LR (NMR) ) I 2 45 R an N Fs .
[0302]  'H-NMR(CDCI3)8:1.57(m,4H),1.74(m,4H),1.86(m,4H),2.06(s,6H),4.02(t,4H),
4.12(t,4H),6.95(d,4H),7.47(d,4H).
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[0303]
) o Rl
‘ SR N . E L
4.3 & X %N 2 PR &8 hecl I o i
8 8 e
NS O i R o
3 53
K P s ¢
SN sy L 2 2 S - e T Nt
i Nranasd UK \ &, o ¢ ) ocead \M. [SS 3 EE PR ‘ﬁ -
K { tads LY )§>*"~«§S P {CHl 3~ Uy
¥

[0304] [l ff H VA SR L AR AL R M i N 2L B 250m T RS B &9 [P118. 0g
(41mmoT ) F10 % S A AL BN 7K V35 1 00m T 17 il B VR &4 , — 12 BA85 C 1K1 JE Hi 5 /N — i
HR R o RN RS 5 1] 1000m L B4R HR 8 N 7K500m T A0 s RER, 78 %38 30 7380 5 , 7
N10% HCT /K& M 80m T, 4R fa AT i v, M3 21 A AR kG LQl12. 2g (R N
83%).

[0305] L& QIMZREILHR (NVR) (595 25 S 40T Fr 7 o

[0306]  'H-NMR(DMSO-d6)8:1.46(m,8H),1.71(m,4H),3.41(m,4H),3.98(m,4H),4.39(m,
2H),6.96(m,4H),7.51(m,4H) .

[0307]
o & TOMNOB g
! s s S
\\ 4 .bM“imwmwmw;.a

FSTCRM. S PR ;T IV T SR S S S G T & o JUE i i £
3 PRI BN ‘»\\\ '__{;‘ \"‘\ '_i/fww LReddzas g

i

i
[0308] {ifi RS EIAAQ]5.0g(14.0mmol )5 =27, k3. 2gFI/E (K2, 6- BT Fxt
H %y (BHT) —[RIVAf# T-THE 30m1, 75 2~ #EAT Wit , /0 A AT HI 464, FE 90
164 5 NAE20mT THE A A RS A IBE 03 . 3g (32mmo 1) (V&L 5 N , hiFE: 3043,
EBRIKIE TP E 2 20, R B SO R RO BN 2 417K 200m T, 285
TEJEAS BN A A A AR VE AR T S AT O b (Cbe/ & =2/ 1) 3T U0E )5 . 13 813
t[E AR R AL A IIRMT]2. 6g (UK A38% )
[0309]  HAVEAL G WIIRMT JHIAZ 4R (NMR) 1 90 52 &5 SR 40 R BT
[0310]  'H-NMR(CDCI3)6:1.56(m,4H),1.74(m,4H),1.82(m,4H),1.97(s,6H),4.03(m,4H),
4.20(m,4H),5.55(m,2H) ,6.10(m,2H) ,6.94(d,4H),7.45(d,4H) .

[0311]
0
m\ ; FIW, N E&‘n;\i‘“‘?ﬂ?
Haw:?c»za;;a»s%{ P U S (- PR %ﬁ 2 o
o Yod N o \
(831 ¥ O

4

R s R e
{

U ,?ywowe“qtz-'{.;u~vo’/lj\‘"{f”;
\\ (}/ \ KA ATTANAERF I g i

RAT]
[0312] BRIV LI T &0 %>
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[0313]  ZREL W& 75+ &= e - R Frs

[0314] %% .Senshu Scientific co.,ltd. HH EERIBIEGIE (GPC) % E (SSC-7200)
[0315]  H::Shodex/ &) fill i ¥ £4: (KD-803 .KD-805)

[0316]  FFif:50°C

[0317] Pl - N, N7 — — HF B FR B Jie (A SR s in s, IR 48— K 54 (LiBr « Ha0)
30mmo /L BEMR « Jo/K &G d (IEA%TR ) Jy30mmo T /L VY BRI (THF) 4 10mI/L

[0318]  yiid:1.0mI/ %%

(03191 Fmdth il Ze i/ AR AEAE O« R AR S G B TSKARHE SR N bt (7 FEY
9000,000.150,000.100,000.30,000) FPolymer Laboratories Ltd. i 5 Z —FE (4>
FE=#712,000.4,000.1,000) .

