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(CA-4) (CA-5)
(k&Y B)
A_ i i _A
0 0/\/0\/\0/\/0\/\0 0
A oy
(AD-1)

CELARAS 5D

(AD-2) (AD-3)
(SR )
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[0201]  TBACL.PY | FESUbE%.

[0202]  DMAP:4— — FHE{JLMRE

[0203]  Boc,0: Mk — AL ] o

[0204] <¥hEF>

[0205] 4 BB, 6T 2R G W TR ARG RS, 48 FHE RS B v TVE — 22H CURAIL IV 28 7]
B AR ImL HEE R T TE—1(1°34° ,R24) iR BE25°C R T THllE

[0206] < ZRPEN B e 3 (1) E >

[02071 5 Al A5 Hp () SR BT e RO BRI e A 22 40 N A T E - INMR (RZRZHEAR) 50 A (NMR
PRAEIURERY , @5 (REEFRFAAZA ) ) o DI\ TR B 1 ) AR 30me , 4% IS4 — FR L A7
(DMSO—dg, 0. 05515t 96 TMS (VU FHEEAE) TR £t (0. 53mL) |, Jtg Ik = B o 52 4 e o FH
NMRIUTEA (JNW—BCA500) (I ASHL,--DATUMZY wlii]) i 275 A H 500MHz [ J5T - NMR o e M1
JEA 2 DL IR 5 2R SRR B AR B A 1 e AN I G5 AL [ o - i e B e, i
FZ B FOE R B AR 1 769 . 5ppm ~ 10 . OppmPFF/T H B A L &R HINHEE [ 5T - IEe R 4>
1E, AL AR K .

[0208] BRI A% (%) = (1—a * x/y) X100

[0209] 7 [ aR=Hh, x O E IR ONHEE ) 571U B8, y B HE o IR E, o
R THETR (el e (200 %) IR L I BB HE ST AR T I R 1) —NNHER o 111 5k
Al

[0210]  [fb&H B) 1E k]

02111 MY T AW B) IAD— LiE SRR SEA AT &, LA N VRN & 7
[0212]  FaRA AL HC i i H— NMR TRt TS (A &1 )

[0213] A& BRUKERZN HfHIADVANCE 111 —500MHz.

[0214]  J7E A7 Jrfk —HH LK (DMSO—d,) o

[0215]  FrifEd)in: DU 3LRERE (TMS) (“HH1 480 . Oppm)

[0216]  (FEAFITAD— 111 & )

(o]

o
HO NN NN — HONOAVO\/‘DNG%O JI\/YOH
e o o
DMAP (AD-1-1)
CHCly, [l

(o]

asc OH 0 0 OH
[021 7] = cl \)\’ONONO‘/\OAVO“/\OMO\)\’CI
TBACI o o
DMSO, 80 °C (AD-1-2)
0 o o o]

- L\\/OMQWOM{)NOMOJ\/\WO\/&
K,CO4 o o
MeCN, 80 °C (AD-1)

[0218]  [[PULL —fE (10.0g,51 . 5mmol) HU I AFEFARRET (12.9g, 129mmo1) « S FH 4% (60g)
PLNDMAP (3.14g,25. 7Tmmol) , 7E50°C I IIFAER6 /NS, (o L S B o [ W S5 IR, 13 128 2500,
(25°C) , FH2NELIR (60g) AT IR 73 IR U « B A M AR MR 45 , 7E40°C T 254, 15 BIAD —
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1—1 (781 15.6g,39.6mmol , P72 77 %) o ARFEPL N AR H—NMRII 45 5, A hAD— 1 —
1,

[0219]  {EDMSO—d,H () H—NMR (500MHz) + & (ppm) =12.20 (br, 2H) ,4.12 (t,4H) ,3.59 (t,
4H) ,3.53(s,8H) ,2.51(t,4H) ,2.47 (t,4H) .

