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[0006]  R* Fl R % st 7 & Hrp R A& 8 (C-Co) — L (CRy) - FR L 88 A

(C,=Co) — Bt (C=Cp) — BEMAE  md ZREUAURY (C,-Co) — et (CHy) ,— (C5—Co) — Fhkidk. (CHy)

o~ AHBEEE | (CH,) ,—0- (C,—=Cy) — FidEul (CHy) - 752k, Bl

[0007]  R*FI R S5EMIAT &R N R — TR N JRFANE k& 5 — ANk B

N\ S B O [P 24 IR 1 IR 28 BNGE S BRIk (R 3 2 R BRI B (CH,) - FR 2. (C—Cy) — B2k

(C,=Cy) — JE 2 JE (CH,) ,—0— (C,—C) — HEIEHURI, Bl 5 N JRF— &Ik N JRF4MEAT 1k

HEH A DB AR 10 5- A% 7 FE I HH b i 2% 05 352 AR A ) Bl

(C,=Cy) — BEFEEUALHY

[0008]  R*\R* il R® Al b i R &L s 3 (C,=Co) — BERER (C,—Cy) — Bt IE 5

[0009]  R° 24 NO,. CN. C(0) R, S—(C,—C,) — %Ek . SO,R" B # 4 NR''R" ;

[0010]  R™AIR AR bR H A (CH,) ,— (C,—Co) — MR dEBK (C,—Cy) — ki des, B S A%

(1) N R — BT N IR AN & 5 — N8 B NV S B0 2% R 1 [ 28R GE 36 3E

[0011] R AFEIE. (C=Cp) - fidE. (C—Co) — HptdE (C,—Cy) — HEAAFEB NR'R ;

[0012]  R™ % (C,=Cy — kg (CH,),~ (C;—Co) — FRFEFEL NR'R®

[0013] R FI R™ {7 b 5 C (0) — (C,—Cy) — $idE . S0,— (C,—Cy) — fidt, 8L 5 N- J& —

LY LSRN R ARG & A — A A B AN AN EUR 1) 5- Jea 5 55T HAL

5 AR PR BUE < 55« (C,—Co) — BE2EER (CH,) ,, (C,—Cy) — MBE S AR

[0014] n A 0.18(2;

[o015]  HZ&FEALEE

[0016]  1-[H—( EFEMRMEEE ) -2 (4 MEIbRFL ) 2 FEESE 14— 2R3 - RHE,

[0017]  1-(4- FIEIEERIE ) —4-[2- (4- WKL ) —5— A28 A IESE 1- DRI,

[0018]  1-[2—(4— ML ) —5- AHAE IR IR 1-4-[2- A2k —4- ( =H P 2L ) A5 1- URIZ,
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[0019]  1-(4- AR ) —4-[5- fiffd —2—- (1- Mg ket ) R IEEE 1- WRME,

[0020]  1-[2-[4-(2- FREELEE) —1- WRMEZHE ]-5- AR A IESE ] -4 (4- AR ) - IR
Wz,

[0021]  1-[2- 3R —4- (1- AR 2L ) REE ]-4-[5- 2 —2- (1- WRmE L ) KAWL ]- Uk
W,

[0022]  1-[2-f —4- (1- AR EE ) 2KIE 1-4-[5- Aok —2- (1- LM Joe 3t ) < FRIEE 1- R
iz,

[0023]  1-[2- 3 —4- (1- AR 2L ) 2RI ]-4-[2- (4~ 2L —1- WRIE IE ) -5 A 2 2 AP Ik
51— URIE,

[0024]  1-[2- 3 —4-(1- AR 2L ) KA ]-4-[2- (4~ 2L —1- WRIEZE ) -5 A28 2 A Ik
51— URIE,

[0025]  1-[2- 3 —4- (1- AN ) HREE [-4-[2- (4 WWRIE ) -5 G 28 K LS 1 - URHZ,
[0026]  1-[5-[[ FZE (ZREREL) & ] B 1-2- (4 gupk3E ) ZRAWEEE 1-4- (4- fiF
FEREL ) - WRAE AN

[0027]  1-(4- LBEEE —2- AR ) —4-[2- (4- Wbk ) —5— AfZE K LSS 1- URHE .

[0028]  4b&4 1[5 (R IEMELE ) —2- (4 WKL ) 2K IEEE 14— 25 — WRPE H kb3
T US 4,244, 871, ‘& HA Mz BL PRSI, Fl eG4 2 w] e SE B i o

[0020]  AREHW KIE T WEY . &H AN A G IR TT P4 2= AR 2K
WEOR PRI . eI, B 1AW R RIFK R REZEA 1(GlyT-1)
I, I eI Ha iz i e 2 (G1yT-2) MHiF EA RIFrE s,

[0030]  F 1 73 R4 A2 R AT PR AR IR A %) Ao 2 5 2 5 » JLARR A g 8 1 O ek oK a2
RELL DL T2 5 15 RTORS A LR R A TR B P E R ARy P vk Y R T S 5 R 4 22 [P ke, LA
Filsn#its (Lewis DA F1 Lieberman JA, Neuron, 28 :325-33,2000) » i+, W5 —H
P AE “ 2 kR B A 7 Ul b, HLH BT v S BHIBT 2 (UG RE R SE IR 7 T 1T %
(Vandenberg RJ FH Aubrey KR., Exp. Opin. Ther. Targets,5(4) :507-518,2001 ;Nakazato
A F Okuyama S, %8 A, Exp. Opin. Ther. Patents, 10 (1) :75-98,2000) , X Fh 24 B 2% J5 v bf
TH BRRE DR DA SR 1 52 M 1R /)N 5 17 3% S8R A2 Th B M Pk 52 1 B R P Rl 7~ (Sharma T.
Br. J. Psychiatry, 174 (suppl. 28) :44-51,1999) ,

[0031] 20 tH 20 60 A A I, 5E Tt Ak & W dF 55 4 1tk NMDA 52 4 45 B 75 28 28 CUR i
(PCP) FIAHIC 254 (SUEHR ) FHIT A 2R R4 5 | RS A AE T, 3 HH 7RG ol 0 20 il
BOASERY A R IP) 2 , 7R {e B B RS P, PCP— 15 S I FOURE Ao 7 FH & 3 17 PR B 2 R {R A
KON RERERS, IR T B RS ol 245E (Javitt DC %% A, Biol. Psychiatry,
45 :668-679, 1999) . AL, 1 BRAK i NMDARL WV 8847 /K S AL RN LU R AT W R
TR 2525 T VS S IRORS fh 23 S ASE 7R A i 0 45 1] ) 2 AL, 122 5 TR S IR NMDA 52 443 P
I S E0KS B0 > ZUREREAT A AR (Mohn AR 28 A, Cell, 98 :427-236, 1999) .

[0032] 432 R A 48 A 3, R A1) NMIDA 2 A3 1tk 7 S i ] 98 ik | 2% ) R 12 77 T AR % Bt
VE A, 49 401, NMDA 52 AARARL - R 4 by 48 o) 5 ik ] 98 1 R Z 0% I BRAEL 17D 73 20T % (Wiley,s
NY ;Bliss TV fil Collingridge GL, Nature, 361 :31-39,1993) . id &% NMDA NR2B WV
AL 8 FE RS BRUR 7 H S mT 98 M i 3 HL 22 SI A2 B8 ) i Ak (Tang JP %8 A, Natur,
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401-63-69, 1999) ,

[0033]  [AIuth, 2 SRR A Z0EE 1 3L AR 3 2 Rl e S SRR I AN AL, TR A Y BRS ZRR A5 3k
G2 I NMDA A2 ARSI K 8 2R 75 2 B A 38 TV AT [RIINE 7= A= B s 5 FH R0 2 = S R
TIHER .

[0034]  CAITHZBRAE CNS th 22/ B WA IR, & B LUl 5 ) Ui |
ARG R A H I 2 R E R, MO DM 2 iRl N- F 3 -D- RA AR
(NMDA) 2 1 2 # Ty e 1) B 2 (1) AL (RISl 3] e 5 e Xy 1 o 23 280 R LA B AR 1 1 77 2 Hh 58
fih A v R 5 10 2 R WUMBLF- CA SR g 18 52 (7K P A7 AE I BASSE AT / #8835 52 AR 2 R
(R

[0035] 2 il #4236 JU A 5 Mt v PRI FE 1K) — A di R 77 V26 A 3 W) e AT DA S e o 1)
H o T8Ik Bk B 40 M 41 25 () 1R A 22356 T30, 10 28 368 JT % 3 8 1 ] LA 928 o) o 42 s B 11 4 e
A F A kAT =L & (Gainetdinov RR 2% A, Trends in Pharm. Sci. ,23(8) :
367-373,2002) .

[0036]  H 2 IR iz 1 2 P40 I 1o 8 I BRI UL DI I 2 i 70, ‘e i i H
T I 5% E 1) % ik 7 o 428 A i 0 ) TR 100 &40 /) Ao 228 Jog J 5 v i #E 25 0 1 5 5 H 2R e AR FH AN
YEFFAC A Mo b H 2z BRI A P i R .

[0037] 20 AN FL BN ) B0 I o v [ T YRS R H 2 BR A ds B B 2R (GLyT-1 R
GlyT-2) , iIX Wy Pt iz 85 L BA ~ 50 % B2 BRI A1 R« GLyT-1 A7 7EA PR R A AL, I3
B AR BRI R RS 7N (lasibyle 1 1d) o 7ERS ARG TP AR IR T 2 i)
PR ERPR (GLyT-1a FGLyT-1b) o GlyT-2 tHAFLEAS RIFEFE (1) 57 oM o L2815 M 1A B4 1) i
W T A GlyT-2 [RIFR Y (2a F1 2b) o 50 GlyT—1 {37 F CNS R4 E LR A, 1 Gy T-2
& ONS A, GlyT-1 EE A TR, I AR IRIEAAZETE T5 11 T Uk
2R 52 AAAH T I [ DX 5PN 1 FLIEAT AE IR eIk DLAL, 3 HA AN HEN B EIX e X IR 2 5
NMDA ZZAARTHBERIE T (Lopez—Corcuera B ZE A, Mol. Mem. Biol. , 18 :13-20,2001) . [Alt,
B NMDA A2 435 PRI — AN SRBS 2@ i D il GLyT-1 %542 7 1 R4 =y 2 fik NMDA 2 4 Jm il 1k
WP H AR E Bergereon R. 25 A, Proc. Natl. Acad. Sci. USA,95 :15730-15734,
1998 ;Chen L. Z A, J. Neurophysiol.,89(2) :691-703,2003) .

[0038]  H 2 & % iz a1 1 30 il 1) 3 B T30 7 A 0 A R Ak 0 R A 25 R . BT B IR) R
2RI RS A K AR Z245E (Armer RE I Miller DJ, Exp. Opin. Ther. Patents,
11(4) :563-572,2001) A% f 9 1 /0 553 B 15 400 008 PO 55 0K5 A0 1 a2 2 B i AT
JIE A R0 B2 15 L 55 0URH P RGBT D 1 00 1% [ 15 R0 5505 A 23 ZRU0E A7 DR 100 % R A
(Pralong ET 2 A\, Prog. Neurobiol. ,67 :173-202,2002) \JlIE (Carlsson ML, J. Neural
Trans, . 105 :525-535, 1998) WA 1 R i 215 o , 0, 475 20 i o AR O] 2 2 g SR 28 2 Pk
AN FLBY LG N B2 G v = SR BE RIS AR (Armer RE flMiller DJ, Exp.
Opin. Ther. Patents, 11 (4) :563-5 72, 2001).

[0039] PRIk, s ik HH G1yT—1 3455 NMDA 52 R (130 vl Be 2 7= A v H 3097 /6 0 kS
3 FUE PR LB O I RS2 A A, A9 ) B A S B R 2

[0040] AR HKRER TIbEWA G X T EW & IL AT 25 F 3 78 6 4 8 ok 30 i
Glyt—1 SRVAYT 5 NMDA SZARMEEA KB I 254 b I N L &6 ik B T AR R AL &

15



CN 1874777 B WO B 4/132 T

VY259 Je FLil 28 T7 1% BA R T A WA 45 1l s T B3 5 00 kS A A2 s &) T g e
B K 73 ZRERE i 2R AL B AR T A 52 400 PRI 5 QU g e o o s I e o 2R o ) 1.
o

[0041] AR BHAL G W32 )3 R A A 73 3R DA N3 4 R 2 MR R o

[0042]  JhAN, A BHADEE B A1 T BE TR A4 e BT AH N IR 0T B S A AR/ B0 27 S )
s

[0043]  ASCHTAE I ARTE “Bedt” Fon&A 1-6 ARG 1 1R Bk ek S a3k A, 4]t
BV RN - TS - T 2- TIEOR - T a5, Rkt HAg 14
ANk R 5L T

[0044]  RTE “HEMGIE” KR EGA 2-6 DMikJE 7 I AR BB R A . Pk 2%
NN o

[0045]  ORTE “piER” R s ML R

[0046] i “JFIL” FoR H— B A 2 D —ANERN D5 A R 1) 2 A G I 2 R B B
LI iy B L 1B 8

[0047]  AREBE“EHFH D PAPHEAEIR TR 6- JFEE” RN O B AR A,
ML e 2 MLE R | Mg Mk R L Bl — IR

[0048]  Rif “FR N R FAMEE RIS AH — D DB FANEIR 711 5 JuA 727
Foon B 5 B SRR ], B AN S L 2, 5= A - ML —1— 5 L IR AR (kL s | = | Y e
Ho

[0040]  RIB“ I BEIL” FoRAE T RN IE , 19 Q28R PR PEbi ik AR 30 T be ik | DY Sk
Sk DUSUNE 2E U BR T B ik L ot i\ WIRE ik | WIR IR | R R 5 et AR Bk o

[0050] A “T] 25 F R R A 5 R WL A HLER TV it 2, 9 i 5 2R 1R L Al 1R
TR EIR T IE IR IR « & DR Lok IR « LR IR IR W9 A TR - PRI IR \ 6 — PP 2R R 25 T
)R o

[0051]  FRIERIS T A2 1-1 B4k &4 K 3nT 24 IR n ik

[0052]

[0053]  Hib
[0054] R’ HFRFE. K2\ NO,. CNL (C,—Co) - Sedk s BRI (C,—Co) — S (C=Cp) — BE
BE R (C—Co) — KESIE NR'R®, C(0) R” B SO,R™ 5
[0055] m 4 0.1.2E(3;
[0056] R' A& EL (C,~Cg)— HEdt ;
[0057]  R* FI R 1% b Ah ~r Hb S &L Horh R VS B (C,-Co) — Be 5611 (CRY) ,— R, B8 4
(C,=Co) — Bt (C=Cp) — BEMAE s ZEBUAUHY (C,-Co) — e (CHy) .~ (C5—Co) — Bk, (CHy)
= ZeERBEIE L (CH,) . —0— (C,—Cy) — idkel (CH,) - 73
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[0058]  R’\R*FH R® Al bl i &L ki 3 (C=Co) — FESEER (C,—Cy) — HESRZE 5

[0059] R’ 24 NO,. CN. C(0)R’, S—(C,—C,) — %t Fk . SO,R™ B 4 NRV'R™ ;

[0060] R Al R® fl b BT M N &L (CH,) ,— (C,—Co) — FRBEFEER (C,—Cy) - % dk, B 51T
HER N B IEER N IR 7 AN R 5 5 — 18 B NS B8R 0 2% IR 7 I A R bt 2k
2N

[0061]  R* AFEdE. (C,—Cy) — Jtdk (C5-Co) — FRREE (C,=Cy) — HEAAILE NR'R®

[0062] R & (C,—Cy)— FEHe. (CH,) —(C,—Co) — FRREFEE NR'R®

[0063] R Fl R™ 4 st b7 4. € (0) — (C,—Cy) — %23 S0,— (C,—C,) — %k, 85 N- Jji 7—
ESTE B N R AR 5 A — A AN B AN AN AR 1) 5- Jeas s 5 5F HALr
77 A AR BRI B 3 (C-Cy) — FEFEER (CH,) ,, (C,—Cy) — FRBEIEHUARIT) 5

[0064] n K 0.1EY%2,

[o065] ik T4 I-1 t &

[o066]  1-(4—{4-[2-(PRNZE A ZE — &5 ) 5 M3 — AR BESE 1 - WRPE —1- 5 13- R — <

%)_ZAEEJ’

[0067]  1-{4-[4-(2- M COFRAIE -5 fifFt - KB ) - UREE —1- 5 1-3- 9 - ¥ - &
Eﬁ[’

[0068]  1-{4-[4-(2- ZZFEEIE -5 iHdk - KWL ) - WRIE —1- 2% 1-3- 5 - K& - &
Eﬁ[’

[0069]  1—{3- % —4-[4-(2- 7 ] R FEL 5 HFE - KM ) - IR —1- 3 ]- %% -2
@Iﬁja

[0070]  1-{4-[4-(2- /T L IE 5 ik - IR FPEESE ) - WRME —1- % 1-3- 3l - K& 1 - &
A,

[0071]  1-{4-[4-(2- 31 T & IE 5 ifHk - IR FFEESE ) - URME —1- % 1-3- 9l - K& 1 - &
A,

[0072]  1-{4-[4-(2- M RFEEIE -5 igFE - FR A EESL ) - WRE —1- 36 1-3- i - %FL - &
[0073] 1-(4-{4-[2-(fmTA B - FdL -2 3L ) 5— Ak - R R 1-IREE —1- 3} -3-F - 28
) - 2.

[0074]  EALRESX 1-2 AL G4 S HRT 25 R I ke
[0075]

[o076]  H:Ap
[0077] R’ AFEHEE 25 NO,. CN. (C,—Cy) — Bidk I Z U (C,—Co) — BiFE. (C,—Cy) — K%
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KB BURIN (C-Co) — B E NR'R®, C(0) R’ 5K SO,R™ ;
[0078] m A 0.1.283;
[0079]  R' A& EL (C,=Cy) — Kt

[0080] Oﬁ B N s AMEAEREH 5 o B NGS B8R0 IR R T I 2RI BEREER, T
\

IR AR BRI sk (CH,) - Fedk . (C=Co) — Bk (C,—Cy) — JefEE (CH,) ,—0-(C,=Cy) — bt
FERURHY, B 5 N R — B R N R FAMNBAR IR & — A DB A AN AR T
() 5= JuAe s 55 FF HAH A 1 205 36 2 R BRI Bk (C—Cy) — BETEHUARIT) 5

[0081]  R*\R* Al R® A b7 O & ki 35 (C—Co) — BEdEEk (C,—Cy) — St IE ;

[0082] R’ 24 NO,. CN. C(0) R, S—(C,—C,) — %Edk . SO,R™ B # 4 NR''R" ;

[0083] R FH R® fi b phsr h A4. (CH,) = (Co—Co) — BGRB8l (C,—Co) — HE5E, i 5 efilfn
PR N BT bR N R SN 5 55—k B NLS BE O 2% R 1 I B R bt 2
O

[0084] R’ Mfadk. (C,—Cy) — kit (Co—Co) — Bt (C,—Cp) — HEAFEE NR'R® ;

[0085]  R™ 4 (C,=Cy) — kg (CH,),— (C;—Co) — BB NR'R®

[0086]  R' A R™ fl A a7 b 5 C (0) — (C,—Cy) — $iFE . SO,— (C,—Cy) — fidt, 8L 5 N- J& —
LT LR N R ARG & A — A I B AN S AN AR 1 1) 5- Jea 5 56 5F HAELP
A 77 FE A AR BRI B 5 L (C=C) — ksl (CH,) , (C3=Co) — MRBEEERUANHY 5

[0087] n & 0.1 82,

[oog8] ik F41: I-2 KL &4 -

[0089]  1-{4-[4-(2— &bk —4— 2 —5— Ak — AR AL ) - DR —1-JE ] -3- 9 - R2E 1 - &
[0090]  1-{3— %8l —4—[4— (5—Fi2E —2— ML e — 1 - Fk - 2R IS ) - DR —1- 26 - 2R3k 1 - &
[0091]  1-{3-# —4-[4-(5— Af2E —2- WRHE —1-J& - 2RAWEIE ) - WRIE -1-J& ]- 2R3 1 - &

[0092]  1-{4-[4-(2- BIFRBEkE —1- FE —5— A2k — S FPMESL ) - WRIEE —1-3E ]-3- 9 — &
5 - L,

[0093]  1-(3- % —4-{4-[2-(2- FIE —WRME —1- 35 ) -5 fidL - ML - WRE-1- %) -
B)- & i,

[0094]  1- (39 —4—{4-[2-(4- FIFE-WRHE —1- &) -5 A — AR I IESE 1 -WRiE —1- 2 } -
) - LB,

[0095]  1-(3—# —4—{4-[2-(3- FIZL-WRNE —1- &) -5 A — AR I IESE 1 -WRE —1- 2 } -
) - LB,

[0096]  1-(3— % —4-{4-[2-(2- A & —mb m& 4% —1- 2 ) -5 4 & — 28 A9 Wt & - Uk
M —1- 2% } - K3 ) - L,

[0097]  1-(4-{4-[2-(2,5— = & - Wt M -1- Z& )-5- 4§ 2 - & F B & ]- Uk
W —1- 2% | -3- - KFE ) - LM,
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[0098]  1-{3— %K —4-[4— (5 A JE —2— WA Wbk —4— 25 - R RS ) - WRPE —1- 28 ]- oK
5 - LR,

[0099]  1-(3-% —4-{4-[2- (3-FAFE - WRIE —1-F& ) -5 FL - AR FPEEEE 1 - WRiE —1 -2 | - %
&) - LR,

[o100]  1-{4-[4-(2- & 2% ¥ P& k¢ -1- & -5- F B Wb & - 2% B Wp ) - U
W —1- 2k ]-3- 5 - 2R 1 - O,

[0101]  1-{3- % —4-[4- (5 FEAWEIE -2 MEPgHE —1- 28 - AR ) - WRME —1- & ] - K

B - ZH,

[0102]  N- FFSL —4- mEng e —1- 3 -3-[4-(4- = J 3% - 283L ) - WRIE —1- 3% |- 2Rt
fiz,

[0103]  N— A& —4- noupk —4- & -3-[4- (4- = F F & ) - URIEE —1- BRIE - FEREL
fi,

[0104]  3-[4-(4- LWEFE —2- 5 — KFE ) — WREE —1- B3E 1-N- 3% —4- i b —1- 3% - 2%
TN

[0105]  1-(3- f —4-{4-[2-(3- 32 IL A 3L — mb g e —1- 36 ) —5- A 3L - 28 A G 3L 1- R
e —1- 25 ) - 2R3 ) - O,

[0106]  2-[4-(2— Nehpk —4- Fk —5- AJE — A FIMESE ) - WRIE —1- 2 1-5- =PI - VIiF,
[0107]  3- % —4-[4- (65— FIMAELAE —2- WRHE —1- K& - AR FIMESE ) - WRIE —1- 2 1- W,
[o108]  2- % —4-[4- (65— FIMAELAE —2- WRHE —1- K& - A FIMESE ) - WRIE —1- 2 1- W,
[0109]  [4-(2- 3R —4— =& — 2R3 ) - WRIE —1- J& ] - (5— AR MESE —2- WRHE —1- 5 - 2R

%) - FE,

[o110]  [4-(3— %R —4— =2 - 2R ) - URiE —1- 5 1- (5 AP IESE —2- WRme —1- 2 - K
%) - FE,

[o111]  3-[4-(4- FlEk - 2R3k ) - WRME —1- Piedd ]-N- 2L —4- mibngde - - RTE I,
[o112]  3-[4-(4- F 2 —2- G — 2838 ) - WRME —1- FR3E 1-N- & —4- nttﬂ%k’* —1- g - 2T
[

[0113]  3-[4-(2- JR —4- = 2 - 2R3 ) - WM —1- P2 ] -N- AR 4k e —1- 28 - oK%
e Tk fiz

[0114]  3-[4-(3— L —4— =3 P2 — A8 ) — Wk —1- ik ] -N- AR —4- kg e —1- 6 - 2R
ek Tk fiz

[0115]  3-[4-(4- SBEEE —2- 8 — 2R%E ) — WRIE —1- Bk J-N- A —4- WRHE —1- 2 — 2T
[T

[0116]  3-[4—(4— FHE — R0 ) — WRIE —1- FRAEE ]-N- A3 —4- WRME —1- 5% - R mENL,
[0117]  3-[4-(4- T3 —2- G — 2R 3% ) - WRWE —1- B3t 1-N- & —4- ﬂﬁﬁﬂm —1- 3% — R
fi&

[0118]  3-[4-(4- &3 —3- Ji — 53 ) - WRME —1- ¥RIE IN- FI3E —4- WRmE —1- 3L — ZEhemE
fi&, N- FR3E —4- ﬂ}f&ﬂm -1- % -3-[4-(4- =3 P - AL ) - URME —1- Fiedik 1- z;xﬁ;ﬁ@ﬁ'ﬁﬂ;z,
[0119]  3-[4-(2- 9l —4— = A 3E - 2R3% ) - R —1- Bt 1-N- AL —4- WRAE —1- % - o
TRl
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[0120]  3-[4-(2- 9l —4— =G 3E - 2R3% ) - WRE —1- BRIt 1-N- 2L —4- WRAE —1- % - o
ek It fiz

[0121]  3-[4-(2- G —4— = JE — 2838 ) - WRigR —1- PRk J-N- A —4— nahipk —4- 2 - 2K
TRIE

[0122]  3-[4-(3- i —4— = J AL - K% ) - WRIE —1- Ak 1-N- Ak —4- ik 4- % -

gk TR iz o

[0123]  IARHES 1-3 AL &4 B 3 mT 24 A IR o ol

[0124]

1-3
[0125] Hrp
[0126]  Z 5 AL AR il — el 2 M BUCIEBUR K& — S A B =R
[0127]  JRF I 6- Judeoy ik, Pk iUAREEE B R 2E | g9 38 N0, ONL (C,—Cy) — Hidis . i 2= HUAK
(1) (C,=Co) — e dE (C,=Cy) — FERIE I ZEUR (C,-Co) — HEdIE . NR'R" C(0) R” B SO.R™ ;
[0128]  R' A&EL (C,—Cy) — HEdt 5
[0120]  R® FI R A% bl g & Hop R A& (C—Co) — BEFEIW (CRy) - FREE, S A
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Eﬁ[’
[0270] 11— {4-[4- (2~ FR TR0 5 W - EMESE ) - WRIE —1- 3 13- - %69 ) - 2
Ak
02717 1-{4-[4- (2~ FRAIEEIE -5 T - SRS ) - WRIE —1- 3 13- - %69 ) - 2
il

[0272] A BHE—AS BRI Hod R 5 R i —Ak (C,—Cy) — kid&, IF H A —1 N
SoE R o R %‘Kﬂj (C,=Co) = BEEEMAL & W, Bl ™ 2L &4 -

[0273]  1-{3- % -4-[4- (2- FNERFE 5 HIE - FEHEEE)-RE -1-3E ]- K& -2
Eﬁ[’

[0274]  1-{3— 3 4-[4-(2- 7 T ERIL 5 ifFk - KPEEE) -IRE -1- & - K& 1 - &
Eﬁ[’

[0275]  1-{3— 3 —4-[4- (2- T FERIE -5 fifFk - KWL ) - IRE —1- & - K& 1 - &
LB
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[0276]  1-{4-[4-(2- = LIE2 I -5 AifdE - 2K AWEIE ) - RIE —1- 56 13- - A%k} - &
fid o

[0277]1 AR HAEAFEIL T R 8LRY PR —Ah (C-Co) - B, I H A — 14
(C,=Co) — BEFEMIL A4, Bl F AL G -

[0278]  1-(4-{4-[2- (N ZE - I E - 2058 ) -5 M2t — A I IESE 1 - Wi —1- 26 | -3- 9 — 2K
) - LR

[0279] A BRI T AL B L] 245 1wl i ok A 4T O n 1 5 325, sk R Stk
(7 vE R, %7 VAR

[0280] &) ¥ X 1T 4LEY)

