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BN, 48 H AR 1-2- 1644805 234 « H AR 1-6-1546875 234 « HAKFIT19-131559%5
IR OB A/ TR EREAI N HT” (20144F \Technosystem/y &) ISBN9784924728707C
305) \ “Wonas/ e A1 IR AR (20074 A5 EVLAY O S HERE) |
ISBN9784901677752)  “HiL -4k Fh RS 6 ey / TR (20074F BORAE B e (Rt
Hil72s) VISBN9784861041389) HHATT T BREERLL b T X BB A I BREERLK I 5 L Bt /2
JBL A S A BV ER AR B B AR A 2, B AT LSS HE R

[0484]  {E AR BT & 1a) Sk € ZR B B AT (0 T IO AR, T4 HH - B — TR A4k R
PUITR R TR  ZR B i SRRk I e SR IRk IRk SR IR ER MG IR R & W) B if e R AL
W5~ — I AT A 25 ol A R R 2SI

[0485]  SufJ-EARFI, T d ) e K HUA g 1A, AT PAR A Wi R Clus bkl tt .
R 12410 H30 H & 1T) 19226 ~ 239 BT R ic 20 A FIR 5 ik (BEER L AEB R iR T B
FAE (GAnREZ5A) 1075 7 il T R 22 AN/ IdiRiBO CI 77 74 Otlmik) T LBIRIE K
(BN A 5 2k T T U iR 2= B BUA) 5 R 5 SR A AbEE (AR o 5 ) AT AR s
2% BT BRI A A I A AN o R A BER TR R A FH IO R, BT 28 H - IR AT
(PVA) IRBEND e (PT) SIRSEM S  PUARTR I IS o 5 Y CHUA i B 5 A}, B AT A8 H < 5
PRERR TR IS TR WL IERR / SR WL i 2 B R  AE R A ERZ s 5 T, PTRAIA s
EIS ) A A2 1) R ) A PR A0 5 Pl R A P 0 2% 1) e P € 2R BT il T S e I 55 U0 771
U Ty NEEN-ER

[0486] it % n) Mk RIBUE A AL S W 1 25 1) 14 (0 R BOE B AL S o i 45
T RS RIS FERIFR E o AR R S 5 F AR AT 2 2 A RO AA I AN 1IN A
AR AR , IR, 78 2% 1) S o B IR I, A B — B R 28 S T et 2%
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B A S YL T -

[0487] I &% 1) Sk 8 R JBIE A AL S W il BEE AR 2620 0. 00 1m/ 43 A B VB AL 56
0.01m/ 5y LA b E—2P AR5 0. tm/ 53 DA b BEE—20 0 1. Om/ 43 DAL VR AU 5 hy
5.0m/43 LA b o 5380, A 400m/ 53 LA N FEALSE 200m/ 73 DA T it — 22t 45100m/ 43 DA
PP 50m/ 23 PN ol R A U FaRYEE, AT PASRAS A ) e e R IR
s, AR A TR 1 n) .

[0488] & [n) Skt P A T A SRR IR B2 0 C LA H100°CLA N EEALE
80°CPA N \ib—2L e 60 CLL o

[0489] & pn) Skt R BOE Al T A0 S T A I TR B O 2 10 % RHDA I, /1262580 % RH
LR

[0490] WL £ e S P SR T ANTA AL B o VAL FR , 8 1 5 4% 1) S 1 £ R A
ISR AR IE AR, P S A r) e e R IR H | B R e PR A

(04911 FKI &, WS TP iE BRI & i) S 6 IR A S50 525 1, Jeade I
HISRA AR TR I .

[0492]  ZEATIRO S SIIG O, FHYG 2R/ U 2o ik S (e 2 8 A4 TN
IR TSRS

[0493]  FEfli FICEk B e TR GG O N, e I 5335 K29 190 ~ 450nmyE Bl 75 - 58
HLR.

[0494]  J57 K190 ~ 450nmf1 7% 1 B 5 A 2RI CIR A FE IR E , AT28 A - (kT V4 2%
ST VBT o He R AT B i R AT B B I AT W TR KT AR R AT RBIAT 2 AT 54T
IR W FIEOERS YAGEHO RS O RO RS 2O RS - SO R 5
IR A PR R AR A RO TEH0 N, T UR] AT R o 5 MR BE B A ER '
%410 ~ 10000] /m”.

[0495]  YEf HIFREA TR GG O T, 27250 ~ 200 CHIVEEIZE T, E— 2P L 2e /160 ~
150 CHIEEIPE T

(04961 FTLAfl TG TARI/ SO 2R A T 58 &, MBS T 2 1 P TRD 6L 2 7 B ) R
e ARl R S S ARG .

[0497]  [Yt#ocff]

[0498] AL BRI Tof B S A R W & 17 ek 0 2R

(04991 ACE A ToE 2 R R F ORI 25 1a) S T 7 21 B AR PRO'E R iR 'e
A i e S O PR e RN ZE et B A 3T & e i B S & i S DhRR oot . X
SeTfe n] LIS & ) e R A L 2R S AU S (2 GBI RD (4
BRI R 2 R

[0500] AL BHR TS E I iR c 1 H] o

(05011 AT DATE k1) s A S5 A S AT B 45 10 S 1 € R I 45 B i oA oW 5.5
R AR B G2 e R R LA e F T Bl i onae S i i

[0502] [ fR¥F B & e R IR IaR , e ouE T Dl e 2 AN EE,
RN : o0 T B e TR 7R S5 i A T O ) 2 Bl R e I K Th g
12 A BR R E Y B DIRE I =GR K2 S PR BRI S RH BRI SE) s b TR
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S B D R I B P A L IR e S A RO E I K A R 2

[0503]  [fRdRoclf]

(05041 RJLLf FHAC R I £ 1m0 1k 2Bk il oot (CAN A WPR N Ak B
oot .

[0505] AL I fRdi oA B B A R B & i) S e R RT, rT LA H e AR
(2 040, AT DA A B 135 1 A AR S N R R T T B AR & B R &% 1) et £
NI S

[0506]  fdlICAH AR T & M mtE R, L] LS TR Z 446 AR =
PRPERE R R LR SR DRI AR TR 2 5 R & E B S 3 2 5 B i s B PR A 2=
NI TR AE S B R B DO RE  VE o S Bl b5 SO IR Thae a2 B I S T 1)
BB E 2 R ThRE S G- IR I 2 s 555 . BRI &, P DA A W5 5 T 2 &Rk
HA RS AIhEEr = , W pl = & Ak H .