[0220]  |r) i -P INANAD—1—1(5.00g,12.7mmol) \TBACI1 (1.06g,3.80mmol) DL & DMSO
(15g) ,7EZE (25°C) MHEHE. A R IR Sl (7. 04¢,76. 1mmol) , 7E80°C I In#AfiH:22
NI SIS IIN R T (50g) HIUK (15g) , FEIIABESE (10g) IR K03 4T 21 1A
HUARIZK (30g) ZEATPI R o3I v (LA MRz A AR A HIARL) o bAh, 7257 24T 2K
AN IR TR (40g) FpEst (10g) , AN T/ A E (L MRz A HARM AL
AH2) K IR AV S A2 E I TR SRk 4R, 13 2IAD— 1 — 270 & 7 &
7.02g, WHES—EAD—1) T RINAD— 1 —2{R AW BT F— T )7,

[0221] eI P IINAD — 1 — 29 &9 (7.02¢) < O (42g) DL M BRER 51 (5. 26¢,
38. 1mmol) , 7£80°C I AR 20/ NI o 455 I HF: , 1 368 SN, K BEMA AR , 143 21 AD— DAH Iy
(5.44g) o1l REIRAE (4157 (WEBi; Bibe/ LR OBE=1/1—1/4 (RFALL) B A 5 &f
£, 1F2IAD—1 (" : 2. 34g,4.61mmol , NAD— 1 — 1AM T B ™3: 36 %) ARIELL T AT
TRI H—NMRIFI 5 AfiA NAD— 1,

[0222]  /EDMSO—dH1f¥)'H—NMR (500MHz) : & (ppm) =4.38 (d,J=2.5Hz,1H) ,4.35(d,J=
2.5Hz,1H) ,4.14—4.12 (m,4H) ,3.85—3.82 (m,2H) ,3.60 (t,4H) ,3.53(s,8H) ,3.19—3.17
(m,2H) ,2.78(t,2H) ,2.63—2.58 (m, 10H) .

[0223]  [ZREMIMG ]

[0224] (5 Hf12)

[0225] Ay A S PE 2 B RN L S NP 1R 200mL T A B H 5L HDA — 1 (8..04g 40 . 2mmol)
DA—2(4.36g.10.9mmol) VL ADA—3(12.2g.21.9mmol) , JHANMP (98.4g) ,— ik a—il)
VAR - — B2 AR K N R INCA—1 (9. 402,47 . 4mmo1) , FEHIN
NMP (37.6g) , AR5 FAES0C R i fE2/ Nk o BT, R INCA—2 (4.65¢.23 . Tmmo1) FIINMP
(18.6g) , fEE S ME23°C MHEHE2/NI, H b5 2 28 e e B 7 i (PAA — TR &
1250mPa * s) .

[0226] AN FE -1 200mL = Ffjee il b B BORT 73 2 1 _F R JR e R v i (PAA— 1)
(100g) , A INVE M A Boc,0 (1. 24g.5.68mmol) , fE40°C M HELS/ N, FHIAT 2 28K
i (S 1 R SR BRI (PAA—T —1) &

[0227] [ NS0 200mL = ff e 4 BUPAA — T — 1 (100g) , IILANMP (66.7g) L
Mt (14.2g) LAKERE (4.708) , fE=00 MHiHE30 Bl m , £E60°C N LN 47NN o KaZ S v
AN 2 HEE (650g) HY, 8 TS 2 TTIE Y Rz e v RIS Ve e AR 80 C i
AT T8 13 2 R B LR R (B3 :89%) «

[0228] i, A TN -1 100mL = A B FR 43 HOZ S8 IR JH (1 83 K9 . 60g , IIANMP
(70.4g) , 7E70°C N HEFE24/ N LR AR , A3 2 R L (SPT—1) FOVATR -

[0229] (5 hf513)

[0230] Ay A Fd b AN AT 5 0mL AT T ped H F DA — 4 (2. 70g .18 . Ommo11)
JIANMP (15.3g) , — 1 5t R — I S P VA R o — 1D RAZ A A /K R —0 s
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JNCA—3(2.25g.9.00mmol) , FFHIANMP (12.8g) , ZEAS NAES0C Ntk /N o 3k 11,
ANCA—4(2.52¢.8.55mmol) FINMP (14.3g) , fERS0 FAES0C MHCHE3 /NI, H b 7421 S ok
JiETR (PAA—1) [PV CRE L : 330mPa  s) «