[0281]

[0282] LR IIT &R

[0283]
R? R?
o “NR
Z R’
R° R*
R TII
[0284] 153X T 4HLED)
[0285]
R R?
o ~yh

[o286] A 7 4 OH B i3k JF H e BAREE i b e X, a3
[0287] b) ¥ VALEY
[0288]

[0289] 5 FXIEYRMN
[0290] R*R*’ NH

[0291] 153K 1 b ED
[0292]
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[0293]
[0294]
[0295]

[0296]
[0297]
[0298]
[0299]

[0300]
[0301]
[0302]

[0303]
[0304]

[0305]

Forp X4 s 30 HIL GBI P E X,
o) ¥ VII &Y

R 5
R VII
5T EY
ArX
2R T HEY
RY _R?
O N
R3
™y
Ar/N\>JR1 R® 5 R’
I

Horp X O s 2001 HIL e BUREn BT E 3,
d) KX TA A

Ferp R BAEE W B AT e X,
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[0306] ) B IBALESY
[0307]
R R?
0 N
R3
N
Ar/NQi1 R® R*
NH, 1B
[0308] 5 FXEWRMN
[0309] RM“AX
[0310] 53| ICILED)
[0311]
R? R?
O N/R
3
Ar’N\/\é R° R’
HN »
A-R IC
[0312] P X AR, AN —C(0)- 8L -S0,~, R 4 (C,=Cy) - HEdb It HIL e BRI b At
[0313] ) ¥ IBLEY
[0314]
R? R?
0 N7
R3
N
Ar/N\%1 R® R*
NH, B
[0315] S5 FREWRN
[0316] R"C(OEt),
[0317]  #33| ID L&)
[0318]
R R?
0 N,R
(\N R3
Ar’N\%1 R R’
N R
N—-N ID
[0319] ;H\:EP R15 j‘j%\ %‘%\ (C1_C6) - %%\ %‘%EX{JQ E/:J (Cl_cﬁ) - %%ﬁ (Cg_C6> - ﬂ:'}:}%%ﬁ:
HHE BB ERT e X,
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[0320]
[0321]

[0322]
[0323]
[0324]

[0325]
[0326]
[0327]

[0328]
[0329]
[0330]
[0331]

[0332]
[0333]
[0334]

g) KX IE G

R R’
0O N
R3
)
Ar/N\><'i1 R® R*
CN IE
55T s
53 IF e
Rz\' R®
0O N
R3
o
Ar/NQi1 R® R*
O OH IF
HA AR I b B e X,
h) %43 IF &Y
RZ\' R®
0O N7

R
0] OH IF
5T MED N
R'R®NH
221X 16 &
RZ R?
0 N7
R3
N
A/NQJR1 R R*
o) "{’R7
R 1G
HA AR I b B e X,

i) K XEY)
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R1
Br X
[0335] 5 XTI (L&Y
[0336]
SnBu,
R16 /
OR X1
[0337] #33|: THALEW)
[0338]
R R?
0 N’R
3
(\N R
A % R® R?
O R16 IH
[0339] /E\:EP R y‘j (Cl_CG) - %%7 RIG j"j (Cl_cﬁ) - %%ﬁ (CS_CG) - %%%#E;ﬁgﬁﬁl{ﬁ%ﬁu
ERrE X,
[0340]  j) FX XA
[0341]

R. R
0O °N
R3
N
N
A7 o R® R*
Br X

H

[0342] SR XITLEW RN
[0343]

s ~

15 —
RT7X=X XII
[0344] 123X 1T 4LED

[0345]
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RY R?
0

3

~

N
|
AI'/N\%1 RG a R4

/N\

II

[0346]  HLob X 24 CH 8 N JF H A% 05 FEIRE [ IR ME b el =, R 54 x5 (C,—Co) — it
e BRI (C=Co) — FEFEEl (Co-Cy) — BRGedE I H e BUREE 4 b e X,

[03471 JFH

[0348]  FHELI, ¥ 1T B4 E AL R AT 25 IR I e 26

[0349] W[4 T7VEAR R a) —)) AR A7 1-6 Hl% X 11 &),

[0350]  ACAGAA) A 1 M P 5 ] LAF B LN IR 7 VR T 46

[0351] &1
[0352]
Z)K)(;[Ra
v liEm N SN T
A . l/\N — /N\y -
HNQJ Ar 1
R

. 2 4% M R I 42 % Z=0H, RAA
Y EAEA
4 CDI. TBTU
X d%F
Y: H. &% (= boc) R? )
: . _R
Z: OH. HE@Ew:C) o N
R3
N
Ar/ . RS R4 |
R R®
. 2 52
Rz\ 2 R\ ,R
o X R2RZNH o N R . soc, 2N
3
z R ——— R =  Z
6 4 R® R*
R® R* T R R 5 1l
RS RS i R
. \Y .
Z:-OH 7 -OH Z:-Cl

[0353]  mli@hfF L 1T WREE S0 111 (Z <C1) B 111 (Z :0H) k& 7E S an ep1 (N,

N=BeFE KM ) By TBTU (2— (1H- Z-FF =M —1- %5 ) -1, 1, 3, 3— PU AR VU Sl R £ ) 147

FE T RN IE T &9

[0354]  WIAEVEALA A AR BE A7 AE N, oK T fh&4 (Z :0H) #il#& K 1IT &9 (Z -

Cl) o mlE I In#R TV (9 5 2 R°RY NH (& 54T AE D TR Gk dil % 5K 11T /R (Z :0H) o
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[0355]  WIE R AHRY FIWREE 5 ArX — S el & i i N- LR I0RE 5 ArX ZEARHEAL
FUAFAE T P, 2R Ja R LR FL il 26 3K TT RIS . LRPr L s A3 2 BT A3 R (Boce) »
[0356] JT& 2

[0357]
0O X .
2 R
6 4
R R RIV (0] X .
R 2R2
K\NH l/\N)J\/E;i R2R?NH
N - N e 4 ~
Ar R' I %R Z=0OH, Rt Ar R 5 R
AR R y
4 CDI. TBTU
X: ®BE
Z: OH. BE(%e:CD i
R /Rz
0O °N
N :
N
Ar R R® R*
R® '
0 X
R X 3 SOC'Z R3
R Z
Z - e
R® R R® R*
R® R®
v ) \Yi
Z: -OH Z: -Ci

[0358] sk, HIAd b K 3V AT AR S AH N 20 RPRYT NH R % S il 4% 18 =X T AL &40
AEEER T EYES R IVHEY (Z2:C1) 85X VA (Z:0H) 78354k 7) 4
CDT (N— $j3L — kMg ) 8% TBTU (2- (1H- 2EJF =Mk —1- 3£ ) -1, 1, 3, 3— VU LR VU S R 26 )
FIAFEAE T SO il 26 X VALE )

[0359] %3
[0360]
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Y .
(\N R 1-R2R2ZNH
- —
N >
H R' 4R Z=OH, RAA 2- BLBRY
I sE4pakdl
45 CDI. TBTU

X BE
Y: H. &4 3 (3= boc)
Z: OH. H&(e:Cl)

R R? .
o R R R
R3 ArX O N

N - A
HN\%{1 R s R’ A,’®1 R° R
R Vil R R !

[0361] &3, Al VIT 4B S ArX NI TS . Al N- 540
(18 VI BIRTAEY) 55K R'RY NH B R Y, AR 5 24 AR S & 38 5 VIT i &, IR
SR A BT 4RI (Boe) o PIIEIEH K 1T WRE S50 IV LAY (Z :C1) 85 1V 4k
G4 (7 :0H) 7EFEAF 40 CDT (N- FeFk —mkmk ) 8 TBTU (2—- (1H- X FF =M -1- %) -1, 1, 3,
3— VY FAEERR DY SN R 28 ) A7 AE T R il 2 1l A VI A
[0362] &4
[0363]
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9 Rz‘ /Rz
R _R? o
0O °N (\N R’
(\N R H, Pd/C N\)J
—_— 6 4
/N\)‘J 16 4 Ar/ R1 R R
Ar R'R R ®
| NH,
NO, A
RY _R?
0 °N
R ) ¥ -
NaN
— NN ’
X HBE A R'R’ R’
A #-CO-% SO, N\A_RM IC
5 RiN/RZ
R3
N
N =
A R'R’ R’
N 15
N R
N=N D

[0364]  WJ I AR S O BIEATAE A 1B FET X REAXAL S WIAFAE T HREEAL SRR 43 71 1
# 3 TIC(A 2 —CO-) A1 IC(A 24 -S0,-) A, Al Z AL TA tb &5 Hl% 3 1B AL &9,
[0365]  miEIEH A IBALA W X R-C(OEL) , MEA I IR B R = ZBEfT A 1E B A ALY
AFAE T B2 1D 2L 54

[0366] &5
[0367]

CN IE IF

; o N\>J
EAEA Ar/ 1 R R

%= CDI. TBTU

o~ '

R7RENH s IG

[0368] W@ X IF MERATAEY S X R'RONH A AE TS A6 ) CDT (N- FiFk — ke ) sk
TBTU (2- (1H- Z&FF =M —1- % ) -1, 1, 3, 3- VY IE PR VU AR 18 ) 47 4E T vl 462X 1G 46

36



CN 1874777 B WO B 25/132 T

a0 Al AR S A A AE R KR TE AL S 25 2 TR AL

[0369] E stqj o
[0370]
RY _R?
O N R
R® R? 2
2 o R
R® r* (\N R®
NH R® N\x)
N\/J I Ar/ 1 R6 R4
Ar” 4 —— R
R' i ) Br X
R’ # Br
Z A4 Cl
1- R'S F R{, R
OR R il o N
XI (N R
,N\>(‘ 6 4
Ar R1 R R
eI R 16
O R IH
2- &
R
H :

|
N RY R

X/
o RfN,RZ R1s/“x_)’(’ (\N R
. Xil NS e )
(\N —_— Ar R’ R R
R® R

/N\
Ar’N\Q1 4 4@4&4’6%’] )\<\ I?( 1
R B X R15/X_x
H
N
Rgzg XKoo A&, ke
X=X =ze
X:C,N

[0371] Wl dHRDRE K X 19954 - AT AEW S AR XT 1 IR A E(E Stille AT T,
FEABHEALTR A =500 ( =2REEE ) 42 (1D A7 4§ R bl s 5 THAL 5. ol RE A X
AW 58 A XTT AR Cu AN Cul 474 RNHI4 2 T A, PR B
ITT 53 1T ORI RT AP I % m X X AL 54
[0372]  w]JHid H 2 /b 2 24 o XD R S A A i L AL B R P e R S
KA AL, R IE 3 T A 50 0 1R 0 ik A D4 A 2 8 e o
[0373] X T L&Y S In] 25 Al sk BT M 2y 322 MR . RAR L, CRIA A
WEDR R H R IEE A T (GLyT-1) 5.
[0374] %M N AR KRIE AL LG -

37



CN 1874777 B WO B 26,132 T

[0375]  VSVERIAAEL

[0376]  DMEM 52 4= 5 75 3L - 5 2 IR A W F-12(Gibeo £ Hi R ), i 2R & (FBS)5 %,
(Gibco iR ), HEHE / BiE % 1% (Gibeo AR ), WIFZ 0. 6mg/ml (Gibeo 4y
HR), B2 1nM (Gibeo A A )

[0377]  {EEXZEp& (UB) :150mM NaCl, 10mM Hepes—Tris,pH 7.4, 1mM CaCl,,2.5mM KCI,
2. 5mM MgS0,, 10mM (+) D— %] 25§

[0378]  FHmGlyTlb cDNA F2 @ %5 44 Flp—in™-CHO (Invitrogen Cat n°® R758-07) 4fffi.
[0379]  H Z R PP HIME A i i (mGlyT-1b)

[0380]  7E4H 1 K, ¥ H mGlyT—1b cDNA # 4 (f0 L 40 e (Flp—in™-CHO) LL 40, 000
YU /LIS PR A E A & R 96— LR e P12 555 h. 7558
2 R, W B 7R 0 IR I g rp i (UB) PRk 4k AREH 4y (1) A EEIET
il (1) 1omM HEJRC M H 2R (111) — @RIV TR I &30 — AR TE 22°CF 8535 20 43
Blve AU — 2 U R B PR A 30 050 LA 21 T o SRS 31 50 Y6 RN Il 5] KT BT 1 2R
W (BT TCs0r #1TH] 50 %6 H 2 R BRI 52 4 I ) o ARG LRUMA & PH] - B
60nM(11-16 Ci/mmol) 1125 u MARTRUR P H 2 BRIV o 35 FRARAE R R 7530 T 198, i Wk
HR GV HUKRHIE) UB ¥EH: (3 IR ) SR RN . HINERRA R, 330 3 /N 3
DN MR B8 T i B i T

[0381]  EERFIKMAD ERA mGLyT-1 1] IC; (1w M) << 0. 02 (1 M)

[0382]

SEHt 5 TCs (1 M) KRG T | TCs (1 M)
1 0.015 131 0. 008
4 0.013 133 0. 009
6 0.01 175 0. 0097
11 0.015 176 0.02
16 0.012 186 0.015
18 0. 0025 216 0.012
19 0. 003 217 0.016
20 0. 0021 219 0.017
21 0. 0023 220 0.019
27 0.0012 233 0.016
28 0. 0033 234 0.01
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35 0. 006 235 0. 0065
36 0.014 236 0. 004
37 0. 007 245 0.018
38 0. 008 246 0.011
41 0.014 247 0.014
42 0. 0035 248 0.01
43 0. 009 250 0.015
45 0.019 251 0.019
76 0.019 263 0.01
83 0.019 264 0.012
129 0. 005

[0383] X T L&A LN T AL G R m] 25 Y 8k ml LAABI an 25 shlsnl o AR 258 o 481
4, 2 500 AL LA AR 75 A A B A AL AR A P s 8 ) 8 7L 3 TR s R ) T
A REE 25, (HAR R CAABT izl K I X B 45 25, DABT U Sl i e U8 I dh e 24
[0384]  WJLAL F il 4% 29 )50 ) 25 FE g 1 E LB ML ik — i in X T &4, 6
i, W LU FLRE K GE A sl AT A T AR Al i R e R A i B A T VRO
RCREH P J PG S ) ) B S o A8, 8" 0 D S M 8500 2 A o R i IR O = — [l AR
WK 2 Ul A S o ORI, AR A IR s 0 O R R ) O AN AR AR B, TR
PR )26 VA VBT MU SR R D 280 A D 7K 22 B S T AR DI 35 5% o 91, 335 D 1 26 A PR 28
PR RAR I EREAL 5 RIS 2 — AR BRR £ ol A5 5E

[0385] b, 2 il 00 Al 5 A7 iy JE 71 B AR S RS 771 AT 5 LA TR < BH R TR 5
R DAV 32 T I 2 G b ) SR B AR AL ) AT ] LUE S AT e e
I o

[0386] &7 T LG ECEH R 25 R s AR 7 Il PR AR 25 S L) % T iR o2 R
KT Brid il e i AR — A MoK LS A/ s 25T itk 7
Iy, F—Foft 52 B EARAT VAT O (R B2 ] — Al sl 2 P e Va7 3 TR A A I Tl o i
Hilsnes 25 .

[0387] A B e DIE 32 4036 I RE B 455 mH MK A 40 28 G0 » 491 SUAR A 7 BROAE L W RN A3 0 R -
YRR T B o

[0388] i) W] 7EA B FA) vl [l PN 50, 48R, AR — LA B v, 5 2 U R DO B A
i 2o AE ARG TG UL T, AGRIE T LGB H K2 0. 01mg— K2 1000mg Sl T LAY
B ves IR D ke S = brilE s TN i = aE il b= v e G P R - P LET )
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it FRR .

[0389] "4 SE st e A T B i AERR A & B o B iR A AR G R T g 1t .
[0390]  sijtdslrh s FH R 446 -

[0391]  RT :=¥& ;

[0392]  n-Boc— WRHE :1- WRME AL T fig,

[0393]  oxone ® : (L —HRRER ) 2KHSO, * KHSO, * K,S0,,

[0394] EtOAc : L& L BE 5

[0395]  THF :PU&{Mehs ;

[0396]  TBTU :2- (1H- Z&FF =M —1- £ )-1,1,3, 3— VY FFIL AR DU SR AR 46
[0397] DIPEA : — R ANFE 2N,

[0398]  DMF :N, N— — 3 F i iz

[0399]  SEjf] A

[0400]  1—{3— % —4-[4-(2- % -5 fif3E — R WEEE ) - WRNE —1- 2% 1- 2R3k | - &0
[0401]

=

SOE

[0402] B 2- . -5— fig & — 2% A [k & (CAS :7304-32-7 ;Feng, Y. ;Burgess, K. ;Chem.
Europ. J. ;EN ;5 ;11 ;1999 ;3261-3272) (0. 054g,0. 261mmol) ¥ — & %% (1ml) % % H =
N (0.073ml, 0. 522mmo 1) AbEE, 4R j5 A 1-(3- G —4- WRME —1- & - KFL ) - Z i (CAS :
189763-57-3 ;W09714690) (58mg, 0. 261mmo1) [ —FES% (Iml) VR  FRSWIE SR T
ke 30 38h. FLABRZEH. R R mBIK A . AKZEH CHCL, ZEH 3 IR A IAEEL
W) NaySO, T4, I I I8 B K)o KL IR UIAERE IR b2t (BRI Bkt / LR &
fig 0% —20% (10 438 ) 13 EIbR 8L 54 (69mg, 68% ), AR B ELE 4K, MS (m/e) :390. 2 (MH',
100% ) o

[0403]  SEjfsl 1

[0404]  1—{4-[4-(2— bk —4— J& —5- i3 — RS ) - ke —1- 26 13- - FH 1 - &
i ( AL A4, RN 310415)

[0405]  #4 1-{3- 9L —4-[4-(2- % 5 A& - AR I WEIL ) - WRME —1- 2 1- KL} - 24
(0. 065g,0. 167mmo1) [FIRGHER (0. 29m1) ¥SEAE 100°CF A 30 738h, 28 514 #12 % H
IKARE . TR TS 2 A T8, R 2R 8 &) (Timg, 93% ), A TTEE 7K, MS(n/e) -
457. 3(M+H, 100% ) .

[0406] & HESEHE) 1 BIA B BT GR 0 7775, A AL e AT AR, BAER | R R SERER] 179,
180.189.190.191.196.197.198,

[0407]  SCJtEfH) 2

[0408]  1-{4-[4-(2- £HEZSE -5 2L — AR FBEAE ) - R —1- 2k -3 & — 0k 1 - 2
[0409] 4 27.4mg(0.07mmol) 1-{3— % —4-[4-(2- & —5- i & - & P Bt L )- IR
M —1-d J- 283 ) - 2,91 1 1 (0. 091mmol) IN Z % [ DMF ¥R 30 1 1 (0. 175mmo1) DIPEA
fE 2ml THF H RS INFAZE 80°C 16 /o ZARIERW G, ARV EEAE 2m] FEE /
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% 6/1 W ITE R AHAE B AT 2% HPLC 4lifh, FH & / KBk BB, 28 K =W 4 4y Jr 43 2
20. 2mg (70% ) Fr@itb &M . MS(m/e) :415. 2 (MH', 100% ) o

[0410]  FLFESEHEM] 2 (-G R BT R 1) 7532, A 1- (3 8 —4-[4- (2- R -5 & - X
MR ) — DRI —1- & 1- ZR3E } - SWIRE G e RT A, AR | TP i SEiE ] 2-45,
[0411]  SZjfs] B

[0412]  2- Mbk —4— Fk —5— fifJE — 2K LS

[0413]

Q

g

_N
0”0

[0414]  BIE 1 .2- MOk —4— FL —5- gk - KRS

[0415]
o
G

OJ\Q
,N:O
[0416]  [r] 2— 3L —5— ALK IR (4. 86g,26. 2mmol) [ —HgHE (50m1) %5 ¥ i A i bk
(11.5ml) o BHREGUEZER FHiHE 2 M. BB RBER . BRRVEREAEK B IREYH
2N HC1 Bt o ok yE 1A 4, /KPS IF T3 2IbR AL &4 (6. 2g,93% ) » AT ELLE 4, MS (m/
e) :251. 2(M-H,100% ) .

[0417]  DIR 2 .2— nonpk —4- FE —5- fifidE — KPP EEE

[0418]
(0]
G

$

//N\

(o] (o]
[0419]  |r] 2— MEhbk —4— & -5 i3 — KR (4. Og, 16mmol) (1) B A B TF I N 2 % DMF
FOEAE B (5. Tml, 79. 3mmol) o HHIREYIMFAZL 80°C 50 738h. FHA BRI, i 2K
[ R LE CBEP e, ok i T, /S BIFR AL S (4. 0g,93% ), e (Al 4.
[0420]  SEjEfg) C

[0421]  1-(3- & —4- WRME —1- J& - 2508 ) - 2.
[0422]
Cl N
WQU

¢
[0423]  }4 5. 0g(29mmo1) 3— G —4— R & L Wi F1 12. 5g (145mmo1) WK F&E 7E 10mIN, N- — Ff
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5~ CEE P RGN 120°C 23 /N ELASRR T R, TR A P i B h e
RISk, FT DO/ FREE /5% NH, KSR A 0E, 1831 3. 47¢ (50% ) FRELAY,
e ARG b A

[0424]  1-H-NMR (300MHz,CDC1,) 8§ = 7.96(d, J, = 8. 4Hz, J, = 2. 1Hz,H-2, 1H) , 7. 82 (dd,
J, = 8.4Hz, J, = 2. 1Hz,H-6, 1H),7. 04 (d, J, = 8. 4Hz,H-5, 1H), 3. 03 (m, 4H, WEFZ ) , 2. 88 (m,
AH, WRIE ), 2. 55 (s, 3H, COMe) .

[0425]  MS(m/e) :239.2(MH", 100% ),

[0426]  SLjifs] D

[0427]  1-(2- & —4- =5 FIE - K3 ) - URIE

[0428]

[0420] DR 1 .4-(2- G —4- —H I - 2R3 ) - WREE —1- IR - T g

[0430]
X

Cl N

Ao

Yo

F
e

[0431]  Ff 0.5g(1.6mmol)3— & —4- fll = 4 F 2K 0.7g(3.8mmol) . N-Boc— Wk HE.
41mg (0. 04mmol) = ( =R FE AN ) 4L & 17 B & ¥.0. 44g (4. 43mmol) HUT FE Bh 1
48mg (0. 16mmol) = -4 — FAZFL AL 6m] —BELE R IR A WIAE 100°C R In#AGE#. Bri il
AENE W, EIRAE 2T (30m1) FRIFERK (25ml) VeV . A HLEH Na,S0, T4, il J& I &
EREEH . KR AT RS G R 7E 15 20BN 0-10 %6 R B IR B¢ —AcOEt,
BRI AR RS A (0. 06g,10% ), MS(m/e) :365. 1 (MH', 100% ) o

[0432] BIE 2 .1-(2- G —4- =PI - FEHE ) - R

[0433]

O
[0434] % 4-(2— & —4— =5 THE - KHE ) - WRE —1- TR - TEE (60mg, 0. 164mmol) f]
MeCl, (0. 8ml) YW H = 418 (631 1) AbBE, IHAE 40°C IEHiHE 4 /N o ZLAR R 2205 ik
SEARLEAK P IR IN NaOH BiAk. . 7K)J2 FH MeCL, ZEHU IR & I HLE FH NaySO, T4,
PR LA B R, SRR LAY (20mg, 46% ), N FLETRY, WS (m/e) :265. 0 (M,
100% )
[0435] S E
[0436]  2- WRIK —1- & 5~ 5L HE — g
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[0437]
N
I NH
S

F
F

F
[0438] ZDIE 1 :4-(2— @Ik —4- — I - L) - WRME —1- IR - Ty
[0439]

[0440] 4% HE S 451 G 4 1R 1) 77 ¥, B N-Boc— WR W& Fl 2—- G -5 — % 2L F 15 (CAS -
328-87-0) wills bRl 54 (15% IR ) , a4, MS (m/e) :373. 1 (M+NH,, 100% ) .
[0441] 2B 2 .2- WRME —1- K —5- — & PR - CfF

[0442]

m NH
(]

N

F
F

¢
[0443]  FZHESKEf5) D/ 20 B8 2 FIR (1K) 77 VA0 & bR AL &4 (82% U Z ) , TR iRy,
MS (m/e) :256. 0 (M+H', 100% ) .

[0444]  SZjifs] F

[0445]  1-(2- R -5 =G 5 - 2K5E ) - WRME

[0446]

Br L:::TH

FYF

[0447] ¥ 2g (8mmol) 1- ¥R —2- % —4- =5 FFHL - R0 2. 13g (25mmo1) WRMEEFAE 2mIN,N- —
3L CBERE P IRR AN 100°C 2 /N, Bl B3 bR R T A R Fh i i it
AT ik, Fl DOM/ FEE /1% NH, KGN, 1521 0. 765 (37% ) Frdiib &4, L (h
HEIN/ 8

[0448]  1-H-NMR(300MHz, CDC1,) 8 = 7.81(d, J = 8Hz, 1H, H-4),7. 30 (m, H, H-3/H-6),
3.2-3.5(s, br, 1H, NH) , 2. 93 (m, 4H, WRIZE ) , 2. 86 (m, 4H, Wk ) ,

[0449]  MS(m/e) :309. 1 (MH', 100% ) »

[0450]  SEJEfH] G

[0451]  4-(2— 95 —4— =9 A - 2838 ) - URIE —1- AR — T M

[0452]
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F N/ﬂ\o
Sond

E
[0453] % 5g(20mmol) 1- ¥R —2- i —4— — & A & - 2K.4. 6g(24. Tmmol) N-Boc— Wk W&
106mg (0. Tmmo1) = ( = EFZEE N ) & A5 R A W.2. 77g(28. 8mmo 1) AT [ Hl Fl
144mg (0. 4mmo1) 2— ( IR CLIEME ) BEZRAE 50ml KR FVR-GTE 80°C N Ik 16 /Nif o ¥4
HIE =G, IREYH 158 Tsolute HM-N AbFEFFLAS R 2 Tl #ERY) . R RWIAE — A
Ralifk, FBEE /ELOAC B REVENL, 28R 519 B 4. 54 (63% ) Fr@L &, A AR dh ]
s

[0454]  |-H-NMR (300MHz, CDC1,) & = 7.50(d, J = 12Hz, IH, H-3),7.48(d, J = 8Hz, lH,
H-5),7.2(dd, J, = 8Hz, J, = 8Hz, 1H, H-6) , 3. 49 (m, 4H, WEHE ) , 3. 08 (m, 4H, WRIE ) .

[0455]  MS(m/e) :349.2(MH',100% ),

[0456]  SEjiifs) H

[0457]  1-(2- 3 —4— =G 5 - 2R3 ) - RME

[0458]

[0459] 4% 3. 11g(9mmol) 4-(2- i —4— = FE - K% ) - RHE —1- IR - T BETE 20m]
TR TR A AE 80 “C R 8. 93ml 4N HC1/ —EELEALTE 2 /NI o WRAFVR-S I 20ml
7K.20ml 2M Na,CO, 4bFH, ] 50ml EtOAc #H(. A HAHA 30ml HAl NaCl $Eik. &IFFE
JKAHIEH 50ml EtOAc M. & FF A HIAHH MeS0, TR IF 2 k433 2. 1g(95% ) bRtk &
W, L.

[0460]  [-H-NMR (300MHz, CDCl,) 6 = 7.50(d, J = 13. 3Hz, I}, H-3),7.45(d, ] = 8. 8Hz,
1H, H-5),7. 16 (dd, J, = 8. 8Hz, J, = 8. 8Hz, IH, H-6),3. 5-3. 2(s, br, H, NH) , 3. 04 (m, 4H,
WREE ), 2. 87 (m, 4H, WRHE )

[0461]  MS(m/e) :249.2(MH",100% ) .

