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[0169]1  DA-7: Fik= (DA-T7)

[0170]  DA-8: Nk (DA-8)

[0171]  DAH-1: FiRz (DAH-1)
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16/28 71

HzN_O_O
g
DA-1

DA-A
NHBoc Boc
HoN N
et N G
Boc
DA-2 DA-3
CH, COOH
I
sl s Q
[0172] H,N NH, HzN NH,
DA-4 DA-5
OOMOO
H,N NH,
DA-6
NH
DA-8 DAH-1
[0173] S5t A A FH %) % AR 12k (%) U D7 920 F B o
[0174] 358 . o R4 B S A L R 25 B (FT-NMR) INOVA-400 (VarianZ &) i)
400MHz
[0175] 5 51) : JAC — B B I AL (DMSO—de)
[0176]  AyvHEd o - DU SRS (TMS)
[0177]  ZFK - 8532
[0178]  ['*C{1H}NMR]
[0179] 2% & . 3L AR 4 MY S i i L R 26 B (FT-NMR) INOVA-400 (Varian2 ] i)
100MHz
[0180] 9 51) : JTAR — FE B WAL (DMSO—de)
[0181]  FRUED T - DY H AL (TMS)
[0182]  BRAR K%K :256
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[0183]  [DSC]

[0184] A& H . Z /R &= E 2 B DSCISTARe 24t Mettler-Toledo International
Inc. i)

[0185] 2 25 P R Aufit

[0186]  FFIEIER:10°C/ 2 4t

(01871 45 mi « 3 AT B ALK B T AR AR I i

[0188]  [KhJF]

(01891 SRk SV Ji&e miy 7 v Y0 YO0 K 52 s FHEZRRG B2 U1 TVE-22H GRALF= M AR 4 1) , 7ERE i
1. ImL HERE T TE-1 (1°34° \R24) iR JE25°C N HHTI5E

[0190] [/ T&]

[0191] SRk IV Jie i 4% FHZ I U Jie A 56 S W) 43 F 2B GPC (L IR i i) 3% B ot
ITIE, LR 4 g R A Ot BAE R N E H H0 o7& (CL N R AMn.) FIE 3555
T2 (CL N AR M)

[0192]  GPC3% & : Shodex 2 7] #i (GPC-101)

[0193]  #¥:Shodex 2 &l (KD803.KD805 & BX)

[0194] i :50°C

[0195] Pl :N,N-— FF B H i (FF S ias n ¥, ¥ A8 — /K &4 (LiBr  H20) 2430mmol/
LR « Jo/Kifb ik GEBERR) A30mmol /L PU LUK (THF) J910m1 /L)

[0196]  Jfitid :1.0m1/ 434

[0197]  Frifk th 22 il 1 FARAERE i« AR B RR X 2o b | TSKARTEE SRR AR 2 bt (B 35190 15 (Mw)
£1°5900000.150000.100000.30000) FlPolymer Laboratories Ltd. i HI%E 2 — B (I&{H
7y 75 (Mp) £17912000.4000.1000) o Wl 5E H , Ay 1 T G 0 (1) B S, 43 I UE 1 LA P A
it 8900000100000 12000 10003X 457k & 11 BRI AE i s LA A2, #6150000, 30000, 40003% 3
FRA T R IRTRE s o

[0198] <P &tk A P 5E >

[0199] % 5 Mk IV e by R 20mg A NMRAE: it B (NMREUFE 4 AUAS « & 5 (R EF R} bk 2 4k
fil) ) H L FRNATAR = FR S TEAR (DMS0-d6.,0.. 05 % TMS (VU H 3 Fe k) B4 ) (0.53m1) , i fints
T 5 564 Y Y622 98 Y] FEINWRA 5 3% (JNW-ECA500) (JEOL DATUMZA ] ) I
500MHz [ i F-NMR o 5% B SV e A0 28, K-t F I O e A i S5 AN R 2B 8 A0 1) 465 R T o 7 o
BV o1, A B2 51 1) 0 ZRARE N9 . Sppm~ 10 . OppmPft AT H4 3L V5 1 1% frég 12 1 NS 1) Jo
T BAUE, R ARk H

[0200] R AL (%) = (1-a * x/y) X100

[0201] 3R rb, AU 1 T Fie 2 PO NHES (%) Jo 7 0 SR ARV y R 2 v o 1 g BRARME Lol
(R TE IR (TR U i A28 250 96) B O T ek A o AN OO T 1A Tt i R P NHIES Jo2 () L
il

[0202]  <EEAMHERITEA>

[0203] 5 A PELEA AR 0 T R 1A o 26 30mm X 40mm ) TTOFE AR 138 3 e i >k i A
TSR B 7 o 8 BT VR AT B JE AR A5 80 °C [ R T 45290 B 5 5 76230 °C Y #8XE I8 LA
BEAT 145 B ) BE R T B JEE 9 100nm 1 34 B o B 55 31 F LA 200m ]/ om™ i 12 % e T S5
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K 254nm 1 LA I , 3 1T B o e Fr FESRT VR D6 B D26 - 1 B 26 ik ELI K 254nmir) L4
2% B AL FEARAE Al K FRIR 5343 i, AE 230 °C HI AR B A 1450 B, 15 213 A E ) JE Y
B o

[0204]  #E & IXAEERAE 45 B I P R S, 75— Fr JE A A 80 s B0 v I T 3 A A 1) o e
W) R (1 45 b A R bk 2 2 b ) L B 22 BRSW-D1 4.0) J& , 78 IR B8 J AR 48 320 00 Sam ) 17 B 3
s 550 (W Ak 2k 0 2 4 B R XN-1500T) o LB, DL & F5 04 %5 458 5790 () B 4% 5 31 Smm fr)
J5 SRR T N o B2, A 59— F S 40 VAR o B 1) I 1 g P 00 R 1) 25 5 B
B emf) 77 AT NGB o I B8 2 CGA WP B8RS 5 BA 150 °C A il R A L B4 AE 1/
I, AT AR o

[0205]  HLJ5, Wh T it A, 1) FH B e A i )0k 1) 6 20K %5 5 Be i S AT LAGS —X 500N 5
TR AR ) 3 IS IR R SR AT 4 W R B A T (N)