[0507] s 2R DUARPEE T2 Rk L hae i Mk, HEE A B 7 5% A
BIPRAE a0, LR 2 BN S T DA & ) i o 2R b, i r] DU & m) i (o R
SEMRIOAEB IR o 3O, TER S R AT ALE T B 2% 1m) S 1 2 22 2 i, T DAAE T B #5171
SHEREZ .

[0508]  H X2 DA 2 r] DL DA T A& MO R D ko

[0509] LA/ ARN: ZE B ShRe I 2 m] DL KA 22 IR & T il i oo i
Hog E 5 M B o ARz 22 R an v] DA 00 H AR H-F2-597035 233 H AR 14 -
2307045 AR EEFTICE P PACEE 5706 H AR 1-7-2300075 AR SEArC & st i e
o

[0510]  HAE N R s I ShaE i )= AT DA K e PR e IR A I 5 T4 B i e
PR B E S MIE B o BB e 90 4 mT DA ) FH H AR5 F2002 - 1690255 23 H M H AR
F5J12003-29030°5 A RATIC #0077 T A FLITTIE Bl , 5 a4 a8 B S B g i K
AFI2ZELA IR AR AL R & S k.

(05111 FUAEN I ek -2 B S B IR S ag 1 =B vl DA k44 42 PR 20 9 L B 5545
B EE IR S T SRR T B B IR .

[0512]  HA1E 12 SRR DhRE A9 E 1 4 AT DA k60 2 SR A A S VA i B T4 i fi
IR R e E B -

[0513]  FUA (AN ZE 1B O A ME R DhRE I 2 AT DA i R R i R S 9 1h) 1)
TR EAL S P I S R A S RS R S M S S R Y S i A TR
et B B A T A o SRS, AT DAZE Bt 135 v B L, e I s
TE AN ZE MR MR

[0514]  FERE A K B 25 1) 7 1 2 MR e (LCD) A AL ECE Yoo (OLED) %544
PRI E R 25 1 e e R OIS D0 T, P DAZEAS Ao 28 {5 R o1 FRUAR AR
SERFRIA BB AL AR 25 1 Sk e B, th v DURHE A AR B 9 25 1a) Sk 66 R IR
S R e g oo e S5 A A P o

[0515]  =JjtEfd]

[0516] i 1ot St B A & B BE AR E A T AR R I A R B AR E
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ERZSNNEN R

[05171  FELU FRUICE, “” 248 “Biah” .

[0518] [y AR % 77 ik]

[05191 75 21 11 &% 17 e M 2 20T B T AL S 1R v PR i 1k 22 7R i & PG E (Seiko
Instrument s/ i “DSC220CU7) XYL G 3 AT (Rigaku /A i “NANO-Viewer”) (IS
(TOYO CorporationZ\ylfil] “HCS302-LN190™) B (1 i fiies (Nikon InstechZyalfi)
“ECLIPSE LVI0ON POL”) JEATANEE, % Uit (00" Gl bRttt a1 2410 30 H &
A1) B9 ~ 5001117 ~ 176 T 8 5 i TR I 2

[05201 [ [vi) e €0 ZR BN TR Sc il / fhd e it 5 170 P Rt G P S 23 R 7 M — b ]
[0521] 45 2 & 17 P (0 2O TR Rt/ st b 5 TR0 PR SR D G002 Gt 3 (P 3L A3 p 24
7% 7% (Glan-Thompson) R Bi 10 YR T ORI FL PR AL 775 44 “RETS - 1007)
AT T IRE

[0522]  {o B £& A Gl E CN I 45 1a) S e 2, 002 % 1) S P e BRSO TSty
[ ) PR DI 125 B 23 R &% 1) e P £ 2R BN T R At el (R RO G G o, ik 1 54
Ho b 0) .

[05231  G4h Rt T MRSy 17 R e 6 OB ST B DA R ) i A 5 ) e € BRI
o LIE S

[0524] D=Az/Ay

[0525] (5,

[0526] Ay=-log(Ty);

[0527] Az=-1og(Tz);

[0528] Tz k% r) S € ZR BT TRy Tl IR AR R s o3

[05291 Ty % r) S 6o BN TRty Tr) R e S 22

[0530]  FLAAI & , 8525 100 e 1 € ZRIBTE T A G A 25 Al R AR NAEAE M TR B
FIE A BB B A S (LX1400 . Hitachi Chemical DuPont MicrosystemsZylifil) [
Je R TT CRITIAIPAR < 8. Opmzl 10 . Opm 4 2 N1 2R BRI 2 Tt A St T EE AL HY)
PA10°C/mini®EIZE80°C , Hb S 2 & ) Sk fa 15, dE—2P— i PA10°C /mint® A1 E40°C, —
BRI FIGE T fab o b R B o R e EL L P R 450nmit 11 — ¢4
FEAAE D12 2% 1) e P 0 2R A K 450nm M ALt .

[05311  EJy L R IUAT I & 1) PR 0 2B ekl , B 450nm [ AOE 1200 1, 78 556
o2 R, I s, EACE o 160A 1, dE—B i 200 T

[0532]  [ZR& MRk SR &ak]

[0533] <&M G T-1) >

[0534]  FZ M3 H AVREIT2020-042305 5 AR MIC A A T 0L PRG3R R S
EW (T-1) oAr FiRAH, C) Hy e ta DA FLREIRBE S A 110 FH AL Bk

[0535]  [{k5-:26]

59



CN 118900899 A ﬁ'ﬁ HH :F; 57/71 1T

Q,
0 }——/7
>_<___>" '0-Cq1Hzz—0O
[0536] o—@—o
/YO_C"HR_OAQ—%{O

0 (1-1)
[0537] X FRAGMWMRSEY (-1 il 2 m S e sk 17 2 i R AT B
J O TR 1P PR AR (AR AR T R M MR T s AR AR TR ) o A 22 /s A P e v, 4 ]
TR T REMERS A (T-1) 100 =3I I 0. 25T B A E B A4 - S K
IAENLZ)
[0538]  JREE VRIS (T- 1) B9 IR IR T AR AR IR B 111, 0°C , IR TATIR R 1
AR 9109.4°C.
[0539]  yi i f ' WA BE N EE M XS R G5 AL A3 AT AN T 120 A 5 1 A P A HH L
[0540]  [fA 2= Ak
[0541] <2 (11-1) >
[0542]  J&MEPL MCE A Oy kS T3k (11-1) .
[0543]  [{bx27]