[0462]  SCjfs] T

[0463]  3— J —4— WRFE —1- 2% - ZKHIIR L1

[0464]
F r/A\N
Yo

[0465]  # 5g(27mmol) 3,4~ 5 — KR LHEAN 11. 56g (134mmo1) WRIERTE 15mIN, N— —H
O RRAEYIMAZ 120°C 1. 5 /N, Bl 5 5B 22 Ir A ¥ 2 MRy i Podihd:
AR a4k, B DCM/ FREESEE, 153 6. 192 (91% ) FREAL-E), b (A0 AR 45 b 14 .

[0466]  1-H-NMR (300MHz, DMSO-d6) § = 7.69(dd, J, = 8.4Hz, J, = 1.9Hz, IH, H-6),
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7.57(dd, J, = 12. 1Hz, J, = 2. OHz, 1H, H-2),7. 07 (dd, J, = 8. THz, J, = 8. THz, 1H, H-5),
4.26(q,J, = 7. 1Hz, 2H,0-CH,) , 3. 06 (m, 4H, WEHE ) , 2. 83 (m, 4H, WEI% ), 1. 30 (t, J, = 7. 1Hz,
3H, CH,) »

[0467] MS(m/e) :253. 2(MH", 100% ) »

[o468]  SLjids] J

[0469]  3— F —4— WRFE —1- J& — R ME

[0470]
F N
Q@
o\

-8
HNTRY

[0471] ¥4 0. 5g (B3mmol) 3,4— — 5 — AR WL % A 1. 15g (13mmol) WK MR TE 2. 3ml 7K 1K)
REW A 110°C 3 /N, Bl fEid s DT P F K M 20 0E 0 . MBS TR M3 2
0.578g(86% ) PrAALEY, A E TG, i

[0472]  1-H-NMR (300MHz, DMSO-d6) & = 7.53(dd, J, = 8.6Hz, J, = 2Hz, 1H, H-6),
7.48(dd, J, = 15Hz, J, = 2Hz, IH, H-2),7. 2-7. 4 (s, br, 2H, NH,) , 7. 13(dd, J, = 8. 6Hz, J,
= 8.6Hz 1H, H-5),3.2-3.5(s, br, 1H, NH) , 3. 03 (m, 4H, W% ) , 2. 83 (m, 4H, WEHE ) ,

[0473]  MS(m/e) :260.0(MH",100% ).

[0474]  SLJEfH] 46

[0475]  [4-(2- &l — 2R3 ) — WRME —1- 2% 1 (2— Wbk —4- 2% -5 Aot - R ) — F
[0476] 44 18.9mg(0.07mmol) 2— R Bk -4- F& -5- fif & - X F B .
16. 5mg (0. 084mmo1) 1— (2— 4 — %L ) — WRIEEFN 34 1 1 (0. 245mmo1) NEt, 7F 2m1 DOM H [FiR4
WIAE R T 16 /M o ZERIERYG  BRAR VIS HRAE 2m1 CH,CN/MeOH/HCOOH 2/2/1 1 Jf
15 SOHAE B AT il 2% HPLC 2iAk, FH &S / KRR FESEMG, 28 K PR 47 Ja 15 31 23. 2mg (T7% )
PR AW . MS(m/e) :431. 2(MH', 100% ) .

[0477]  FFESEHEM] 46 1A B TG 1) 7732, B 2— Wik —4- & —5- ik — 28 A SR
WRBERT A e o ), LR | b Y STHE 46-T4 . 177+ 184 185 186 187 188.192.
200,201,

[0478]  SEjfs K

[0479]  1-{4-[4-(2- & -5 FIRAIEE — X FIEEE ) - Wik —1- & ]-3- 3l - K& | - Sl
[0480]

S8
o=?=o

[0481] VIR 1 .2- & —5- FHGAEEHL - FXHWR
[0482]
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O=?=O

[0483] ¥ 2- S -5-( WAL ) 2K IR (CAS :51546-12-4 ;2. 5g, 11. 8mmol) W5 fift 78 T %
(50m1) HIAEIR 0°Co 765 2B N 2 O AR BREVER )55 (Oxone) (21. 9g, 35. 5mmol) o
HIREGWTE O°C T HiH: 30 08, ARG E S T HidE 22 /M. i IEIRA Y. K uEMMBIA K
(200m1) . KZEH & FH GX50ml) FEH. & IFRIAEI A Na,So, T4, I s
SRl AT £/E (30ml) Hhoide, iy T8, 15 2R BG4 (1. 96g,70% ), Ak
8 4, MS (m/e) :232. 9 (M-H',100% ) .

[0484] DHE2 :1-{4-[4- (-G —5— FRAREIL - SRAIEIL ) —WRiE —1-FE [-3- 30— KHL 1 - 4
]

[0485]

I
F N

I
0=5=0

0
[0486]  [n] 2— G —5— AL AL — 2K I ERZ (200mg, 0. 852mmol) [¥] DMF (3ml) ¥ ¥ 34 1,
17— ¥REE KM (142mg, 0. 852mmo 1) o 415 1EHEH CO, i, FHR G INFAZ 50°C 15 4081 o FH R
EAHI R R 4PN 1- (3-8 —4- Wk —1- 2 - 2R3% ) — Wi (189mg, 0. 852mmol) o
GAEEIR TR 1D R R SR RVEIAAE LR LR o KRR PIIR,
FH Na,S0, 458, iy FL AR 220550 M PR AERE IR B2t (Bt /AcOEt 0% —50%
(15 5080 )) 13 EIFR 8L &4 (185mg,49% ), A FAELE 1A, MS (m/e) :439. L (M+H, 100% ) .
[0487]  sEjfs] 75
[o488]  1-(3- R —4—{4-[5p— FI M Wt 3k —2—-(2— AP 2 —mib s ot —1- 286 ) - 2Rk R 2 1- R
M —1- 3 ) - 2R3 ) - 4
[0489] ¥4 30. 7Tmg (0. Tmmol) 1-{4-[4-(2- & —5— 9 h& Wt 3L - 2% F Wt 2L )- UR
% —1- 3L ]-3- 4 - 3L 1 - Z 301 1(0. 175mmol) DIPEA 1 91 1 1 (0. 91mmol) IM 2—
B — LK BE 1K) DMF ¥ TR VR & 0 I E 100°C 24 /NiF. B2 THF J5, InA 2ml B8 E.
180 1 11M2— A& — AL & 4% fY) DMF %5 A1 30 1 1(0. 175mmol) DIPEA ¥ 1% I8 & 9 4 &
120°C 16 /Mo 2R FITHERVG, BRARYVEIEAE 1ml MeOH/ FPR 6/1 384T SeAH HPLC
aifh, GG / KBEEEVENL, 8RR 5y 515 3] 4. Tmg (14% ) $n@L-E5 9. MS(/e) -
488.2(MH', 100% ) »
[0490] & HESLHEMS) 75 BIA B TR 7772 11— (4-[4- (2- & -5 R mESE — K Ak
55 ) —WRPE —1- 3% 1-3- 95 — R0 | - WA L e AT A, AFEER 1 A sEif] 75-89.,
[o491]  SEJiifA) L
[0492]  3-[4-(4- ZWEEE —2— # — A58 ) - URIE —1- Fedik 1 -4- IR - VIF
[0493]
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[0494] DR 12—y —5— FIE — KR
[0495]

Il

N
[0496] £ O°C R, 4F 2 7050, FIRALET (IT) (1. 6g,7. lmmol) [ ZJE (30ml) B iZ ¥ ik
A - TERYERES (1. 15ml, 8. 63mmol) » 7E 0°CF, 7E 10 44PN 2- 280 —5- &
B - ZEFM (CAS :99767-45-0 ;W09518097) (1. 0g, 6. 17mmol) » RS WIAE 0°C FHiHE 2 /)b
I, SNSRI P . B BRE R BRARYmE] IN HCL (15m1) LR £ B5 (30ml)
. AHUZH INNaOH (3 X 10ml) ZHL. /KZH 2N HCL Bgdb o I yE AT 45 2 [ 44, H /K Pk
HAE (REA50°C ), FRIFREL G (0.92g,66% ), A Es EE A,
[0497] DR 2 .3-[4-(4- LWESL -2 35 — 2RFL ) — WRHE —1- FrRIE 1-4- 3% - FIE
[0498]

(N

|
U
; |

[0499] 4IRS K/ S0 U 2 HEIARI i, i 1- (3 JR —4- WRME —1- J& - 558 ) - LA

2R —5- T FE - IR H AR B A Y (49 % R, FEE A, MS (m/e) 430 (M, 100% ) .

[0500]  SEJitidsl] 90

(05011 3-[4- (4~ LBtk —2- % — 2R3k ) - URMe — 1= Bt J—4- EoRIPOhe —1- 2% - 7

[0502] ¥ 30. Img (0. Tmmo1) 3-[4- (4~ LMEIE —2- il — KL ) - WRME —1- FRIE 14— ¥R - %

JE.30 1 1(0. 175mmo1) DIPEA 1 91 1t 1 (0. 91mmol) IM & 2% ¥ ¥ 45 [ DMF ¥ 9 11 V& & 4 I

B 100°C 24 /NIF. Br3: THE S, NN 2ml —FEAE. 180 u 11M 48 22 BF B e 1) DMIF 345 3 A1

30 1 1(0. 175mmo1) DIPEA FEAJRAMIINIE 120°C 16 /M. EEFTAE KD G, Fe AW

fiffE Iml MeOH/ FF% 6/1 TP IEiHAT I AH HPLC 4idk, FH 20 / AKBEREVENRL, 28R =45y Ja

931 9. 3mg (30% ) bR &M, MS(m/e) :449. 2(MH, 100% ),

[0503] 4% i S jids] 90 & pieh B AR 19 7538, T 3-[4-(4- W3 —2- 3 — 2508 ) - Ik

W —1- BRI 14— IR - FIERR G A e AT e, AR 1 st 90-103,

[0504]  SLjitifsl 104

[0505]  3- & —4-[4—(2— NSk —4— FE —5— fildk — ZEFEEIL ) - R —1- 3E 1- 5

[0506] Kt 40.6mg (0. 15mmol) 2— M Bk -4- K -5- fif 2 - 2 B Bt &,

39. 9mg (0. 18mmo1) 3— % —4— WRME —1- %= - /i (W09625414) F162. 51 1(0. 45mmol) NEt, 7F

Iml DCM VR G 07E 30 R BERE 16 /NN . ZRRAE RIS » B R WEAARAE Im] CH,CN/DMF/
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HCOOH 3/5/2 " 3F4F S AHAE 3T il 4% HPLC 24k, FH & J / /K86 DR, 28R =k 4y Je 15
F 4. 9mg (8% ) Fritb & M. MS(m/e) :456. 2 (MH', 100% ) .

[0507]  FfESEHtf] 104 1 -& ph iR i 7532, F 2— bk 4- 55 —5- ik — oK A SO
WRIERATAEY) & AL ERTEY, BAEER 1 s 104-122,

[0508]  SEJitEfs M

[0509]  2- % —5— Whiidt — 2K IR

[0510]

(o} Cl
07>~0oH

[0511]1 75 0 C T, % 33.59g(267Tmmol) W &% M 4% 11 100ml &K ¥ W H
21. 2g (89mmo1) 2- 5 —5— FAANEIE - ZK FE AN 26. 6ml  10M NaOH /K¥EW (267mmol) ALFE.
REVAE W N R 3 /M, IR HCL BR4E (pH = 4) FFR A BREK. IR, yEHUT3E
V), WRAGIEW o NN PR LTE, I JEDTIED) , F SBEEIR I 15, 1931 15 (76. 5% ) Frdifk
W, A EY . MS(m/e) :219. 1 (MH,100% ) »

[0512]  SEJfH) N

[0513]  2- &( —5— FEELIL - ZE R
[0514]

O=?=O

[0515] ¥ 1g(4mmol) 2- 54 —5— WAk — 28 FERAE 20ml LA 20ml K P VRS H 10N
NaOH 4bFE 42 pH = 9, 2R G MIN 1. 7g (12mmol) MLFF 5. KRS INAE 80°C 48 /i), AN g
HIH M NaOH SRAREF pH = 90 BRETHIERYIG AWK HCL, Hl L8 LEEAHUR G . &
HIAHLZH MeS0, THFF 2 R 2T o B R EHFAE P RE - HUEAT )RAH HPLC 4iifk, H 2 JF /
TKBB VeI, 25 R P25y 5133 323mg (34% ) FRdfidk 440 MS (m/e) :233.0 (MH , 100% ) .
[0516]  sLjfs) O

[0517]  2- & -5— ZHEWEIE - 2K R

[0518]

0=8=0

[0519]  fZHEA K 2— S -5 MELAE — KR P TR 10 77325, 4F 20ml £ /20ml 7K,
H 2- & -5- WA gk — 28 A 2 68 & Bobn &AL &4 3 HAT 2 27 % e Ee. MS(m/e) -
247. 1 (MH, 100% ) .

[0520]  sEjfsl P
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[0521]  2- G -5 ( Akt —2- T IE3E ) - KR

[0522]
O |

o}
0=8=0

[0523] 2 MGk 2- S0 —5— FRAMESE — 2K R iR 1 77 7%, 76 20ml S ATRE /20ml 7K
o, 2- G -5 WS - 2R R 2- BN BE S Rbs AL A A I HAR B 42 % Il . MS (m/
e) :261. 1 (MH ,100% ) »

[0524]  sEjEfA) Q

[0525]  2- & -5~ PAINZE RN AE - KR

[0526]
o c

0

0=8=0

[0527] MG Ak 2 & -5 FRABEAE — X IR b BT R 1K 77325, 45 20m] PR ZE R /20m]
K, e 2- S -5- Wk - R IRANR I - B Ge (+ AR 1) & ubs @ik &9 1
HAA3] 8% il E . MS(m/e) :273. 1(MH,100% ) .

[0528]  Sijifs] R

[0520]  2- G —5-( TAKE —1- BalE2E ) — KPR

[0530]
0 Ct

(]

0=8=0

[0531] & MGk 2— S —5— ML — 2K IR P TR 1 77325, 78 20ml ARE /20ml 7K,
H 2- & -5- WAL - 2R PR A 1- WU St & b4k &9 3F HAF 2 3% e, MS(m/e) -
261. 1 (MH, 100% ) .

[0532]  SEjfs] S

[0533]  2- & -5~ FAAMEEEE: - KR

[0534]
o cl

0=$=0
_NH

[0535] ¥ 1g(4mmol) 2- G —5— VEf#iFE — 2K ER AN 0. 62g (20mmo1) FFHZAE 10m]l —REge
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RGP SR T HE 3 /DI ZARERY G, A 15ml 5N HC1 JFH £ SRR A HUR
G 3 e BABRBFIGER 0. 724g(72% ) btk &4, IAEL & A A . MS(m/e) -
248. 1 (MH,100% ) »

[0536]  sEjifsl T

[0537]  2- % —5— LIFEEEAIEAE - KR

[0538]

O Cl

0=$=0
\\/N
[0539]  #% A Ak 2— A -5 AL EUAME S — AR RA R 7%, H 2- 0 -5 MRS - 2%
R AN £ 5 bR AL A 4 FF HAS 3 78 % HIR . MS (m/e) :262. 2(MH,100% ) »
[0540]  SLjfg] U
[0541]  2- & —5— FINFEEBEEIE - KPR

[0542]
o

o
O=?=O
\(N
[0543] %M A Ak 2- G -5 SR BEREIL - 2K IR TP R i v, i 2- &0 -5 WA EE - 2R
PR R LS TR e 2 b A &) 3 HLAS 3 74 % IR . MS (m/e) :276. 1 (MH, 100% ) .
[0544]  SZjiEfs] V
[0545]  2- & —5- ( NN FE AL - R ) - 2K R

[0546]
o cl

0=8=0

A
[0547]  fZHEA Ak 2- &l -5 A BAIEE - KPR PR 77, B 2- 5 -5- kA - 2K
AR FI AT 22 AR 2R i b /AL A ) 9 LA 31 81 % . MS (m/e) :288. 0(MH 5 100% ) .
[0548]  SCjfs] W
[0549]  2- @l —5— (ML HE —1- FEIEIE ) - KR
[0550]
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O C

O
03?20
N

O

[0551] & MdA Ak 2— Sl -5 AL Z AT - R PR P AR I 7%, th 2- 50 -5- Wil - 2F
PR R I W8 e A AT S AL ) 3T ELAS 3 91 % IR . MS (m/e) :288. 0 (MH, 100% ) »

[0552] St X

[0553]  2- G —5— (Mibk —4- FeAE2E ) - KR

[0554]
[o] i

o

0=$=0
N

,
[0555]  fZHAA Ak 2- &l -5 AL IR - KRR 7%, B 2- 5 -5- Wl - 2K
AR PR R N b2 R Ak S 3F HLAR 3 100 % % . MS (m/e) :304. 0 (MH, 100% ) .
[0556]  SLjfgl Y
[0557]  5- AL —2- MbAgHE —1- 2% - 2K IR
[0558]

0=8=0

[0559]  *# 163. 8mg (0. Tmmo1) 2 5 ~5— FRAELAEL — 25 FF IR AE 2m] ML B TR S A 2
100°C N 16 /N o ZER BT HE R Y5 SR YIH AL 2m] TR / IR 3/1 vh 9F 34T S AH
HPLC 2k, H Sl / KRR BEVEI, 2857~ 2K o3 ) A3 3 143, Amg (T7% ) bRt & 4. MS (m/
e) :268. 1 (M, 100% ),

[0560]  Siifs] Z

[0561]  5— ZJHEEIE —2- MEng 4 —1- 2 - ZEF R

[0562]

L

O

0=§=0

Il

[0563] %5 A 5 AR EL A —2- ML e —1- 2 - P IR P ik 1) i, 1 2- A -5-( &
JE —2— i B AL ) - % R R AL % B b LAL S 4 O HAS B 73 % R . MS(m/e)
282.2(MH, 100% ) »
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[0564]  SEZJtafs] AA
[0565]  5-( A% —1- Tl ESE ) —2— miEng At —1- Fk - KR

[0566]

; ()

o
0=8=0

[0567] %M A Al 5 FRREIEIE —2- L& e —1 - Fk - K IR P BT iR (1 757, B 2- & -5 (A
ot —1— Tk Tk 2% ) — 2K A R AT AEE W e A R R AL A ) 9T HLAS 31 63 % I . MS(m/e) -
296. 2(MH,100% ) .
[0568]  SEiafs AB

[0569]  5-( TAKE —2- WAMESE ) —2— mibMdbe —1- 2% - 2R HIR
[0570]

&

0=8=0

PN
[0571] &G A 5 A RAEAE —2— nibig bt —1— 5 — AR R T Bk (1) 77 7%, B 2—- & -5- (5
Bt —2— T MR 2 ) — 2% R R bE v bt S BB R A S A 0T B4R B 72 % I E . MS (m/e) -
296. 2(MH, 100% ) .
[0572]  Sijiifsi] AC
[0573]  5- FAFLGMAMER: —2— MMkt —1- Fk - KR
[0574]

N
[0575] & H&A A 5— FIRAIESE —2- bt —1- 2k - 2R PR Rl 1771, t 2- & -5
T o L — 2K IR AN St & b AL G4 A 3 45 % [ . MS (m/e) :283. 1 (MH,
100% ) o
[0576]  SEjfsi AD
[0577]  5- LAEZMAEESL —2- L& pE —1- 2 - KFR
[0578]
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[0579] 2 MG Ak 5 A RAMESE —2- MLt —1- 2k - 2R PR i 7535, H 2- & -5- &
Sz AL — 28 R AL e 5 bR AL 540 1 HAS 21 43 % B MS (m/e) :202. 2 (MH,
100% ) o

[0580]  sZjfifs] AR

[0581]  5- FINZEZUBRMESE —2- nbms st —1- & - KR

[0582]
O

o=z=o
T

[0583] {4 b— FIRAMESE —2- MLt —1- 2k - 2R PR P Rl ) 771%, t 2- & -5 5%

A 2 2 Tt I RS — 2R P R I W 8 S bR R AL S 9T BLAR 31 40 %6 I F . MS(m/e) -

311.2(MH, 100% ) »

[0584]  SLJfs] AF

[0585] 55— ( MR ZE AL — ZIAIESS ) —2— mikng e —1- 28 - KA IR

[0586]
()

N

o=§i:f>/£3
[0587] 4% M4 i 5— FRAILAE —2— mbms Jor —1- 55 — KRR b Fr R 16 77V, Hh 2- S0 -5- O
PSS L — AR I ) — 2K AR RIIE S Bt & b AL S 4 9 HAS 3 38 % [Flic# . MS (m/e) -
323. 2(MH,100% ) »

[0588]  SIjiufsl] AG

[0589] 5 FRTRIEAL —2- ROObk —4- & - KR

[0590]
o}

(J

(0] N

o}

O=T:O

[0591] 25 i 5— FIRAMESE —2- MLt —1- 2k - 2R PR P il 9773, i 2- & -5
il B % — 2% F IR N S bk & i b AL G ) 9 HL 1S 31 80 %6 U . MS(m/e) :284. 1 (MH,
100% ) o

[0592]  SLjsfsl] AH

[0593]  5— LTEAE: —2- NGbk —4- & - KR

[0594]
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0=8=0

[0595]  $4 MR A ik 5— IR TGERE —2— Nk e —1— 3 — A5 AR Ah BT R (1K) 5 36,  2- B -5- (&
Bt —2- TR SE ) — 2K AR ER AN R bk Rl b LAk 5 ) I HLAS 3 77 %6 TR S (m/e) :298. 2 (MH
100% ) »

[0596]  SKiifsl AT

[0597]  2- Mgk —4- 2 —5- (AT —2- T LS ) - R IR

[0598]

[0599]  f& A i 5— AR ML L —2— nib gt —1— 2 — A R T Pk (1) 77 7%, B 2—- & -5 (N
Ft —2— TR IE ) — % A R RIS bk & Bebr AL & ) FF HAS 21 53 % I3 o MS (m/e) :312. 1 (MH,
100% ) o

[o600]  SEjifs] AJ

[0601]  5— FAJAZE FfEEEIE —2- Mgk —4- J& - KR

[0602]

[0603]  f& A i b— FIRAEIE —2- mbms ot —1- % - R IR Rk (1) 75 7%, e 2- &0 -5- 3
PR 2 R IR 2 — 2 FR R bk R AL S P FF HAS 21 27 %6 U3 o MS (m/e) :324. 2 (MH,
100% ) o
[0604]  SLjf5] AK
[0605]  2- Mmbk —4- JE —5- (TAKE —1- WAEESE ) - KA IR
[0606]

J

G
g
S

[0607]  #% A5 A 5 AR ELAE —2- ML AE —1— 2 — AP IR b B itk ) ¥, th 2- S0 -5- (A
fE —1- ALk ) — 25 T R AN b 5 plebrodiiAL S 91 HAS 21 6296 IR MS (m/e) :312. 2 (M,
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100% ) .

[0608]  SEZJififs] AL

[0609]  5— FRFLGAMIESL —2- MWk —4- FL - KR
[0610]

(o]

(]

o} N

[¢)

O=?=O
HN_

[o611] &[4 i b~ FIRAMESE —2- MEms ot —1- 2% - 2R PR iR 17732, th 2- & -5
S I — 28 R A S KA bR AL A ) I HAT 2] 40 %6 IfeE . MS (m/e) :299. 2 (MH ,
100% ) o

[o612]  SEjfs) AM

[0613]  5— LFEZMAMESE —2— Nk —4- 2% -
[0614]

R

P

o]

N/

0=8=0

~

[0615]  $ fE Ak 5~ FIRAMESE —2- MLt —1- 2k - KR b i ik, h 2- & -5 &
Sz Ak - 2R A R AT RS Bobs AL S ) 0F HAS 3 42% HfieE . MS (m/e) :313. 2 (MH ,
100% ) o

[0616]  SEjifs] AN

[0617]  5- SFANZEZUIIEIE —2- bk —4- Jk - KR

[0618]

1
22—

[0619] A i b— MIRAMESE —2- MEms ot —1- 2k - 2R PR P R 7715, th 2- & -5 5%
P 2 R RS — 2 PR R bk e AL S 0 FF HAS 21 38 %6 IHic 3 o MS (m/e) :327. 2 (MH,
100% ) o

[0620]  SEJf5] AO

[0621] 55— ( PR — ZURAMESE ) —2- bk —4- & - KR

[0622]
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.

o=§=\o/A

N

[0623] 4 MR A ik 5— AR DESE —2— ML e —1— 365 — X B RR b BT R 1 g vk, Hh 2- B -5 (3R
P2 AL — U RS ) — K R R S b5 e bs AL S ) I HLAS B 33 % . MS(m/e) -
339. 2(MH, 100% ) »

[0624]  SIjifsl] AP

[0625]  2- MEbk —4— J& —5— (ntbighe — 11— ML ) - KR

[0626]

[e]

(J
0
O
[0627]  $Z A A 5 A RRAIESE —2— Mg e —1— 28 — A IR T BT R 19 77 %, | 2- 0 -5- (it
W ot —1— Tt PR 5 ) — 2% T TR R NS bk 5 ik b AL 5 ) O HLAS 3 34 % B #. MS(m/e) -
339. 2(MH , 100% ) .
[0628]  SLJfH] AQ
[0629]  5—( &bk —4- T EEIE ) —2— AEhbk —4— 2 — KPR
[0630]

o

()

N

o=§=0
N

()
[0631]  f& A i 5 FIRRAESE —2— ML e —1— 255 — K IR Th T ik 19 77 3%, | 2- &0 -5- (1)
Wbk —1— TR PR3 ) — 2 R R N bk Rl L4k & ) 3 HLAS 31 22 %6 I MS (m/e) :355. 2 (MH,
100% )

[0632] S jifs] 123

[0633]  4- i —2-[4- (5— FIMAELAE —2- mbigbe —1- J% - 2R FPIELE ) - WRIE —1- 2 1- FIig

[0634] ¥ 13.6mg(0.05mmol)5— A7 & MR JE —2- b ng kE -1- R - ZE O R,
15. 7mg (0. 06mmo1) 2— . —4— Wk M -1- & - % 5 (Org. Proc. Res. Dev. 1999, 460)

17. 9mg (0. 06mmo1) TBTU F1 43 1 1 (0. 25mmo1) DIPEA 75 1m1 DMF T (VRS 45 2518 R Hicd: 16
/NI N 100 w1 FRER S, IR G AT AR 45 HPLC 2idk, F CRE / /KHBRRESEL, 28 R 7
Moy IG5 3] 10. 6mg (33% ) FrALA . MS(m/e) :457. 2(MH', 100% ) »

[0635]  f& M SIids] 123 (-G pirb B R (1) 757, IR BT AR TR AT A& I e i 2k
V), FLHER 1 Fh IS 123173,

[o636]  SKjiifsl] 174
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[0637]  1-(4-{4-[2-(4- F2E - URME —1- 2% ) —5- AL - R AP BE A J- WMk —1- 26 - R
&)~ L

[0638] 4 +E K i 150mg (0. 39mmol) 1-{3— Fi —4-[4—(2— & —5— A3 — 25 LR ) - IR
MR —1- 3% |- 25 | - i 200mg (2. Ommo1) 1- FAFENREELE 4ml THF HH RV A INF#AE 80°C 1
NI o AN BN R NARE DI, 43 B UTRED), THR T @ P i e (i a4k, FH BEbt /AcOEt
Vel 733035 58 Ry AR RPR B S, MS (m/e) :471. 2(MH', 100% ) .

[0639] & HASZHEM 174 (FA B TSR I 777, B 1-{3- 3 —4-[4-(2- 3 -5 12k - 2K
FMEIE ) — DRI —1- 2 - 2R3 | - Sl & s e RT A9, B FER 1 rh G St 174-176.
[0640]  SCJifs] AR

[0641]  4-(2— J§ —4- &L - 2R3 ) - WRPE —1- FIRA - T li8

[0642]
o<
F (\N/go
o
[0643] 4% FRSZHEMW G $53 (19 75 75, B N-Boc— WRFEF 4— ¥R —3— 40 B 2K 1) 4 5 4L & )
(40 % [ ), B IRIRY, MS (m/e) :295. 2 (M+H+, 100% ) »
[0644]  SLZjitafs] AS

[0645]  1-(2- 9 —4- AL - 2RFL ) - DR
[0646]

[0647]  Fi HESLfs] D/ 20 5% 2 FHIR 1) 77 VL H & bR AL B4 (99 % U ) , B iRy,
MS (m/e) :195. 3 (M+H', 100% ) .