[0206] <3 AR EEITIIHIVE>

[0207] I FHUN T 753, HiE R &FFS (A% 354 ,Fringe Field Switching) BizUiah R
TN U TR AA) RSP Y A BT

[0208] 1 Sl A 2% Y AR A o BEAR 2 R ) 29 30mm X 50mm FLJZ FE 40 . 7TmmfF) 35 5 AR - 76
Bt b AR REELE TR T FH TR B0t i) H AR HL R & S0tk B S 1 TTORE )« 75 28 12 1 5%
[ E AR b (RN ER2)2, FE AR T I FHCVDYE T R SN (A RE) 5. /B N 57 2 )2 1 S NI i
JEJ9500nm , FoATE A 2 6] 48 2 B 1 R FE ThiEE - TEVE N B 22 SINGE b, /E A EE3)2  BLE W 1TO
FEL ] S 17 T2 FR I A A RAR B FE A, T T BB LR R RSS2 R X ME R - KRR TIR
St N 10mm HL AR 249 4 5mm o I, 5512 056 1) B AR 5 56 3 JE IS R H A IR 2R 2 )2 I SN
B FH I 2 R 4%

[0209]  EE3EMGF R A P R kA2 il “< TR AR LR & 2 AN HED T4 )
TSR IR TR o 25 i A% T 25 1) 55 7 ] P 5 58 % S, B % 7B 3 1) ) 1) B Ay 6m o T2 BB 15 XH)
G R S o R AR S i ) < TR AR EE R 2 N B R A TR S R R TR A 2
KR, T2 B A 5 W AR EE R R R R A g3 05 A2 25 il 1 AL TR ) “ < I TR
IHH, SER DA S 5 e B o, B s o B B L X R
H2X .

[0210] S bb S5 210 56 1 IX AN 28 2 X 3By, A4 R e AT A5 3R Fe AR 1) AR B2 2R T R )
AT o BT 5 K S5 AR Y0t B T PR B4 7 T A S B M, FEAR R S5 1 IX 3k, DL 2B+ 10° /0 £
& O 1) 1977 O8GRI AR EE R, EAR R B S 2 X 3, L2 1014 A & (it
) 8977 SO UR R R E AR 3R B, SR R 56 1 X 4805 50 2 X S dn T A e < 3 i 7
16 2% BRI 5 6] 1) B AW 2 1) T R R T 75 A D VR o 1T AT P 1T e s/ - T D048 1
] HL N AR 7 1]

[0211] 823, HALA N . OumF 3t 8 2% sk 8 BT 7380 4 B 1) 770 )5 30 3 JHE o 0 R AT 7 T 1 4%
(1) 3 s AT 1 AR RN TS THT T B T TORSE H B A 50 5 D Anm P A IR 8] % 40 1) B B 2 A0 7280
C IR b5 780 5, 230 °C 1 #OXE PR N HEAR BE1T 20 73 BB A T BRI JE 24 100nm
[ TR o B 6 i 1R %o 12 0 JBE T RS S DY EE 910 1RL B B 4R AR HL i A 254nm ) 25 7k
2% o AHIZ AR AT IR H KR LI 7 0 20 LA IR B3 0 B, 23 (8 AR 4K iR i L
43 %f, 7E150°C ~300°C iy Fuiie b In#s 5 v, 45 2177 00 et B 1) JBE 0] AR o 4 B3R P R A A
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N, PSR b BRI 701 o 55— AR DA YR B ) S T 1 %o T ELE e g 1R D0 °
AT A 5, 482 35770 [E] A4, AT A 22 B G o 3@ ae Ol 1 3 N 925 1) 1% 25 B o0 AR v N VR
MLC-2041 (MERCK CORPORATTONI) , %3y N 11, 13 BIFFSHR B s 57T » T2 )5 5 B4 AT 15 W i
FIGRALI0CInE /NS E — 5, TS 1F .

[0212]  <HKIAZZIIK S T B RAZ A

[0213] S H b i 5 vk AR B A B G, 7E60 °C IR IR PR 58 R LL6OH 2 IR A0 2% Jit i 120715
I FR] £ SV AZ A T o FL 5, AR A B G 1) A5 3 F AR S5 0T ) R A 2 (] S B IR S B AE
iR TNRE K.

[0214]  J B 5 , W B 1 B A DA R b 2 LA 7 s B R 2 i B 2 T8, 78 A e i
HLRPIRES T fsm 0, R R S o EC B A, DA e i) e IR Bl /N AR ) »
A58 R0 o B MBS 1A 3R 1100 8 2 X 3l e P 4T A e B 2 B 1 DX S A G 1) A BT T T % A FEAE
FAREEA TS B2 R AMIE R, 56 2 X 3 5 B0 1 X Sdh AT LU e, Bt R R A BE A o FF
H B VB R E 2R RN A AMEN - FIEE AR oo i) M A A, AR sh ik
52 A A0 3EE ‘R I, 80 3BL ERFIE/E AR .

[0215] <R TCHI s s VPN G EE BE) >

[0216] b= 3 il £ % 8 it BR. o 1) % BU B PR ANl BB SR R B PR SR AT BRI S,
crossed Nichol prismix B dn 5 oo, B %215 565 1) kOt B 488 (ECLIPSE
E600WPOL) (J& Fetk 30244 hil) WS & B , B0HS mT A %) 552 i B

[0217] oS R 10N “R I 2 BN 104 L ERHEAE AR .

[0218] < J&tb-BWIMIA RO

[0219]  [J5 4k —Retb &4 (DA-A) K15 ]

[0220] W DL T A 3P BRI BRAT R & 05 75 Ik — Ak &40 (DA-A)

[0221] (AR

[0222]  ZE1ZB PR :N- (- (4-RHFERIE) £38) -N- (4-REJE530) % (DA-A-1) A %

Na,CO0; (3 eq)
LB in DMF/H,0 (1/1) O’N_Q_L
O,N NO, — > NH
[0223] ©2 (:) L. <:> 2 \—Qi}—uo2