HO —@—NO
A<—<_\0H ¢ HzS0, i—( Br ‘ A<_<—\
- - - O@—NOZ

HBr ag. K2CO3;, DMF
(II—1—a)

(1—1—b)

oo
e AU
Pd/C OGNH’ ACOH O_Q_N

(If=1=c)

Nay5-5H,0 A<_<—\ )N_Q_NHZ
[0544] " 0—©—N

HO

ON@NOQ
- W
AcOH OQN N_QNOZ

(TI—1—H)

Na,S-5H;0 N‘@"’L
EtOH °< >_N N—  H—NH;

HO0
(i—1—g)

(1II—1—d)

(lI—1—e}

[0545]  [{k5X28]
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F. F FFF
X
PT— N
O —= O

MeCN (M—1—h)

S AT D

[0546] -

CF3
" hcorba AV N~ ) e
2) AcONa-MeOH £ F i} W\O_QN“ ‘N-Qiﬁ .
o m=1)
O
(II—1—h)

[0547]  (I1-1-a) AL
[0548]  f$3,5,5- = Fk-1-CUF7 (76.8g,532mmol) <47 % HL{L 5 (HBr) /K47 (100. 8¢,
586mmol) AL (16.6g, 185mmol) Ji A, E120°C FHEHE 75/ N I8 HIZE25°CIR R INZE L
2 (1200mL) H1, FH4lifk 7K (2400mL X 37%) 4T T Is v B ANUERSE T, il it ik s ()
KO AT, 438 T (IT-1-2) 71.0g.
[05491  (IT-1-b) AL
[0550]  {R%&U M, K54 AR (65.0g,467mmol) \ (I1-1-a) (116.2g,560mmol) . —
HHEE R Iz (520mL) ERFERER (129. 1g,934mmol) JRA, 7E90°C R Hit 16/ INR o 11 L Hh % ntift,
7K (1000mL) , IR TR/ b =1/ AR A A T R I = 4« T B ek 12 (LR
CFR/E0) T2, 732 7 (IT-1-b) 113 5g.
[0551]  (IT1-1-¢) AT AL
[0552] ¥ U B (IT-1-b) (113.5g,427. Tmmol) LR CHR (1100mL) TR A5 5 , s I
HU (5% Pd/C, B 7K 55 5Tk 9% , 1. 4g) , 7E AU TUH T LA25 CHiFE6 0/ 5 2 2 N A T
T EAE T R I 1 o S BN AT T AR I R A MR 5 Ik 4
i, AR e s i () B rafifl, 1980 1 (T1-1-¢) 99. 5g..
[0553]  (IT-1-d) FIE AL
[0554]  ZEAUURHPPL IR (IT-1-¢) (43.3g,0.184mol) 22 (1.3L) , BibLife, 7
RN AF L -4- SRR (28.0g, 1. 0eq.) oHFE4/ NN, 1B DI - AN 2E -4- LR (8. 4g,
0.3eq.) , fE == MRS FEE A TEN ST (3.9L) VALK (1. 3L) , B — B TRl
BEATIHR B o e (1. 30) XKEHE T AU, 5IECRIAPUE &, itk
(1.3L) MBI V87K (1. 3L) A& ER/K (500mL) 4RI T T I VRIS , FJCKmR bt
T8, I8, Rk A , 73 2] 12048 t ik ol i iR il i (2 e/ W ke =3/1)
RHZALF A T4 #5380 7 (TIT-1-d) 52. 08g.
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[0555]  (T1-1-e) [{JEhb:

[0556] PN (I1-1-d) (52.0g,0.141mol) £ (520mL) &fifk 7K (52mL) M Hift B Tk &4
(Na,S * 5H,0) (47.4g,2.0equiv.) , fEANELB0C F bk T 6/ NI o AR HI % S, 4R R
WENEEE K (500mL) H, b — BN TRl e, dEATH0E, T2l oK (250mL) 2547 7k o i ik
ke i (U0 WA RN BRI T4l 0, 158] T (11-1-e) 34.40g.

[0557]  (TT1-1-f) [FJEpb s

[0558] R UM A=A (I11-1-¢) (34.4g,0.101mol) L& (1.0L) , HitHHiA TR, 77
AN - A RS -4- iEEOR (20.0g,1.3eq.) , fEZE I MAREEIEHET 1 o R SO R i A afifkoK
W AR MR T — BN TRl 2R T e, Aok e T T i o il Rl oA i ik (G
U5) SRR E A Tl L 158) T (I1-1-1) 38.6g.

[0559]  (II-1-g) (A&

[0560]  YEAS GBI DA IR A N (IT-1-F) (38.6g,81.5mmol) « £ [iF (386mL) 4i{k/K
(39mL) KNa,S « 5H,0 (27.4g,2.0equiv.) , fEINmLBOC R FE6/ NN o H AR HI = =i i, K
NN &K (400mL) H b — B TR) e, 2EA T algE, 4K (200mL) dE1 T« 18
AR L (Ot — S 5 =1/1) A2 B A T2k, 152 T (I1-1-g) 30. 208
[0561]  (IT1-1-h) [{J& A :

[0562]  RHIN-CHEE K (2.71g,22.3mmol) 1,1, 1- =48 -3- RPN %% (9.98g,2.0eq.) LIl
(15mL) BRFRET (6.45g,2.3eq.) , fERSUBIHTLLA90 C IR P24/ N o A 20 28 0L, U
btttk (50mL) , R 2 B8/ Ok (=10/40mL) 4T T 2H CB-E WUZ R4 e, TR
ik CE b/ Cbi=1/9) #1720k, 438) T (I1-1-h) 865mg.

