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[0158] DA NAIZE S, WA & B — 2D e g gt 1 i B, (HAC A BH I A 1 28 5 it 451

PR PEARRE o FIT A A S A TR PR A 3 R PR D 0 2 T 720 T it

(01591 (&)

[0160]  NMP:N— FHJE —2 — IR o

[0161]  BCS: L —H5 T k.
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[0162]  DMF:N,N— — 1L IELI.

[0163]  DMAc:N,N— —FIXLZ Wiz,

[0164]  THF; PO

[0165]  TPA:2— N

[0166]  (PUSLFR —[ET)

[0167]  CA—1:H Pk (CA—1) TRt &Y.
0 0

A
[0168] ° ] 0

0 o)

CA-1

(01691 (%)
[0170]  DA—1~DA—7:/0 Al FiRR DA—1) ~ DA—T7) LRI &P AL IHTFrE —
WPy R 2 — e i Nk DA—1) « DA—2) DL K (DA—T7) Tt &9,

O ~O-OI™
qu—©—o HZNOO
DA-1 DA-2
NH,
e o
O (O™ o
HaN 0
H,N
DA-3 DA-4 DA-5

[0171]

BengaceWen
el

[0172]  </yF-EME >

[0173]  FH] PRI GPC (BERGEF (k) FEE A TIE , AR O 7 RIS L i
ERE A M A IMw

[0174]  GPCAE'E .GPC—101 WEAIHE T A EHD |, tai4E : GPC KD—803.GPC KD—805 (HAH]
L T2 ml i) R R, A it T - 50°C, Pelbi : N, N— — FREL AR (PSR R o, 9 Ak 4
— /K& (LiBr » H,0) Jy30mmol /L, ERIC/K A A& (IERERR) 930mmol /L, VUK (THF)
10mL/L) , ek : 1. 0mL/ 538

[0175] s 1F i £& I V8 FARAE A O TSKERHER IR S b (43 5529900000, 150000,
10000014 2:30000) (TOSOHZY w1 A5 & —f5 (5315 2912000,4000104 2 1000) (Polymer
LaboratoriesZ\ @]l o
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[0176]  [EAARIIE AL
(01771  DA— 1 ANFF( T (Chemieliva PharmaceuticalZylif]) o
[0178] DA—2%]H]Journal of Molecular Structure(2018),1169,46—58H11 35 E Ak
TTERG e
[0179]  DA—6AIDA— T A IR AR AT A S, DA O A Tk
[0180] (AR5 Al s DA— 61175 )ik)
[0181]  #&ME M RIS A A TDA—6.
FH il Pk S

O._~_OH Et;N, DMAP 0~_0.2
[0182] @ - @ &cn;
03N CH,Cl, O,N

DA-6-1
[0183] |3 — (4 —my3Lor s dt) N4i —1 —[F (Chemieliva Pharmaceutical 2y alf),
16.0g,81. Immol) NN Sl Bt (320¢) KA , 7 VK N El M H AN =%
(12.3g,122mmol)  FHAEMESH (9. 76g,85. 2mmol) VL A4 — — HHILGLIENERE (1.0g,8. Immol) ,
TE 20 NP5 /NI (LSO o [ SRR NN 27K (160g) , #EAT 0O F IR AILE , #41
i R (80g) &li7K (80g) MM/ F 43 Wi Uk . ¥ A A UE M4 , FH 73 8) TDA—6—1 (i

20.8g,75.4mmol , ;7293 %)
™ o,
0 O,N 0
0184 ozn,@’““‘-’"&s\c“s = NMP ” O\D’\/“DO\N OND:
DA-6-1 DA-6-2

[0185] [f]2,6— ¥ HEZ5(5.00g,31.2mmol) FH I ANMP (50g) \DA—6—1 (18.9g,
68. 7mmol) DA SR B (10.8g, 78mmol) , 7E100°C N L8/INI, i H S o 7] S MR N
aliyK (100g) , FHb S AT H B TS 20 i e e, R Aok T RIS Ve, INDME
(500g) 7E100°C M52, FI R /7K (U1, AR ER) 4550, b33 TDA—
6—2 (F7H15.2¢,29. 3mmol , F7%94%) .