DA-A-1

[0224]  ¥2- (4-FHFEAIL) Z e E LR (50.0g.247mmol) Y& T-7K (300g) JDMF (50.0g) , ¥
IAxIREN (78.4¢.740mmo1) , £25°C T FE 2 17N i N4 —fiH 3R 91464 (53 . 3g+247Tmmo1)
[IDMFYATR (200g) o i ik F2 eh , 38 IDME /7K =1/1 (w/w+ 100g) , TH R B BT S S0 i EEAS
R o ELFEAE = R A 207N, BE 1T LL40 CHiFEA/INS , SR fa R 0 A (il (BLF RN
HPLC) #fN JEURII T 2K o FL IG5 I NV E SR EN 2 235, XA kA7 1L 38, F7K (150g) i
Ve2ik, 3 FH2-TNEZ (50. 0g) JEWE2IK , 7E50 C R BEAT IE T4 , AT 15 BIN-2— (4-FiFFE o 3E)
L FE-N- (A-FH2E2E) f% (B Bl A U - 73 U : 99 %)

[0225] 'H NMR (DMSO-d¢) :68.18(d,J=8.8Hz,2H,CeHs) ,8.15(d,J=8.8Hz,2H, CeHs) ,
7.59, (d,J=8.8Hz,2H,CeHs) ,7.52 (d,J=8.8Hz,2H,CeHs) ,3.87 (s,2H,CHs) ,2.91 (t,]=
7.0Hz,2H,CH2) ,2.80 (t,J=7.0Hz,2H,CHy) ,2.46 (s, 1H,NH) ."*C {"H} NMR (DMSO-de) : 6149.8,
149.5,146.6,146.3,130.3,129.2,123.7,123.6,52.4,50.0,36.0 (cach s) .
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[0226] ¥4 5 (DSC) :123°C
[0227] 2200 N-FUT S IEFREL-N- (2— (A-myFE IR IE) 2 3E) -N- (4-my 2L 3%) g (DA-A-
2) BB Rk

Boc0(1eq) o N—C>—\_ Boc
= < >_\ - DMF g i
[0228] \_C}_No2 \_Q_N(Jz

(DA-A-1) (DA-A-2)
[0229]  4N-2- (4-fHZERIE) £ FE-N-4-fH2E "R (73g.0.24mol) ¥ A T-DMF (371g) , E2~
8°C NAEDR 104 i N B 4T lig (54g.0.24mol) . H )5, LA20 CHEfE4/ N, B A S5k}
[PV B8 I8 7518 5 BRDMF , [m) S BV 8 IS IR £, 18 (371g) » 7K (371g) il BE3 IR « H
J » Wi HUAHTT A5 2045 1 CRELUS & - 96g IR : 97 %) o R AT (il (2 8/ BEIR £
BE=7/3 (v/v.RE=0.3) X ZM M) dEAT K il , AT 45 2138 . CRHUSC & 82. 0g AL
82.8% (2 1B)) . [ Ayl R R N B (118g) , LASOCAH M , — 1At —i A
PLO~5CHEFE300 Bl G , i P8 H T4, AT AR BIN-FUT IR I -N-2— (4-TH R IE) £ -
N-4-FH2E % (R R U - 74,58 %R . 78% (20 HK) ) .
[0230]  'H NMR (DMSO-d¢) :68.22 (d,J=8.4Hz,2H,CeHs) ,8.18-8.16 (br,2H,CeHs) ,7.51 (d,
J=8.4Hz,2H,CeHs) ,7.48 (br,2H,CeH1) ,4.57-4.54 (br,2H,CHs) ,3.55-3.49 (br, 2H,CHs) ,
2.97 (br,2H,CHy) ,1.36-1.32 (br,9H, tert—Bu) . *C {'H} NMR (DMSO-de) : 6155.2,154.8,
147.9,147.5,147.1,147.0,146.5,130.6,128.7,128.4,124.0,123.8,79.7,50.3,49.2,
48.4,34.3,34.0,28.2 (each s) .
[0231] % ki (DSC) :77°C
[0232]  ZE3ID IR N-FUT AP IE-N- (2- (A-F IR IL) 458 -N- (4-Z L) ik (DA-D)
()& il

Pt-C/H,

[0233] N —> N
\_<i>_m)2 \—O—NH;

(DA-A-2) (DA-A)
[0234]  UN-BU T AR IE-N-2— (4-TH IR L) £ 3E-N-4-fi 2K (T4g.0.18mol) ¥ T
VU KAR (370g) , TS N3 % #H-Tik (7.4g) , FEE/TAA T L IR IFE 72/ N0 o F] FHHPLCA WA SR
RV 2, e a8 1T 25 Bk ke A ), IR AR DIV I E T AR 5 AT A 3800398 35 €0 i T X R DA- AR FH 7
W) CRHUSCE: : 66 FHIR R : 105%) K5 ILLASOC YA MR T H 2K (198g) J& » LA2 CHERE L/INI , AT
A58 8 i Bt o 65 AT L R R AR R AT ok B R R, AN TS BDA-A (B 0k K VIR : 568 WU E
90%) .
[0235]  'H NMR (DMSO-d¢) :86.92 (d, J=8.0Hz,2H,CeHs) ,6.84-6.76 (br,2H, CeHa) ,6.54 (d,
J=8.0Hz,2H,CeH4) ,6.50 (d,J=8.0Hz,2H,CeHs) ,4.98 (s, 2H,NH2) ,4.84 (s,2H,NH2) ,4.16
(br,2H,CH2) ,3.13 (br,2H,CHz) ,2.51 (br,2H,CHs) ,1.41 (s,9H, tert-Bu) ."*C {'H} NMR (DMSO-
de) :5155.4,154.9,148.2,147.2,129.5,129.3,129.1,128.9,126.6,125.7,114.5,114.3,
78.9,78.8,50.2,49.2,48.4,33.9,33.3,28.5 (each s).
[0236]  J% 5 (DSC) :103°C
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[0237] (st 1)

[0238] [y bl B NS U5 N (K 100mL DY #5 s 3 H & HXDA-1 2.93g (12.00mmol) «
DA-A 4.43g (11.99mmol) , 7S IINMP 81.98g, il N &S — LRk i 4 Fova filt . — ih P ¢
G AR N, 3- S 1,2, 3,43 T B DU R R 5. 35¢ (23.88mmol) , M
JINMP 9. 11 g s 15[ 40 i 73 9% BE IR B 12 i 5 % , 78 S iR T P 24/NeT , 753 21 58 Wk B R 75
(PAA-1) o 1% R BRI BRI T AE MR 225 °C N RS S 205mPa » s F3 41, 1% 5 W F& BR (1) Mn Ny
10530 Mw>429900.