[0563] a1 25 (11-1) U5k

[0564]  frJ MiasHT, AR T & M (I1-1-g) (750mg, 1.69mmol) J&f# T LR
(20mL) AR (10mL) J , ¥ A1 N0 °C o T3 I AN FE R / it R v T (40 BT &t % , 698mg,
1.3eq.) ,AENIRO0 ~ 2°C R HERE L/ NI S

[0565]  fE 5 — A Niaw T, AR RSB T 2= M (I1-1-h) (515mg, 1.5eq.) I&fRT-H
fi (6mL) PUEHEIE (THF) (6mL) Ji7 , TN N TREM (361mg, 2. 6eq.) , B HIE RO TC.

[0566] {10 ~ 3°C AN FH205 Bhia A as Inse ai i (T11-1-g) i, — B LANIRO0C 112
NI R B S, — DGR SR PES /NI T Nk K (20mL) |, W IUTEREATHIE , A oK
(30mL) FEA T, 1520 1 20 eIk (1.02g) ol RERAE fa ik (b / Chi=1/3) X
M T B, 98] T a3k (11-1) 404mg.

[0567] {135 (11-1) £E10ppmS A TR H AR AU (imax2) J482nm.

[0568]  5i4h, il ARG R (NMR) BN EHEAT T S5 AN A SRR T DA B o

[05691  'H-NVR (CDC1,,400MHz) 30.92 (s, 9H) ,81.02 (d,3H, J=6.8Hz) ,51.14-1.33 (m,5H)
§1.65-1.87 (m,3H) ,52.48 (m,2H) ,53.51 (q,2H,J=6.8Hz) ,53.69 (t,2H,J=8.0Hz) ,54.08
(t,2H,]=6.8Hz) ,86.76(d,2H,J=9.2Hz) ,57.03(d,2H,J=9.2Hz) ,57.92-8.10 (m, 12H)
[0570] e T 02 (TT1-1) ZEER KB T MR

[0571]  YELAKFER103mg s I (a2 (IT-1) 3mg, 7E80°C I it #1550 B« SR , 76 253t T s 1
NI TR 28 S ik B8 7% (ADVANTECZA =] \DISMIC 03JPOS0AN 39102251 71140 5um)
(7 AR 2R AR T BE, IR S 20 1 a3k (T1- 1) A KER T RA 7 . TIPY Sk

62



CN 118900899 A ﬁ'ﬁ HH :F; 60/71 11

U 7 46me R AL IA L , i IR (kA% (HPLC) (Hitachi High-Tech/\wlfIL-2300 &%) #iE
TURPE HIMER 13 (T1-1) 0. 15T 9% PA AR VU S WK R 145 2 VAR, 7RSO 254nm B
HIVE TR HE £ o A FZASAE 2R 1 PR R A AR T IR B B 5 SR 3K 1
[0572] <& Z(11-2) >
[0573] MDA MCamI S o kG T Bz (11-2) .
[0574]  [{k29]

F%F

QN)H DR QN)

PhSiH;
18-crown-6 (I1-2-a)
THF
O
[0575] 0‘@’” “Q“Hz

(11-1-g)

1) NOHSO4

N Vet
Ny )N —< >—

I g v y

4< >— —< >7N S
2) F%F A<_<_\0 N N

N) 11-2)

O-

{I1-2-a)

[0576]  (11-2-a) ATk :

[0577]  FF RS PAEIR AN Doy -1 4A (2. 0g) EAERR =91 (1.17¢,0. lequiv.) 18-
k-6 (2.90g,0.2equiv.) THF (330mL) , A JIN- £ 32K (6.65g,50. 8mmol) =il FR
(28.8g,4.6equiv.) JEILAERE (23.7g,4.0equiv.) , LAONESOCLEIIFALR NP6/ N o
H AR IS ANt K (200mL) |, KA 1857 5« =S H BT (100mL X 2) W g 726
I, A TR e 4, FR AT 2 T R e R (44 0g) o I ReE RO G 3t (Sl e/
Cbt=20/1) M T4, 1328] T (11-2-a) 5.85g.

[0578] {12 (11-2) Ak

[0579] &S5RI DA (TT-1-¢) (750mg, 1.69mmol) AR T £ FR (20mL) IR
(10mL) J5 , ¥ ZNZE PIHR 0 C o ¥E IR0 ~ 3°C LA P 7R In 0 Al RE MR / it BR 1A T (40 [T & %
698mg, 1.3eq.) , APNIRO ~ 2 CHEFEL/ N

[0580]  {F % — AN L RS SUBIH DA SRl (1T-2-2) (482mg, 1.5eq.) AT I
(6mL) \THF (6mL) [ , s I % (361mg, 2. 6eq.) , S HI A NIHO0C .

[0581]  {EPNIEL0 ~ 5°C AN FH2073 Phicg Horh s iise uin ) (IT-1-g) 39 , — 14 A0 ~ 5°C
JH2/NI AT 2 2500, — A6/ N o TR N /K (20mL) |, X ITTESHA T HIE , il ik AERAT (2
T UL/ Cb=1/3) MR RIMIHA R T B 2lifl , 138 T (a3 (I1-2) 249mg.

[0582] {135 (11-2) {E10ppmS A TR H AR AU (imax2) J446nm.
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(05831 534, A NMRIFTEIAE A T T 25 M N R R AR

[0584]  'H-NVR (CDC1,,400MHz) 30.92 (s, 9H) ,81.02 (d,3H, J=6.8Hz) ,51.14-1.34 (m,5H)
§1.65-1.87 (m,3H) ,53.62(q,2H,J=6.8Hz) ,33.98 (q,2H, ] =8.8Hz) ,54.09 (t,2H,J=
6.8Hz) ,86.90(d,2H, J=9.2Hz) ,57.03(d,2H, J=9.2Hz) ,87.92-8.10 (m, 12H)

(05851 i Fuzs (I1-2) , 5t 5 (T1-1) [FAFEHON TSR AN A B BEA T 75
R RoR T3 L

[0586] <f&Z (11-3) >

(05871 2 MHLA FICEIN T AL Ttz (I1-3)

[oss8]  [f£77530]

F\XF
QNH Rl </=>—N
) PhSiH; )
18-crown-8 (11-3-3)
THF

o539] ’X<_<_\O_@7Nﬂ‘<\j’>_”~&_< >—NH2

(11-1-Q)
1) NOHSO4-H,805

CHF;
ACOH-Pr-A N@N‘ ‘N—@NF
- X O OC
2) AcONa-MeOH
F\S (11-3)