O;N o 0 Hy, Pd-C H,N

g e C, T,
DA-6-2 DA-6

[0187]  [fIDA—6—2(5.00g,9.64mmol) HIIADMF (50g) FIRHFH 24 (5% PARRKS A (50 % 25
7K) K2, N E . CHEMCAT A w1ifill, 0. 508) , E80°C A 50 N AL M5 (0. 3MPa) P Hiff12
/N o F T AR PRTIFCIE NDME (100g) |, 3 i 358 PR 280 o 17 PIrf 3 2 P B8 FR N
IPA (150g) , L4k b, k735 T DA—6 (3.76g,8.20mmol , =K85%) .
[0188] (ARG HAAI2; DA— T A
[0189]  F&fd MR RIS A A TDA—T.

o <
NO,

[0190] cl K,CO;

Cl >

DMAc, 90°C




CN 120209308 A ﬁ'ﬁ HH :F; 22/25 T

[0191]  ZE500mLPY CUESHE T, 36— 507 (7. 0g, 40mmo1) YAfE T-DMAc (140g) , JIN4 — gL
] FS (12.8g, 84mmol) FIERIAHH (16.5g, 120mmol) FH4E90°C N 3 bk 3/ NI, (L7 B o (i 2.
RIS HE =5, — BB —b i aliK (280g) i i At H o 68 HH BT A3 2 10 4 4, 42240
JKSTHE N (7%:358) NI T 2EA TIE DG UE SR, AE40°C M FLRUE T4, FH k752 TDA—
7—1 Gt :15.5g,38mmol , FA A, 752 95%) MDA R o= g H—NMRIF &5 5, A T
ZE AR DA—T—1.

(01921 'H—NMR (500MHz) in DMSO—d,:& (ppm) =8.06 (d,2H) 7.50 (s,4H) \7.15 (d, 2H)
7.06(s,2H) .5.25(s,4H) .2.55 (s, 6H) .

e e -
[0193] OzN—Q—o/_O_/ Pt-C, H . HZN—Q—O/_Q_/

DMF, 50°C
DA-7-1 DA-7

[0194] 7RS0T, ML R N iR %3 BIfUDA—7—1 (15.5g, 38mmo1) DMF
(4662) DL RBRIEERE (3% Pk oK (50 % Bkt ,Evonik A mlfi, 1.5g) , B h A Uia,
TE50°C NHEL8/ NI, 5l H SN o SN 25 PR, (50 P i S B EL e , IR 4 « IO\
IPA (150g) A AART H , A== N PE IE K AR H - R FHTPA (75) AR S 20 i AR E A T
PHEVE, AE40°C N EHE T4, 5 %) TDA—7 (P7H . 10.8g, 31mmol , ([ , ;= .
81%) HRIELL Tt H—NVREZ5 L, BN T 28 A DA — 7,

[0195]  'H—NMR (500MHz) in DMSO—d,:8 (ppm) =7.39 (4H,s) \6.66—6.51 (6H,m) \4.93
(4H,s) \4.38(4H,s) .2.02 (6H,s) »

[0196]  [RAEMINIE K]

[0197] <& RpIl>

[0198] [R5 B AU SN ) 50mL DY 1 BE - DA —3 (0. 541g,5.00mmol) \DA—
1(1.60g,5.00mmol) LA KNMP (15.7g) , —ii il l—0 A a0 MR oo - S8 =, N
CA—1(2.15g,9.60mmol) FINMP (15.8g) , 7E40°C N Hik24/ NI, Fht 32 T [El AR 2 ik BE 12
it % R SRR (PAA— 1) TR - 2R R [fMn 24 13500, Mw 439800

[0199] <& i2>

[0200] [l R 2 AU SN ) 50mL DY - IIADA—3 (0. 541g,5.00mmol) \DA—
2(1.98g,5.00mmol) DL SNMP (18.5g) , — il ik Bl—LAE =0 M PE A AR5, TN
CA—1(2.15g,9.60mmol) FINMP (15.8g) , fE40°C N Hibk24/Ni, Ft A2 T AR 23 ik BE 12
ot % R SRR (PAA— 2) TR - 2R R [1Mn 24 14600 , Mw 445600 .

[0201] <& pI3>

[0202] [y it PE 2 AU SN O 50mL DY L BEEHH IIANDA—3 (0. 541g,5.00mmol) \DA—
4(1.46g,5.00mmol) PASNMP (14.7g) , — il 4k Rl— B AE &0 M A PEE HIA R - 2R, TN
CA—1(2.15g,9.60mmol) FINMP (15.8g) , 7E40°C N HitE24/ NI, Fht A3 T AR 23 ik BE 12
it % R SRR (PAA— 3) TR - 2SR R [1Mn 2410900, Mw 429700

[0203] <& R4 >

[0204] [y it P2 AU SN O 50mL DY L BEH IIANDA—3 (0. 541g,5.00mmo1) \DA—
5(1.22g,5.00mmol) LA MNMP (12.9g) , —il s Bl—0 7 =il PR H s g AR, I
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CA—1(2.12g,9.45mmol) FINMP (15.5g) , 7E40°C N HitE24/ N, Fb A3 8] T A s o0 ik FE 12
TR 9% [ SR TR (PAA—4) (TR - 4R IR FIMn >4 11200, Mw 4128500