[0239]  [v) 100m1 T - = HU B 15 28 Bk Z R v ViR (PAA-1) 15.00g , 8 IMNMP 9. 00g FABCS
6.00g, LL25 CR A8/, 45 30 s B 771 (A—1) o 123 s e 751 HR A W 82 137 o A o 55
L AN I S H W

[0240]  (SLjitifs12)

[0241] i) A 4 20 B R0 0S5 N 16 100m L DY 55 63t v 2 B 9T 15 58 Ik R VA T (PAA-
1) 20g, YS INMP 14 . 29g H 45 #3043 Bl o 1) Fr 45 5 1 1 1R V45 Y0 0 N s R IF 1. 48 ML W
0.38g, LA60 CHNFA3 /NG, JHEAT A0 W9 0 fe b o K i 49 I VR — I P P — 1N 22 139m1
fE e EEFTATT B T IE A, 23, I 139m 1 FR I e 3V o K BT A5 W i b R LA 60 °C -1 12/
R, I T 75 281) 20 5 0 e B I A

[0242]  Z SRk 0 R AR R A O BE I AL R SN 75 %6 Mnc 7120 Mw k12485,

[0243] W]\ T $E+F 7 1 5 0mL #E T2 R o 52 H BT 15 58 6 30 e i 4 oK 1. 80, ¥ JINMP
13.20g, LA4OCHiFE24 /NS T AT A 15 21 SR M WG W (PT-1) o 1T, 1) 100m L 4E T H-
IS B W W Z AW (PI-1) 10.00g, W HINMP 6.02g.BCS 4.00g, LA25°CIR-A 8/ NN, AT
P30 AR A 77 (A-2) o 29 O I 751 R R M B2 BV I BT H S5 3, U I ST
[0244]  (s2jitafs13)

[0245] [ b B A BV S N I 100mL DU 35 B0 B HUDA-1 3.52g (14.40mmol) «
DA-A 3.55g (9.60mmol) , ¥R JINMP 81.60g, — i1 N B — 145 $F: 11 1 FL VA . — 0 B 1%
TR AN, 3 1,2, 3, 4- 3R TR DU FRIR —I§F5 . 30g (23 64mmol) , HE I AN N
NMP 9. 07 g5 15 [l 4 j% 73 R FE X B 12 i & % , 75 S i N W FE 247N, 43 21 58 Bk f IR 13
(PAA-2) o 1% R BRI I T AE IR 225 °C N KL S o 230mPa » s F3 41, 1% 5 W F& BR (1)Mn
19890 Mw 439960

[0246]  [i] A 43 25 B RN 0S5 N 16 100m L DY 35 63t v & BT 15 58 Ik R VA T (PAA-
2) 25g, S INNMP 8. 33gFF HiHF: 3073 % o ) T 15 58 Mok Jie R ¥4 Y0 v s NG BRI 1 . 78 ML g
0.46g, LA55 CHNFAS /NG, BEAT AL 22 BE W ek o K T 15 S SR — 1A 45 B — 1A N 2213 Tm ] FH
fE e EEFTAT B UTIE A, 23, I 140m 1 R I e 30 o K BT S0 i b AR LA 60 °C I 12/
R, I T 75 281) 50 5 0 e B I A

[0247] % SREME W fe ) i b oK AT B 0 e A 32 167 %6 WMy 13480\ Mw 424000

[0248] [ JHCN T $E+F 19 50mL #E T2 R o 5 H BT 15 58 6 0 e v g 4 oK 2 . 42, 8 JINMP
17.75g, LAAOCHiFE24 /NI T A A 15 21 3R I WG W (PT-2) o 11T 5 171 100m L 4E T
BRI EL AL TR (P1-2) 10.00g, % IINMP 6.00g.BCS 4.00g, PL25CIRE & 8/Nif, 7535
T AL 7R (A=3) o 129 L 1) 70 H o W 852 BV T HH 55 S, U B SR

[0249]  (sLjitafsi4)
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[0250] i) 43 4 2 B8 AN 80 S N 1R 100mL DY 2 53 th B HUDA-1 2.25g (9. 20mmol) -
DA-A 5.10g (13.80mmol) , 7S IINMP 82.47g, il N &S — LRk 4 oA filt . —ih P ¢
% AT I, 3- -1, 2,3, 4- 30 T ke UL R 5. 15g (22.98mmol) , i3 1 7R
JONMP 9. 07 g i 15 [l 4R Bl 73 94 B IR B 12 U2 % , 78 235 T BEFE 247N, 15 31 58 Wk e IR v ViR
(PAA-3) o 1% R BB I AR R L 25 °C N IR N 120mPa » s F3 41, 1% 5 W F& B2 (1) Mn Ny
12120 Mw7929310.

[0251]  fia] A 40 20 B R0 0S5 NP 16 100m L DY 55 63t v 2 BT 15 58 Ik R VA T (PAA-
3) 25g, A JONMP 8. 33gFF 4 F30 77 B o [m) Jir 45 5% ok Jig 1R V45 Y00 vh 8 TG PR I 1. 69 L ML TE
0.44g, LA55 CHNFAS /NG, BEAT AL 22 BE W ek o K T 15 S SR — 1A 4 B — 1A N 22136m1 F
fit b JE R AT B I UTTE ) B, B 136m1 B BE VS e 3 UK K B A5 # B AR LL60°C 15 127)N
R, I T 75 281) 50 5 0 e B I A

[0252] 32 SR 0 AR oA A O G AL AL 2R 68 %6 WM 28300 \Mw 422020

[0253] W]\ T #5647 11 5 0mL B T2 R H 5 B BT 15 58 6 S0 e 4 i 4 oK 2 . 38, ¥ JIINMP
17.45g, LLAOCHLFE24 /N T AE LA 15 21 SR W WG W (PT-3) o 11T, 7] 100m L 4E T H-
w2 BT 79 SR R s i (P1-3) 10.00g, ¥ IIINMP 6.00gBCS 4.00g, LA25 CYR A8/, 155
T A 7R (A—4) o 129 B 1) 70 H o W 8% BV BT HH 55 57, U B ST

[0254]  (sLjitifs15)