[0648]  SCjifs] 177

[0649]  [4-(2- F —4— FIEE — 0L ) — WRIE —1- 31— (2- Wbk —4— 3k —5- Figdk - 2K ) -
1]

[0650] % F& S it f51) 46 iK1 U7 v, B 1-(2- R —4- B - K ) - Uk B A 2- g
Wbk —4- %5 —5— fiFf 2 — X F B AU A AR AL A (T0 % ISR, AR Y ) » MS(n/e) -
429. 2 (M+H",100% ) o

[0651]  Sjfifs] AT

[0652]  (5— 2 2& —2— Mgbk —4- & - L) —[4-(4— =93k — 2R3 ) - Wikik —1- &% ]- i

[0653]
0
.G
r/\

AN

&
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[0654]  [r] (2 NEhpk —4—Fk 5 fifdE — 2RI ) —[4- (4~ =P -3 ) - RME - 1-F& ]~
(st 57 Brid il &, 150mg, 0. 323mmol) [ EE (3ml) FWRH A Pd/C 10% (6. 9mg)
BEWAE | KAEME TR N ER R L. AT I B IR DG e . TR
HATRERS s (YRR Biks / IR ZIE (0-100%, 20 35PN ) SRIAEBL S (111mg,
TO% IR ), g A 1, MS (m/e) :435. 2 (M+H', 100% ) .

[0655] St 178

[0656]  (2— M Wbk —4— F& —5- PU M —1- 5 - 2K KL ) -[4-(4- = H & - 2K &) - Ik
e —1- 2k 1-

[0657] K¢ (5— Z(FE —2- Mk —4- JE - 2KFL ) ~[4- (4~ =HPHE - () - IRiE -1- % ]-
fil (50mg,0. 115mmo1) 7E LR (Iml) H [\ BEIFIRAEE R F IR 75°C, ARG 18 I N JE
B — M5 (36.76 1 1,0. 34mmol) o 1 /NS, 43 IMA S EALEN (22. 4mg, 0. 34mmol) FF44
ARG YILE T5CTRHEHE L /BT 30 2080, 4 MR -& Wva H1 22 530, AR MR JE A IN NaOH
WA . KA TR GEEAEL. A IFAVIAH, H Na,S0, T4, it R R 2 T. 5RY
HATRERSERE e 5kt / LR 4HE 0% —60% (10 438h ) , 15 38 (& [ e AR BAL 54
(29mg,52% ) » MS (m/e) :488. 2 (M+H',100% ) .

[0658]  SLjfs] AU

[0659]  3-[4- (4~ SBEIE —2- ) — RFE ) - WRME —1- FRIE 1-4- & -N- F3E - ZXRA AL
[0660]

F (N

N j\é
\"/©/ 0=$=0
HN._

0
[0661] & MRSt K/ B8 2 #ER M 73k, i 1-(3— i —4- WRHE —1- 3% - K3 ) - ZHiF1
2- 5 -5 PR BB - ZX TR (CAS :68901-09-7 ;BE 620741) il & Frdlfb 54 (69% ., 1%
HEWAEY) ), MS(m/e) :452. 1 (M-H, 100% ) »

[o662]  SCJifs] 179

[0663]  3-[4- (4~ LWEIE —2- 4 — ZKIE ) — WRME —1- FRAE 1-N- AL —4— bk —4— 2 - K7k
Tk fiz

[0664] 4% HE St 49 1 538 19 7 v, B 3-[4-(4- LB FE —2- B - A FE ) - WRE -1 i
HE ] -4- 0 -N= T3 — T I R A ek o) £ b AL S ) (58 %%, MR B [E 4 ) , MS(w/e) -
503. 1 (M-H, 100% ) .

[o665]  SLJifs] AV

[o666]  3-[4-(4— LWEEE —2- G — AFE ) — WRIE —1- It 1-4- &0 N, N- ZHI3E — Rt
i

[0667]
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AN

o}
[0668]  fZ M SZUtEf] K/ DR 2 #ER 7%, B 1-(3— 9 —4- WRME —1- 3 - 2838 ) - WA
2- 5 -5 "R E ML - SRR (CAS :37088-27-0 ;BE 620741) il % 4n@ib &4 (64%,
RIEOILIAEY) ), MS (m/e) :468. 1 (M+H', 100% ) »
[0669]  SLJif5] 180
[0670]  3-[4-(4- LML —2- 9 — 2R3 ) - WRIE —1- Biedd J-N, N- I —4- Mok —4— Jk - 2R
T B fie
[0671]  f& MR Sl 4o 1 6k 19 77 ¥4, B 3-[4-(4- S WESE —2- 3 - R 5L ) - WRHE —1- R
5k 1-4- 50N, N- 3L — 2R i R e bk o) 25 An AL S 4 (60 %6, ¥R (] 44 ) , MS (m/e) -
519. 2 (M+H, 100% ) .
[0672]  SLjfs)] AW
[0673]  3-[4-(4- LBEFE —2— i — Z-3% ) — WRIE —1- BRIE ] -4— M5k —4- 2% - KR
[0674]

~

[0675] % 3-[4-(4- SWEEE —2- 8L — 2R3E ) — WRME —1- Pk 1-4- Wbk —4- 55 - FfiF (52
5] 196,469mg, 1. 07mmol) 7F ZfE (6ml) F1 2N NaOH(6ml) &V IN# 2 85°C 17 /)
o S VR AV A S5, KRR IF T 2N HCL Bedb . ik g AT R st [ 44, FH K g
HT, B RFREL G (0. 47¢,96% ), RS A,

[o676]  sLjfsl 181

[0677]  3-[4-(4- LWEIE —2— J — A5 ) — WRIE —1- Pk 14— Wk —4- 2 - KB
[0678] & HASLHEf) K/ D3R 2 FEIR B 7515, B 3-[4- (4- SBRSE —2- 9 - K5 ) - WRMR —1- &
gk 4= bk —4- 3L - KRR A & bR AL A4 (10%, IR ) ,MS (n/e) :455. 2 (M+H,
100% ) o

[0679]  Sjifs] 182

[0680]  3-[4-(4- LWEEE —2- 3 — 2KFE ) — WRIE —1- FiAE 1-N- FIIE —4- nehipk —4- 2 - 28 1
Wkl

[o681]  f2& e St 441 K/ 20 BB 2 il 19 7 v, 3-[4-(4- S B —2- 3 - R &) - IR
W —1— BRIt 14— bk —4— 2 - 2K R R AR g il & pr Ak &4 (43%, Al 1£ ) ,MS (m/e) -
469. 3 (M+H, 100% ) .

[0682]  SLjiifs] 183

[0683]  3-[4-(4- LWk —2— 9 — AL ) — WRFE —1- B3t 1-N, N- Ik —4— gk —4— 2% — o
BN
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[o684]  f2 M St 441 K/ 0 3R 2 F R 19 5 v, 3-[4-(4- SR EE 2- W - R ) - IR
WE —1— Pk 14— bk —4- 2% - R ERI — R R 2 bR AL A1) (44 %, BEEEA ) 5 MS (m/
e) :483. 2 (M+H,100% ) .

[o685]  Sijiifs] 184

[o686]  [4-(2- %l —4- =R & - R EE ) - WRME —1- & |- (2- g bk —4- & —5- A2k - K
55 ) —

[0687] i M St 91 46 FEIR B 77 ¥, 1-(2- 5 —4- = P2 - 2R3 ) - R 2- g
Wbk —4— & —5- A2k - K AR AR AL A (T4%, B A K ), MS(n/e) :499. 2 (M+H,
100% ) o

[o688]  SLjfs] AX

[0689]  4-(4- —F A - I ) - WRE -1- FIRM - T Bs

[0690]
[l

N0

N
E T

£ 0

[0691]  [HIfIRHE (1. 88g,5. Tmmol)  Z R4 (11) (46. 1mg, 0. 205mmol) A HE -2,2° — XL
(T ZRFEEBE)-1,17 - BEZE (192mg, 0. 31mmol)  1- WR I A & 45 T W5 (928mg, 4. 93mmol) Al
1= ¥R ~4-( ZHFHAE) K (1g,4. 1immol) HREWHIMABTFZE (10ml) o KHRAYIN
P 100°C 4 /M. KPR ARSI, H O CHaMRE, eI B b L w5 R
RFATRERS (O Ve Bkt / LR ZBE 0-10% (20 2380 ) 13 8IFR 8L S (180mg,
13% ), AT ERE A, MS(m/e) :347. 4 (M+H, 100% ) »
[0692]  SCjfifs] AY

[0693]  1-(4- =9 FF4HL - KHL ) - RME
[0694]

[0695]  f& HE L4 D 20 0% 2 IR 7535, B 4-(4- =R A 2E - R ) - IR -1- FIR

B - T EEHISFREAL A (44%, EREIHRY ) » MS (m/e) :247. 1 (M+H,100% ) .

[0696] S Jiifs] 185

[0697]  (2- N&hbk —4- J —5— Ak — 2REE ) —[4- (4~ = FHEE - K5 ) - Ik -1- & ]- F

Hi

[0698] 2 WA S jifi 1 46 R 1K) 5 5, B 1-(4- = & AR - 2R 3 ) - UR R R 2- g

Wk —4— & -5 A2k - K W AUH] S AR AL A (T4 %, s E AR ), MS(n/e) :481. 2 (M+H,

100% ) o

[0699]  SLJitif5] 186

[0700]  2-[4-(2- REhibk —4— & —5— Ak — NS ) — Wk —1- 2 ] -5— =93 - FNIF
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[0701] 4% S Jti 451 46 iR 19 77 7%, 12— WR R —1- 5% —5— =90 2% — R I A0 2— ng ik
4-Fk —5- ik - ZE PSR PR AL A1) (69 % , B A 14 ) ,MS (m/e) :490. 2 (M+H, 100% ) .
[0702]  SZjffs] AZ

[0703]  4-(4— FITBAIESE — 2R%L ) - DRiE —1- AL - T BB

[0704]
X

N o

S
o I

P

O
[0705] 4% FE SR AX FEIA 1K 7775, H 4— RIS IS RRT N-Boc— Wk e il % A1 84L& 4
(31%, A ), MS (n/e) :241. 2(M-Boc, 100% ) .
[0706]  SCJf5] BA
[0707]  1-(4- FITAIEIE — 0% ) - WRkiR
[0708]

(" NH

N
o Y
S

o)
[0709]  $2 MR SZjife) D B3R 2 HER I 7325, 1 4- (4- FRREIEIE — 4538 ) - RME —1- FIEG AL - T
B il & An AL G4 (99 %, FRELE 1R ), MS (m/e) :241. 2 (M+H, 100% ) o
[0710]  SCjiEfs) 187
[0711]  [4-(4- FRARES - 2508 ) - WRHE —1- 2 1 (2- mhbk —4- 28 —5- A — 0L ) -
[0712]  f% W S Jiti 490 46 4 38 1 7 5, 1 1-(4- B i R R - 2K R ) - Wk BE R 2- 1
Wk —4- F& —5- A Ik — 2K IR AU bR AL A (T6 %, S ELIE 4K ), MS(m/e) :475. 1 (M+H,
100% ) .
[0713]  sCjifs] BB
[0714]  4-(3- 5 —4- =& - K ) - URIE —1- FIRA - T M

[0715]
X

/i§0

N

F N
LY
Fr
[0716] [ AU T EE4N (0. 68g,6. 9mmol) . ZFR4E (11) (11mg,0. 05mmol) \2-( — — L - T %&
I ) BEA (149mg, 0. 49mmol) « 1- WkME BT #E (1. 1g,5. 9mmol) FH 4- 5 —2- | =5 F R
(1g,4. 94mmol) FIRAM P IIASE S FZE (10ml) o BHRSWIMME 80°Cit K . R EWA
HI =, H SRR, i i IF B S IR G IR TR TR R WIAT RIS E0 VRIR) R ke / LR &
5 0-10% (15 438P ) 192G (1. 05g,61% ), Ay L 44, MS (m/e) :349. 2 M+,
100% ) .
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[0717]  sEjEf5) BC
[0718]  1-(3- 4 —4—- =4I - 2EHL ) - Rz
[0719]

[0720] & HESEHE) D AP BR 2 FEIREI 515, B 4-(3- G —4- —H 3L - K0 ) - URME —1-
BB — T WE AR AL A1) (98 %, AR a4 ) , MS (m/e) :249. 2 (M+H, 100% ) .

[0721]  SEjsfs) 188

[0722]  [4-(3- 9 —4- =& - AR5 ) - WRWE —1- & ]- (- g bk —4- 5 —5- A2 - =
%) - H

[0723] % f St 91 46 FEIR B9 7735, th 1-(3- 9 —4- = P2 - 2R3 ) - R i 2- g
Wbk —4- & -5 A2k - K U] S AR AL A (62 %, B ELE K ), MS(n/e) :483. 2 (M+H,
100% ) o

[0724]  SCJEf5) BD

[0725]  1-{4-[4-(2- % -5 A2k — 2R AWEAE ) — WRiE —1- 2% ]- 2-3E } - &

[0726]

[0727] ¥ MRSEHED] K A0 BR 2 FER A 515, 47— WREE —1- 5 — K LW AT 2- 5 —5- iH3E K
R i) £ b Ak B4 (16 %, B a4 ) , MS (m/e) :372. 1 (M+H, 100% ) »

[0728] St 189

[0729]  1-{4-[4-(2— Nk —4- 2% —5— G2 — AR AP ) - WRPE —1- 2 - 2R3 | - L
[0730] ¥ MR Sz 9 1 43K B 7 ik, 1 1-{4-[4-(2- 5 AE R - 2R P OEE R ) - R
M —1- 2 ]- 2R3 | - SEaAEmk] AR AL S (85% , T 1A ) , MS (m/e) :439. 3 (M+H,
100% ) .

[0731]  5CJif5] BE

[0732]  (2- R —5— fif2E — 5% ) —[4- (- o — A% ) - WRME —1- 5% - F i

[0733]
O F
F N
oMo

[0734] % MESZH] 46 FEIR K 732, o 2— 5 —5— AHE — 2K RGN 1- (2 JRAR3k ) — WRIE
Tl 2 bR LAY (52% , FEELE 1A ) , MS (m/e) :348. 1 (M+H,100% ) »
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[0735]  SEjifs) 190

[0736]  [4-(2— J — A%3% ) — WRME —1- 55 1- (2 Mk —4- 2% —5- A3 — 4% ) — FI
[0737] MRSt 1 WA 73, B (2- R -5 AH3E - R4 ) -[4-(2- 5 - K ) - IR
W —1— FE T— Pl R N bk okl & b AL A4 (87 %, TR IE 44 ) , MS (m/e) :415. 2 (M+H, 100% ) .
[0738]  sLjifs] BF

[0730]  (2- 9 —H— ASE — AL ) —(4— R — Wik —1- 2% ) - I

[0740]
’/\N

NS
o0 o

[0741] 4% IR SEHER] 46 HEARRI T, B 2- i -5 A — 2K FFBEEURT 1- 453 — WRIE I & Ar
LAY (T0%, BB A ), MS (n/e) :330. 1 (M+H, 100% ) ,
[0742]  =ZjiEf) 191
[0743] (2 MEWbk —4- J& —5- fif2E — 2R3 ) - (4— KIE - WRhE -1- 2% ) - FH
[0744] 4% HESZHER] | #ORIG 75, (- F -5 St — 2558 ) - (4- R - IRk -1- 28 ) -
] TR R ) 24 BR AL S (8T %, B B[ 44 ), MS (m/e) :397. 3 (M+H, 100% ) .
[0745]  SCJEfe) 192
[0746]  [4-(4- & — ZJE ) - WRME —1- J& ]- (2 Wbk —4— & -5 A dE — 2R3E ) -
[0747] MRS 46 FHIAR [ 772, B 2- Wbk —4- 55 —5- AL - R WEA 4- & - 2R
5 - WRE SIS R G (RS ElE Ak ), MS(m/e) :449. 2 (M+H, 100% ) .
[0748]  SZJaf5 BG
[0749]  1-{4-[4- (5~ & FE —2— Wbk —4- & - 2R MESE ) - WRME —1-2E ] -3- - & - &
i
[0750]

0O

0 [N]
Jsas
\/©/ NH,
0

[0751] & MR SEds) AT IR 738, 1 1-{4-[4- (2— Wmbk —4- & —5— A3k - 2R AL ) - IR
e —1- 2k 1-3- 3 - KL | - CEHI SRS EY) (T2%, BT ), MS(n/e) :427. 2 (M+H,
100% ) o
[0752]  Sjiifs)] 193
[0753]  N-{3-[4-(4- SBEEE —2- 5 — 2555 ) — WRME —1- Pt 14— gk —4- 2% - 2R3} -
Figk Pt fx

[0754] i) 1-{4-[4- (5~ & J& —2- MIbR —4— 25 - K AL ) - DR —1- 8 ] -3-3 - A% 1 - &
fiil (50mg, 0. 12mmol) A1 =% (331 1,0. 234mmo1) ) —ME4% (1. 5ml) YA I FF TR A
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(15mg, 0. 13mmol) W&kt (0. 5ml) ¥l FHREWAEZIR FHiHE 3 /it R NIRAYITE
KA o o g U A, FIK SRR AR AE CH,CL, o WV NaySO, 458, i JE T 25 Bk
TV BRARPIHATREB (3, YERER DEbt / ZIRLIE 0% ~100% (5 438 , A BIbrL
EHy (35mg,59% ), A ta A, MS (m/e) :505. 3 (M+H, 100% )

[0755]  sEjiifs] BH

[0756]  5— ¥R —2- Nk —4- 5k - KR

[0757]

Br
[0758] 4% R SE o] B D IR 1 $#R B 735, B T ¥R G WAE 130°C 1 A 48 /NI, H
B5— YR —2— F R TR R bk il & An AL S (T7 %, BT EalE 44 )
[0759] 1-H-NMR (300MHz, CDC1,) 6 = 8.45(d),7.74(dxd),7.33(d)
[0760]  SLJitifsl BT
[0761]  5- R —2- Mk —4- % - ZK IR
[0762]

Ct

Br
[0763] MRSl B AL IR 2 FEIA A 7%, B 65— R —2- Wk —4- Fk - ZE P ER I A bR AL A
¥ (100% , PR ), MS (n/e) :305. 0 (M+H, 100% ) .
[0764]  SCJtf5] B
[0765]  1-{4-[4-(5— ¥R —2— MEhlbk —4— 2 — R ESE ) - WRE —1-2£ 13- - K& - &
[0766]

B

(o)
NG
Jeae
\(@/ Br
(o]
[0767]  FZRESCHEf] 46 IR T /718, B 65— IR —2— NIk —4- JE - ZX L SR 1- (3- J —4- Uk
R —1- 3L - 253 )~ RIS bR EAL S (94%, T EY), MS (m/e) :490. 3 (M+, 100% ) »
[0768]  SLZJtifs] 194
[0769]  1-{4-[4- (5~ LBEIE —2— Wbk —4— JE - KA ) - WRIE —1- 25 13- - A& 1 - &
M
[0770] T[] 1-{4-[4-(5— ¥R —2— Wbk —4— FL - R FAIEIL ) - WRE —1-38 13- - A& - &
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A (160mg,0. 33mmol) [ ZE (2ml) B VEWH A PdC1, (PPh,), (5mg, 0. 0065mmo1) ="
B (1- CEFEOIHFE) ¥ (1250 1,0. 36mmol) o KHIREWINAE 100°C 6 /M. £EUKIEH
RENREWIF I 2N HCL (0. 55ml) « RGWEER . dIREY. 7EATE
FFIIA 10% KF KE W RGP T Hid: 3 b I i. AHLZEH Na,So, T4, i
JEFF LA BRI o R AT RER G, YRR Bkt / LR LT 0% —50% (10 43
B, BB AR A Y (15mg, 10% ), MS (m/e) :454. 2 (M+H, 100% ) o

[0771]  SZJtifs] BK

[0772]  5- HHRIE -2 AEhbk —4- & - ZRHIR

[0773]
.

o)
N~ O

OH

_S
[0774] ¥ 2- & 5-( FIEE ) - ZKF MR (1g,4. Tmmol) W (620 1 1,7. Immol) - ik R EF
(1. 05g, 7. 6mmo1) FI4d (24mg,0. 38mmol) 7F &L (6ml) T VR ASWTE SR THHE 1 /NS
FREVIIMAA 100°CHHHE 40 738 28 REN . TRV K T IF RIS pH 2, K
R T8 CBEZER IR . & IEANLE, B Nay,S0, T4, it i I 2L 28 i 2050 KL S R
HHATRERS 3 el Bk / PR 46 0-20% (15 4380 N ) , 158 BR[O AR 4L &4
(120mg, 10% ), MS(m/e) :252. 1 (M-H, 100% )
[0775]  SEJEfe) 195
[0776]  1-{3- % ~4-[4~ (5~ FHRIE —2- bk —4— 5 - ZR LSS ) - WRME —1-FL - KL 1 - &
Hi]
[0777]  f2 HE S 5 K 20 3R 2 38 19 75 3%, B 5 FAR 2% -2 nd bk —4- 2 - 2K F R f
1-(3— g —4- WR e —1- 55 - K5 ) - S Wil & b AL &4 8%, [l 14 ), MS(w/e) :
458. 2 (M+,100% ) o
[0778]  SEJiifs] 196
[0779]  3-[4-(4- LWEIE —2— F — K58 ) - WRPE —1- Piedk 14— bk —4- 2% - Wi
[0780]  f2& MR S 4o 1 6 R 19 7 v, B 3-[4-(4- S WESE —2- F - KK ) - WREE -1- R
HE]-4- IR - NS CSE ) L) A gk il & bR AL S (T %, B E 4K ), MS(w/e) -
437. 2 (M+H, 100% ) »
[0781]  Sjifs] 197
[0782]  1-{3- %R —4-[4-(5— FHABEIL —2- Wbk —4- 5 - R B ) - WRPE —1- 2 ]- oK
- O
[0783]  #2 MR Sz 9] 1 53R 1) 07 325, Hh 1-{4-[4-(2- & -5~ PR MEIE - X HHEIE ) - IR
W —1- 2% 1-3- 5 - 2K5E | - Sl (SEREE) K) Fngupk il 2 br 8L 54 (57 %, A AR K ),
MS (m/e) :490. 2 (M+H, 100% )
[0784]  SLJEf5] BL
[0785]  3-[4-(4- LWidE —2— # — 5L ) - WRIE —1- Fedik ] -4— F - Ml
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[0786]
cl
F N
sae
0=$=0
NH,

0
[0787]  fZHASEHEM] K/ D3R 2 #ERM 7775, H 1-(3- 3 —4- Wk —1- 3% - K5 ) - Sl I
20— & -5 G AL - AR (CAS :97-04-1 ;Basu ;D-G. ;J. Indian Chem. Soc. ;16 ;1939 ;
100,106) il &ArBAAEY) (42%, AERE A ), MS(m/e) :438. 1 (M-H,100% ) »

[0788]  Sjifs) 198

[0780]  3-[4-(4- SWREE —2- i — ZK3% ) — WRIE —1- AL 14— gk —4- 5 - 2RI IL
[0790]  f2& MR S o] 1 6k 19 7 v, B 3-[4-(4- S WESE —2- - R 5L ) - WREE —1- R
HE 14— S — 2R Ik i R Ak o £ b AL S A (39 %, B 4 ) , MS(m/e) :489. 4 (M-H,
100% ) o

[0791]  SEjfs) 199

[0792]  1-{3- % —4-[4- (5~ Bk —1- F& —2— bk —4- & - KA ERSE ) - WRME —1- 28 |- 2R
5 - L

[0793] [ &K B b AH 4k 0 AN 1-{4-[4-(5- & —2— g mpk —4- & - oK R BE 2 ) - Uk
5 —1- 45 ]-3- J - 23 V- ZWd ( SZHE) BT, 0. 05g,0. Immol) « K M (8. 4mg, 0. 12mmol) .
RIR%L (7T0mg, 0. 21mmol) « Cul (4mg, 0. 02mmo1) 1, 10— FEMEHE (7. 3mg, 0. 04mmol) Fl Ml
(0. 2ml) o KHRAEWERTIAEE T, 76 120°C I 12 /N o B I N IR AP0V #H1 8 =5 38 51 H
K/ LR TR KJEH SR CBRAEIN IR . A FFANLE, A Na,SO, 45, i 385 7L
R 2R o AL SRR AT R IS A PRI CHLCL,/ FE :0-5% , 43 BIER (L[ AR bl
&4 (20mg, 40% ), MS (m/e) :478. 4 (M+H, 100% )

[0794]  Sjsfs] 200

[0795]  [4-(2,4- @ — KFL ) - WRME —1- J& 1-(2— Wbk —4- JE —5- fif gk — Z53% ) - AR
[0796]  f& M S s 46 FiR 197738, B 2- Ak —4- 2 —5- A2k - SRR EEEURT 1-(2,4- —
WARIE ) - WRE 2 bR &) (87 %, # [l 4A ) , MS (m/e) :433. 4 (M+H, 100% ) .

[0797]  SEjsf4) BM

[0798]  4-(2- 5 —4- 9 — A5 ) - WkE —1- A - T IS

[0799]
o<

I NTTo
E/N
F

[0800]  f2 MR S fe] AX IR 1) 777%, B 1- IR —2— & —4— M N-Boc— WRIE il & brdiifb &
¥ (10%, KAGFEE ), MS (m/e) :315. 1 (M+H, 100% ) o

[0801]  SLJsfi] BN

[0802]  1-(2- % —4- % — A%E ) — WRPE

66



CN 1874777 B WO B 55/132 T

[0803]
Ci

o

[0804] 4% HE S f1 D 2D IR 2 R K 7732, 14— (2 5 —4- 3 — AR08 ) - WRIR —1- R - T
Wil 25 bRk G4 (91 %, SR L E IR ) 5 MS (m/e) :215. 2 (M+H, 100% ) .

[0805]  sEjifsl] 201

[0806]  [4-(2- & —4- % — 2KIE ) — WRNE —1- 2% ] - (2— Mmbk —4- 2% -5 fi 2k — 5L ) - R
[0807] 4% MR S i 4] 46 i & B9 5 5, H1 2- 0wk 4- 3k 5 B 2k - 2% R &L
1-(2- 5 ~4- - K58 ) - WRE I & bR AL &4 (70 %, S R ), MS(m/e) :449. 2 (M+H,
100% )

[0808]  sLJiifs] BO

[0809]  (2- & —5- FWANESE - AK3E ) -[4-(4- = H L - K5 ) - DRk —1- 3& 1- I

[0810]
one
FF)f@/ L

0=§==0

]
[og11] ) 2— & —5— AL IE - K FER (102mg, 0. 43mmol) [ — FIZEFMEL (20ml) #Fl
rRAHZE NN TBTU (153mg, 0. 48mmol) N— Z3E %% (0. 28ml, 2. 17mmol) Fl 1-(4— =% P
FEHEE ) WRPZE (ABCR FO7741NB, [30459-17-71, 100mg, 0. 43mmol) o ¥ X N IR-SWAE =T
Bt 2 /NiE, SR 5 LR R GA Tl I A g Al ik (S10,,508, BEkt / LR AHE= 0-100% ) , 13
BT AR IR LAY (170mg, 0. 38mmol) o MS(m/e) :464. 3 (M+NH,", 100% ) .
[o812]  Sijsifs] 202
[0813]  (5— FRTRAMLSE —2— NEhbk —4— % — 2R3 ) —[4- (4- =9 P26 - R ) —IRE -1- 2 -
M ) (2— 5 -5 AR AE — 2858 ) —[4- (4- =2 - 2850 ) - WRME —1-2& ] - A (0. 28mmo,
130mg) HIFB A ARG (0. 5ml) o HF [ NIRAYILE 100°C N HiFE 48 /NI AR 5 BB
IR IG R AR B A g Atk (Si0,, 20g, Pkt /EtOAc 0-100% ) 15 2Ibx 1L 54, A E
[ 4 (118mg,85% ). MS(m/e) :497. 5+, 100% ),
[0814]  SJifs] BP
[0815]  ARiHIE -3- FIZE —4-(4- = H P - K5 ) - WRNE -1- FERR - T
[0816]

K\N/lkoj<

[0817]  [] 3— AL - WRME —1- FIRAL — T HE (1. 0g,5. 3mmol) 1 1- ¥R —4- =H FHL - 2K
(1. 0g, 4. 4mmo1) IS (10m1) ¥ A INABUT BEEh (0. 6g,6. 2mmol) \2- ( ZI ALk ) BE
ZK (31mg,89mmol) A= ( ZNEFRFEENE ) — 44 - ZEEY (23mg, 22mmol) «» K NI G

YIAE 80°C NHEFE 16 /o VR R G, Bk Sn [ VIR G Y AL ik aifl (Sio,,
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708, Pkt / LR LR 0-30% ), 13 B AR Ll AR bR AL &4 (0.47g,31% ) o MS(m/e) :
345. 2(M+H", 100% ) .