{11-3-a)
[0590]  (II-3-a) Mk
[0591]1  FF RS PAEIR AN D97 -1 4A (2. 0g) AR — %7 (1.08g,0. lequiv.) 18-
Jlfif -6 (2.68g,0.2equiv.) JTHF (300mL) , AR JIN- CHEER L (6. 16¢,50. 8mmol) 5 IR
(11.2g,2.3equiv.) JEIERELE (22.0g,4.0equiv.) , AONELSO CHE IR M HEHE6/ N
H AR IS ANt K (200mL) |, KA 1855 5« =S H BT (100mL X 2) W JEiR i 726
I, AT IR e 4, AR 2 1 e E (e RoRL =4 (40 0g) o 13 Rl oA (it i (S F e/
Chi=20/1) X HFE T4k, 152 1 (IT-3-2) 5.73g.
[0592] a2 (11-3) [l L :
[0593]  FEAUABITP LA =R A (T1T-1-g) (750mg, 1.69mmol) VAfE T LR (20mL) AP ER
(10mL) & , 7 ZNE PIIR0°C o £E IR0 ~ 3 °C LA PN DN Al 3L A7 R / B BR YA T (40 JFT He: %
698mg, 1.3eq.) , AP0 ~ 2 CHEFEL/ N
[0594]  {E S — AN R RS SUEIT DAl (1T-3-2) (470mg, 1.5eq.) T I
(6mL) <THF (6mL) Ji , A8 MR M (361mg, 2. 6eq..) , A HIZE NIROC .
[05951  £EPNIEL0 ~ 5 CLAPN 2250 Bl e rh s I e gy (T1-1-g) 39, — 18 AN 0 ~ 5°C
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JHL/NN 4043 B I 2 200, — 10 AR EEAR 6 /NN o TR AN 2k /K (20mL) | X I0TE e THbE , 145
B 2L ER (1. 04g) It RERAT ik (T D ki =1/3) Xz Pk T4ttt
58 T2 (11-3) 299mg.

[0596] {5 3% (TT-3) ££10ppm e DA - AR KIS (Amax2) Jy465nm.

(05971 Gy, it NVRPEE I E I T 1 A5 A K45 o LA B

[0598]  'H-NVR (CDC1,,400MHz) 30.92 (s, 9H) ,51.02 (d,3H, J=6.8Hz) ,51.16-1.34 (m,5H)
81.65-1.87 (m,3H) ,583.62(q,2H,J=6.8Hz) ,53.98 (q,2H,J=8.8Hz) ,84.09 (t,2H,J=
6.8Hz) ,586.90(d,2H,J=9.2Hz) ,57.03(d,2H,J=9.2Hz) ,57.92-8.10 (m, 12H)

[05991 Xz (I1-3) , 5z (T1-1) [FIFFHN PR AR v Ik FE A T 1 IUE
KRR T3k,

[0600] <tz (11-4) >

[06011  $ZIRPL MICHEII A BT IEA R T B3k (11-4)

[0602]  [{k~:A31]

<F
NH3 _—— N
KoCOq
DMF
E

(lI—4—a)

O
- O

(11-1-g)

[0603]

1) NOHSQ,4-H,50,

F
ACOH-Pr-A N_@, " NON/
2) AcONa-MeOH O_Q_N N_@_N .

SF (11-4)
4

F
(1I4-a)

[0604]  (IT1-4-a) [FE % :

[0605]  ES R 25 perh PR IR (670mg, 7. 19mmol) \1-4§.-2- M2, 5% (2.50g,2.0eq.) - H
L FHBE (DMF) (25mL) BRFREH (3.98g,4.0eq.) , fE AU SUH FHEASS C I FEL T/ NI o 78
Hiz = a, etk (50mL) TR, AR CER/ bt (=10/40mL) T2 1l 2lifk
7K A(25mL X 37%) AT E R /K (LomL) X EHUEARR AT TV , 2T 38 Rk 4 , 15
B 7P (1.31g) il RERAE Gtk (T b/ C bt = 1/9) MZp =kt
ALY, 138 T (I1-4-a) 202mg

[0606] (125 (IT-4) FIFT AL :
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[0607]  /ESUS AU DL IAE (IT-1-g) (3.0g,6.76mmol) YAfRT- £ (80mL) FIN L
(40mL) 7 , ¥ EZE N0 °C o AEPNIRLO ~ 3°C LA DINIAH FE R / IR i (40515 % , 2. 8¢,
1.3eq.) , LANIRO ~ 2 CHiFEL/INI

[0608] {1 ) — AN NiasHH , AR AU B A SR (11-4-a) (1.87g,1.5eq.) &A1 HIEE
(24mL) THF (24nL) Ji7 , BN EREN (1.44g,2.6eq.) , B HIENIFOTC.

[0609]  EPNIE0 ~ 5°C AN 3053 Bhia FE s In e i (11-1-g) ¥, — A ANIRO ~ 5°C
FH2/INI IR A 2 =500, — D e 6 /NI o Ji n&dif /K (80mL) , X PTiE g A THhE 138 T4l tai
[l (2. 74g) 1B AEIAE otk (TR b/ O =1/3 M 2R Xz = db A rik alifk, 15
B a2 (11-4) (856mg) -

[0610] {435 (11-4) £E10ppm S A TR H IR AU (imax2) J465nm.

[0611] 41, 1 NMRIF N E AT T G5 N K85 R~ LU T

[06121  'H-NMR (CDC1,,400MHz) 81.00 (t,3H, J=7.8Hz) ,51.47-1.56 (m,4H) ,81.76-1.83
(m,2H) ,82.67(s,1H,J=13.6Hz,6.0Hz) ,81.29-1.30 (m, 1H) ,51.65-1.87 (m,3H) ,53.83 (t,
2H,J=5.6Hz) ,53.89(t,2H,J=5.6Hz) ,84.37 (t,2H,J=5.2Hz) ,84.62(t,2H,J=6.2Hz) ,5
4.74(t,2H,J=6.2Hz) ,86.79(d,2H,J=9.2Hz) ,87.02(d,2H,J=9.2Hz) ,57.92-8.09 (m,
8H) ,88.20(d,2H,J=8.5Hz)

[0613] X2 (11-4) , 53K (T1-1) [FFEH AR T AN R i e - T 1 I o
BERR T L

[0614] <{aZ (11-5) >

[0615]  J&MEPL MCE A O A G T3 (11-5) .