[0255] o) fEPE2E B A AR S ANE R 100mL DY 2006850 A & BN 2K %0 . 54¢
(5.00mmol) \DA-1 1.83g (7.50mmol) \DA-A 4.62g (12.50mmol) , ¥R JINMP 82.57g, —ili@ AN
BA— P T VAR . — PP Z A — s N, 3-SR -1,2, 3, 4- 30 T Y
FRIR —IF5.57g (24.83mmol) , i T ¥ IINMPO . 17 g A1 453 1] 44 jlt 73 < BE TR | 1 2[5 & 96 , 7F % Ui
R 24N, 15 3 T B G BR TS T (PAA-4) o 1% 5B L B2 VA WAE IR FE25°C R RKE FE N
132mPa * s. 54, Z R B IR IMn 19150 Mw 4134500,

[0256]  fia] Ay 43k 20 B RS 0S5 N 16 100m L DY 35 63t v &2 BT 75 58 Ik R VA T (PAA-
4) 25g, Y JINMP 9. 17gFf $t 4k 3043 f o [m) T 15 28 ok Jie R ¥4 VI v s DTG R I3 . 66 g ML g
0.95g, LA55 CHNFA3 /NG, BEAT AL 22 BE W ek o K BT 15 S SR — 1 43 B — 1A # N 22.320m 1 FH
fitrp JE R AT B I TTE A B2, FH140m] B BE VS P 3 UK K B30 HE A AR BL60°C 15 127)N
R, I T 75 281) 50 5 IV e b I A

[0257] 1% SREME W fae ) b oK TR B IV e A %2 175 %6 \Min 413930\ Mw 430010,

[0258] [ JHCN T #5647 119 5 0mL B T2 R o 52 B BT 45 58 6 30 i 4 i 4 K 3. 60, ¥ JIINMP
26.40g, LA40 CHtFE 24 /N 748 FVE A , 759 21 R BV s i (PT-4) o 3k 11 , 7] 100m 1 4 % Jik
BT R E AL TR (P1-4) 10.00g, % IINMP 6.00g.BCS 4.00g, PL25CIRE & 8/Nif, 755
T A 7R (A—4) o 129 1) 70 H o W 852 BV T HH 55 53, U I SR

[0259]  (sjitifs16)

[0260] [y i bl 2 B NS U5 N (1K) 100mL DY #5 s 3 Hh & HXDA-4 4.27g (20.00mmol) «
DA-5 0.76g (5.00mmol) , 7S INMP 31.31g.GBL 44.73g, — i3 N &S — B8 b i 8 Hoi
fift o — TP PEZ NGV — 10N INDAH-17 . 19g (24 45mmo 1) , FET S IINMP 13 .57 g 15 [ 44
AR FEIE N2 8 % , R i R HEPE24 /N, 73 3R BE AL IR (PAA-5) IV TR - 1% R BE I IR
VS TRAE IR 25 °C R B RL B 981 0mPa » s
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(02611 [ALHON T BEPE T 9 100mLRE fh 25 ri LU A2 BRI VAW (PAA-5) 22.00g S 1
2HR 1 B 1) TR e 75 (P1-1) 14.67g, ¥ JINMP 27.33gHIBCS 16.00g , FHRE F1 441 #43 +F
2/, 453 2R B 71 (A-5)

[0262]  (SEjitidsI7)

(02631 [ia) 45 45k 26 B RIS 0 5 N B9 149 100mL Y S 680 Fh B HUDA-6 1.43g (5.00mmol)
DA-7 2.98g (10.00mmol) \DA-8 1.50g (10.00mmol) , % IINMP 65.23g, — i8N\ E/T— it
PR LV R — LB O A N, 2,3, 43R T R DU AR IR T4 . 56
(23.25mmo 1) , JETT 5 HINMP 29 00 {5 5 [l 1 e 53 ¥k £ 3 3 10 ik 9% , 76 53 F b 24708
I, 15 2R BUAL IR (PAA-6) [T i IR B IR I AL IR 225 °C T (R o 190mPa. » s
(02641 [ALHON T BEPE T (9 100mLBE fh 25 rh LU A3 BRI 1AW (PAA-6) 22.00g S 1
Do A IR M (PL-1) 14. 65, VR INUP 27 365 1BCS  16. 00g, FIR A7 BEHE B4
2N, 5 B B 7] (A-6)

[0265]  (bL%if511)

[0266] i 45 b2 BB A 8/ 5 NP E L0OmL P A B e DA 1 5.37g (21.98mmol)
AN JINMP 54.05g , — 138 N GUS—IABtH i {7l o — I BEPR 12— R i — 12 In 1, 3-
—HH1,2.3, 43R T R PUEES — T4 . 64g (20 70mmol) , HETTVR NP 9. 01 gfei /5l {4 ik 43
HR S B 10 96 7 SR R bR/ N L A5 BRI R WL (PAA-T) o R BRI VS
IR E25°C N IR N520mPa © s 40, %R B IEER AIMn A 16530 Mw A137900.

[0267] fi 100m L 4fEJVA i o S 200 75 3R S R 945 ¥ (PAA=T) 18 00g , VR JTINMP 6. 00g \BCS
6..00g , L 25 CR-2r8 /M, fob B30 BT 79 (B-1) o 2300 8 L 70 o o ROL 0 7 e T 45 57
B ST

[0268]  (HL%f512)

[02691  Jiy 4 1 1 2 B AR BN 50mL DY #e i HH B HXDA-1 1.71g (7.00mmol) «
DA-2 1.66g (7.00mmol) , AR AINMP 41.93g, i NG — IRk T AL HL AR . — B PE %
TR AN, 3 RS, 2, 3, 43R T R DR R 2. 98¢ (13 31mmol) , BT A
NP 466 4 I 1 04 V5 80120 5 9 , 6 38 BIEPE24 /NN , 1 50 e e
(PAA-8) o % IR WL IG R 6 WAL IR B2 25 °C N B K 9 225mPa = s« 53 4, 12 SR I% R (¥ Mn g
14780 Mw430350.