[0205] <& pkifl5>

[0206]  [rpifr i PE R B A AL S N I 50mL Y B R I ADA —3 (0. 541g,5.00mmo1) \DA—
6(2.29g,5.00mmol) LA X NMP (20.8g) , — il 4l Bl —i A &0 M IHE i A SR, N
CA—1(2.15g,9.60mmol) FINMP (15.8g) , £E40°C FHitlE24/ NI, A2 T AR 23k B 12
TR 9% [ SR TR (PAA— B) [T - 12 28 e 2 1Mn 24 18400 , Mw > 139800,

[0207] <& Rifhl6>

[0208]  [alF i PF 2 B R SN I 50mL YT B IIANDA—3 (0. 541g,5.00mmo1) \DA—
7(1.74g,5.00mmol) A KXNMP (16.7g) , — Mt Bl —10 4 &0 D IcHE i A SR, N
CA—1(2.13g,9.49mmol) MINMP (15.6g) , /40°C MgHE24/ NN, HIEAF 2] 1 AR 73 Mk FE 12
JoTEE % [P SR MR (PAA—6) TRITA TR - 12 SR L TRFIMn 2l 11900, Mw 230400

[0209] K¢ |- & oA 15 2010 JR R L PR A TR AR 7~ T3 1 o AR L, PUFRTR Al 43 AN
¥ 143 (R 5 N B BB R s AR A0 & 8 6 L e il T — e o3 1 o & 10O BE 7R A7y
(1 25 PUFRR 8 o0 2% I e o3 TR A T i (BEZR 1)

[0210]  [F&1]

T - TRy Tl b R oy T I
SHERER | PURRARS
et issseill I 7= AT [wt] Mn M
Gkl | PAA-1 CA-1(96) | DA-1(50) | DA-3(50) 12 13,500 | 39.800
fmfil2 | PAA-2 | CA-1(96) | DA-2(50) | DA-3(50) 12 14,600 | 45,600
[0211] &3 | PAA-3 CA-1(96) - gijgg; 12 10,900 | 29,700
S ~ ~ B DA-3(50)
Gfila | PAA-4 | CA-1(94.5) DA-5(50) 12 11,200 | 28,500
- DA-3(50)
&g - - -
%15 | PAA-5 | CA-1(96) DA-6(50) 12 18,400 | 139,800
Gf6 | PAA-6 | CA-1(95) | DA-7(50) | DA-3(50) 12 11,900 | 30,400

[0212]  [ygodt B I il 25 ]

[0213]  <3jE >

(02141 [ L& o1 A5 2 0 SR e IR (PAA— 1) [ (10 0g) FHILANMP (14 0g) Al
BCS (6.00g) , A= M{F300 8l FHILIS 2 T A7) (AL—1)

[0215]  <Sjffi2 ~ 3, Ehgfhill ~ 3>

[0216] [ [ IR SR BRI AR (PAA—1) ' H (PAA—2) ~ (PAA—6) 53X — s LA
A, GBI R S , A 2 1R A 7] (AL—2) ~ (AL—6) .

[0217] CRf_ bR St RN LG B A B a0 BB R O RS o T2k 2.

[0218]  [#k2]
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1 4 2 =3 -
B | _;f,g’[ﬂ‘t;}] i
S it 451 1 AL-1 PAA-1 4 76 20
[0219] S-:‘:Eﬁj{éfuz AL-2 PAA-2 4 76 20
it 51 3 AL~6 PAA-6 4 76 20
Eb 54511 AL-3 PAA-3 4 76 20
Ee§5 51 2 AL-4 PAA-4 4 76 20
L1 3 AL-5 PAA-5 4 76 20

[0220]  FfgiA T Q0 b FraR A5 200 S EUA 77 (AL—1) ~ (AL—6) FRAEE 2 A H 55
S BRI S TA I A T AT 2 RS BRI A2 A T 1O B B TR 1T N 320 A0 P e FOK B2
fib ST o

[02211 [y S E]