[0231]  (HAlifhl4)

[0232]  [i) a7 A5 5 41 66 B R A US NE 9 100mL PO B IHADA —9 (0. 865g
8.00mmol) \DA—10(3.84g.12.0mmol) .DA—11(2.93g.12.0mmol) .DA—12(2.73g-
8.00mmol) PASNMP (119g) , — il ¥t Al —1 A2 &0 M 1/INN o 2R, IINCA—5 (8. 65g.
38.6mmol) FIINMP (17.9g) , £E40°C F i 18/ NI, FIHAS 2 R WL NFR T VAR Ol : 405mPa
S) o

[0233] [ B A E AT A RSN 200mLPY CTE T, S B 2010 R BB e
FR ITA R (100g) , IINNMP A [ 4 pl 43 1 B Bl M 95t i % , INN CBRTEF (7. 60g) AL g
(1.57g) ,fE=0 MEFE30 Bl e, £E65°C Ml SO 3/NINF o 12 S v T N 2 FH RS
(428g) H, JE HH TS 2 ITTEW) « K2 DTTE M T TS e , £E60°C R b TR T8, 1321 25
PHETI JFe ¥R 2R o 12 SR eI Ay AR I B A1 366 % o

[0234]  JA) T A 30 10 b 3 SRV sy 2R HR I NNMP A ] 4 s 43 94k J55 o My 1 2 Fk % , #E80°C
PR L8/ NI AR 15 B R (SPT —2) TR

[0235] (& Aiifhil5)

[0236]  [) 15 A B P 2 A A AU NE RI50mL PO BRI TP I ADA —6 (1.59g
7.98mmol) \DA—8(0.790g.2.65mmol) \DA—13(1.12g.2.66mmol) LL &ZNMP (47 .8g) ,—il1%
BRI =N N EEE LN SR E IINCA—4 (3.73g.12. Tmmo1) FIINMP (5.30g) , ££70°C |
FEFEL2/ NI, R A 20 [ A B o3 e B 1 25T 5 % [P JR I i (PAA—2) (VAR CRGJEE : 390mPa
S) o

[0237] [yl ) S i) 25 ]

[0238]  (SZjEfhlL)

[0239] [N FHE T 50mL — Feedif b B A B2 ip 73 21 1 SR I e (SPT—1) [RYA TR
(2.00g) FIE& B A3 A5 21 i S W ek (PAA — 1) [V (3. 73g) , IIANMP (0. 83g) ~GBL
(8.40g) DA &BCS (4.00g) , FFIIAAD— 111J10J51 5 % NMPIATR (0. 24g) , fE =1 FHEFE2/ N,
R AT 2R IR 71 (D) .

[0240]  (SfEfoI2. LA ~ 4)

[0241] K440 TR SR S A T A R A DA an N R IR b T4 5, Btk DA
AN, AT 5 IRE A LR IRAE A3 200 BRI (2) ~ (6) « T B BHIE , = LA s InsFl
AD—1 ~ AD— 343 BIVAE A 10J5T i % [INMP I IR I TE s e

[0242]  [3&1]
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I 2 B &M NMP GBL | BCS |ikat (B Itfhifm
S 1 %) :’25-::1_:; Zﬁ‘;’; 083¢ | 840g | 400¢g ’83;:;
s | (2) E';']"g Z’_”;’:‘; 1055 | 840g | 400¢ - -
[0243] b4 fs2 (3 :‘;L'l Z‘_";‘;"; 083g | 840g | 4.00g - , gg;i
it fs)2 (@ ;’_'gf}_i ';‘;T: 133g | 480g | 320¢g :g;;
g:mjgmj:% (5 g’_g:}'i ‘:‘;ﬁ': 187g | 480g | 320¢g ~ |
| Heslia (8) :’ EL'E n‘;‘: 133g | 480g | 320g - ’;_[é;i

[0244] L5k W son RO HIE (BRI A AL EE) ]