[o818]  SLjifs) BQ

[0819] 2 fift —5— FARHEEAE - 25 R

[0820]

0=—S8==0Q
[0821]  (a)2- Z L —5— FARAPLIL — ZEFRG
[0822]
o] NH,
(0]
0=—=8=—/0

[0823]  # 4. 26mmol 2- G —5- FMAMESL - X F IR ( WS e K, 23K 1) .0. 39mmo 1 ¥ Al
10ml 25% S AL KR GWAE 125-130°C FHedE i 18 /Mt o RSV H 2 =5 Jf i
Do B4 VRS . ARG IEME . TRV INHCL B4 & pH = 2. T4 31 [l 44 FH 7K
VR IFTEE (HV,50°C, 1 /b ) 3 2IFRE S, MS(m/e) :214. 1 (M-H,100% ) »

[0824]  (b)2— it —5— FRRERESL — JK R

[0825]

0==8=0

|
[0826]  LIAF ¥R AR L 3 CHRIEE S, [ 3. Ommol 2- & -5 FAMEEI: — 5 F R {E
L. Tml BRERAN 1. Tml K VRS W) D PR P N 3. 92mmo ]l MEAHPREATE 1. Tml /K Hh )%
W BIREWAEOC TFHER: 1 /. 7E 0°C RN 3. Ommol KT 7E 1. Tml K . HEx
CRFBIRAR ERIEBRE 30 7080, @A L WAR IR E BN R I =i, 19k
[ 44, /KPR FF T4 (HV,50°C, 1 /hE ) 3 3IFR 8L &4, MS(m/e) :325. 0 (M-H,100% ) »
[0827]  sLjsf4 BR
[0828]  AMiHJiE —(2- Wl —5- AWML - K& ) -[3- 2 4-(4- = H FE - K )- Ik
P —1- 2% 1- F
[0829]

SR
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[0830] o] A yH E —3— A 3L —4-(4- =R A 2% - 2R 08 ) - R —1- IR - T I8 (95mg,
0. 27mmol) K —Z A LE 2ml) WE P IMA =M LR (Iml) FF5 S NV IR -G V)L =08 T Hd
0 735 NG ARG R NIREW), B AR EAAE — FEE P ELZ (Bml) o [N
N 2-fillt —5— FRREIRIL — ZEFER (81mg, 0. 25mmol) « N— Z3E P fi% (0. 29ml, 1. 7Tmmol) Fl
TBTU (99mg; 0. 3mmo1) o i x NVR S WITE M T Hidl: 2 /N o L3540 R NIRGH), TR R )18
ka4l (S10,, 20g, Bkt /EtOAc 0-100% ) 13 EIFR SIS, R ki talE & (135mg,
90% ) o MS(m/e) :553. 1 (M+H") .

[0831]  sjifs] 203

[0832]  AMHTE — (65— FFMAMEIL —2— nEhopk —4- 2 - 2R ) -[3- F 4-(4- =P E -

g ) - WRME —1- 5 1- FER

[0833] ¥ (-7l 5- A TE B B - R )-[3-F EH 4-U- =/ P E - K E)-IK
% —1- & J- i (50mg,0. 09mmol) MM (2. 0ml) A7, ¥ [ NIR-EWILE 100°C T it 24
INEPAR G BRI . AR B R AR R AR B Al (S10,, 208, PERE /EL0ACO-100% ) 153
PG, A ERELE R (43. 5mg, 94% ) « MS(m/e) :512. 3(MHH) .

[0834]  SJtif5] BS

[0835]  AMHTE —4- (2— il —5— FERAEESE - A FFBLIE ) —3- HZE - WRPE —1- AL - T IS

[0836]
0 f

OTNQ
Y

[0837] [ 41 E —3— F 2k - WRE —1- IR - T M (350mg, 1. 75mmol) iy — A 5 AR Ik
% (3ml) W N 2- Bt —5- MRANEEE - ZX IR (540mg, 1. 67mmol) « N- L5k — 7 P i%
(1. 8ml, 10. 5mmo1) 1 TBTU(630mg, 1. 92mmo1) o 4 [ N IREWILEE IR FHHE 16 /Ny, FH2
Wi RNVARE Y, e R Y IE A g4l (Si0,, 20, BEkt /Et0Ac 0-100% ) 1§ BRI A
M) (400mg,45% ) o MS(m/e) :526. 2 (M+NH,") o

[0838]  SIjiffsl BT

[0839]  AMHTE —4- (5 AL ZE —2- bk —4— 2% — R BEEE ) -3- AL - WRE -1- HIR
- T HE

[0840]

0=85=0

0=T =0
[0841] 4 ARHETE —4- (2 T —5- FITAMIESL — SR FFIESE ) —3- FISE - WRME —1- IR - T B8
(400mg, 0. 78mmo1) A F sk (5. 0m1) A7, K5 Je NMIRAWILE 100°C FHidt 15 /IR G H =

WRai. NEEr R AREAifL (Si0,,20g, —&FEE / FlE= 0-5% ) 13 3krditb &
M, kT EIIEY) (322mg,88% ). MS(m/e) :468. 3 (M+H) ,

O
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[0842]  SLJEfH] 204

[0843]  ANHiE - (5— FRATEEIE —2—- hpbk —4- 5 - 2K ) -[2- I 4-(4- =F P - K
H) - WRME -1- % - FER

[0844] AN HE —4- (5— AL —2- ngupk —4- 5% - SR IESE ) -3- FROE - R —1- IR
- Tl (250mg, 0. 54mmol) H—FFHE (2ml) WH T IMA = LM (Iml) F¥s s MR A
WIEZ IR N HLFE 30 208h . AR5 B RYE ONIR A, ik REIAAET K (Gml) o 1%
WM 1- 38 —4- =5 % - 28 (0. 16ml, 1. Tmmol) AU T FE4H (128mg, 1. 4mmol) \2—( —
WOEWE) B (3.8.mg,0. 01lmmol) F1 = ( WP R ZEEAM] ) — 4L - &M 254 (5. 5mg,
0. 005mmol) o Hf S IR EWIALE 80°C R HtHE 16 /M. I ZE SR G, A5 WY NV IR &I
Wkt aifk (S10,,70g, A FhE / R 0-5% ) 5 2IkrEAL4EY (83mg, 30% ) o MS (m/
e) :512. 3 (\M+H")

[0845] % 1

[0846]
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No.

s X

MW

Rt

AL I

MW
% A
(MH")

F
s O
5
o]

456.5

1-{4-[4-(2-"B%k-4-
A-5-PHA-K T B
£)-skg-1-K]-3-
#-RR)-LE

1-{3- Ro-d-[4-(2- R-5-74
- F BeR)-%%-1-
ED S SNALCE L

4573

414.4

1-{4-[4-2-TE K
A-5-AHA-R T B
A)-%k#-1-K]-3-
A-EA)-TH

1-{3- #-4-[4-(2- B-5-74
A-XFBE)-RE-1-
E)-EK)-TRF TR
(B &)

415.2

428.5

1-{3-R-4-[4-(5-4
A2-ARREA-XK
T B )-R%-1-
Al-¥K}-TW

1-{3- f-4-[4-(2- A-5-7H
AKX T BeA)-%k%-1-
K- XK -TRF R
(B &)

429.2

440.5

1-(4-{d-[2-(FR A &
FAR-RI)-5-F AR
-E P B )%k
-1-3}-3-R-EE)-
LB

1-{3- R-4-[4-2- B-5-7K
A-XFBuA)-%%-1-

A)-RK- LR A

A TR (B T )

441.2

426.5

1-{4-[4--FF A X
RE-S-AHE-KTF
BeAR)-"k%-1-2 -
3-R-F K }- T

1-{3- #-4-[4-2- B-5-78
AR T BA)-%%-1-

A-XA-TWAFHRA
JE (B B )

427.2

[0847]
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No.| #H#HX MW Rt LI MW
LA
(MH)
6 L 468.5 1-{4-[4-2-FR T XK [1-{3-F-4-[4-2- R-5-7H| 469.2
. Y@ﬁ»i@ RE-5 MR ET LK TBE) A1
: BEK)-TkE-1- A-EX-LRARL
A3-R-RA-T | BFE M)
5
7 L4705 1-(3- B-4-{4-[5-7K |1-{3- F-4-[4-(2- B-5-FF| 471.2
. Y@OJ\@ A-2-(wE-kl | R-RFBLK)-%RE-1-
: PEZFIE LI B FINT TR=F R
Al-okE-1-K)-E wbvi-4-E(F W)
)-8
8 ri 444.5 |1-G-Fu-d-{4-[2-Q-[1-3- fo-4-[4-Q2- Fo-5-78| 445.2
Lo FEA-ZER AR TBE)RE1-
T A [ PP N P
A-%E-1-K)-K [ RA-TEFE )
£)-2.8
9 N, |426.5 1-{4-[4-2-HF A XK |1-{3- R-4-[4-2-R-5-PH| 427.1
| OLQ FAS-AEET R KT BE) A1
T© BLA)-TkR-1-K]- £ )-KR)- MR
3-B-EA-TER R B
0| mot’»«“ 4285 [1-(4-{4-[2-( T K |1-3-Rcd-[4-2-Br5-7H| 4292
Yﬁjjk@ FA-FE)-S- AL KK T L) -kE-1-
’ KT BA%RRE (R-RKE-LRRTR
-1-353-3- - FK)-| TR (B W 69)
7.5

[0848]
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No. MK

MW

Rt

AL I

MW
1 L
(MH")

11

)
AR
Hy o

442.5

1-{4-4-2-=T %
BE-S-FE-RTF
Bt )-7R2-1-5]
3-R-FE)-TEF

1-{3- f-4-[4-(2-F-5-74
A-XFBE)-RE-1-
A-RA- L= T
EB(H M)

443.2

NN

A
o

12

442.5

1-(3- #-4-{4-[2-
(FA-RE-R
X)-S-AE-ET Bt
E-%k%-1-£)-K
X)-TH

1-{3- B-d-[4-(2- R-5-7
A-EFBRA)-TR%E-1-
A FE-LRAFTE
7 () T 89)

443.2

13

442.5

1-(3- f-4-{4-[2-
(FRE-FE-R
A)-5-AA-KFBE
A]-kH-1-%}- K
X)-TH

1-{3- f-4-[4-2- B-5-7Y
A-XF8E)-s%k%-1-

E-XE-LRfR &

AT ERR(E )

443.2

14

482.6

1-(4-{4-2-(R T X
- A -RE)-5-AH
A-RTFBuA]-%
%-1-5)3-R-X
X)-LH

1-{3-R-4-[4-(2- R-5-FH
AT BE)-%k%-1-
E-EE-LRfRT
AT R HE)

483.3

15

426.5

1-{4-[4-(2- R A 3R

TH-1-F-5-A -
T BLE)-%R-1-
A]3-R-FX)-C

AR

1-{3-f-a-14-(2-R-5-FH
A KT BE)-RB-1-
E-FEE-LRFRE
T B(F R &Y)

427.1

[0849]
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No.| ##AX MW RoH XL MW
5 WA
(MH")
16 0 0014405 [1-03- Fid-[4-(5-H [1-13- Fid-[4-2- $o-5-75| 4412
Yé@ M SET T SE NF® L1 F I8 T EE
B 31 AT RAPIE S IR s
E .S S G L)
17 ] Qi@ 400.4 |1-{3- f-4-[4-2-F [1-{3- R-4-[4-(2-#-5-75| 401.2
s aah A EENFY PEET YT T
) TEA) 1o | K]-KE)-TERA TR
A-KA-TER (M)
18 F mo L 428.5 [1-{3- f-4-[4-(2-F |1-{3- B-4-[4-(2- R-5-FF| 429.2
. Y(jjk(? RERR-S-AA- AR TFBuR)-%k%-1-
’ T D)% B-1- R )- KA - LWRPRA
A)-FE-CR | BREBY)
19 U 442.5 1-3-Fd-(a-0-R 1-{3- f-4-[4-2-R-5-75| 4432
) Y@Q% TRRES-AH R ER T BE)- A1
R o EFBA)RE1- K- KA CRART
A-XA-T8  |(BR@EwY)
20 PN 1440.5 |1-4-[4-Q- 3R T & [1-(3- FBocd-[4-2-R-5-P| 441.2
§ nggk@? FAS A KT | £-K T BE)-90B-1-
o BA)-RE 1K) | R LRART
3-R-RA-TW BRFE )
21 o %50 454.5 [1-{4-[4-2-3F &AL [1-(3- R-4-[4-2-R-5-78| 455.2
X FASAE-RT | K- FTBE)%%-1-
’ BR)-%E-1-K])- | K]-FK- TR |
3-F-XA)-TE (M)

[0850]
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No. =2 E

MW

Rawit

MW
5 ME
(MH")

22

0

m\l\N

430.4

1-(3- f-4-{4-[2-(2-
ZE-TERK)-5-
AR T BLK]-
%hE-1-8K}-EL)-
Z &

1-{3- f-4-[4-(2- #-5-P8
E-EFBE)-%kE-1-

E]-EE-TWRALT

JEE () 7 49)

431.2

23

414.4

1-{4-[4-2-=F %
RASAEE-ETF
Bua)-vkE-1-2 -
3-RA-KE-LE

1-{3- #-4-[4-2- R-5-7%
E- X FBR)-%E-1-

A XA CRF—F

FE (B T #9)

415.2

24

458.5

1-[3- #-4-(4-{2-
[2-F&E-TX)-
TA-RA)-S-AHE
- TR -%k%
-1-%)-FR)-TH

1-{3-#-4-[4-2- F-5-FH
AR T B E)-RB-1-
A XA TEAQ-F
$A-TR)-FR-BE
eke))

459.2

25

"1 472.5

1-[4-(4-02-[ T -
Q-FHE-TH)-
fHE)-5-AE-EF
Bt )-wkB-1-5)-
3-A-EE)-TH

1-{3-F-4-[4-(2- B-5-74
AT L)% %E-1-
A-XRL)-L8FQ-F
EA-TR)-TE-B(H
bokia)

473.2

26

444.5

1-[3- A-4-(4-{2-
(- X-TH)-F
A -RHK)-5-AH A
KT BA)-RB

-1-K)-FK)-T8

1-{3- #-4-[4-(2- B-5-F%
E-EFBuE)-RB-1-

A]-XK}-TWfQ-£
A-TR)-FR-B(H M

%)

445.2

[0851]
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No. M X

MW

Aot

AL

MW
5% MME
(MH")

27

454.5

1-{3- R-4-[4-(5-7H
Hoo-kez-1-%-K
T Bt AR)-TR%-1-
Al-¥A}-LH

1-{3-#-4-[4-(2- R-5-FH
E- AP R)-kdk-1-

A-FE}-TWRARE
(B )

455.2

28

468.5

1-{4-[4-(2- R 22 3K

BRIT-1- 95 -5-FH k-
T B)-%%-1-
A3-R-EE}-T
AR

1-{3- f-4-[4-(2- B-5-7H
A RFBER)-RE-1-

A ER LR R
HRIU(F Y #])

469.2

29

490.5

1-(4-{4-2-(F 2
FA-RA)-S-AE
KBRS
-1-3K3-3- F- K AK)-
Z &

1-{3- #i-4-[4-(2- #L-5-5H
A-XTBE)-%%-1-
E-EA-LRAFA
A (7 I )

491.3

30

456.5

1-(3-#-4-{4-[2-(3-
#2 3 -oeg -1 -
£)-5-A - KT B
K]-vkog-1-%)-K
X)-T8

1-{3--4-[4-(2-R-5-7H
A-E T BE)-%%-1-
A]-FE-TEA3-5
A rtheB L (] T )

457.2

31

470.5

1-(3- -4-{4-[2-(4-
£ Xk -1-%)-
S-FE - K P B -
shF-1-2 - A)-
&

1-{3-#-4-[4-(2- R-5-74
A-EFBR)-skE-1-

X]-XK -0 4-5
AR (H M )

471.2

[0852]
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No.

MW

At

ALK

MW
K RHE
(MH")

32

484.5

1-(3-#-4-{4-[2-
(S2-FREAFE
whef bt -1-K)-5-
AR B -
skg-1-4)-F %)
L HR

1-{3- #\-4-[4-(2- B-5-FH
A-XF ) -%E-1-
A-FX}-TEA
2-((S)-2-F A F At
LS ACESER)

485.3

33

470.5

1-(3- f-4-{4-[2-
(R)-2-#2 K F -
e dt-1-K)-5-7K
A-RXFBA-R
#-1-5}-FH)-T
A

1-{3- f-4-[4-(2- B-5-FK
A-XFBE)-%RBE-1-
X)-EXK}-T@fe
2-(R)-2-F A F A
A S AT L)

471.2

34

484.5

1-(4-{4-[2-(2,6-=
A Dok-4-4)-
5-AH AR T B
skE-1-4}-3- A
FH)-LMW

1-{3-#-4-|4-(2-F-5-FH
AR T BEK)-kBE-1-
K|-FK}-T WA 2,6-
= ATk (B R 49)

485.3

35

x| 468.5

1-(3-F-4-{4-[2-(2-
¥R -koz-1-1%)-

5-AHE-E T BLA-
%H-1-4 - K)-

LEA

1-{3- #-4-[4-(2-#-5-7Y
KT BR)-k%-1-

EI-XE)-TWRF2-F
A -k (R 49)

469.2

[0853]
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No.| #£#AX |MWwW Ryt AL I MW |
% RE
(MH)
36 5 468.5 (1-(3-M-4-{4-[2-(4- [1-{3- R-4-[4-(2- F-5-7% | 469.2
: QJL© T A1) | RK T B )R-
”"T@/ S-AEA-EP A R-ER)-TFA4-F
shd-1-2 - K)- K-k (H M)
A
37 (7| 468.5 1-(3- f-4-{4-[2-3- [1- (3- f-4-[4-2- £-5-7% | 469.2
} Y@Ql@ FRkR-1-)- | R-RKTFBA)-RE-1-
: S-AEA-R T AR - R A)- L8 3-F
%hB-1-2A - AR)- | BRI (B )
Z.
18 S | 454.5 [1-G-Rrd-{4-[2-Q-|1-(3- Bod-[4--F-5-PH | 455.2
) Y@O b TRl | A-E TRk
’ A)-5-FEA-R T B K- KK - T Efe 2-F
A)RF-1-K-K | K-kt b (B M 49)
X)-7.5
39 0 4374 1-{3- R-4-[4-(2-%K |1-{3- R-4-[4-2- R-5-78| 438.1
) YC(Q{R? w1 K-SR K- - R T B )-kR-1-
° FBE)-TkR-1- | R]-EK)-TEFFoked
A-ELA-TR (AW
40 o 3 438.4 |1-{3- B-4-[4-(5-8 |1-{3- B-4-[4-(2-F-5-75 | 439.2
) pdi@ E2-1,24] 2 DR FBuE)-sk%-1-
° SE- S XU T INEF I ¥ SR
%B-1-K]-KE}- (F )
LR

[0854]
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No.

EHMX

MW

Rwit

A2 Ae

MW
5 A
(MH")

41

-
HC 0_.»(\0

o]

438.5

1-(4-{4-[2-(2,5-=
f-eg-1-2)-5-
AR T B -
TR-1-K)-3- R
FK)-LH

1-{3- R-4-[4-(2- R-5-7H
AT BR)-RE-1-
A)-KE)-TEA 2,5
=R -kod (B 49)

439.2

42

472.5

1-{3- #-4-[4-(5-78
A -2-BA G ok-4-
A-KTBE)-%
%-1-%]-XX1-¢
AR

1-{3- #-4-[4-(2- F-5-F¥
AR T BE)-%%-1-
A |-ER)-TWFAR
"ok

473.1

43

440.5

1-(4-{4-2-OF R
- A-RA)-5-5
A-FE T B
%-1-3)-3- - XK
£)-T#

1-{3- f-4-[4-(2- -5-74
AR T BE)-RE-1-

E)-FE-TRRHA

A FABF )

441.2

44

470.5

1-(3- #-4-{4-[2(S)-
Q-# KT R -wkel
$-1-2)-5-FH X -
KT Beik)-%%-1-
A}-EE)-TH

1-{3- #-4-[4-(2- B-5-7%
AR T BR)-RE-1-
R € IR E
2(S)-(2-# AR F K -vbek
AGELESD

471.2

45

470.5

1-(3- f-4-{4-[2-(3-
R RE-1-RK)-

S-AHA-FR T B
%hg-1-K}- 2 K)-

L AR

1-{3- #-4-[4-(2- B-5-7%
AR T BER)-%%-1-
A-RK}-TIRA 3-5#
AR (B &)

471.2

[0855]
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No., #M#MX |MW RoHL ALH MW
5% RME
(MH")
46 ) [:] 430.9 |[4-Q-R-XH)% |1-Q-R-F2)-%%F | 431.2
a Q H-1-K)-2-"ok | M) 49)Fe 2-"Gok-4- K -5-
[j S 4-R-5-AAR AR TR
A)-F 8
47 ] [O] 421.5 [2-[4-2-Tobk-d-£ [1-Q-RE-FR)%E | 4222
(‘SQ S-AEE-ETEB (R Me)de 2-okd-A
RN SEIE T P L
i)
48 . [:] 430.9 |[4-G-R-EA)-% [1-G-R-EH)%E[H | 431.2
U@*@ 1Bk (B eh)Fe 2B ked- oS-
oo 4-B-S5-RAR-R AR T B
A)-F &
49 Ol4265|14-3-FEEE [1-G-FTREER)% | 4272
ijQ £)-9kB-1-R1-2-[E(F W 4Y) o 2-"Gobk-4-
o "Bopk-4- K 520 - | -5 R K- K T BER
FE)-F 8l
50 O [410.5|(2-Bok-4-K 5 [1-G-FE-EE)RE | 4112
(jQ AR A)-4-19-F |(F M hh)Fe 2-"Dosk-4- 24
oo RA AL [-5-AE-RTEE
¥ B
51 O 4144 |[4-G- B K E) R [1-G- B BE) AT | 4152
UQ %-1-K]-Q2-"Bok | M)A 2-Gek-4- K5
™o 4-F-5-AR-K | AA-KTBR
A)-F I

[0856]
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No.| #H#AX |Mw Rt AL I ) MW
% AU
(MH")
52 0| 464.4 |- Bh-a-K-5-7 1-G-Z AT E-ELK)- | 465.2
X@/Q E-EL)-[4-G-Z B (F M)A 2-Bsk
0% RPA-FA) % |4-E-5-AE-EXTBR
%-1-3]-F &
53 O 4265|4-4-FREE [1-(4-FREZL) % | 4272
el £)-oh-1-K - (B (B 4) B 2ok
Boh-a-A-5- A A |5 A- K TBLE
FA)-T &
L bgiLith,
RN 433242-97-8
54 O) 4105 |2-"Bok-4- %58 |1-(4-F 2-E2)%% | 4112
9 E-RE)-4-x-F (A 2-Dok4- K
wCQ oo AR RE-1-K)- -5-AHE-KFTBLR
¥ B
55 [:] 4753 |[4-(4-3%-FK)-% |1-(4-38-FH)-%EH | 477.0
QJ\Q B-1-K]-(2-"Gok | #g)Fe 2-"Dokk-4- K -5-
ST L lepsmrx mAgvms
&)-F &
56 O | 144|104 Be B R [1-4-FBEE)RAT | 4152
O*@ F-1-XK]-2-Gok | 4G)Fe 2-Gok-4- K5
I L aksmER |[MEXTEE
X)-F 8

[0857]
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No.| #M#MX MW LR R AL I MW
% RME
(MH")
57 E:J 464.4 |(2-"%9K-4-%-5-7 |[1-4-Z R F E-FK)- | 465.2
$ E-RR)-[4-(4-= (B (T W49 Fe 2Dk
XC( o AFE-KE)% |4-R-5-AHE-XFTBR
%-1-%]-F &
58 O 4215 l4-[4-2-BoK-4- 2 |1-@-RE-EE) %K | 4222
011@ S-AEA-RKTR (A F 2-Gk4-2
STk E)-%B-1-A]-F | S5-AE-ETRE
o i
59 (1 468.5 [4-[4-0- ok -4- £ 4B 1A ETRT | 4692
“ Y@Q g S-FER-FETFBL |BE(W09938849)F=2-"
° A)-shR-1-K]-K k-4 A5 A - X T st
¥ B L Bg £
60 O] 4653|[4-GA-= % [1-GA-= KL)% 4662
. @L@ #)-sF-1-K]-2- (B B ) Fo 2-Bobk-4-
JOT L] mkagos s £ TRE
ER)-F iR
61 O 4245 |4-GA-=FAE (1G4 = FA-KE) | 4252
e S 3)-skR-1-2]-2- | R (F W #) Ao 2-Byoif-4-
ch Dyopk-4- 35 -5-FH - -S-PH - R T BER
FA)-7 8
62 (0 ]456.5[[4-Gd-=F k- |1-3,4-=F EA-E2)| 457.2
o A F2)-kE-1-K - |7k (R M #9) A 2-Dk
Ij o Q2-"Byobk-4- K -5-A |-4-2-5-RH - K T B
A-XR)-FHA

[0858]
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No.