[0270] i) 1OOm 14 T i Hh 525 B BT 73 SR Mk e R v i (PAA-8) 15 00g , % JIINMP 9. 00g FI1BCS
6008, LA25°C I 28 /N , 751 % L 70 (B-2) . 2290 A 0 390 e o 0 4 9% i B 258 5
B ST

(02711  (bL#f513)

[0272] (AP bR E B A AU SN K 50mL PY 265 & BUDA-1 1.34g (5.50mmol) .
DA-3 2.43g (5.50mmol) , ¥ MINMP 40.39g, — il N RS — BEHE A6 L VAR . — 0 Btk i
TR AN, 3-SR -1,2, 3, 4- I T e DU R ER 2. 35 (10.49mmo) , 1 1T R 1
NP 4. 49g AL Ul 4K P L2 R 96 S B2 /N 450 R G s
(PAA-9) o 1% 5% It e R VA VR TE Ui B2 25 °C N ARG 22 185mPa  so 534, 1% 3R B X R My
20600 Mw>442900.

[0273) i) 1001 4 o -2 T 7450 SR 09 M (PAA-9) 15..00g , 75 JIINMP 9. 00g AIBCS
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w B P
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6.00g, A25 CIR A 8/IN , 15 FI3 A 771 (B3) o 122 it B ) 771 A W 5% 381 7% 3o L AT HH 25 57

H BN ST

[0274] X B3RS 1 ~ 7 45 2 B3 ey B 77 (A1) ~ (A=7) ML B9 1~ 3P 43 2 ) i

dr A 7 (B-1) ~ (B-3) B HEAHR T N RHIER L,

[0275]  [#1]

[0276]
TR ) 75 BEW —R%

STt 5 1 (A-1) EELIER (PAA-1) DA-1. DA-A

S it 1512 (A-2) R (PI-1) DA-1. DA-A

S it )3 (A-3) RELWE (PI-2) DA-1. DA-A

St 114 (A-4) R (PI-3) DA-1. DA-A

S5 5 (A-5) Emt Wz (P1-4) DA-1. DA-A. X7 —f%

St fsl6 (A-6) REEWR (PI-1) DA-1. DA-A. DA-4. DA-5
REEHRR (PAA-5)

S5 7 (A7) Rz (PL-1) DA-1. DA-A. DA-6. DA-7.
FEEHRE (PAA-6) DA-8

ELE 1 (B-1) FWERRE (PAA-T) DA-1

L4512 (B-2) EELIER (PAA-8) DA-1. DA-2

L4513 (B-3) REEHRE (PAA-9) DA-1, DA-3

(02771 (S&jitf518)

[0278] g 55 it 1] 1 45 1 it B ) 7] (A-1) FFLAR ML . Oum ) ik 828 98 5 , A 1 idk<

HATER PP B IE R ERE b, BEAT 2 B S YRR PP - 2 S o 12, TN,

(02791 (S&jitif519)

[0280]  MESldk 58 AN i , K FEARAE ALK /2- T = 1/ LIRS i R iR 53300 B, BAE 7
2K PR, RARE ALK IR BT 0, B b 2 Ah, Al B3k G S PR R4 > 8 532

HVERE A EAT S S TR VA, 45 RSR[5 13 . 2N

[0281]  (SEjiif510)

[0282] [ 1 A3 FH i it 45112 i 4 2 ) 980 ot BB 10 577) (A—2) SRR I it 81 1 7 45 28] P V80,8 HER 1 77
(A-1) Z 4, RIS B3R G A PR PP > AR TR D5 ik AR RR i, 2B AT 3 B 3 S PRV pr, 45 R

FI S AR EE 11 . 0N,
[0283]  (SEjfsl11)

[0284] st I S Jih 451 2 45 21 ) VB0 HD 10 771 (A—2) SR A s S i 451 1w 45 21 F) V8L BB 791 (A
1), H S i 58 S i B SRR AE 4L K/ 2-TH I = 1/ 1 HIR & IR 533 70 B, B AR 40
IR B, KAV AL LK IR B3 70 Bl BR 2 oh, IS 3k G S YRR PP AR TF] (14

TIE A ERE bl o BEAT S 3 S PRV, 45 RN R 9 B2 9 11 . O

[0285]  (SEjiifs]12)

[0286] R 1 A3 FH i it 45113 i 4 ) ) 980 ot BB 10 57) (A—=3) SRARR SI it 81 1 w45 2] 1 80,8 B 1 77
(A-1) Z 4, RIS B3R G A PR R PP > AR TR D5 5 AR AR i, 2EAT 3 B 3 S PRV pr, 45 R

FI B A5 10, 2N,
[0287]  (SEjifs13)
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02881 i FH St 1) 3 P 83 50 98 5 0 ) (A-3) SReAR B ST 911 o 750 80 0 YL 8 B0 0 71 (-
1) o FLIR SRR S SRS K HEARLE ALK/ 2- I = 1/ 1OV & T PR 3 40, S e 4
KA R AR ARG /K R IRBE3 4 B, BRI 2 S, R 5 _E3d < A PR VE A > 4RI
T ERE il AT B B VR VPAY 5 SRR B 3R 10 3N

[0289]  (SLjitifsl14)

(02901 e 17 FH 5 414 = 753 25 YR8 O 79 (A=) SR AR5 S5 G 9 1+ 75 280 9 5 L 14 74
(A-1) Z4b, R 5 3R A PEIIP A MR (07 TE IR RE Al L JEAT 2 B B G VR ATY , 25
HIBS I 3R IE 15 IN.

[0291]  (52if5]15)

02921 FF St 414 753 50 98 5 B 9] (A=) SReAR B S 911 o 450 380 0 Y00 8 B0 0 7
1) o ELIR SRR S SR T K HEARLE ALK /2~ I = 1/ 1 HOIR & T PR 3 40, S e 4
KA R AR ARG /K R IRBE3 4 B, BRI 2 S, R 5 _E3d < A PR VE A > 4RI
T ERE fh o AT B A PRSP 45 L, RUBSIN (93BN 15 . AN,

[0293]  (s2jif5116)

(02941 e 17 FH 5 4915 = 753 250 0 Y8 R 79 (A=5) SR AR5 S5 G 9 1+ 75 280 9 5 L 1 74
(A=1) Z 4k, I 5 3 < e M RO VP4 > B IR 07 3 B PR ik, AT 20 P VP A 1 5
S R BSI ( 3R 12, 9N,

[0295]  (SL7ifsI17)