[0245]  Hil{EH #5457 5 (Fringe Field Switching:FFS) SR i 2 s sof IR B
EONIT Y

[0246] B4, HEE A AR FEAR « FEARAE F 1 35mm X 40mmf1) K /N FLEE 40 . Tmmf B Fg 5L
Mo AE SRR b AE SR — 2 T A BN B PR« A8 B TR O B S TTO R AR, (51
50nmHL AR B« A7) 20mmAdE 1) 10mm) o 7 58— 2 A B FAR L, 7R 28 — 2 JERL 1 F HCVD
(22550 1M BRAIS iN LR . 56— JE RS iNIR AR y500nm, S /E K JE MI4E 2 Ik
RAEDRENINRIE AL 58 — 2 MSINEL I, (EN 88 = 2, B BRI TORR B S AU i T s AR IR 1
G Z A (R 50nm) , WITTTE AR — 3 ZFE B REIMNMER . S BRI K
10mm %5 29 5mme U, 85— 2 OO0 P FUA 5 56 = 2045 R R AR 28 — 2 RS INBR A7 T if =2
L4625

[0247] 55 = 2 0{5 22 AR AT R S5 43 LAY 11160 ° 25 9 55 2 3pm 1 FE AR T A B -6 pm
ITEIRE AT HHE S AT 2N IR TEAR , — MG 2R DA 25 24 AR eI S jh s I 2% 01
BRSNS X

[0248]  Y3%J %% H 58— XI5 28 XA TEU RN, A B AT I 1% 25 AR F AR e 2%
IR RANR] o B, FEAZE S5 1k AN AR T RIS IS A T A OIS 0L T, a5 2%
[ 56— DX 3 T A% R 15 25 PR PR FO AR G 2% BTN 4180 ° R A1, 7R R 28 — X3 IE Ak
g% 2 AR B AR T 2 B 4180 ° O 11 o B, FE 418 R 1 SR — DX RN 28 — X dalrh, Ak
T 15 25 PRS0 AT, 2 TR) A R B 01T 5 T R s A AR T PR O e 2 2 1 (T A
0 W7 TR A S 1]

[0249] B, il ML ANEL A1 ~ 2rp A5 20 R0 Bl 551 (1) ~ (3) , FIHIER , 43 51
B LA . Opmi e I8 i o 8 75 281 v it B S5 A T oy FUAR R AR A T E
TTOMEA A o B Apm PR AR I BRI 3% 55 A, 7580 °C At b 45253 % SR, H
230 CHIPARIE PR AU A E1 T30 Blige il , 73 2 B 6 0nm 1y A i b BT S i o FH
2245 (F5 1M 2 Al HIYA— 20R) A2t A 1k H B S 2 T A 7 B ) AL 3R (R P
141 120mm, 5RFE 3 : 1000rpm, 22053 & : 20mm/ sec , HE NKJE 0. 4mm , BEAEE T 6]« AN T3E45
B ENGR R RN AR 2 AR RIS Hh R T A 180 I A 1) « SRS, AE gtk bt
FT153 B PR I MR G R T U, R P R ARk e, 7E80°C R EAT 1560 B0 T4, 15 21
AT R P FEE R B AT o AT A 281 PO A s A R DU e (R B A — 4, AR AR 1 DA RE R
ST N 77 RS 50 (G2 A TIHIXN—15007T) |, DRSS B B AR I  BE 87 [f]
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B AT T 58— B o SR, 75 120°C N FEAT90 5 B b | {82 ) 5[
AR SRR Aum ) 23 o 1l e He A N R i 28 i N AR EMLC — 7026 (Merck 2y
wIH) BRI, A3 BIFFS Ty 2R oot S8 BT B R oo AE120°C
AN AE23°C N IACE IS TR .

