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2 2

2. HCI
XXl & R VA

o
1 ]
NaH, Ny R i~ N\(ﬁ
> Rs-g\/\N
R’ R It
[0140]  BUAUHEE R'-R° w1 LRTIR, THE by USRI
[0141]  £F XXIIT Bt &b, 25 m] latkng —2- 8k 3— FARE, SRS N FI 28 Te L&
o

[0142] W KER 5
[0143]

!
I/IZ‘§ 1. NaH [/Z_T 1. n-Buli Z;f)\(o |

2,2- (ZFAYABR) - N 2. DMF H o
o \ XXV
KXWV XXVI

N 1. CBr,, l RA_N
NaBH, z‘\ OH SRR z—N \Q—Rs
4

—_— N
L\ ! R SL\w/N
O/\\“S'\\\ XXV 2. NaH, YN R® ’\L |R
V, Si
u\e./ v 07T
» o XXV
B(OH), R
N
R! NP
\2’ N\ N-Z
il )\/ N Rs
cat. Pd(PPhy), <2 " ho
Na,CO, O/\,S'\\ -1 id1

[0144]  HUAUZE R'-R* 40 L AR, DMF 24 N, N- - FR 3L AR
[0145]  ZE20 XV A&, ZRIE AT Hinkng —2- ok 3- FA0EE, SRIEAN A 1d K&

[0146]  JX W KZk 6
[0147]
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B(OH),

R‘l
RS Ej
| w
0 R?
Bl’j\J\( —
cat.Pd(PPh3)4
~ Na,CO,

SOClH,

NaH, © " \
R - \/7/R
CiH V-1 let
[0148]  HUARZE R'-R* R 41 BTk, LAH A S0 A8 . 838, XXV A& H L R k&
WA
[0149]

[0150] 7= XV bS5 4h, ZE3E0] dnkng —2- 8% 3- JE4CH8:, SRSV 12 Te (I4L-E4)
[0151] S JWisek 7

[0152]
R1
B(OH),
Z "N Y . !
l R? R |
N o x 0
Br -
i cat. Pd(PPh,), R? o
oot ™ Na,CO, N~ XXX
Z N
,
LAH R L SOCl,
—————— ———————
, OH
R XXXIV
RS
Z N /HE"\S— g
~ R
R} P NaH, R7 Ny
RZ Ct ' j\N
CIH 4
%1 R i1

[0153]  HUfRZE R'-R® 1 BAriR,
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[0154] 7B XV R4S 4h, ZE3E0] dntkeg —2— 8% 3— JE4CH8:, SRV 128 TF (454
[0155]  Je Wk 8

[0156]
.
R B(OH),
" 8
XV
o A 0 1. Nal _ . o R
2. CH,N, '
XXXV OH XXXvi o cat Pd(PPh,),
Na,CO,
=
LAH " " SOC,
— N ———
OH
RZ
XXXV
= R’ N
R! N HN R |
= /K\ R ~
NaH, & N Y RS N
cl 2 R’
R )’
2
R CH 4 XN
R

191
[0157]  HUARIE R'-R° 41 FATiR, LAH A EALEREE,
[0158] 7B XV k& 4h, ZE3ET] dnkeg —2— 8% 3- JE4CHE:, SR 12 T IIAL-&4
[0159] [ JWiHEk 9

[0160]
6 & 3

Y\RX /4 {BUON en7 T N O
uONa —
CHL NT Ny )\ L )\<

TR - CH), R®
L Z SH Pd,(dba) N R®
- CH. R e e
R(+)BINAP i
XXXIX WX , 70 aC
[o161]  HUAREE4n Bk, BINAP O 2,27 - — ( REEE ) -1, 17 - BKZS.
[o162] RV iK%k 10
[0163]
R} B(OH),

XV
1 951
R B‘O
Y

[o164]  FEXX XV ALEGWIE —MAL G W, ZREE R AL —2- B0 3- JAURF

3
N R R? 3
e =N
B ] - R! ~ N\X\RS
R & . R®
XXXX R
let
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[o165]  tnRy TR, XX T A& A HLnT 25 IR I e 3 A A B i 25 3 AR e . el
NMDA- 52 PRV 88 2B [ 36 438 11 LT 771) , AR 18 7 o2 o0 P A ] 28 1t A AT S B L, ALt
XTI ONS & BA S 25 ST RICAZTE s s il FE 48 o0 E

[o166]  F% MR DL 45 H K S B RHAL S AT 9T

[0167]  SCEG T

[0168] “H-Ro 25-6981 54 (Ro 256981 4% [R-(R % ,S % )]-a - (4~} -2KIL)-B -
J —4- (COREE - B ) —1- WRIE I

[0169] KA E &K 150-200g HIHENE Fullinsdorf K. 7F 25 AR Tris-HCl
50mM, EDTA 10mM, pH7. 1 Z& & ', B Polytron Xt B 2 T 7 i 1 4E 46 16 4 i 2k 4T ¥ 3%
(10, 000rpm, 30 #2 ) o 4°C N, B 4LV 34 48, 000g R B 10 43%h. F Polytron £EAH[A]
IR G2 I P DU BB BT, A RS RAE 37T°C N RIR 10 70 8h e BRLJE, IR
TEAH RIS T A1 9K, FHAE —80°C R AR 2 /b 16 /NN, (HANE I 10 Ko HIFATE &858,
BRI HRAE 3TC TR, B0, TR I EFTIATE Tris-HC15mM, pH7. 4 743 22
TR IR M A DT T BIE TAHRIR S b, LA 200mg 8 /ml 15 28K
FEATH o