[o616]  [fk5X32]

F
1) NMP, ACOH HO ‘N—@*Nﬂ —~
oy O 0O
N )
)—@— 2) NOHSOH,80, _ & HF

o] 3) AcONa, MeOH

(1—5—a)

Y

O
[0617] 2.:
{II—4—a)
F
n-BuBr i 0 ‘N N‘\ - /_/
K2COs \—fo}—@— N’ : NON\_\
DMF —

(11—5) F

[0618]  (I1-5-a) [FJ & A

[06191 RSV R DA a4 - [ (4- 2008800 —5UA L R IR (500mg, 2. 07mmol) 14
fift T IR (15mL) FIN-FEE - 2- I 2R (NMP) (5ml) Ji, ¥ ENZE PNIR0°C o fEPNIRO ~ 3 C LAWY
T DI A EEAE IR/ T PR P (40515 % , 850mg, 1. 3eq.) , APNIRLO ~ 2 CHiHE L/ NN o £E S —A>
SR, AR RS SUE R LA R (TT-4-a) (572mg, 1.5eq.) ¥ fE T HIfEE (6mL) THF (6mL)
J5 IR IR (440mg, 2. 6eq.) IS HIENIROTC .

[0620] AL F s IS T4 - [ (4- SR RUAR I R HHIRIA TR, — 1 PANIE.0 ~ 5°C
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LN 503 BRI 28 550, , — 1D RS 1 LA/ NI o S INEfi A 7K (20mL) |, S ie - THhiE , 15 2
1 (I1-5-a)425mg.

[0621] 42K (11-5) KAk

[0622] ¥ (11-5-a) (425mg,0.960mmol) «n-BuBr (198mg,1.5eq.) \DMF (4mL) - FRER T
(200mg,1.5eq.) , EAUTH B H L0 C NI FE4 . /N o 8 A1 2 =0k i, Bs InZlif oK
(30mL) , AT R P B A e o B9, 15 8] T 2046 €[] 4k 38 0mg o 18 i Ak oA e i ik (U FHE/
CIRCTiR/ bt =5/3/50) MiZML =P T4lift , 435 112 (I11-5) 149mg.

[0623] {53 (1T-5) /1 10ppm S A TR H AR RIS (Amax2) J4456nm.

[0624]  534h, 1l NMRIE I E AT T 85M9 1IN &5 s T LA B

[0625]  'H-NMR (CDC1,,400MHz) 81.00 (t,3H, J=7.8Hz) ,51.47-1.56 (m,4H) ,81.76-1.83
(m,2H) ,82.67(s,1H,J=13.6Hz,6.0Hz) ,81.29-1.30 (m, 1H) ,51.65-1.87 (m,3H) ,53.83 (t,
2H,J=5.6Hz) ,53.89(t,2H,J=5.6Hz) ,84.37 (t,2H,J=5.2Hz) ,84.62(t,2H,J=6.2Hz) ,5
4.74 (t,2H,J=6.2Hz) ,86.79(d,2H,J=9.2Hz) ,87.02(d,2H,J=9.2Hz) ,57.92-8.09 (m,
8H) ,58.20(d,2H,J=8.5Hz)

[0626]  Xf Tt 25 (11-5) , g 25 (T1-1) FIAEHON EA BRI AR M B T 7 I -
KRR T L

[0627] <faZ (11-6) >

[0628]  FZMIDL LB IS TG T B3k (T1-6) .

[0629]  [fk~5X33]

Oy
ORI

(11-1-g)

ON@Br i A<_(j0 : N‘F@-Nﬁ @N)N‘Q—Br

[0630] AcOH

(1I-6-a)

F
Amphos, Pda(dba)s = ij
o W S W
> {COQ_N-, \ 7 "n _@_N
Toluene il

F

F
anF

[0631]1  (11-6-a) [IFTK -

[0632]  fifi (ITI-1-g) (500mg,1.13mmol) M 1-IAYdE-4-7%7K (273mg, 1.47mmol) KR T LR
(30mL) , 7E == M HHE6 /NN AR INAi K il O ITEA T e 08, b 2] 140
{o 4k (11-6-a) 469mg

[0633] {425 (11-6) [FF5 K

[0634] {0 LA =R Amphos (3.90mg , 3mo1 %) Pd, (dba) ,(2.24mg,0.5mo1 %) P
i1 FR (10mL) , LA CHEH 115531

[0635]  fES— NS IE RSB DL TR S (T1-6-a) (0.40g,0.49mmol) 3, 3- 41
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I e Eh R £h (0.212mg 1. 96mmol) AR T-HIZE (20mL) Ji , BIFRZE 100°C, [ ELHh i nse nim
BRI B HES/INI I, TR Inadift /K (80mL) , Wi it A THE o aif it Ak oA e (2R / 5
i =1/1) ShZf =yt miealife , 1528) 73K (11-6) 207mg

[0636] {135 (11-6) £E10ppmS A TR H IR AU (imax2) J466nm.

[0637] 41, I NMRIF N E AT T G5 N K85 R~ LU T

[0638]  'H-NMR(CDC1,,400MHz) 80.92 (s,9H) ,51.02(d,3H,J=6.8Hz) ,31.12-1.33 (m,5H) ,
81.65-1.89(m,3H) ,82.50-2.59 (m,2H) ,83.69(t,2H,]=6.8Hz) ,83.81(q,2H,J=12.9Hz) ,
84.09(t,2H,J=6.8Hz) ,56.65(d,2H,J=9.2Hz) ,87.03(d,2H,J=9.0Hz) ,87.95-8.10 (m,
12H)

[0639] < a2 (I11-1) >

[0640] 32PN MCEM AR ES A T2 (I11-1) .