02961 FH St 415 7 23 501 ¥ 45 B0 9] (A-5) SReAR B ST 911 o 450 380 0 Y0 8 B0 0 7 -
1), ELIR SRR S SR T K SRR ALK /2~ I = 1/ 1OV & T PR 3 40, S e 4
KA R AR ARG K R IRIBE3 4 0, BRI 2 S, R 5 _E3d < PR VE A > 4RI
T ERE il AT B B VR DPAY 5 SRR B I 3R 13 N,

[0297]  (52if5118)

02981 i FH St 416 743 51 1 ¥ 45 0 9] (A-6) SReA R 5 ST 911 o 750 380 0 YL 8 B0 0 71
D) ELIS AR SN A5 SRS /2 P = 1/ L0 T8 £ AT F e 40 B, e P
AR Ah  RAR B ARG /KRR35 0, BRI 2 S, R 5 _E3d < A PR VE A > 4RI
TV ERE il AT B B PEVPAY 5 SRR B e A 3R 4925 . 2N

[0299]  (SL7itif5119)

03001 i FF St 417 753 350 98 5 B 9] (A=) SReAR 2 ST 911 o 750 380 0 YL 8 B0 0 7
1), ELIR SRR S SR T K HEARLE ALK /2~ I = 1/ 1OV & T PR 3 40, S e 4
KA R AR ARG /K IR 4 0, BRI 2 S, R 5 _E3d < A PR VE A > 4RI
TV ERE il AT B B VR VPAY 5 SR B e A3 920 . ON.,

[0301]  (HL4sif14)

(0302] 7 FH Eb e 4911 ok 53 8 0 Y A8 MR 80 79 (B=1) 22 4 R 5 ik 4 R ) DA A
501 7 Y R i, AT B A A PR DAY, 45 SR B (19 3826 3 TN

[0303]  (Hk%if515)

(03041 1 FH bl e 4912 423 8 0 Y A8 MR 80 79 (B-2) 22 4 R ) 5k a4 R ) DA AR
501 7 Y R i, AT B A PR DAY, 45 R0 B (19 35126 8 . ON.

[0305]  (HL%sf516)
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[0306] [ 1A I EL B 4513 45 2K ¥t BT 771 (B=3) 228k, RIS L3k G PR K A > AR
[ PR 5 V2 A i » AT St o B PRV, &5 SRR B I PR 9 O T . 3N
[0307] [%2]

[0308]
T e H ) 7] P A Ak 3 11 5 77 G nm [N

S48 (A-1) a7k 12.7
S 5119 (A-1) afiK/2-NlE=1/1 13.2
SEH 110 (A-2) atizK 11.0
SEHE11 (A-2) gk /2-HlE=1/1 11.0
S 512 (A-3) atizK 10.2
SETtEf513 (A-3) gk /2-HlE=1/1 10.3
S5 14 (A-4) atizK 15.1
SETEA15 (A-4) gk /2-HlE=1/1 15.4
St 5116 (A-5) atizK 12.9
SEHEA17 (A-5) gk /2-HlE=1/1 13.1
S8 (A-6) gk /2-HlE=1/1 25.2
SETEA19 (A-7) gk /2-HlE=1/1 20.0
bt 45 45114 (B-1) atizK 3.7

b 245115 (B-2) aisk 8.0

b 45116 (B-3) aisk 7.3

[0309]  (SEjitifs120)
[0310] ¥ Sz it 451 1 45 3] () 3 B 1) 7510 (A—1) FHALAE A L. Oum it € 28 5L 8 s, i d e i
TR AT T BT 2% 8 3R 5 P B B B ARCRN TS T R R TTO NS H B A =1 B2 A Anm B AR TR B 4
(R I FEAR b o 280 °C I B b T-185 438 fim , 230 °C 1 FA X PR U A 1T 20 53 Bl Ge e
T B S SR 100nm ) 4k o B 5 M LA O . 27/ em® X 12 4% s T FIE S i D6 EL 26 - 1 .26 i
PR H K N 254nm iR 58 A 2R o S i B AR AE 2 /K HR IR 151393 8, 7230 °C IR Bl b1 1453 B,
1 BT Y et ED 1) JE ) AR o 1 R P FEARAE 9 — 4L, AR AR BI85 35 77 L o o — R
u/ﬁaaﬂlﬁﬂ%ﬁﬁﬁﬁ B 1R) 77 7] R0 B0 77 U aEAT RGN f , sk % 3 551 3] £ i o) 4 2 B e . @
T RS Y E NV ] 1% 45 B 0 F AT EEMLC—2041 (MERCK CORPORATIONf) , 2535y E N 1, MM
F3 BIFFSIR NI ity 576 o Ho I, W ISR dd 5. 70 LA L10°C T LN, T80 — 1, S it R K AE
WK T BN I RAZVEY - K B I B B0 5 B % S G B A A ORO0L 3L AR
W o 34, AT BT I S OIS, 55 R 5w AN R 104, W R B
[0311]  (SEptifs21)
[0312]  FRUSHMmIREINR S5, B FEARAE LK /2-TH S = 1/ 1R A TR IR 3 40 6 1
K HIR Lo Bl SRARE TR AR IR 151323 81, BR b 2 4, B F -5 5 it 451 20 4H 5] 1 5 325 il B
FFSUX BNV s 570 o X IZFF SR B3 i . 6 S8 it FH K A i 3R 31 5 B B9 R BV - K IAAS
TIN5 B AR FR T AR A EON0. 3B LA, AR UF . S Ah , AT G I S W, 4
R R L0, R
[0313]  (SEjitifs]22)
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[0314] [k 17 A5 FH S Bt 91 2 45 21 P9 980 BB 10 791 (A-2) SRAXE S Bt 9] 1 7 45 21 P9 980 o H ) 771
(A1) 24, ] FH 5 S it 51 20 AR TR] ) 75325 A EFFS SR BN it BRI o X 1FFS YR BN s B0 5 Tl
H A S A2 i B 30 3 B0 1 A BV AR o YIRS IR 3h i 2% 0 BT ) A A {E N0 . 3L
N NR A A, BT T R RS S5 R AU 2104, MR I

[0315]  (SLjitif5123)