MW

E R

AL

MW
= R4E
(MH")

63

498.9

[4-(4-R-3-Z AT
K-FRK)-RER-1-
A]-Q-Gk-4-4

-S5-FAR-EE)-F

&)

1-(4-f-3-Z A FA-K
B)-TRE (W 4 Fe 2-
"Goph-4- K -5-FE K- T
B

499.3

64

465.3

[4-23-=R-*
B)-%k%-1-%]-2-
"ok -4- A -5 -
#4)-T#

1-(2,3-=R-FH)-%%
(W )= 2-"Bok-4- X
-5-FEA-E T BLA

465.1

65

465.3

[4-3,5-—R-EXXK)
kef-1-4]-(2-"
#h-4-E-5 A AR
X)-F8

1-(3,5-—f-FK)-%%
(% R 6y A 2-"Bobkd-K
S-FER-E T BLR

464.9

66

422.4

2-[4-(2-"GH-4- X
-5-FH AR P BLA)
kok-1-A)-E

2-%%-1-A SRR F= 2-
Gok-4-K-5-F R -K T
B

423.2

67

465.4

Q-"G-4-3K-5-5K
A-EE)-[4-5-=
BT A2 K)
-kg-1-X]-F &

1-(5-= # F R e -2-
H)-kfFe 2-"ojk-4- K
S-RRA-R T B

466.2

68

499.9

[4-G-8-5-Z A7
Fm-2-K)-%
%-1-K]1-(2-"Gok%
4-%-5-FEE-K

£)-F &

1-(3-R-5-Z A F A-vik
"Z-2-2)-%k R fe 2-rGrk
4- K -5-FEE- KT BER

500.1

[0859]
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No.| ##X MW AATL A MW
% R{E
(MH")
69 (:3 422.4 |6-[4-2-"B%k-4- 2 |6-%F-1-F 1B A= 2- | 423.2
. f"JL@ ER TR LY LT WE RS
ATk -tkop-1-E R [BER
70 @ 499.9 |[4-(6-R-5-= AT |1-(6-F-5-Z A F A% | 500.1
o A Aotz 2 K)ok [52-2-2)-vkE e 2-whok
*IJ . %-1-2)-Q-Gok  |-4-E-5-AE- K FEBE
4-F-5- AKX
£)-F &
71 [o] 431.9 [4-G-F-rtoz-2-  [1-G-f-ok-2-2)9% | 432.2
N QJ\© R)-%kB-1-]-2- %A 2-"Gok-4- 255K
L e woph-4-2h-5- A6 - |- R T BRA
FX)-F &
72 () | 465.4|2-omobh-a- -5 [1-4- 2 BT A2 | 466.2
¥e B FRI4-0-2 | B)shohd 2B
L~ R T -2 -2-25) -5 - K T LR
T hok-1-%]-F 8
73 () | 465.4 (2-bk-a- K53 [1-(6-= BT £-t72-2- | 466.2
" a QJ\Q A-EL)-[4-(6-= | B)-%%A 2-Dok-4-K
T o R R k) AR TR |
-k-1-X)-F &
74 . [:j 477.3 [[4-(5-2 -2~ |5-18-2-%B-1- K-8 | 477.0
o A)-%B-1-K]-2- | 2-Gyok-4- R -5-AH K-
JOUT Ll ek tos a2 Pae
XA)- T

[0860]
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No.

£#MX

MW

Rt

XL

MW
% A
(MH")

75

ki
i

487.6

1-(3-f-d-{4-[5-F
A -2-2-F -
ek b-1-2)- K F
Btk ]-wkR-1-K}-
FE)-LMW

1-{4-[4-(2-8.-5-F 5Bt
E-EF BA)-%E-1-

A]-3-A-FK)- T8 A=
2- R et (B M 49)

488.2

76

501.6

1-{4-[4-2- R F 3R
Bbt-1-2-5-F 5
B - R T BLA)-
kE-1-5K]-3- -
FX-LW

1-{4-[4-(2-8-5-F B B
E-KFER)-KE-1-
A]-3-R-FR}-TWA
KA IS 49)

502.2

77

501.6

1-(3- #-4-{4-[5-F
AR A -2-(4-F -
Tk -1-K)-K T Bt
A)vkg-1-£3-K
£)-T#

1-{4-[4-(2-R-5- F 5Bt
AR BRIk %E-1-
A)3-F-RA)- WA
4- T IR (B T #9)

502.2

78

501.6

1-(3- fi-4-{4-[5-F

BB -2-(3-F A
PR-1-3)-K T Bt
K)-vkog-1-%)-K
X)-zW

1-{4-[4-(2-R-5- F #Bt
A-XFBR)-RE-1-
A3-R-EK}-TF A
3-F 2ok (B 44)

502.2

79

525.6

1-(4-{4-2-(F %
7R -2K8)-5-F &
B - T BLK)-
shok-1-%)-3- A

E)-LH

1-{4-[4-(2-%.-5- F 5 Bt
A-XFBK)-%%-1-
A]-3-R-FK)-TF A=
FRAAB(H M)

527.1

[0861]
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No. =¥

Aot

MW
i P11
(MH")

80

E

c.
3
o

.
o
SHOL

1-(3- #-4-{4-[2-(3-
# X k1K)
S5-FABA- KT
B -1 )-
ER)-LW

1-{4-[4-(2-&-5-F 5Bt
A-XFBA)-%RE-1-
A-3-R-KEX}-LF A
3-B AR (A M)

504.2

81

1-(3- #-4-{4-[2(S)-
Q-2 AT A-vited
-1-3K)-5-F 24 Bt
AR T BA]-%
%-1-%}-XK)-2
&R

1-{4-[4-(2-8.-5-F 5 B
A-XFBR)-RE-1-
A)3-A-FA-LE A
2(S)-(2-2 2 F R-wikog
ST(H I 4Y)

504.2

82

1-{3- #-4-[4-(5-F
ARBER-2-RoE-1-
A-EKFBA)-%
%-1-£]- X 34}-2
AFl

1-{4-[4-(2-8-5- T BB
AKX T B A)-RR-1-
A]-3-R-FRA)-LIAf
TR (P M 9)

488.2

83

1-{3- #-4-[4-(5-F
AR 2R

-1-3- KT B )-

skd-1-K]- KK )-
LA

1-{4-[4-(2-#-5- T AR BE
A-E T BK)-%E-1-
A)-3-R-FRA)-LEAf
AT AR

474.1

[0862]
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No.| ##HX |MW E R R MW
% R4E
(MH")
84 Hﬁl@ | 517.6 |1-(4-{4-[2-(R)-(3- |1-{4-[4-(2-R-5-F #Bt | 518.2
: QJL@ TR g1 [ T B )R- 1-
Y(j w A)-5-Frame k- K K]3-R-FK)-TEFf
T WELE-RE-1- [2-(R)-3- LRA LB
AJ3-R-FE)-T (B )
)
85 j 473.6 1-(4-{4-[2-CGR A £ [1-{4-[4-2-R.-5- T AR BL | 474.2
ﬁgi@ FA-RK)-5-F ok X-KF Bik)-7k%-1-
N BA-XTBAL | R)3-A-KA)-LW
shg-1-K)-3-f- | FRAX T RBEFH B
FE)-TH
86 e 475.6 1-{3- f-4-[4-2-FF [1-{4-[4-2-8-5-F#BL | 476.3
Y[jg L TEEES T | KK T L) sRA-1-
: A A KT BE)- |K-3-R-XE)-TRA
%hog-1-R]- KK} | AT ERFE ML)
Z &
87| | J | 489.6 1-(3- f-4-{4-[5-F [1-{4-[4-Q-8.-5-F A BL | 490.4
o 7 fﬁ? BAE-2-(- T A RE T BB 1-
° TERR)- KT )3 A KR LA
EK]-wkB-1-K K 3-F AT B (B M)
X)-LH

[0863]
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No.

2+

-

CEN

MW

LR

ALK

MW
5 R 4E
(MH")

88

505.6

1-{3-#-4-[4-(5-F
BB - ARG
#h-4- K- KT BE)
hB-1-K]-K
A3-28

1-{4-[4-Q2-F-5-F 5Bt
E-XFBeE)-R%E-1-
AJ-3-R- KK - Ffa
AR ok (B 1 49)

506.3

89

523.6

1-(4-{4-[2-(F %~
TR -RE)-5-F 5%
B - KT BLA -
Thd-1-%1-3- A
A X)-LH

1-{4-[4-2-8.-5-F A BL
E-EK T BeE)-R%E-1-
AJ-3-F-ERX}-TLEf
¥ F (B M b9)

524.2

90

448.5

3-[4-(4- LB -2-
F-EH)-sk-1-

HE|4-RBHE
Se-1-A-F

3-[4-4- LB 2-F-XK
ATk B-1-H -4 -
F A R AR (B

hckit))

449.2

91

448.5

3-[4-(4-TBE K -2-
F-EK)-kE-1-
FAR]-4-(4-F 2~
W&eE-1-2)-F B

3-[4-(4- LB AR -2- - XK
B)-YkR-1-F AR )-4-38 -
F B A 4-F X9k (H
 49)

449.2

92

448.5

3-[4-(4- LB -2-
B E)-sk%-1-
HK]-4-3-F %

PR=E-1-35)-F BF

3-[4-(4-TBEA2-A-XK
E)-vRkR-1-5K K] -4-8 -
F B Ao 3-F Ak2 (A

ki)

449.2

[0864]
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£ X

MW

Roar i

ALHE )

MW
5 J4E
(MH")

93

452.6

3-[4-(4-TBEIE-2-
R B ATk B-1-
BA]-4- Aok
-4-B-F R

3-[4-(4- TR 2-R-K
[T TSR TR
¥ R Ao A D bk (B
)

453.1

94

424.5

3-[4-(4- T BL K -2-
K E)-%%-1-
# XK )-4-Q-%-1-
FA-TARIN)-
FH

3-[4-(4-T B A -2- M- K
H)-kB-1-5 K )-4-38-
FhAe - 2-1-F A
T () My 49)

425.1

95

450.5

3-[4-(4- LB E-2-
F-FK)-kE-1-
HA-4-G-2 4
%R -1-2)-F M

3-[4-(4- TBE A 2-R- K
B)-RF-1- KK ]-4- -
F A A 3- 2R (B
 &9)

451.2

96

450.5

3-[4-(4- T BEHE-2-
- E)-sk%-1-
K )-4-2-(S)-#&
FOF Rovbedd-1-
F)-FrE

3-[4-(4-TBEAK-2-R-K
X)-mkB-1- K )-4-38-
F A= 2-(S)- 2 A F A-
" (P 1 #9)

451.2

97

434.5

3-[4-(4-T B -2-
R-E )R B-1-
BA4-=-1-K

A

3-[4-(4-TBR A 2-A-K
A)-%kR-1-B K] -4- -
F B Aok R () W 49)

435.2

[0865]
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No.

MW

Rt

ALHeH

MW
5 A
(MH")

98

F N
H l/ il
N

420.5

3-[4-(4-T B 2-
F-FE)-"%kk-1-
PR A
A-F A

3-[4-(4-TBEE2-B-XK
)k K ]-4- -
¥ ik Favt B R (R 0 49)

421.1

99

470.6

3-[4-(4- TBLE -2-
f-ER)-Tkk-1-
HR-4-(FA-F
A-F8)-FH

3-[4-(4-TBLA-2-R-K
)R- K )-4-38-
F B Ao ¥ T () M 49)

471.2

100

434.5

3-[4-(4- T BE-2-
- F ) -T%-1-
¥ HK)-4-2-F -
ohedbt-1-35)-F i

3-[4-(4-TBRA2-F- XK
)R -1-H K434 -
¥ B Fo 2-F Fhotebdn
(B M)

435.2

101

420.5

3-[4-(4- LB 2-
F-FH)-mkE-1-
HHR4-RBRATF
*-RH)-F ik

3-[4-(4- T B -2-F- K
H)-mkd-1-3 K )-4-38-
¥R AR AmA T AR
(B )

421.2

102

422.5

3-[4-(4- TBEIK-2-
A-FH)-%E-1-

EE4-FTER
AT

3-[4-4- T B 2-F-K
E)-kR-1-H K ]-4-38-
F AR T B (b))

423.2

103

434.5

3-[4-(4- LB 2-
F-FE)-%Ak-1-
BA)-4-FREAR

A%

3-[4-(4-TBA2-F- XK
H)-%g-1-H K] -4-3R-
¥ Bk Ao 3R K08 (7 P #9)

435.2

[0866]
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No. = EN MW Aot AL MW
£ RME
(MH")
104 O 455.9 |3-F-4-[4-Q-"Bok [3-F-4-9RK-1-E-FH | 456.2
OD\ ~4- K58 K -3 T |(W09625414)F= 2-"Bobk
~ N BtIE)-RR-1-K]- |-4-K-5- A AKX FBER
¥
105 439.5 [3- B-d-[4-2-"Dk 3-F-d-tkB-1-K-FH | 440.3
i@ -4-38-5- PR T (B M 69)Fe 2-"Gyohk-4- R
oS jCK\ BbA)-skk-1-K)- -S-FHE-KFBER
¥
106 E:] . 439.5 |5-#-2-[4-Q2-"Gok |5-F-2-7F-1-K-F A | 440.3
i@ -4-FK-5-FER-E T (B 4G)F 2-7Doik-4-K
//\CL BEA)-skB-1-K]- -5-AA- R T BLE
i ¥
107/C) 439.5 |2- B-4-[4-Q-"Fok 2-R-4-75%-1-2-F A | 440.3
Chos -4-25-5-F5 K -KF (Org. Proc. Res. Dev.
5% ©/\\ BtA)-"kE-1-2 - 1999, 460)F= 2-"Tobk-4-
¥ B A -5-RE-E T BR
108| ) 436.5 [5- K -2-[4-2-"D [5-FAh-2-%E-1-K-F | 4372
@) ohk-d- 3 -5 FH 2K B (7 T 69) A 2-"Dobk-4-
oo N//\Qm, FEA)-%RE-1- E-5-AHA-XFBLR
A-F ik
109 () 429.5 | [4-(4-F A 2-B-K3-A-4-vkE-1-A- KB | 430.3
@ o £)-kE-1-4]-(2-(DE190798440) %= 2-7%
o "Bopk-4- -5 K- ok-4- K5 A ALK T Bk
FR)-TF i #

[0867]
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No.

MW

Aot

AL

MW
5= A
(MH

10| )

475.9

[4-Q2-f-4-FHE- K
A)-kk-1-£]-(2-
"yok-4- 3% -5-FH X -
xR)-T &

1-2-F-4-P AR K-
k(B M #) A= 2-"Gysk
-4--5-FHE- R T BLR

476.1

1115/,

472.9

1-{3-%.-4-[4-2-"%
#h-d-RK-5-FEE-K
H Bk %-1-
AI-XEA LW

1-3-f-4-%%-1-K- K
A)-TEAFe 2-"Gok-4- K
-5-RE R T BLA

473.1

112

431.9

[4-(6- B -koE -3-
A)-%F-1-4]-2-
"Byehk-4- 2 -5-FH A -
AE)- T

1-(6-F -7 -3-5)-9%
%(W00230405)F= 2-°%
-4 25 -5- 78 KK F Bt
A,

432.2

113

543.3

[4-Q2-R-5-= AT
A-FE)-%k%k-1-
A)-2-"Gok-4-K
-5-FE - E)-F
&

1-2-if-5-Z A FE-K
)Rk Ao 2-"Gok-4- 25
S-FEE KT BLA

545.0

114

448.9

[4-(4-8-2-F-K
)% %-1-K]-2-
Bgik-4- 3-5-FH A -
*5)-7

1-(4-F-2-F- K 2)-%
% (B W 84) Fe 2-"Bopk-4-
E-S-AHER- KT BRA

449.2

115

465.3

[4-24-—R-FX
£)-k&-1-4]-(2-
“Boph-4- K -5-FH A -

F5)-F 8

1-2A-=R-F )% %
(7 0 69 Ao 2-"Gotk-4- 2
-S-FE - R T BLE

465.1

[0868]
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No.| ##AX MW Aot ALHH MW
5% A4E
(MH")
116|C) 492.5 |[4-2-F-4- FAEBE (1-2-F-4- FABLE-E | 4925
NO"I) E-RR)RE-1- [ K)Rg A 2G4
© L XE]-Q-"Gok-4-%  |-5-AHE-ETFBLR
-5-P - K)-F
&
17|, 4824 |[4-Q-R4-Z AT [1-Q-A-4-Z AT X-X | 4824
s8¢ ERE) AL () Roh A 2B
oo D\ﬂ X]-Q-"Bok-4-K  |-5-FEE-ETBLR
S-FER-EEK)-F
AR
118 Q. 486.5 [3-#-4-[4-(2-"Doik 3-F-4-%%-1-K-KF | 487.3
T | esmaon o 2k
BEK)-Tkd-1-K - -5-AA- KT BLA
RYBRLES
119|0 489.5 2-[4-Q2-"Dk-4- % [2-%B-1-A-4-ZAF | 490.3
O)QX S-REA-E T | R-FHE(W00259108)
oz E)-vE-1-K]-4- |Fo 2-Dok-4- 5P K-
ZRATE-FTH | EXFHRA
120 (:30 493.5 |3-Fi-4-[4-(2-"Bokk (3-M-4-7%F-1- K-8t | 494.4
OND o K5 AE T SRR A 2- Gtk -5
A B K)-skok-1-K - AR T ALR
KR BB

[0869]
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No. =% EY

MW

Rt

ALA )

MW
5 4
(MH))

121 C

455.9

5-R-2-[4-(2-"Bok
4-K-5-PHR-KTF
BLE)-vkR-1-2 -
T

5-8-2-%k%-1-E-F
(W09625414) 7= 2-"Gk
4-K-5-FH R - KT BLE

455.8

122

455.9

4-F-2-[4-(2-"G 9k
4R 5-AE-RT
Brik)-skR-1-K]-
¥

4-R-2-%) % -1-2-F A
(W0O0105765)%a 2-"Lysk
-4--5-FE K T B

455.8

123

456.5

2- f-4-[4-(5-F 5%
Bb K -2-wb e t-1-
E-XFBHE)-%
%-1-K]-F

2-R-4-% % -1- X -F
(Org. Proc. Res. Deyv.
1999, 460)F= 5-F 5Kt
A2k dt-1- K- K7
B

457.2

124 i

484.6

2- f-4-{4-[5-(A 1%
2-FE B )2
$-1-2- R T B
A)-kEk-1-4)-F
i

2-R-4-% - 1- K- F 1
(Org. Proc. Res. Dev.
1999, 460)%= 5-(A*t-2-
AR )-2-oB b1
KT

485.3

125

471.6

3-[4-(4-FHK-3- -
FE)-HKE-1-HK
A ]-N-F 34wtk
B dt-1-5 - R BL

i3

2-R-4-%B-1-A-F B
(Org. Proc. Res. Deyv.

1999, 460)F= 5-F X &
AR -2k bt -1- K -

il

472.2

[0870]
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No.

£EH X

MW

Aot

ALHeH

MW
£ UL
(MH")

126

485.6

3-[4-(4-FA-3-R-
FE)-TRB-1-]K
£ ]-N-Z 24w
i1 - Fa Bt
J

2-F-4-%%-1-K-F
(Org. Proc. Res. Dev.
1999, 460)#= 5-TER
AR -2 b-1- K-
TR

486.3

127

481.5

(5-F A& B -2-01k
Bir-1-K-FK)
-[4-@-Z AT X
FH)-kAk-1-K]-
¥ &)

1-(4-Z R F A-FK)-
vk (B W 89) Fo 5-F %
Bt -2-uhegd-1-A- K
T ER

482.2

128

495.6

(5- LARBLI-2-vik
bu-1-K-F )
STRCEES AF ¥
FE)-sk%-1-2]-
¥ &F

1-(4-Z AT A-KX)-
ko (B W 69) A= 5-T 3%
bR -2k 15K
il

496.2

129

496.6

N- § 2 -4-rte b,
1-E-3-[4-(d-Z R
FRE-EE)-T%kE
-1-H K- R B

1-(4-Z /T A-EH)-
R (F M) Fe 5-F A
FARBER 2t -1
A-XTE

497.2

130

511.6

(5- LA BLIR-2-"5
h-4- - K 3K)-[4-
@-ZRFE-XX)

Skek-1-3K)-F B

1-(4-Z /T R-E5)-
P (B 69 5-TAR
Bb-2-"ok-1-35- KT
B

512.3

[0871]
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No.

£ H X

MW

LR

MW
5 RE
(MH")

131

512.6

N-9 2 -4-"Gok-4-
E3-(4-(4-Z AT
A-EE)%RB-1-
A - KRB

1-(4-Z AT AR-FK)-
RBR(F M 5-FE
BABL-2-"Yok-1- -
Y

513.3

132

526.6

N- T #-4-"Go%k-4-
A-3-[4-@-ZRTF
A- KB %%-1-
BA-ERBE

1-@-Z R TFA-ER)-
RE(H M) Fe 5-T K
BAABE - 2-"Dok-1-%-
TR

527.2

133

488.6

3-[4-(4- LB -2-
R B)-TRBR-1-
BAK]-N-F A4
ekt 1- 2 -k
%S

1-(3- B-4-%k-1- K- %K
X)- TER(F W 6)Fe 5-
B X RA B A2k
F-1-K- X T8

489.2

134

502.6

3-[4-(4- TBEA -2-
F-F )% %-1-
FAK)-N-T K 4-
bl bt -1- K - sk
[5¥:3

1-(3-F-4-%%-1- K-
H)- T (B ) Fe 5-
AR B -2

-1-K-KF 8

503.1

135

503.6

1-{4-[4-(5- LAk B
K-2-rohg4- K-
B )-7k%-1-

A13-8-KK-T

BF)

1-(3- F-4-2kF-1-K-K
A)-LE(H W45 Fe 5-
TR B -2-"Dopk-4- X -
b

504.2

[0872]
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E2-]

No.

CEN

MW

Aot

AL I

MW
% i
(MH)

136

509.6

[4-(2- B4 F 5B
A-EE)-%kR-1-
A]-(5-F Atk
-2-webe-1- -
A)-F8

1-2-A-4-F BBk -X
X)-%hB A 5-FarBik
2-whebe-1- - K P ER

510.2

137

523.7

(5- TAABLIK -2
Bd-1-A- K E)-

[4-(2-#-4-F #4BL
A ER)-kE-1-

A]-F 8

1-(2-F-4-F B - X
R)-kgfe s- LB A
2-wheid-1- - R T R

524.3

138

537.7

[4-(2-#-4- T Bt
A-RE)-kE-1-

A-[5-(RBR-2-%

Bt )-2-7ted-1-
E-RA)-FER

1-(2- #i-4- F AR B A - K
H)-TkF A 5-(F B-2-
ARBER )27 -1
RFER

538.3

139

524.6

3-[4-(2-Bod-F 5
BA-EL)-%%
-1-3E)-N-F &
PET T RE R
AR BRI

1-(2-f-4-F kB -K
F)-skBAe 5-F X AR
BeAk-2-wbedt-1- K- K
¥ B

525.2

140

538.7

N-Z%-3-[4-(2-#
-4-FABE-EKR)
hok-1-H K] 4-

oo b -1- - AR

Bk

1-2-#-4-F A B - K
F)-Rkdfo 5-LERAR
BE AR - 2wt dn-1- 2K
B

539.3

[0873]
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No.

MW

Rowt

AL

MW
5 J4E
(MH")

141

552.7

3-[4-Q2-R-4-F 5%
BA-ER)-R%R
-1-# A )-N-F &
PR LS A
F AR B

1-(2- B-4-TF B A - K
K)-wkg A 5-F H AR
AR -2 b1 -
TR

553.3

142

525.6

[4-(2-#-4- T 5% B
A-ER)-%R%E-1-
A)-(5-FHB A
2-vhok 4 - K
A)-F B

1-(2-R-4-F Bse A - K
E)-vkffo 5-FARBLA
2-°Gok-4- K- K TR

526.2

143

539.6

(5- TARBEA-2-7G

#-4-4-FEK)-(4-

(2-#-4-F AR BEX-
FR)-%E-1-K]-
¥ &)

1-Q2-f-4-F BB A - K
XE)-skg e 5-TARBLE
-2-Gyohk-4- K- K T 8

540.3

144

553.7

[4-(2- -4 T Bk
A-EE)k%-1-
AJ-[2-"Gokk-4-5
-5-(A-2-5 B
R)-XK)-F 8

1-Q2- F-4- P B A - X
)%k 2-rGok-4-
-S-(ABL-2-A Bk )- K

¥ B

554.2

145

540.6

3-[4-(2-Bd-F 51
B -EE)-Tk%R
-1-HK)-N-F &
-4-"Bak-4- 2 - F %

Bk

1-(2-F-4- F A B A - X
)k 5-F KB
Bt -2-"Gok-4- K- P
B

541.2

[0874]
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No. 22O MW AR Ak MW
% RME
(MH)
146 ()| 5547 [N- 2 e 3-[4-2- B [1-2- Bcd- TR BEA £ | 5552 |
AT e ama R Rk 5L ARk
L el -1 K4 (BEA-2-Dokd- K- KT
rhohk-4- 5 - KA Bt |8
&
147 % 4706 4-[4-(5-THBLA 2-R-4-RE-1-E-FH | 471.2
/Q/ OJ\E?O -2-7be835-1-2-K (Org. Proc. Res. Dev.
o FEt)-skE-1- (1999, 460)F 5-TEAR
AJ2-R-FHE [R-2-wmbed b1 AR T
BE
148 N j{; 499.6 [3-[4-(4-FIK-3- A 2- B-d-%%-1- K -F B | 500.2
/@”\) Lo KE)-skH-1-H (Org. Proc. Res. Dev.
"o e AIN-FAE4- 1999, 460)FF7AEK
Pt -1- K- AR | R 2-rb Bl 1- 2
Bk A E i
149 [Zj 472.5 2- R-d-[4-(5-F 7% |2-P-4-%%-1-K-F | 473.1
) Bt -2-"Gok-4- - (Org. Proc. Res. Dev.
//Q T EFBLR)-%E-1-1999, 460)Fw 5-TF 25k
0 A]-F A A2-Dok-4- K- KT R
150 () |486.6 [4-[4-5-TABE |2-Fod-thB-1-R 28 | 4873
'Y -2-"Gok-4- K- K F |(Org. Proc. Res. Dev.
//)i? BEA)-%kE-1-4] 1999, 460)Fe 5-TAkBk
-2-#-F A-2-ok-4- K- R TR

[0875]
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MW

Rt

AL A6

MW
£ AE
(MH)

151

500.6

2-F-4-{4-[2-"G ok
-4- R -5-(ABE-2-5%
B )- K F LA
%g-1-23-F B

2-Fl-4-7% % -1- K- F B
(Org. Proc. Res. Dev.
1999, 460)F= 2-"Gopk-4-
A5 (BR-2-FRBLR)-
e

501.2

152

487.6

3-[4-(4-FK-3- R
FR)IRE-1-HK
AIN-F X-4-°5
R-4- 3 - F R Bh

2-F-4-K % -1- KT
(Org. Proc. Res. Dev.
1999, 460)F= 5-F X R
ARBLA-2-"Gok-4- - K
bl 3

488.2

153

501.6

3-[4-(4-FHK-3- -
FE)RB-1-¥K
E-N-T A4
ohk-4- 2 - R AR B S

2-R-4-%%-1- - F R
(Org. Proc. Res. Dev.
1999, 460)Fe 5-TEK
AR B -2-"Gobk-4- 2L K
il

502.2

154

515.6

3-[4-(4-FRHE-3- R
FR)-kE-1-5K
AK]-N-F A K4
"B opk-4- K - F AR B
P

2-R-4-%B-1-A2-F Ak
(Org. Proc. Res. Dev.
1999, 460)F=AE R
AR B -2-"Gok-1- - K
il

516.2

155

527.6

3-[4-(4-FRE-3-#-
FA)-%hH-1-5K
EI-N-ZKALTFE
-4-"Gnk-4- K - R
B

2-B-4-7%%-1- - F
(Org. Proc. Res. Dev.
1999, 460)%= 5-GR AKX
- RABLR)-2-"09k
4-E-XKT8g

528.2

[0876]
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No.| ##MX MW EER 4 A AW MW

5% A
_ (MH)
156 (J(527.6 [2- Fi-d-{4-[2-"Bokk [2-Fi-d-B-1-2- 0K | 528.2
Oj\© -4-2K.-5-(lt & 50-1-/(Org. Proc. Res. Dev.
/Q {7 FBBA)-ETEL (1999, 460)F 2-"Gosk-4-
K]-%kB-1-2)-F | K-5-(HrB 4-1-5R B
i} 2)-EXFR

157 . j\é_g 509.6 |[5-(FIR-2- B (1--=RFE-EE)- | 5102
FX@(V be R)-2-wbek -1 (R (B W 4 o 5-(&

o o EE)[4-(d-E R (R-2-AR B )2
FE-XH k% -1-K-KFR
-1-%]-F &

158 o & 1510.6 |N- T Rh-4-tbob 5 [1-(4-Z BLFE-EH)- | 5113
pg S R STV PR Y
e FA-KE)%E | RABA 2B H-1-

-1-HA - FH B A KT R

159 A 0 |524.6 [N-F 7 Aotk 1-4-ZRFR-FK)- | 5253
ngﬁj B-1-K-3-[4-(4-Z (A (B M) Fe R AR
S TR KRR | RAABA 21

 SEFIR TS S
2 3

160 (:) 525.6 |[2-"Goh-4- K -5-(A|1-@-Z R FE-EEK)- | 526.2
Ps B2 BA)-K R (E R ) 2Tk
X©/ oo A [4-@-ZRT |-4-E-5-(Fr-2-5Bk

A EE)%kE-1- (B)-XTig
Al-F &

[0877]
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No.| ##AX MW Ruirt AW MW
5 MAE
(MH")
161 () 1540.6 [N-F A £-a-Dobk [1-(4-Z BT R-EK)- | 5413
X@VQL@ 4R34 2 B B (W ) B R
AR LE S R/ S B o F SR S
| 1A AR X TR
162 O | 568.6|[5-(BMA4-BBE  [1-4-Z BT R-EL) | 569.3
XOQJTE; E)-2-"Gok4-%-  |[REFB BT 5-(B
‘ O FE]-[(4-@-Z R |h-4-RBEK)-2-"G5k-4-
FA-RE)-%kE A-XTR
-1-%]-F 8
163 F mié 487.6 |1-{4-[4-(5- 5B [1-(3- R-4-%%-1-38-K | 488.2
. Y@N ne 2ok 13- | ) (T M #Y) A 5-
° “ AP BbR)-TRkE-1-| A RFBLE -2
RA)3-F-FR)-T B-1-E- X TR
B
164 F moQ 501.6 [1-G-R-4-{4-[5- [1-(3-R-4-7kE-1-2-K| 502.2
. Yﬁjdk? (FS-2-ABE ) | 2)- T 8(R M 49)Fo
’ . 2-wbeBdt-1- R - K (S (B B2 B )21
FELE]-RE-1- [BR-1- AR TR
A}-EE)- T
165 F N{S 513.6 |1-{4-[4-(5-FR A A& |1-3-A-4-%kE-1-£-K | 514.3
Uend . FAABLAL- 2 | K)- L E(H M8 F 5-
1A X8 | RARATHABE2-®
X)-%k-1-K)-3- [BR-4-E-ETR
f-EE-LW
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No.| #M#MX MW Auw s AL I MW
% AME
(MH"
166 . 1&3 501.6 |1-(3- F-4-{4-[5- |1-3-R-4-"k%E-1-%-%K| 502.2
. Y@"d (RR-1-BBA) | K)- TR M4 Fe
° 0 -2-vheB T -1- K- K | 5- (A B-1- Br L )-2-7ib
THA]-%E-1- B E TR
A-FH)-TH
167 & |s16.6 3-[4-4-TBeK-2- |1-(3-A-4-%%-1-K-K| 517.3
pgiﬂé R R)RAge1- | R)-T (B R )F R
g % EAIN-FAR |AARSBA -
4B -1 K -1 R - KT R
AR BLAE
168 () 1517.6[1-3-Fd-{4-[2-B |1-G-Fud- B 1-£- K| 5183
) p@*@ oot S22 ) L R ) o
R e BBLE)- R T8 [5-(RR-2-BBLE)2-D
A-TR#-1-38-K R-1- K- KT8
A)-TH
169 15206 1-(4-[4-G5-FF B & |1-G-FdhB1- 2% | 5301
. Yﬁjgﬁ PR 2D |- 2T M #9)a 5.
° v AEETBA). [FALTHBRE 2D
hR-1-K]-3-R- |HRA4-R-RKTR
XX)-LW
170 () |517.6 1-G- Berd- (-2 [1-G-Fnd-RB1- 2K | 518.3
) #@Q Q oed- 2 -5- (A R-1- ) B (R 1 ) e
) C BB E)-KTBL  |5-(RA-1-3BuE)-2-"5
Al-RE-1-8-K |-1-R-XFR
X)-TH

[0879]
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No.