[0250] [y b oo e RO E O'CHUAALEE) ]

[0251] i ] 15 R H ) AL R AU, S R FAR 1 AR AT TR SR R B 3 S A« FHAL
1. Opmff)5t R4y B S BI2 RIEL A3 ~ 4rh A58 (i i 177 (4) ~ (6) e, A
FBEAERAT T A0 R B AR O AR BE FEAR - 280 C IR iy b A =152
BiE, IREUHERS , £E230°C NEA T304 Blvee e, JE A 1 I B2 100nm ¥ i M o X2 e 1 A Bk
Sy300m] /cm’ 15 IR G iR AR, STHEE P AL o PR il FHIRAMERT , 5230°C F 2E T30
Sy BB, 75 BT IR U B AR DAk B 35 ARCOh — 4, AR N N I 195 50
JE FEI B 253 30 (S HA 27 2 RIIXN— 1500T) |, DA E B T A 1 (R B 7 1] 13 5 0° 1
J ARG — R 5 SR, AE120°C R 1 T90 43 B INERE IR, o A (b, FITE R = &
W R NTE 1223 B N R ML — 7026 (Merck 2N w5 |, B EHE NI, 15 2IFFS
WX iR A

[0252]  [FRK A aR Bl 5 L I ZR G R VY]

[0253] X bl EH OFFSEX bt & , /260 CIITHIRIAEE I, LUBIZR60HZ i il 5. 8V
(RS A HL R 120/NI o SR 7 , T B8 {0 1Y 15 3 PR S5 0 B FL AR 2 TR B AR A, PR AR
FERIAE 200 N — K.

[0254]  SCT-aAT 1 R AC RIS &, USRS A T HRIE I RS M R R 1 EE
— DI IR I T 5 5 DX R B 5 T ) 2

[0255]  HLKIf 5, B S B T PURIR B A2 1 5 5B B O R e v 2 ), e 1
6, VBRI B R B DAG R 8 — DO B S G N, B, SRR iR &
DA% 2210 56— X35k 140335 9 6 e/ N I i B O e 26 7 P (A 0) o AT A E % A1 11
(RN, 0 RIIA AR 2 5 S B AR R P R o FLURIT &, S A1 B 0 . 20 A I 1Y
TEOLIEN R “O” Kl ARG L 0. 20 TS HUPEHT ol “ X7

[0256]  [JBLgH EEPFH) ]

[0257] | FJEds , 45 LR L . Opm iP5 IR ok 8 T 15 281 Ry et BRI 0 A T 2 T 45 1 TO
AR B B AR ) TTOTT , 7280 C IR AR b A 1§25 Bl SR, FH230 CIFANIEER
HEREIEAT 30 BhGE A% , 73 2 IR 6 0nm Pty A5 VA B ) B PO AR o FH A% 225 5 2R it )
JEEEA T R I ) A (B AR« 120mm, AR AL : 1000rpm, B 2D T : 20mm/ sec, RN K
0. 5mm, FEEGR A AR o Mz 35 1 (Suga Test InstrumentsZyaliil, k44 .
HZ —V3) R T55 FEAE A E o AT LA 55 AR RN, DU P AA y 1)0 , E e Pl ey o o S5
80,1500 NINREM N “O” , 25 E BB 0. 15 H M0 2500 RSB J “A” ¥4 55 B A8
0. 26/ ALPF ol “ X7

[0258] R SfE il ~ 2FNELESAFI ~ AR K514 FRSIX Sl G O FR A v AN 1 AN 45 SRR
BT IR A G P 25 SR T kR .

[0259] (2]
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§ Tl i
WA | SRRV ”i,{i Jﬁij-
oy i ! o
92 i ] 1 (1) O (0. 11)
2o b £ oY -
421 (2) O (0. 45)
e fead ¢ f N .
[0260] L 42 (3 O (0. 28)
A 3y O
S (4) O (0. 15)
- &5 45« i x
H 413 (5) O (0. 65)
S 475 45 A Y g
He e il 4 (6) o (0. 32)

[0261] G2, AEREAD — 1R T30kt U I, BEA 2 AT R A Ot AU PR 2
AR FEE T P I o

[0262] ™l F- R M T

[0263]  H AR W R At TP 7745 2 A B P IR e =4 1 TPS IR )5 2 FRSAX 2 /5 2
(IR s TO A IR A 5 R, (2 s Te e O HL, X B s Te AR E T AR o H I
(IR s , 1 HL AR A B2 S AT R T PR 155 A IR

[0264]  FHEUL AR 2, K520214£10 127 H HIu 1 H A% B 112021 — 1755895 (A 1 V]
o BFER AL AR BN A S T, (AR IR BB A i 5 I
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