[0320]  5y4b, SR M V. F& ) I S & Ak 22 40 R AR SR I SE o 4 28 B Y i H K 20mg #52 \ 22 NMRAE
it B (PR bR 202 4 1), NMRAE 58 B0 & 5) , 7 0T = A 2 R (DMS0—ds . 0. 05 %
TMSYR A ) L. Om T, Jita /i 75 98¢ 1 45 G 58 A VA A o 45 1% V8 VR M FH JEOL. DATUMZY ] ffil] 3 FTNMR
D52 25 (JNW-ECA500 ) I 72 500MHz [ J5T FNMR o 26 T W6 S f% Ak 22, 05 U5 B BRI R AL il e A R A
AR AN 45 R T o 5 R R o 8 S W AR EAEL RO . 5~10 . OppmPft T H LA Y5
I P PR FRNHLAES () Jo g AR AR, R 2Rk tH o f5 B UL &, R b, x U5 B B iz
P8 FRINHS (1) JoT e AR SR L y 9 A o I U AR A S a7 SR I g I (e IV e A 22 9.0 %6 ) 1)
15 LT J2E 9 5T N O T LA B A R 1 NS S5 17 L 431

[0321]  PEWPRZALE (%)= (1-a « x/y) X100

[0322]  (sEjafsll)

[0323]  #4BODA(10.0g.40.0mmoI) DBA(6.09g.40.0mmoI) PCH7(11.5¢.30.0mmol) BEM-S
(7.93g+30.0mmol ) & fELENMP (140.7g) H, BA60°C Jx R5/NEF Ji5 , s IMCBDA(11.37¢g
58.0mmo 1) FINMP (46.9g) , LA40°C e BL10 /1N, I T 45 280 51 0t Jie B Vs AL« ] 12% 5 Tk R Vs L
(200g ) HH A JINNMP 17t 47 ¢ 226 51 & %6 J A Jhy B S Jig A 82 A0 500 0 75 T s BRI (17 . 4 ) AIRE g
(67.6g) , LABO C [ BE3/INI o 1% S BLVA M N 22 FR I (3000m 1) , FF I8 EX BT 13- UTIE ) « 5 1%
DUVEN) R BEHEATTE e » 7£60°C T I8 H T8, AT 73 21 SRR ok R (A) o 12 5 Bt 0 Jie 1) e
T A28 R60% , B354 812,000, F 354> 85926 ,000.,

[0324]  [] BT 43 SR L U ek R (A) (6. 0g) HHAR IINMP (44.. 0g ) , BABOCHi 45 /N 1 A5 H v
il o TR IZ VAR S IN3AMP (1wt %6 NMPYA ) 6. 0g JNMP (14.0g) \BCS(30.0g) , /£ i N HitFE5 /)
IR, AT 75 218 i X AT 2540 (B) .

[0325] D4, AHN T R VR BRI 4540 (B) 10 O, B NG 1 FR A3 B8 R A A&
RM1 0. 06g GRS T [ 44 e 73 J9 10 5T 8 96 ) 5 £ 2 UL T P03 /0N i A58 35 A, A #6126 V8L ot

HA 51 (B1)

[0326]  (sEjats]2)

[0327] AT BAI 20590 (B) A F & i 2 70 43 B [RM2 TR A R A AL &)
[RML], B ez b, BEAT 5 St 451 LA ) (1 B A, DA TG 7l 680 L) 7710 (B2)

[0328]  (sLjafs]3)

(03291 AHX T & Bl 2590 (B) , 3 FH A B0 3 70 43 B [RM3 TR AR E TR A AL &1
[RMLT, B bz b, BEAT 5 St A5 LA [0 0 B8, DA T 7 24 R0 B 770 (B3)

42



CON 105814478 A w Bg B 39/44 7

[0330]  (sujifatsl4)

[0331]  AHXS T ¥ fi EX 1Al L& (B) , 8 FH & s 4+ 43 20 1) [RMA RS R & b &)
[RM1], Btz A, BEAT 5 St 90 LAH R (484 5 A i 1) 2 90 it B I 771 (B4) o

[0332]  (sLjifatsl5)

[0333]  AHXS T ¥ ft BX 1Al L& (B) , {8 FH & 5+ 43 2 1) [RM5 RS R & L &)
[RM1], Btz A, BEAT 5 St 4 LAH R 484 5 DA i 1) 4 90 it B I 771 (B5) o

[0334]  (sLjifatsle)
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