MW

Rowt

Rdb

MW
£ RME
(MH)

171

518.6

3-[4-(4- LB A -2-
- Rk %-1-
HAKIN-T54-
"Bopk-4- 5 - F A BL
23

1-(3- R-4-7%-1- - K
2R)- TER(H By &) A= 5-
A RAR B -2-"G ok
-4-F-K TR

519.2

172

532.6

3-[4-(4-TBEAK-2-
B-ER)-R%-1-
BA-N-F AL
-4-Gok-4- X - K o
3

1-(3-F-d-TR-1- K- K
R)-TW(FH B ) F
# 2 R B -2-"Dok
-1-R-KF R

533.2

173

544.7

3-[4-(4- T BEIK-2-

B-ER)-rkk-1-

HEAI-N-ZFAXTF
E-4-Gok-4- KX
AR BLAE

1-(3-F-4-E-1- - X
A)- LER(FH Wy 4 Fe
5-GRAR T R-R A8t
A)-2-Gak-4- K- KT
AR

545.2

174

469.5

1-(4-{4-12-(4-F £
kg-1-1)-5-F%
E-FFBA]-%
%-1-4)-X5)-C
AR

1-{3- f\-4-[4-2- B-5-7%
AR T BAR)-%R%-1-
A]-XR)-TEA1-9
Aok

471.2

175

470.5

1-(3-#-4-{4-[2-(3-
2R T AL
-1-3)-5-A K
T bR )-skR-1-

A} ¥4)-2#

1-{3-B-4-[4-2- R-5-7%
AT B A)-%%-1-
A-EA)-TERFsl
g -3- - BE

472.1
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No.| ##MX MW LR R ALHE MW
e Pk
(MH")
176| mw&& 442.5 |1-{3-B-d-[4-(2-3 [1-{3-F-4-[4-(2-Bi-5-78| 443.1
o e *(; SETEER I E LI P IR T RE
) AT BE) %R 1 ] - TWRAR-T
El-EE-Lwm |&
177 0 ]428.5 |[4-Q- et T R-K|1--Brd-TR-KE)- | 4202
ﬁjQ )k %-1-R]-Q2- [TRF A 2-Bof4- -5
He "% wlopk-4- -5 A5 - | PH AR - T BRAR
FE)-FR
178 (:3 487.5 |2-"Bok-4-K-5-719 |(5-RIAE-2-"Duk-4- 2 -FK| 488.2
e ol AR E)- 4 B4 ZRT AR
XC( 0 @-Z R F A L) R)kp-1-£-F &
-%%-1-38]-F &
179 ) |504.6 3-[4-(4-TBEE 2- [3-[4-4-TBLE2-F-XK| 503.1
Ha Y@OI@ A K )-TB1- | R)kB-1- 50K 4-R
Mo HAE]-N-F K4 |-N-FR-EoBt g
"Dopk-4- 35 - K BB |k
B
180 ) 1518.6 3-(4-(4- TBE K2 [3-[4-(4-TBEE 2-F-K | 5192
. Y@Oﬁ? R )-RR-1- (B)-RE-1-HE]-4-R
! e BAE]-NN-ZF £ -N,N-=F A - F AR B
A-sBo-d- 3 F Ak [Far ok
B
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5 A
(MH")
181 0 4545 3-(4-(4-TBE 2 [3-[4-(4- T B2 B K | 4552
LU0 | R (B R
O N S PR W I L 1T )
-K P BB
182 O 468.5 |3-[4-(4- T BEX -2- 3-[4-4-TBEE-2-F-K| 469.3
. Y@Qk?ﬁ F-FRH)-F-1- | B)-RE-1-HA]-4-5
’ HEN-F X-4- oh-4- K- KT AT B
"Bopk-4- 3 - K F Bt
et
183 O 4826 3-1-(4-TBE 2 Ba-(4-TBE2FE| 4832
. ij@i(;% BTN SEEIR TRET I
° = PELNN-—F 4 hg- R XFHf—F
-4-"Goif-4- - K T\
[
184 () 4989 |[4-2-Bcd-ZRF [1-2-Fed-Z AT A | 4992
X@Q E-RE) kR | B)vkk A 2-Dk4- 4
A1 DhkA-R SRR XTRE
-S-FEA-EK)-F
&
185 @ 480.4 |(2-"Bok-4-2-5-7% [1-4-Z R F RE-X | 481.2
g @(Oi@ ERE) U2 By ok A 2Boa
; A7 RA-ER) |SAEXTHRA
okog-1-2]- F &
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No.| ##HX MW RUH L AW MW
5% 4A
(MH")
186 ) [:3 489.5 [2-[4-(2-"Bok-4- & 2-%E-1-E-5-Z R TF | 490.2
! Oiﬂb SRR ETE | R TR 2oka K
: ol Ry R 1AL SRR TR
0 ZRFEFH
187 () 14745 |[4-(4- TR SRR K [1-(4- P BRE-£H)- | 475
. @r@ A)IhoE1-A Q- [Tk A 2D kg5
o "Dobk-4- 35 -5- A K- | A AKX T BLR
F3)-F &
188 . E:J 482.4 |[4-C-R-4-Z A F 1-3-A4-Z KT E-X | 483.2
) XA %A1 | B) kg 2ok 44
X\Q o KJ-Q-"Bok-4-%  |-5-AA-KXTFBEE
-S5-FER-ER)-F
&
189 ()| 438.5 [1-{4-[4-(2-"Bked- [1-{4-[4-Q2- B-5-P KK 4393
T FER IS SLALLE ST SE B
W@ 2)-sk-1-R)-K | R)- T B ALk
A3-THW
190 ) [:] 414.4 |[4-Q-R-F )%k |Q-F-5-AA-FXK)- | 415.2
L H-1-K)-Q2-%o%  |[4-Q-A-EH)-%%-1-
ﬁj % 4-R-5-AE-E(K]-F BFDek
$)-78
191 ) | 396.4 |2 mobh-a- 2557 |(2- oS- AR K )4 | 397.3
Q*@ ARE)- @R A [RAKA1-K)- T8
O 5| k) Tm aema
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No.| &#MX |MW Roh L A4 MW
5% ME
(MH")
192 014309 [14-(-B-FA) K 2Botkoa- A5 PEK | 4492
9 %-1-K]-2-"G% | FBRA 4-R-EE %
CIQ "% -4-K-5-RE-K 1k
£)-F ¥
193 ® 504.6 |N-{3-[4-(4- T Bt |1-{4-[4-(5-RF-2-"Gok | 505.3
) Y@“@ 2-R-RR) KA | 4-A-KTBE)RE
- -1-3 A J-4-"Bopk-4--1- A -3- - KA - LA
E-EA-FRB |Fo THRBRA
i3
194 Q 453.5|1-{4-[4-(5- TBEE |1-{4-[4-(5-32-2-"B9k-4-| 454.2
H, W@Q Pl Rk R AR P BE) A1
! o BE)-kE-1-R] | K]-3-A-F K- RA
B-f-FER)-TE (ZTEQ-ZERATH
2%
195 e 457.6 |1-{3-#\-4-[4-(5-F |5-F #ih-2-"Gok-4- - | 458.2
) Y@Q : B2 T B 1-(3-Rdok
° - R FBL)- 1% 1-K-KE)- 25
A]-EA}-TH
196 () 4365 3-[4-(4- T2 3-[4-4-TBERA-2-F-XK | 4372
i Y@Q%D F- )R 1o (R)-TRE-1- 5k )43
R : B4 o4 | F R Foolsk
FH
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% RME
_ (MH")
197 ) 1489.6 |1-(3-Rrd-[4-(5-F |1-{4-[4-2-F-5-F BBt | 490.2
c Y@OJWQE BER 2 BoHA- | KK T L) Sl
! T E-RTRA) R ([E]3-A-KA)-C@f
%-1-K]-FK)-T |Gk
A
198 ) 14906 [3-14-(4- T B K 2- 3-[d-(4-TBEE2-B-% | 4894
chﬁ? T TSNP R TINE |
! " B R )-4-"G k-4 K | FAR B Aok
- AR B
199 . EZJ 477.5 |1-{3- F-4-[4-(5-2K |1-{4-[4-(5-3& -2-"%k-4-| 478.4
c Y@Okﬁi o 1R -2-ohk-4- | KK T B )k H-1-
o & E-RFBA)-R (K]3-A-KE-LWp
%-1-K]-EXK}-T k=
&
200 ] [:] 432.4|[4-24-=R-FK  2-"Bok-d-Rh-5- K- | 4334
Jﬁjg E)-hd-1-R]-2-| T oAM= 1-24-= AKX
. oS Gopk-4-K-5-FH K- | X )-Tk%
FE)-TF B
201 O | 4489 |[4-Q-FA-B . [2oBobod- 2 S AHEK | 4492
b@ £)-hk-1-R]-2-| T BLEA 1-Q-F4- R
- "o Dok-4-K-5-F - R K)-k%
XE)-F W
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No.| &##HX MW AL A MW
o ¥ 1
_ (MH")
202 () 5-F Bt E-2-"0  [Phokfe(2-R-5-FARBL | 497.5
S RRD (B F R 2R
cr L (“-Z R PR AR )-skok-1-4] F
%%-1-K]-F&8 |8
203 O 53 2-(5- F AR B |Gk Fo(2-B1-5-FAABL | 512.3
P e e = ST
A £)3-FE4-4- |ZRATEA-ER) %%
ZRFTE-EL) AT
%k2-1-%]-F &
204 CHaoCZJ S 3 Be-(5-F ARBL |51 K At-4-(5-F AABEA | 512.3
QNJ t@o A2k 4R K 2Dk 4- KK T i
oH, H)-[2-F K-4-(4- | FK)-3-FE%%E-1-F
ZRFE-ER)- BRR-TEMZATRK,
hE-1-K]-FoH |REE1-B-4-Z/F
A-XK

[0886]
[0887]
[0888]

[0889]
[0890]
[0891]

S 205

4[4~ (2~ N 4~ 35 —5- FE - 2K FPIEIE ) - URE -1- 2 1- ST T
2 MRS 46 R T57%%,  4- WRIGE —1- 2% - KFIR T fiE (CAS :86620-18-0)
2- W —4- 35 —5- RHEE - A TR (SEHB0 B) BIAARIAL A CHCE :16%, NS (n/o) -
497. 3(M+H, 100% ) »

S f51) BU

ANETE —2- (3— FRFE AL — bk —1- FL ) -5 FIRIEEL - KR
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<::]//\13
u
Z

0]

o= o)

[0892]  J4MH Ak 5 FRMATEIE —2— MEME e —1- 55 - ZRFIR (SEHER] Y) BTl Jiik, i
2- G —5- PRI — K F R AN AN E — MEms ot —3— 2k — AR b 4k &4 91 HAS 31 39 %
(I . MS (m/e) :298. 1 (M-H,100% ) o

[0893]  sLjiifs] BV

[0894]  5- HITEMEIE —2— WkhE —1- 5 - KR

[0895]

O N

—
Il

HO

0=§=0

[0896] 4% & pk 5- FMANEIE —2- MEME ot —1- 2% - KR (SR Y) BTk i 7 v,
H 2- & -5- A EEAE - 28 R AR IE & Bbn Ak &4 3 HAZ 2 78 % e #. MS(m/e) -
282. 0 (M-H'100% ) .

[0897] syt BW

[0898]  ARHHE —2- (3— F&Hk — WRHE —1- 3 ) —5— FFRAMEIL - ZRHR

[0899]
HO
)

Q N

HO

o=T=o

[0900]  J%HE A fl 5— FMANEIE —2— nEMS e —1- 28 - KA IR (e Y) FTisd v 77v%, H
2- 5 —5— AL — 2K FF R RN A e —3— F2 2 — WRWE & Riebs @4k & 3F HAS B 9 % IR
MS (m/e) :298. 1 (M-H 100% ),

[0901]  Sjfs] BX

[0902]  AMHTE —2- (3— FRFEF I — kst —1- 55 ) -5 LML - R R

[0903]
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[0904] 4 ME A 5 FRAEEIE —2- MERE e —1- 36 - REIR (SEHER] S) h pr ik i v,
H 2- & —5- S RUBAIESE - K R AN e — b be —3- 2% - A ubr L &9 A
1531 25% K. MS(m/e) :313.0 MH (100% ) »

[0905]  SJtifs] BY

[0906]  5- FAZEZMANEIE —2- WRiE —1- 5 - XK

[0907]

o=?=o
[0908]  #ZHEA Rk 5~ FAMEIL —2- ks pe —1- 2% - ZRFER (SLhEfe] S) Hh b i vk,
i 2- & —5— PRI EE - 2K R AR IS & ﬁlzﬁ i3 HAg 3] 48 % e . MS (m/
e) :297.4 MH (100% ) .

[0909]  SLjitfs] BZ
[0910]  AFHBE —2- (3- F25E — WRIE —1- 3% ) —5— FIE N IEIE — 25 IR

[0911]
HO
1®

0] N

HO
0=5=0

[0912]  #%MEA A 5 FTEIEAE —2- MEms ot —1- 2% - KR (SEHtf] S) H AT iy 5 v, |
2- & —5— FRGREEIE — 2K PR FIANH BE —3- 3k - URIE & iobs itk &4 0F HA33) 15%
FIBC% . MS(m/e) :312. 9 (MH 100% ) .
[0913]  SEjififsl CA

[0914]  2- kMg EE —1- Fk -5 E I IE -
[0915]



CN 1874777 B w BB P 101/132 T
[o916]  J%HE A Ak 5- FWANEIE —2- MEPS e —1- 2 - KA IR (L) S) T ETHIR I 7%,
12— 50 -5 Z AR RE - 28 R (CAS :97-04-1 ;Basu ;D—G. ;J. Indian Chem. Soc. ;16 ;1939 ;
100, 106) FL L mbr @ik S99 HAS 3] 19% i, MS(m/e) :269. 4 MH 100% ) .
[0917]  SEZJtafs CB

[0918]  2— NEpk —4- Jk —5- ZURAMEIL - 2R R

[0919]
)
OH I:Nj

0

O—‘:?:O
NH,

[0920]  J%HE A fl 5- FANEIE —2— mEMS e —1- 28 - KA IR (SLHER) S) HETHIIA I 7%,
12— 50 -5 ZU AR RE - ZE R (CAS :97-04-1 ;Basu ;D—G. ;J. Indian Chem. Soc. ;16 ;1939 ;
100, 106) FIMIEA Bibr @4k &4 35 HA5 3 85 % %, MS(m/e) :285. 1 (MH 100% ) »
[0921]  FfR STt 123 WG prh B iR i 757, FRAT AL FWRIERT AL A L e i
W, AFESR 2 TP IS 206279,
[0922] &2
[0923]
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No.

MW

Rawt

2L

MW
5k AE
(MH)

206

438.5

4-[4-(5-F A B IK-2-
b dt-1- 2K F Bt
E)-kdk-1-K)-F

4-%%F-1- K- F i (H
) 849)Fe 5-F AR BRI -2-
e bt-1- K- K F R
(741 Y)

439.3

207

456.5

3- Fl-4-[4-(5-F # B
H2-oheBaR-1- 2 -
X BL)-%%-1-
AT

3- R4 %-1- K- F R
(WO09625414)Fa 5-F
A 2R -1- R
-EFBR(FEHAH Y)

457.3

208

499.5

[4-2-R-4-Z BT A
-FR)-k%-1-K)-
(5- F AR -2-wbok
B-1-A- K R)-F &

1-Q-F-4-Z R FE-XK
R)-skR (LA H)Fe
5-F B -2-vtheb b,
-1-R-K T BR (4
Y)

500.2

209

499.5

[4-3-R-d-= AT £
-EHR)-R-1-
AJ-(5- T ARBEA-2-
Peibt-1- 2 - K-
il

1-(3-R-d-Z R F A-K
#)-9k5 (3£ 34) BC)
Fo 5-F ARBLI-2-7L%
o-1-R- KT BR(EH%
#1 Y)

500.2

210

503.6

913K 3%-1-(3- F-4-
{4-2-G-FAF X
ek bt-1-4)-5-F
AR T BLK]-
hR-1-K3-XK)-T

BF)

1-(3- f-4-k e -1-% -
FK)-TE (WO
9714690)F= 5 i 3%
2-(3-2 K F A -rthed
$-1-35)-5- F B k-

AP BR (%44 BU)

504.2

[0924]
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No.

MW

AL

AAe W

MW
% AUE
(MH)

211

oS

e

H
N

0=$=0

|

486.6

ot i 3% -3- f-4-{4-

[2-3-# K F A1k

B t-1-2)-5-F &%

BEAR- R T B %
%-1-K)-F

3-F-4-kB-1-5-F
(WO09625414)F= 51K
#-2-(3-F R T R
%5t-1-2)-5- F A
A-RF R (LAY
BU)

487.3

212

511.6

ShIKAR-[2-(3- A

B Xt -1-
X)-5-FARB AR
AJ-[4-4-Z BT -
FH)-kE-1-X]-F
Al

1-(4-Z R F R-EA)-
kg (B W 4 For 9 K
38-2-(3-#2 5 F Ak
Bdt-1-2)-5-F A Bt
A- KT B (FEHAS
BU)

5124

213 | Q*@

529.6

S ¥ 3%-[4-(2- f-d-
ZRTFE-EL-%R
%-1-%]-[2-G-B 4
P LS A
X)-5-FRBtA-X
AT 5

1-2-Re4-Z T R-K
A%k (K AES] HFfe
ShiKAR-2-3-BATA
-rte g1 K)-5- F A%
BhA - KT BR (KA
BU)

530.1

214

529.6

st ¥ #%-[4-(3- F-d-
ZRFEAFH-R
%-1-A]-2-G-£ 4%
Aol -1-
A)-5-F B A-X

A-F &

1-G-F-d-Z R F AKX
R)-%k#(£#EH) BC)
Fashif-2-3-B LT
Eoubekr-1-2K)-5-§
ARBLA- R TR (%

#| BU)

530.1
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No.

Rt

ALEE

MW
% RUE
(MH")

215

452.6

4-[4-(5-F BB X -2-
PRoE-1- K- K F BL
K)-%k%-1-K]-F A

4-%F-1- K- F (K
W ) A 5~ BB A2
R -1- 2K T BR (5
#4] BV)

453.2

216

470.6

3- B-4-[4-(5- T 7Bk
F-2keg-1-X-X
B R )-vkE-1-K -
TR

3-F-4-%F-1- K-
(W09625414)F 5-F
ARBLIE -2k -1-4 -
X ¥ BR(E#4) BY)

471.3

217

470.6

2- R-4-[4-(5- T B BL
E-2-kee-1-4-X
T B R)-%kB-1-K -
¥

2-R-d4-%R-1- - F M
(WO 9808835)%= 5-F
FRBI 27K -1- K-
AT B (L4 BY)

471.3

218

495.6

(5-F BB A -2-9k R
-1--EH)-[4-(4-=
AT R-EE)-%%
-1-X]- ¥ &

1-(4-Z R F E-EK)-
TRB(F I 89) e 5-F
AR B A -2k -1- -
KT B (EH-H] BY)

496.3

219

513.6

[4-2-R-4-ZRTF A
-FR)-%kE-1-
K]-(5-F s BLA-2-
sRo-1-K-FK)-F
&

1-Q-FB4-Z A FA-XK
)-SR (RS H)fe
5- 9 AL A -2-k R -1-
K- T RR(EHp

BY)

5143

[0926]
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No.

MW

Raarit

kL

MW
= AME
(MH)

220

513.6

[4-(3-Fd-Z T X
- R)-kE-1-K)-
(5-FABLA 27T
-1-A5-FK)-F B

1-G-R4-ZRFAX
)% (534 BO)
Fo 5. F BB 2R
1K T B (L84
BV)

5143

221

523.6

[4-(2- R-a-F AR BLA
-FE)-kE-1-K]-
(5-F B BEE-2-%%E
-1--FK)- T &

1-2-f-4- F AR B A - K
)% (W M ig)Fe 5-
VABLA-2-R-1-A
- AP BR(E#H4] BY)

524.3

222

468.6

91 9K 3% -4-{4-[2-(3-
# R -koZ-1-%)-5-
TaRBLA- KT B
A]-%kE-1-A)-F M

4k %-1-X-F (A
W &) Fe 91 0 3% -2-(3-
2R -kot-1-%)-5-F
BB KT B (F %
5] BW)

469.2

223

486.6

o 3K 2% -3- R-4-{4-
[2-(3-F2 K -RIZ-1-
R)-5-FABr k-
Bk R-1-A )
FH

3-F-4-%-1- - F
(W09625414) =9} 3
3%-2-(3-#2 K -KoZ-1-
A)-5-F B A- KT
BR(5:7&45) BW)

487.3

224

486.6

SR E-2- B-4-4-
[2-(3-& Z&-%kE-1-
R)-s-Farmik-K
FBLE]-TkR-1-K)-

A

2-R-4-%%-1-5-F
(WO 9808835)F= ¥
72-2-(3-F# K -9K"Z-1-
A)-5-F B A- KT

B (L7645 BW)

4873

[0927]
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[0057] % M St 491) 202 534 14 7 3, 3,4 R -N- R -5-[4-(4- = U - R
B ) - WRME —1- BRIL 1- ZEREMEIE ( SZH] CC) R bk ikl 45 br AL A4, 15 BIbR AL S K
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TEEIIEY, MS (m/e) :531. 1 (M+H, 100% ) o

[0958]  SLjififs] 282

[0959]  2- 4 —N— AL —4— Moupk —4— & —3-[4- (4- =F I - K5 ) - RME —1- Bk - %
ek P iz

[0960] 4% S it 11 202 53K (19 75 32, 1 2,4- 9 -N- L -3-[4-(4- = P 3 -
B ) - WRME —1- BRI 1 ZREEEEIL (SER) CD) AN bk 45 bR AL A4, 159 3 6 G AR b
WALE), MS (n/e) :529. 3 (M+H, 100% ) .

[o961]  SLJifs] CE

[0962]  2,3- R —4- WRFE —1- & - T M R

[0963]
F '/\NH ]
beadien
F %
Z

N
[0964] (a)4-(4-FHL -2,3~ R — RFL ) — WRHE —1- RS — T8
[0965] o] N-Boc— WkFZE (0. 65g) [¥) DMA (20mL) ¥ PRI M 2, 3,4- =% (0. 49g)
() DMA (10mL) ¥V o 4 R ARG YITE 80°C T Hid: 2 /NI o AR5 FLASBR Z¥ ) F i@ i A (i
4l (Si0,) 2R EY, b B EE A (0. 76g) .
[0966] (b)2,3— M —4- WEME —1- i - FIE=F L/t
[0967] [ 4—(4— FIE -2, 3— 9 — AL ) — WRIE —1- IR - THE (0. 72g) & Fhi
(5mL) A AN =3 SRR IFHG | NR A WTE B N HiFE 30 2080 2R )5 L8k 4 VIR G
WS BBR AL S (0. 63g) o MS(m/e) :224. 3(M+H', 100% ) .
[o968]  SLjiifsl] CF
[0969]  2,5— g —4- WERE —1- % - g = LMtk
[0970]

[0971] KAl TSz f] CE, FH 2,4,5— = 5 )15 il £ S Wi 5] CF. MS(m/e) :224. 3 (M+IT,
100% )

[0972]  sEjfs] CG

[0973]  3,5- 5 —4- WRFE —1- & - W =R B

[0974]

[0975]  RMBLFAL&4 CE, H 3,4,5- = H F B #5140 &9 CGo MS(m/e) :224. 1 (M+H,
100% ) »
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[o976]  SEjfiifs) CH
[0977]  2,6— 4 —4- WRME —1- 3 - FEE =R oM Eh

[0978]
o

F

NH %LOH
F N\\/J Fr

N ;

F

[0979]  ZRAL T AL &4 CE, H 2,4,6- = %Il % 1L &4 CHo MS(m/e) :224. 1 (M,
100% ) o

[0980]  sEjfsl CI

[0981]  4-WRkME —1- 3 —6- = Ji 2L - weng = oM th

[0982]

[0983] BT 4LA4 CE, A 4- & —6- — 5 & — WEng [37552-81-1] il &b &4 Cl
MS (m/e) :233. 1 (M+H") »

[0984]  SEjiifs] CJ

[0985]  2- WRME —1- & —5— —J I — meng

[0986]

(\NH
l NTN\)
F =

F
F

[0987]  (a) 2—(4— FJE — WRME —1- FL ) -5 — 35 L — W

[o9g8] ] - — A E AL 2- "R P E-HHANXNE)-ZFE-HANLDY
([176214-18-91,0. 60g) ¥ £ i (10mL) ¥ ¥ * o A 4= 5 2 - WR iR —1- FF ik £h B8 #h
([7773-69-5],0. 66g) F1 = ZJi& (0. 87mL) FF¥ X NIR-GWIE =R T HiHE 3 /Mt R J5H
A NS W) I A AR AL AR BIPR AL S, i s B A (0. 79g) o MS(m/e) -
323. 4 (M+H) .