[0641]  [{t2:34]
e
AcOH

(IM—1—a)

NaS*5H;0 N@NH
- L 2

EtOH /_\—©~N

H,0

(II—1-b)

[0642]

1) HCI, NaNO,, NMP

:;N‘@N\\
2) MeOH, AcONa /_\—Q*N N—Q—NHz
()
(—1—c)

1) HCI, NaNO;, NMP

pu
= Ny O
2) MeOH, AcONa /_\_Q‘N N—Q—N e
O
-

[0643]  (TTI-1-a) (£

[0644]  {EAUAIm DA A N4 - T 5K (43.3g,0.290mol) AR (2L) , iHEiA TR , 77
RPN AR -4- A EER (43.7g,1.0eq.) , (R0 PRSP R o 1R NS HHE (BL)
aliftsK (1.5L) , ihk— B R , il ad f AR 847K (1. 3L) VRN ER/K (500mL) X AL
MR RAT TIEVES , ST U8 ROk 4 15 21 1 2088 [k o 1l i o e itk ik (2
bi/ T =3/1) Xzk it T et , 438 1 (T11-1-a) 52.08g.

[0645]  (III-1-b) A :
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[0646]  PSHII(IT1-1-a) (52.0g,0.184mol) L% (520mL) Zfifk7K (52mL) KNa,S « 5H,0
(62.13g,2.0equiv.) , AANESO CHERE6 /NI o H AR FNE 200 5 , B NI\ gk /K
(500mL) H, $gH— BN Tl , e AT, it lifK (250mL) FEAT 1 e o i AR oA € itk
7 S0 MBI A T2l , 7558 1 (I11-1-b) 34.40g.

[0647]  (I11-1-¢) &%

[0648]  fifi (ITI-1-b) (2.00g,5.60mmol) ELMR (HC1) (2.63mL) VA fi# T-NMP (50mL) , i3 EI AN
IH0°C o AHR N (0.538g, 7. 76mmol) IR T-5mLIK 4fifk 7K , YE N0 ~ 3°C LA A S i i
VR, DANIRLO ~ 2 CHEEEL /NS o

[0649] {155 — AN an AR BUUSUEI R L= iR K (2. 548, 1. 5eq.) I8 iR T-HIE
(24nL) 57, YR INZIREN (1.96g) , B HIZE PYIR0°C o ZENTRO0 ~ 5°C DAY FH304 B Erpis sl
AT (TI1-1-b) WA, — B LANIRO ~ 5°C FH2/INN R 2 250, — i 4k ER i 113/ NI R &t
oK, 1l FIEE A Tk B8, FEA TR Ve, W TS 2R 4 , il e A ek (oK — &
Fi=1/1) JEAThEAE 458 T (TT1-1-¢) 2.50g.

[0650] {62 (TT1T-1) [lI& A :

[0651]  {ifi (III-1-c) (2.00g,5.44mmol) JHCI (1.93mL) %/ T-NMP (50mL) , B HIZ NIL0C.
fHANTREM (0.395g,5. 712mmol) IR T-5mLI Al /K , 7E N0 ~ 3°C LA PN BN ZE S i AT
W PANTELO ~ 2 CRigHE L/ NI

[0652] {1 55— a A RUVUSUBI R L= iR R (1.22g, 1. 5eq.) i8R T-HIE
(40mL) J , BRI BR%M (1. 44g) , AHIZE NIRO0C AE IR0 ~ 5°C DL FH3043 Bha o rh 78 bl
A (TTT-1-¢) I, — 1B PAPNIRO ~ 5°C L/ NI IR R %8 it , — A Fe 2/ N IR stk
W R TR 8, BEATTE e N T A R A ), il BT ek (R @ ke =1/
3) BATHEAlY 158 T B3R (I11-1) 2. 39

[0653] {43 (TT1-1) /F10ppm@ {5 iA I HH AR KIS (max2) 2509nm .

[0654]  5i4h, 1 NMRIE I E A T T S5M9 1IN K45 Ros T LA B

[0655]  'H-NMR(CDC1,,400MHz) 80.96 (t,3H) ,81.25(t,6H,J=6.8Hz) ,31.37-1.42 (m,2H) ,
81.63-1.71(m,2H) ,82.71 (t,2H,J=7.8Hz) ,53.48(q,4H,J=8.2Hz) ,56.74 (d,2H,]=
9.2Hz) ,87.34(d,2H,J=8.4Hz) ,87.74-8.10 (m, 12H)

[0656]  XfF(a 2 (I11-1) , 502 (11- 1) [FFEHOS BRI A FA R FE AT T
KRR T L

[0657] <82 (111-2) >

[0658] 3PN MCEM G EG A T3 (I11-2) .

(06591  [{b#=:35]
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1) HCI, NaNO,, NMP .P‘—@—"t
N NH, > HO N N NH,
HOAQ_N’ 2) MeOH, NaOH aq.