[0222] i Jj]_FaRFF BRI EL A SR R AR s 24 TR S A o 43 AT AL
1. OpmPy 2 &R PR A AT T b B8, i e i 723 Ty TTOFE AR I BB A (K
40mm X 5 30mm X [ EEO . Tmm) , 7580 °C I IHAAMR T #R60FD I , £E230 CIOLL AR At
172053 BB , 2B T B 10 0nm i ot B I FBE o 1 32 74 B 17 8 PR ARy A 400m T / e B
600mJ/cm”sk800m] /e’ RIAE—AN RS G EL 26 2 1R 2% B 2R iR K-254nmfk 4 hek , ok
SBH A AL, 2275230 C UL AN A b A T30 PR ak , 15 21 1 7 H ) i 1)
For (BB « LA 1) 55 85— B s A 32 1R 5 A TH A A B BRIE LA, 55
R [FIREHIAS R T A IR B SR G B AR DL IR B 4, AE Hoh
— R A b R B Apm O BRAR AR (H FE AR s w1, FL22EK, SW—D1) |, R
TSN T LASME R BRI ER il 255751 (A H 22 )L, XN—1500T) |, LA Ha) J ARG
HLHA 51700 0° B 5 5 58— R 38 R, 72 150°C R E1 76043 B IIFAAEFE , (% ]
SRR T B R 2 o i U N T A s SR A RGMLC — 3019 (MERCK A Hli) | %
EENTL 2] TR SRS BT 2 B2 120°C M IIEA LN Ja T 94T

[0223]  [XJE EEA I N B A MERPEAT]

[0224]  {fi FJAXOMETRICS 23 Wil il AxoS tep b4 TIR i B MU HL L A AN I EAT o 4 _E Rk 1l
TEHRMI S S T IE & AEATENH RS N M 2= A Circular Retardance
(I A TINAE , T AR R 2 o365 Bl 30 o P DL 12 3ol B Bk N PN 38 A PRk R 4 o 1F
P EEAE 3 B IR 3efE 3. 00LA NS Sk “O” , F Fik3ofE K T-3.00H.245.00
DL BTSSR A" 8 1R 3ol R T-5. 00fI B Il “ X7 B 45 s T-343.

[0225]  [ZKEEAMMAITHY]

[0226] 73 BIIFLIEL . Opmf1 i €= aRTS BRI a, B A A T T b B8, i e v 7
WA T TTORLAR P B IR AR (K-40mm X & 30mm X [ZFE1 . 1mm) , 780 °C IR _F 604D
J& , E230°C T AN I FR B T20 55 Blee s, T2 A% T 552 100nm )y it FR Al o [ i3 i
T 22 R Fr LA 5 00m T/ em® BEE T L 26 128 BT8R IO IR 25 4nmf S ek, dh—2 4
230 CIHZIANR IS EA T30 BB Ak, 75 2] 17 VR0t B P JBEE ) AR o 1 12 A, 1) ]
4 ZhE A AR T, DM—701) 7K 8 fib f R TINE o FE A v
BEARFE AR T-50° B AL “O” KK Bl A 950° DL R G SL sl “ X7 R85 R T
3,
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(02271  [3:3]

[l P 35514 (3 0 of C.R.) 7K $ fih 7y
400mJ/cm’ | 600mJ/cm’ | 800mJ/cm? 1
Sl | 2.56(0) 2.29(0) 1.98(0O) 53 (O)
[0228] s 2 | 1.43(0) 1.62(O) 1.63(0) 51 (O)
L3 | 1.95(0) 1.51(0) 1.72(0) 58 (O)
ELE1 | 3.14(A) 29.7(x) 83.0(x) 50 (x)
tbiiti2 [ 1.90(0) 3.99(A) 512(%) 48 (x)
tedef13 [ 37.8(x) 28.3(x) 28.6( %) 55 (Q)
[0229]  4ua3ffro, il ST ~ 3Fy s B 71 (AL—1) « (AL—2) PA K (AL—6) 13- 211
T B B S5 e FHEE B9 ~ 3PS B 751 (AL—3) ~ (AL —5) 752 i s B a IRAH L, 78
Iz Y CETE I s R A r i N A BB A
[0230] =k iRl F) HPE
(02311 FR A & BH I IR U A) 79145 2] I a0 B A JRdE & A s YRR i e os oo rp T
WA, 0 an vl DA AR 2 B 0 ) B 1 R £ TR A7 R T v it B )
FRCek A A3 SRS R R0 R e P Rt ) e
[0232]  AE AR oot il DA RN B SR D Re R B, ol anae -
0« IRl 5 3 S R AL L SO A BR RS L I A HL N VR S A G 3 L
(camcorder) PDA (Personal Digital Assistant:%E FHUIX) EAEAENLHHE 15 B BT
IR il g At N = ST
[0233] BN , B4 20214210 H28 H FH 1 H A% R B 12021 — 1770045 1135 B
P R SRR R 4N A DA 2021411 H22 H H3 1 H AL R H152021 — 189679
SRR AR BRI SN A 5 | ZE LI, (E AL AR BRI A 5N
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