[0316] s Fi St 9] 3 45 280 14 V80 ety BB 170 771 (A=3) SRAX SE it 451 1 b 4 380 F) 0t BB 5] (A
D), HIRSHAIR R SR Ja R SR AL 4K /2- I = 1/ TR B i IR B3 70 Bl 55 R4l
IR Bl SRACE AR SR FRR 53373 Bl BR L 22 41, B -5 St 510 20 41 7] 1) 5 3% 1Rl A
FESHXZIR b BTG o X AZFFS YR BNV B0 S it FH A AL T SR 3 3 BUR 1 R AR VRO o K IPIEE
TSRS 5 BB . TT K M AMEONO0. 3L R U a4, BEAT BT I s WL % 4
R REA L0, ARG

[0317]  (SLitif5124)

[0318]  fgff JH SIz jth 4514 H 75 1) FD ¥ o B 1) 751 (A—4) SR A5 S Jth 451 1+ 45 210 P9 VR i B ) 791 (A
D), HIRS AR SR Ja R SR AL 4K /2- I = 1/ TR B IR B3 70 Bl 5B AR 4L
IK AR Bl SRACE AR SR AR 53370 Bl BR L2 41, B -5 St 51 20 41 [R] 1) 5 3% 1l
FESHXZIR b BTG o X AZFFS YR BNV B0 S it FH A AL T SR 3 3 BUR 1 R AR VPO o K IPIRE
TSRS 5 BB R TT K ML AMEONO. 3L O R U 3o, BEAT BT 1 s ML % 4
R REA L0, ARG

[0319]  (SLitif5125)

(03201 st P i 9] & 45 280 14 V80 ety B 170 771 (A—5) SR ARSI it 451 1 b 4 580 F) 90t BB 5] (A
D), HBUR IR K MR, K SRR SlK /2- TR = 1/ 1R & IR B3 00 Bh , B fE 20
IKAIR B3 Bl RACE AE ALK TR 1513 70 b, Bk 2 Ak, ) 5 52 451 2 0 A ) 14 7 32 d A
FESHXZNIR b BTG o X AZFFS YR BNV B0 S it FH A A T SR 3 3 B0 1 R AR VRO o K IPIEE
TSRS 5 BB R TT K M AMEONO0. 3L AR U a4, BEAT BT I s WL % 4
R REA L0, ARG

[0321]  (SLitif5126)

[0322] st P i 9] 6 - 45 280 14 V80 ety BB 170 771 (A—6) SR ARSI it 451 1 b 4 580 F) 90t BB 5] (A
D), HEUR IR K SR, R SRR AR SlK /2- TR = 1/ 1R & iR B3 00 B, B fE 20
IR I3 Bl SRACE AR SR AR 53373 Bl BR L2 41, B -5 St 51 20 41 [R] 1) 5 3% 1Rl A
FESOX B s 57T o B XTHZFF SR ST bt B 70 » SIE it FH YIRS T B 50 3 UK R AR AR VR o 3]
AT LIRS i AT BTG A RE AME N0 SFELLR MR I . Ji4bh, AT BT R O
S5 R AR 104, R I

[0323]  (sLifs127)

[0324] st S i 49 7 v 45 280 10 80 et B 170 771 (A7) SRR SE it 451 1 b 4 380 ) 90t BB 5] (A
D), HBUR IR K SR, K SRR SIK /2- TR = 1/ 1R & I iR B3 00 Bh , B AR 20
IKAIR B3 Bl RACE AE ALK TR 1513 70 b, Bk 2 Ak, ) Y5 5 i 451 20 41 ) 14 7 2% d AR
FESHXZNIR b BTG o X AZFFS YR BNV B 0 S it FH A A T R 3 3 SR 1 R AR VR o K IPIRE
TSRS 5 1% B0 . IT I M AMEONO0. 3L R U a4 BEAT BT i s WL % 46
R REA L0, ARG
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[0325]  (LLHI7)

[0326] [ 1 A FH LG 5048 1+ 45 20 10 9 it B 1) 771 (B—1) SRAR 5 St 451 1+ 45 281 10 0 it X 1) 77
(A-1) Z4b, F) 55 52 i 451 20 A8 5] 1 5 325 H A EFR S BX B0 S B 7C o« X 1% FFSBR B B 76 5L i
FH < 52 9 9 2 5 B I RAR VP o KA S I SR 30 S5 R 12 i ER TG 1 A BE A R0 3 LA
FL AR A AT IG5 RO EE, 25 B N 10N L B AR .

[0327]  (LL%#18)

[0328] [ 1 A FH LG 45 2 45 2101 3 et B 1) 771 (B—2) SRAR 5 St 451 1+ 45 281 10 9 it X 1) 77
(A-1) Z4b, F) 55 52 i 451 20 A8 5] 1 05 325 H A EFR S BX Bh0 S BTG « X 1% FFSBR S B 76 5L
FH < 52 9 3 2 5 B I RAR VP o KA S I SR 30 S5 R 12 i ER TG 1 A BE A R0 3 LA
FL AR A AT G IS RO EE, 45 B N 10N L B AR .

[0329]  (Lk%f19)

[0330] [ 1 A FH LG 545 3+ 45 21 1 9 it B 1) 7] (B—3) SRAR 5 S5t 451 1+ 45 281 70 0 it X 1) 77
(A-1) Z4b, F) 55 52 i 451 20 A8 5] 1 5 325 H A EFRS BX Bh0 S B 7G » X 1% FFSBR B B 76 52
FH < 52 9 3 20 5 B I RAR VP o KA S I SR 30 S5 R 12 i BR TG 1 A BE A R0 3 LA
FL AR A, AT G IS RO EE, 45 B i HON 10N L B AR .

[0331] P2k A AT R M

[0332]  jEah A FH A BH (0 B BT 571, BE 83R48 B A v 2 5 2 G MR IR B R i S 4
X T FH AR BH PR B 1) 77045 281 B4 8 et B e ST 55 A DR ORE L R B ARG ) = 2 D IR 1) 5 i
b, Hae b AR TPSER 3 77 =X FESBR Bl 77 2 1V v 2 7= JoAF v AR 1) 28 3k 2 -5 B0
A%, BENEAS B ARG R AR J 0 TPSTK 5 77 30 W FFSER 8 5 2 f 7 oo IR L, e
FH 3K 5 R i B i R s To

[0333] 5L HA A2, K1 201345510 A 23 H Bl A H A& R H 152013-220596 5 1 156 8 15
BRI EESR S B RN 2 1 A8 N 25 4% 5| 20k, AR AR BRI Ul BH I A TN 25
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