[0989]  (b)2— WRME —1- L —5— — R AL — mEpg

[0990] [} 2—(4— WIE - WRMR —1- 2 ) -5 = Ik — mEmE (0. 63g) 19 B N A
8 —C(Degussa E10IN ;5% ) FF¥ R MIRAYITE 60°C AT Tk, AREHRNIEEY
7 2 R, PR T B A B 2R, 15 2GR bR S (0. 418) « MS(w/e) -
233. 1(M+H) »

[0991]  FfRSLHtf 123 G pirh B iR i 777, FIRAT L FWRIERT A=A L e R
V), AFEER 3 TP SL s 283-289.

[0992] £ 3

[0993]
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121/132 1T

No.

MW

E R A

AL

MW
g aME
(MH)

283

490.528

2,3-= fi-4-[4-(5-
W AR BL AR -2-" ok
-4- K- K FBLKL)-
shg-1-K)-F A

2,3-= f-4-9k%-1- K-
¥R ERS
# CE)f= 5-F5iBtik
2-"Hok-4- K- KT R
(5:74] AG)

491.1

284

490.528

2,5-= $-4-[4-(5-
T BB A -2-" ok
4-F-KFB)-
%%-1-K]-F

2,5- = f-4-%B-1- 5 -
¥R CBENS
% CPh# 5-Fasi
2-"Gobk-4- A - KT B
(E#H] AG)

491.1

285

490.528

3,5-= fi-4-[4-(5-
AR B A -2-"Dok
-4-K-F T BeAL)-
kg1 - F b

3,5-= R-4-v % -1- K-
FHE = RTBR (S
# CG)An 5-F #iBLA
2-"Gok-4- K- K T B
(k%48 AG)

491.1

[0994]
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W B P

122/132 11

No. -1

MW

Ryt

LA

MW
3 A\ 4E
(MH")

286

490.528

2,6-= f.-4-[4-(5-
T Ak A -2 - ok
-4- K- X T BLE)-
%-1-K]-F

2,6-= f-4-9% % -1- -
FHE=Z R OBk (4
4 CH)#= 5-FABtA
2-"Gok-4- K- K T B
(53641 AG)

508.4

(M+NH,")

2 F
87 F%EK '

499.51

(5-F AR B 275
W45 - H)-
[4-2-= A F &
R -4-K)-%%
-1-K-F &

4-%E-1- KX 2-Z /¥
-z = R T#E
(W0030249)w 5-F 5%
Bt -2-"Dok4- - X
¥ BR (LB AG)

5004

2 F
881~

499.51

(5-F B 2"
#h-4- - K)-
[4-(6-= #.F 2
o -4- 25 )-Th %
-1-%)-F #

4-%%-1-K-6- = T
A-Fw = feE
#e#h ChnA= 5-F 5%
B A -2-Hok-4- K- K
¥ B (5 464) AG)

500.3

289 N

499.511

(5-F AR BE K25
Hh-4- - K-
[4-(5-= AT &
o -2-K)-%%
-1-XK]-F 5

2-%%-1-X-5-= AT
A-Er (s ¥ C))
Fo 5-F RBLE 2G5k
-4- - F B (kP

AG)

500.3

[0995]
[0996]
[0997]

[0998]

SEHtE) CK
(2- Mt —5— FIREIEIE — 2535 ) —[4-(4- = P& - 28568 ) - URE —1- 5 1- FIEq

o]

d*@
o

F
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F - ORFL ) - R (R ) S SERER] CKo MS(m/e) :539. 1 (M+H', 100% ) .
[0999]  SEJEf] CL
[1000]  3- G —4-[4-(2- fft —5— FAREEEIE - 28 A IESRE ) — WRMRE —1- 2% 1- 5%

[1001]
Jreas
0=8=0
F |

[1002]  ZRALFsZifsl] 123, f 2- i —5- FFRREESE - K IR ( SZilf BQ) A 3- 4 —4- Uk
i —1- 2 - Rl (W09625414) ]+ SKtifs] CLo MS(m/e) :514. 0 (M+H, 100% )

[1003]  SEjfs] CM

[1004]  [4-(2- G —4— FRABLEE — A58 ) - WRPE —1- 28 1- (2- Wl -5 AP et - 258 ) - |
Hi

[1005]

0
F ‘/\N
NS
Q 0=5=0
3 I

[1006] AL FsEiffs] 123, B 2- -5 FAREIESE - 2K IR (SEHREH] BQ) Ml 1-(2- 3 -4-
TR — L ) - URFE (IR ) 4% SEHE ] CMe MS (m/e) :567. 0 (M+H', 100% ) »

[1007]  SEjfs)] CN

[1008]  [4-(2- 9 —4— —F AL - 2RF8 ) — WRE —1- & ] (2— Wl —5— AL — 2R ) -
il o

[1009]
o

F N

X@“Q ’

i 0=8=0
[1010]  RMLF-sitif) 123, t 2- Ml -5 FfIERS - R IR (SLHER] BQ) F1 1-(2- 9 —4- =
ORI - ORI ) - kR (S H) il 48 SR CNo MS (m/e) :574. 2 (M+NH,", 100% ) »
[1011]  SCjfs] CR
[1012]  (5- ¥R —2— bk —4— & — 2R3 ) -[4-(4- = H P 3L — 808 ) - WRRE —1- &£ - Ff
[1013]

[1014]  SRALT-SEHEY] 46, 1 5- ¥R -2 Rk —4— AL - ZRATEESL (i) BT A 1-(4- =%
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I - 2RE ) - kR (R ) il 28 SEtf CR. MS (m/e) :500. 1 (M+H', 100% ) .

[1015]  SEjEfE) 290

[1016]  (2— KM —1- 5% —5- FIMAIEIE — 43k ) —[4-(4- = H P 3L - 2R3 ) - IRk -1- %5 ] -
i

[1017] 4% IR SEHER] 199 #EA K ik, t (2Tl —5- FRRRIESS - K38 ) -[4- (- =FH A& - %
55 - WRWE —1- 55 - FE (AbE4 CK) RHBK Ml 25 bR il Ak &4 (20 % , ¥R K A [l 44 ) 5 MS (m/
e) :479. 2 (M+H,100% ) »

[1018]  sEjifsl] 291

[1019]  5- FARHMESE —2- (2- FFJE — mRme —1- 0 ) - KA 1-[4-(4- =5 P& - X&) - IR
P —1- 2% 1- F

[1020]  f% MRS fs) 199 FIR () 536, o (2— i —5- FRRRTDRSE - 536 ) - [4- (4- =F L - K
B - WREE —1- 55 - FED (4b-&9 CK) A 2— AL — BRI & A Ak B (10 % IR, 35
L E AR ), MS (m/e) :493. 1 (M+H,100% ) »

[1021]  SEjfs) 292

[1022]  [5- FRAEEIE —2- (4 AR — R —1- 2% ) - R ]-[4-(4- =5 FE - K& ) - Ik
P —1- 2% 1-

[1023] % MR SEEf9) 199 FR ) 53, o (20— —5- FRRRTDESE - K36 ) - [4- (4- =F 3L - 2K
) -WRPE —1- 2% 1- B (ALE4 CK) Fi4— B 3E —1H- BRMe & bR 4 54 (32% B,
44 ), MS (m/e) :493. 4 (M+H, 100% ) .

[1024]  SEjifs) 293

[1025]  [[5—(2- B P2k — WK MR —1- 35 ) —2- bk —4- 3% - 2R3 ]-[4-(4- = P 3k - =
) - WRME -1- 5 ]- FER

[1026]  $2 MR SCtife] 199 FER (K 773, B (5— IR —2—- Wbk —4- 3E - 283 ) -[4-(4- =F F
BRI ) - WRPE -1 55 - HE (AhA ) CR) A 2- BRPZE —1H- KM (CAS :89532-38-7)
il & AR &) (16 % FIBCE, HEFE K ), MS(n/e) :526. 3 (M+H, 100% ) .

[1027]  SEjfs] 294

[1028]  (5— FIMRAIETE —2—-mibmde —1- 2% - R ) —[4-(4- = H P E - 1) -k -1-& ]-F
Hi

[1020] [ iR/ P AHZE N (2— 1 —5- AR IEJE — K38 ) -[4-(4- =5 48 - X5 ) - IR
% -1- & 1- Ml (tb-54 CK,0. 1g,0. 19mmol) \ AL Mk (15mg, 0. 223mmol) B EE 4 (51mg,
0. 37mmo1) - Cul (7mg, 0. 037mmol) v K X -1,2- & EH %% O 1,0. 07mmol) Fl — g 4z
(0. 4ml) o BHRAVAE 120°C R IFETT A 24 /o R NIR-EPIAE 2 =W IF K / =
APLEL RN KEH A PEAERNK. &IFANUE, H Na,S0, T4, diEIF B Rk
B AR PR IAT R B 3 PR Pk / LR LR :0-5%, 19 2R K Ok AR AR
BALEY (19mg,21% ), MS (m/e) :479. 1 (M+H, 100% )

[1030]  SEjfs) 295

[1031]  [5- FRAEEIE —2— (3 AR —mibmk —1- 2% ) - 2R ]-[4-(4- =5 P& - &) - Ik
i —-1- 2% 1-

[1032] 4 MR SIEf9) 204 FER ) 51, i (2— i —5- PR TDRSE - K36 ) - [4- (4- =F 3L - 2K
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BE) - WRME —1- 55 - R (4bA4 CK) A 3 FISEE —1H- mEME )& br AL A4 (15 % 10K, A
1A ), MS (m/e) :493. 5 (M+H, 100% ) .

[10383]  SLjiifs) 296

[1034]  [5- FARMEESE —2- (4- AL — npbmp —1- 3% ) - 283 1-[4-(4- =F 3 - K5 ) - IR
W —1- 5k - F1

[1035] &M Sjlifs) 294 W 1K) 515, H (- —5- AR IE - 2R3 ) - [4- (4- =F P -5
B - WRME —1- 3 1- FET (AbA4 CK) A 4- F3E —1H- sk M & hr UL &) (43 % B,
L E A ), MS (m/e) :493. 1 (M+H,100% ) »

[1036]  SEjfs] 297

[1037]  3— i —4-{4-[5— 9 ik W & —2-(4— A9 2 — oL mk —1— 5 ) - 2F A9 Bk 2 ]- R
i -1- 2 - Wi

[1038] 4% HESZHER] 294 #EIR 1) F57%, B 3- i —4-[4- (2— Tt -5~ FARAIEIE - 2K LSS ) - Uk
2 —1- 36 - 50 (LB CL) 14— 3L —1H- ALl & b5 AL & (20 % R, (i
W), MS (m/e) :468. 3 (M+H, 100% ) o

[1039]  SEjfs] 298

[1040]  [4-(2- % —4- FRRELIE — 2808 ) - WRE —1- 2% 1[5 FIRaltdE —2- (4- 2 - ik
e —1- %) - 2R3 1-

[1041]  f& HE 5 jlE 41 294 #5 & W 5 5, B [4-(- 54— B B WE 2R - R ) - IR
M —1- 2 1-(2- W —5- PRt - 208 ) - AE (Ab-5 4 C) 14— FJE —1H- npb Mk il 28 b
B G (29% R, I EIEIRY) ), MS (n/e) :521. 3 (M+H, 100% ) »

[1042]  SEjfifs) 299

[1043]  [4-(2- % —4- =9 P JE - %08 ) - Rk —1- &% 1-[5- FIRAIESE —2- (4- & - it
e —1- 3 ) — 2R3 ] FRH

[1044] % W& Sl 9 294 5 &R 19 7 v, B [4-@Q- 4 =W P R - KX E)-IR
B —1- 5k ]-(2— Wt —5- MIRRMEEE - 56 ) - Tl (A& CN) A 4- FI3E —1H- ML M) 5 bR
A (30% AR, RER LA 44 ), MS (m/e) :511. 2 (M+H, 100% ) .

[1045]  SCJif5] 300

[1046]  (5- M EESL —2-[1,2,4] =M —1-FE - X I ) -[4-(4- = P - K HE)- Ik
e -1- 2% 1-

[1047] [ R P AHZE N (2— 1 —5- AR IESE — K38 ) -[4-(4- =5 48 - K58 ) - IR
E-1- % ]- FOE (4 & 4 CK,0. 1g,0. 19mmol) < 1,2,4— = M (11mg, 0. 155mmol) .
7% A (71mg, 0. 326mmol) . Cul (7mg,0. 037mmol) . (IR, 2R)— — & Z& 1 3£ ¥ & %E (2. 3mg,
0.015mmo1) F1DMF (Iml) o KHIREWILE 120°C EINEE NI 24 /i . ¥ R BB G A E1 2
IR ) AP R N . KR A PR K . S IEEHUE, ] NaySo, T4,
B A BR B R R A R AT R (3 SRR B / LR &l :0-100%, 15
B IR A AR BRI S (5mg, 6% ), MS (m/e) :480. 4 (M+H, 100% ) .

[1048]  SEjifsl] 301

[1049]  (2-BA T L2 I -5 FRAMESE - 2-308 ) - [4- (4- =3 - ) -WRE -1- & -/
i
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[1050] K (2- fift —5- FIRREE I - 2505 ) -[4-(4- =R P - K )-IRE-1-FL - F
i (ALE4 CK, 0. 05g,0. 09mmol) FIFRT Jiz (0. 1ml) [ FF 5L SRS R AE SO 00 b n 4
(180°C ) 10 73 B4R JG FLAZ WG o TR RIS IRAE LR LBarh, /K PE: IR IR AN T4, 1L 38
Hk4a. HaRWiE S FEEREAL (Si0,,5g, Bikt /EtOAc0-50% ) 13 kR4 54, b A
A (24mg,54% ) o MS(m/e) :482.5(M+H',100% ) .

[1051]  SZjfs] 302

[1052]  [2-( PRUAIE AP 3% - &8 ) -5 AL — % 3E 1-[4-(4- =R P& - 3L ) - Ik
M —1- 2 - N

[1053]  f2 MR SEifs) 301 FIR (1K) 53, oy (2— i —5- FRRRTDESE - 2536 ) - [4- (4- =F FPIL - K
B -WRME —1- 2 1- FET (A& CK) FIRRTA Bt PP il 28 b AL A1) (40 %6 (R, i
KD ) s MS (m/e) :482. 5 (M+H, 100% ) .

[1054]  SCjEfH] 303

[1055] (25 | 2R % -5 FAMEAE - 2R3 ) - [4- (4- = - 2R 5D ) - IRkE —1- &£ - F
i

[1056]  f2 MR SEEf9) 301 FIR () 53, o (2— i —5- FRRRTDRSE - 536 ) - [4- (4- =F P - 2K
B -WRME —1-J 1- FE] (A5 CK) FIS T Re il & An i G4 (49 % e, K A Bk
Y)), NS (m/e) :484.5(M+H, 100% ) .

[1057]  SEjEfe) 304

[1058]  4MHE — (56— FfAMEIE —2- [ (DU — WRm —2- BE AL ) — &0 - R 1 -[4-(4- =
WAL - L) - WRME -1 5 1- R

[1059] 4 MRS 301 FR ) vk, i (2— i —5— PR IRSE — K366 ) - [4- (4- =F 3L - 2K
) - WRIE —1- 55 1- Il (LAY CK) FH DU SR il &5 A5 AL &4 (28 % e ) , MS (m/
e) :512. 4 (M+H,100% ) »

[1060]  SZjfEfs] CO

[1061]  1-(6— =5 FFJ& — nbme —3- 2% ) - WRiE

[1062]

OH

X

F Pz
Frl N
[1063] AL T-SEHtif) H, 65— ¥R —2- =90 JE — mikieE [436799-32-5] Hil& 4540 MS (m/
e) :232. 1 (M+H', 100% ) .
[1064]  SCjtEfs] CP
[1065]  1-(3— 4 —5— =& I - kng —2- 5% ) - WRkik
[1066]
N(\NH

AN

|

F .
N

F

[1067] KAl TSt CE, 1 2,3 — 4 —5— =4 3 — mkmE (EP0104715) #Hl&4LE5W).
MS (m/e) :250. 2(MH", 100% ) »
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[1068]  SEjitafs] CQ
[1069]  1-(6— AL — nibmg —3— 3L ) - WRME
[1070]

[1071]  RAL TS H, B 5 ¥R —2- F A —nbwe (R m) &l &5 4%. MS/e) :
178. 1 (M+H', 100% ) »

[1072]  SEZjifsl CS

[1073]  5- WMk —1- 3& —2- =G 3L — g

[1074]

[1075]  (a)5- & —2- = FE — wng

[1076] 1] 38mmol — i LMKIFI 7T0ml LIEEE A 37.92mmol ((Z) —2—- 5 —-3- AR
T — N X ) - L - BN EUEIR 2 (CAS :291756-76-8) , SR JG A 45. bmmol = £ fi%.
WP O RAE =0 N BRE 5 /NN, ARSI K ] SRR 3 k. & FF BIAE BRI IR
B, ik g A 760mm He R 281 BIbRAAL S5 . MS(m/e) :182.2(M, 100% ) .

[1077]  (b) 4-(2— — 3 I — weme —5- 58 ) - WRME —1- IR - T IS

[1078]  #£0.26mmol 5- % —2- — 3L FFJE — WERE IIANAE 1. 5ml — L ZBEHZ 1 0. 26mmo |
Wi —1- FERAL — T 6 74 e ARG PR OB b, 7E 150°C R 4kt 10 73 Bhe W45 X
NAIRAW G, ik i stk aih (S102, BEkt /EtOAc) 153 BIFR AL &) MS(m/e) :
333. 2(M+H', 100% ) -

[1079]1  (c)5- WRFE —1- 3L —2— = EL — meng

[1080]  ZRALTFSLHER] H, th 4-(2— =GR A 2L — WEmE —5- 2% ) — WRIE —1- FERBUT MEH &A%
k&Y. MS(m/e) :233. 0 (M+H', 100% ) .

[1081]  SCjtEfs] CT

[1082]  3- WM —1- %k —6— — 3 AL — mAlE

[1083]

[1084]  RLFSLHE] CS(b—c), H 3— 5 —6— —% I — MkME (CAS :258506-68-2) il 2545
BALE . MS(m/e) :233.0 V', 100% ) .

[1085]  SEJfEfs] CU

[1086] A3 —(4- WRME —1- %&£ —[1,3,5] =M —2- 3L ) - Jig
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/’L N OH

g

Nv/N

[1088] (a)4-(4-&( —[1,3,5] —Ms -2 JL)— WRHEE —| - FESR — T
[1089] 44 1lmmol 2,4- —4( =M (WO 02/083654) 7F 20ml Z i 4 (KIvA& VA £ 31 11mmol
= LHEF 11mmol N-BOC- WRMEALEE . K e VR -G4E 0°C T i 2 /N, AR S 1E 1R T ik
2 /Mo I 100m] EhoK - L8 WA HL, 43 2K &, # 8 dE 7E 418 L Bs P 24k .
MS (m/e) :300. 3(MH', 100% ) .
[1090]  (b)4-(4- —FFLEIL -[1,3,5] —M —2- 3£ ) — WRME —1- IR - T g
[1091] % 2mmol 4-(4- & —[1,3,5] =M —2-FL ) - WRME —1- FERAL - T WEAE 15ml 2M —
P/ B PR AE S0 N HHE 1D g kel (Si02 ;4R 4lE / HE
il o D) R EEY, ALt A, MS(m/e) :309. 1 (MH', 100% ) o
[1092]  (c) —FPJEL —(4-WRME —1-FE —[1,3,5] —MWE —2-FL) - fi%
[1093] ¥4 Immol 4-(4- —HIZELEI —[1,3,5] —FF —2-F&) - WRPE —1- FELBUT FEAE 10ml
R PR A HIE A 14mmol =B LTRACER . B R NIRG W INAA A 40°C 30 3B 1B
HJG, i s0ml 2M EEMHIKIER . 77 EAVE, THIF KRGS 2IbR AL 54, 4 5
M. MS@m/e) :267. 0 (M+CH,C00", 100% ) .
[1094]  SZJtEfH] CV
[1095] 5’ - =53 -3,4,5,6- PUS, —20-[1,2" ] Hengms
[1096]

[1087]

[1097]  (a)2- IR —5- = A - fmk

[1098] 7E0°C R, 76 2 428 I, 17 0. 423mmol YR AL 4R (11) [ THF (1m1) £ V% W+ 3%
0. 51mmol MEASER BT Be. fEOCF, 46 5 /B N 0. 37Tmmo 15— = 5 7 3& — MLiE —2- %
(CAS :69816-38-2 ;W09518097) (] THF (0. bml) ¥ ¥HRAMAE O°C HHFE 1 /M, TE =R
TR 21 AN IR K Z A RNV . KA SR . & FF B AR OB O B Bl T, i JE A
KAE Tk, REHEKYEEFCREAL (Si0,, L8 ), B RIFRELED)

[1099] (b)5' — — @MWK -3,4,5,6- PU& —20-[1,2" 1 BenmE

[1100]  RALLT-SEHf5) CS (b—c) , HH 2- ¥R -5~ =3 T2k — MERHI AR S5, MS(m/e) -
233. 0 (M+H', 100% ) .

[1101]  FfRSEhtf) 123 WG b PR 753, -IRAT L IR IERT B A L e 1k
V), BLFEZR 4 TP SEHA] 305-318.

[1102] i§,4

[1103]
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AA

No.

MW

RO A

ALHe M

MW
ERME |
(MH")

305

455.536

6-[4-(5-F B BLA

2-"Gok-4- K- KT
Bti)-sk%-1-K]-
YRR

6-kR-1-K Ak (B
#9)Fa 5-F BBE A -2-"
h4- K- KT B (FK#
%l AG)

456.5

306

498.523

(5-F B X-2-G
#-4-E-KK)-[4

-(5-Z AT At

"Z-2-%)-%kE-1-
A]-F#

1-(5-Z A F K-mmz -2-
AR (F W) Fe 5-
T AR B -2-"Dek-4- K
TP BR(K#EH) AG)

499.3

307

 1532.968

[4-G-f-5-Z A F
HomkeZ-2-K)-%k
%*-1-K]-(5-F 5
Bt Ak-2-"Gok-4- 2 -
*X)-F &R

1-3-f-5-Z A F -k
= -2-K)-7 % (B 1 49)
Fo 5-F AR BL I -2-"Bok
-4- - R T B (KA
AG)

5334

308 Qj\%j

464.971

[4-(5-R-PHR-2-
E)-skB-1-K]-(5-
P B -2-" vk

-4-K-FK)-F#

1-(5-R -t -2-5)-%
% (W001062751)%= 5-
BB A -2-"hok-4- K -
EFH(E#45] AG)

465.4

[1104]
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No.

MW

E R g

ALY

MW
5 AMA
(MH")

309

498.523

(5- F B X -2-"5
#h-4-2K- K HK)-[4
-(6-Z A F K-t
wZ-3-2)-skE-1-
X]-F 5

1-(6- = M F K-hoz-3-
H)-%kEHLASH CO)
Fo 5-F B BE K -2-"Gok
-4- K- R T B (L&)
AG)

499.4

310

516.513

[4-G-F-5-Z A F
oo -2-K)-%k
%-1-2]-(5-F 5%
BEA-2-"Gok-4- X -
|FE)-TF &

1-3-F-5-= A F A -
-2-X)-kE(LEH
CP)fn 5-F ek -2-

" obhq- - T B (5%
#4] AG)

516.9

311

444.553

(5-FAABLA-2-°5
oh-4-R-FH)-[4-
(6-F A-vkoz-3-
A)-%%R-1-K]-F
)

1-(6-F F-vtbee-3-%)-
kg (1Lé4 CQ)F» 5-
F AR BE A -2-"Gobk-4- K-
FFB(EHH) AG)

445.4

312

444.553

(5-FBABLE-2-"S
#-4- K- K)-[4-
(5-F K-rbmg-2-
F*)-sk4-1-£]-F
AR

1-(5-F F-rkng-2-K)-
7k % (W003032996)F=
5-F AR B -2- "G ok-4-
R R FBE(E#HH) AG)

445.1

313

498.523

(5-F B E-2-°5

h-4-K -2 K)-[4-

4-Z R F E-bog
2-R)-%%-1-K]-
¥ B

1-(4-= #F R -whoe-2-
A)-skk

(W002002529)#= 5-F
AR -2-"Dopk-4- K- F

W B (5] AG)

499.1

[1105]
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No. #MX

MW

Roard

A

MW
5 Ji4E
(MH")

314 |~ A

498.523

(5-FH B2
#h-4- K- K k)-[4-
(6-Z R F R
-2-3K)-ok%&-1-4]-
¥ &)

1-(6-= #F A -ko2-2-
X)-9%E(EP 462638)
Fa 5-F AR BEA-2-"Gk
-4- - KT B
AG)

499.1

315

499.511

(5-F #BLE-2-"5

#h-4-2-FK)-[4-

C-ZRTFE-ER
-5-%)-%%%-1-K]-
¥ &R

5-ok-1-%-2-Z A F
A HeZ (s CS)
Fa 5-F AR B -2-"Dok
43R F B (F A
AG)

500.0

316

499.511

(5-F B -2-0

h-4- 2K 3)-[4-

(6-= T K-k
-3-2)-%%-1-K -
¥ &

3-%H-1--6-Z AT
XkR (s CT)
Fo 5-F AR BLA-2-"D %k
-4-2 - F B (kB
AG)

500.4

317\

475.571

[4-(4-=—F £ RE
-[1,3,5]1=%-2-%)
k%-1-K]-(5-F
ARB A -2-" k-4~
A-XE)-T8

—FE-@-RE-1-E
-[1,3,5]| =%-2-4)-B&
(8% CUH 5-F 3%
BrAk-2-Lok-4- K- K T
B (E#H) AG)

476.1

318

499.511

(5-F A B A -2-75
#h-4-2-FK)-(5'-
EZRTFHE-2356-
w9 S-[1,2"] BRr

-4-%)-F &

5-Z R FHA-34,56-
£.-2H-[1,2']Br k% (1L
4% CV) #a 5-F5%

B -2-Dokq- KK F

BR(£#5] AG)

500.4

[1106]  F ) C¥gykiilk )
[1107] T H 415

mg/ E
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[1108]
[1109]
[1110]
[1111]
[1112]
[1113]
[1114]
[1115]
[1116]
[1117]
[1118]
[1119]
[1120]
[1121]
[1122]
[1123]
[1124]
[1125]
[1126]
[1127]
[1128]
[1129]
[1130]
[1131]
[1132]

bmg 2bmg 100mg 500mg

1. X THED 5 25 100 500
2. JoIKFLHE DTG 125 105 30 150
3. Sta—Rx 1500 6 6 6 30

4. B A Yz 30 30 30 150
5. MHfREREL 1 1 1 1
St 167 167 167 831
1| 4% 7 15

L5 1.2.3 Fi 4 TR -G IF H 2lid K dilki .

2. FRURIAE 50°C T T4

3. KR i 1 B AT EE L

4. MNER 5 TUFFRA 3 8 s EEEEREA LR

JREHEH)
i H 205 mg/ [

bmg 2b6mg 100mg 500mg
1. X THEY 5 25 100 500
2. EKFLVE 159 123 148  —-
3. FKigk 25 35 40 70
4. WA 10 15 10 25
5. il TR EL 1 2 2 5
St 200 200 300 600
il £ 77 v

L K55 1.2 8 3 T{EE B RRA NI RS 30 708l
2. NS 4 R 5 WUFIR A 3 408,
3. HAREHHIRESD,
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