/—S03Na (ll1—2—a}
o

H

O

3) H,50, aq.
[0660] 4)NaOH aq, HCl aq

1) HCI, NaNO,, NMP (u—@—n ,N—@—Ni:l
2) MeOH, NaOH ag. ° <:> N N <:> N
OO -2

3) Hy80,4 aq.
[0661]  (I11-2-a) Ik
[0662]  ffi4-5q -4 - H %K (23.0g,108mmol) JHC1 (19mL, 230mmo1) I fi# T-NMP
(460mL) 4lift7K (330mL) , ¥ EIZE IO C o [l AYER 4N (8. 21g, 119mmol) I MR T4k 7K
(33mL) , IS ATHIA A, LANIRLO ~ 2 CHEPE LN Rl 2 SR (2. 10g,21 . 6mmol)
IR T-aliie /K (19mL) 14520 A9 7K ARG 22 e A iAo h , ANIELO ~ 2° CRi 104 B
[0663] {1 Jj— AN Niash , fE AU USUEI DL N IR (12.1g, 130mmol) Ak ISR
B9(17.4g,130mmol) &Y 7K (340mL) , LATOCHiFE3/NI o H IR H T, IR T HIEE (340mL)
FHVKEA T A, FENIR0 ~ 5°C LA 403 BN I T4 -2 -47 - BB RUR VAR - LR,
— a5 25 % NaOH /K AR A 48 25 pHA - 5— D A T i LANTELO ~ 5 CHEFE /NI A 170 %
W& , ipH N 2. 5.0 £E5 % NaCl7KIE IR (1L) FhyF NN IR, AT H A [ ARt 4 i 358, o
e KT g,
[0664]  REZE AR IIN T — R A g, U8 IHIM NaOHZKGA R (1. 1L) , PA90CHig k2. 5/
N o FARIS S, IR SRR AN 2MER B pHo 6 , KA HA IR [ A 38 o0 25, B /K Ut AT
TN TS 2R, T e T2 180, i CPR CFRE A TH A5, 1S 2
T (I11-2-a)13.0g.
[0665] 62K (111-2) FUH Ak :
[0666]  fifi (II1-2-a) (1.00g,3.15mmol) \HC1 (0.55mL,6.6mmol) JAfiF T-NMP (20mL) , 41 %
IO C o MR EN (0. 239g, 3. 46mmol) JA AT ImLIM AE /K, RN (T11-2-a) I, AR
0 ~ 2°CHEHEL/INK Bl S SL AR (61mg, 0. 63mmol) AR T-4lifk /K (0. 55mL) {52 1/K AR
I Sem AR, LANIRO ~ 2°CHEFEL04 Bl
[0667] {1 — A RNiasH , R BB LA = AN - 2R BRI 4t (0. 464mg, 3. 15mmol) 7%
file T HEE (10mL) J& , 5 IN2MERER , i pHo N5, 1 HI R VIR0 C o AE IR0 ~ 5°C AN 114047 8
) A IS AT (T11-2-a) FAR - HEIN, —11 1125 % NaOH/K ISR #E 2 pHA -5, — A it T T
0. PANIELO ~ 5CHEFE304 B, I IN70 % R , il ipH2 . 5 AN N2tk oK, 1l HEE L ket
T8 THE Ve, 152 TP O T, 1l O SRR/ W =1/ 13 TR S TG,
35 7 2% (I111-2)0.86g.
[0668] {43 (IT1-2) £F10ppm @ {5 iA I HH IR KB A (imax2) 24510nm.
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[0669] 5540, IS NMRIEEI E HEA T T £5MmN 45 5 oR T LA T

[0670]  'H-NMR(CDC1,,400MHz) 80.92 (s, 9H) ,51.02(d,3H,J=6.8Hz) ,31.12-1.33 (m,4H) ,
§1.65-1.89 (m,3H) ,52.50-2.59 (m,4H) ,53.78-3.80 (m,4H) ,84.09 (t,2H, J=6.8Hz) ,56.65
(d,2H,]=9.2Hz) ,867.03(d,2H,J=9.0Hz) ,87.95-8.10 (m, 12H)

[0671] K kS IR SR G (-1 Jeta 2R (I1-1) ~ (I1-6) « (I11-1) « (I11-2)
A5 R T LA T

[0672]  [{k2¢:X36]

: 3
c}-—o-uo-c"ﬂz—

5 &Z@

(1-1)

CFy
/_/
AR RSATATARAC AT AS

(T-1)

—CFs
REQSATATARETATAS

(H-2)

/—CHF,
Oy O
RS et ATAYAS AT AS

(I-3)

/_/
f06731 X{ﬂo@,f‘@ N O

(I-4)

‘J%@@@H

(-5)

{FO_QN”_Q_"N@—J"‘Q_"UE

(1-6)

Oty d-OC
AT AYATATASAS

(m-1)

wwﬂ_@_%_@_ﬁ”@”a

(- 2]

—CyqHza— O
Y
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[06741  [5Z)Ef511]

[0675]  £F 5175 :8032. M rh ISR SR 51 (T-1) :40.00473 (3% (I1-1) :0.8017,
AT AT, BRE ), S 2] 7 S m) e o R A 51 . &1 et
AIEIE AT S Y1 rn, /rn, 0. 75,

[0676] 1) M 0 RIETE A T AL S W1 Eo HE R P o A& B BT 1R i )G S s
1£40°C MRERAT S T T A

(06771 Jy T il AT 21 & 1) e e ZZBOE s A S L R T3 e kb, (8]
FICIABRS . O I ORI T E & ) e (e L, e T % I et R ettt
[0678] B HLEHIRTEL,

[0679]  [SjiEfI2]

[0680] PRI T a2k (I11-2) :0. 83 k2 (11-1) :0.8017, ERILLASN, S5 5L i1 [ Af
G IR BE S U e Ay i N R VPN &S IR S e N v S R S U e S 5 R E ey
Yi2(fjrn,/rn, k0. 75,

[0681] &) M RBEIE A AL S W2 0 HE It P ot A& B BT 1R i )G S s
1£40°C MRERAT S T 1A

[0682]  5i4b, e T &k ta Z= B2ttt

[0683] HHAEF T,

[0684]  [5jifIl3]

[0685] PRI T a2k (I1-3) :0. 75k 22 (11-1) : 08013, ERILLASH, S5 5L i1 [ Af
HAFR] T & m A Z B T A G Y3 S & etk e R B3 Z i s ZROE A&
Yi3(rn,/rn, k0. 75,

[0686] &) M € KB A T AL S W) 3 0 H It Pk FH DA & B BT 1R i )G S Al
1E40°C MRERAT S T T A

[0687]  534b, e T &Mk ta 2R3ttt

[0688] B HLEHIRTEL,

[0689]  [SjitEfhl4]

[0690]  FRMI T a2 (I1-4) 0. 78k 2% (11-1) : 08013, ERILLASD, S5 51 [ Af
G IR BE S U e Ay i N R L I &S IR X e i I E R S R e S 5 ey
Pp4frrn, /rn, k0. 75,

[0691] & 1) S RIETE A T AL S W4 0 HE I P A& B BT 1R i G S s
1E40°C MRERAT S T T A

[0692]  534b, e T &k ta 24—ttt

[0693] HHAEF T,

[0694]  [5jiafl5]

[0695] PR T €2 (I1-5) : 0. 843 kR 2% (11-1) : 0801, ERILLASD, S5 51 [ Af
HAFR] T m e Z P A T 4 &5 S & i ek e R 5 . & e e ZIROE A &
Yi5(rn, /rn M1

[0696] & 1) S € RBIE A T A5 W05 0 H It P ek FH DA & B BT 1R i )G S Al
1£40°C MIRERAT S mdE T T A
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[0697]  SAAN, BE T 25 Itk (2R IRE I -ttt

[0698] R HAL R TR

[0699]  [LbEAfI]

[0700] ] 7 a2k (IT1-1) : 0. 603 KAt 3R (T1-1) :0.8043 , BRILLAS, 55t fol 1]
FEHIAR 2 T & 1 P 0 R BP0 5106 M 25 m) e (0 R R6 o 25 1) ek o R IE s 4
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