[0170]  FH Tris—HC1 50mM, pH7. 4 ZZM 4T *"H-Ro 25-6981 44528 . N BET B #seig,
K FH 5nM [¥] *H-Ro  25-6981, JF A 10mM [ PUST 5 s bkl i B0y S e 4 A, LIl 5 B 210
10% . 5FE0EA 4°CF 2 /N, Bt 7F Whatmann GF/B BEIE 4T 4E &% (Unifilter—96,
Packard, 732 1=, Bip ) EREAT Iy MAT 1L S50 . K RS A G2 pPRDE Y 5 IR TEMA
AOmLmicroscint 40 (Canberra Packard S.A., 772+, ¥+ ) 5, % H PackardTop—count
TR N BR T B A e b B AT v A

[0171]1 &R 20 8 Pk AT I &, I H2 D EE W E —IR. RAAEL MR
AT o AT R bR AU, FH 1S B TR 95 % B A5 FRFR 2 18 1C,, {H

[0172]  $% M Bk 7 iR IAs A E I TAE I 1C,,(n M) << 0. 1uM. fEFEP, B
7~ T A AU T I — e

[0173]

SE ) = ICs (1 M) KB ICs (1 M)
1 0. 007 151 0.014

2 0.01 152 0.01

3 0.012 153 0. 02

4 0.017 154 0. 048

6 0. 045 155 0.01

10 0. 004 156 0.014

11 0. 005 157 0.014
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in P

12 . 008 158 . 041
13 . 095 159 .014
16 . 009 160 .016
17 .012 161 .05
21 . 043 162 . 016
24 . 016 163 . 017
27 . 027 164 .03
39 .043 165 . 046
48 .061 166 .02
52 .078 168 . 038
58 . 093 170 . 039
87 . 017 172 . 024
89 . 048 173 . 028
93 .02 174 . 063
94 . 021 176 .032
103 . 043 177 .0375
105 . 001 178 .074
109 . 085 180 .05
111 . 011 181 . 053
119 . 046 183 . 052
130 . 065 186 . 052
136 .08 189 . 053
139 . 065 192 . 055
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140 0.04 194 0.079
141 0. 039 199 0. 098
143 0.0073 224 0.01
144 0.038 225 0.01
145 0. 054 226 0.02
146 0. 008 227 0.03
147 0. 0092 229 0.012
149 0. 0082 230 0. 084
150 0.0135 232 0.04

[0174] Wl WIRT TR RIS T AL S ANIL ER 3B AN 2R 8L b, 0, HL &L 259
A B A FLECCAUE MBS R, K B FUBE ek IR IR B T A R T B
B BRI Joe ik — 9 28 Bl F D AR B8 P Sh e 25 K 2 2 ilsnm] o i 62 2K, )
R B HE , BCE AT 3, W TR S R Lo PN F 2 0 4l 7R R A 455 1 3
R 0 IR SCFLALTR)  SCARE I I sGR G2 bl 4 AT IR o 2950 e ml 25 e 2
X710

[0175]  FRIERIAE G0 [ N A2 AL, R, N B — LA B iR AR SRAHTE . o £ 1 RS 2
I, SN A 2 0. Img/ BEFHIAEZT 1000mg/ REAREA T LAY, 298, fETR 7R al M 148
I, R T 2 b PR AR

BEATHERR

[0176]  FIRSZiEE] SR U B AR B o (H e AR AERT A & B YE B BR . BT HIEL
BIARICA .

[0177]  sEjifsl 1

[0178]  1-[[1-(3,4~ G A FL)—1H- DR M —4- FL 1 1 3L 1-2- [ FE —1H- Ik W 26 iR 26
()

[0179]  4&4k%0 (0. 44g 55% 5 Wi 4 B0, 10mmol) 22184 2- TNk (0. 55g,
5mmol) ¥ DMF ¥ . £ 20°CF 30 738G, R G WAL VB Th A, —IREEIA 4- & T
HE-1-(3,4- 280 - -3 ) —1H- KM (1. 0g, 4mmol) o HTE IR G W)AE 20°C T HiHE 30 43
Bho FEZEBRIEEH G R RWE T LR T8, /KBS, T8 (WRIREY ) JFdHT B ab s [ —
SFALhE, BREEVENG : — R T2 50% (S F Lt/ Bl / S8 EKER =90 © 10 : D],
AR AL A I B, o — P i (1. 12g,84% ) o FH HCL () BV TRAL B, AR e
TN S WK 5y B AR AL G4, 3 —Fh a4 e Mp. 241-243°C ( FEE / LBE ), MS :m/e =
334(M7) .
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[o180]  SEjiifs] 2-9 $ZMASLE ] 1 Pk 1) — M R il 45

[o181]  SEZJfs) 2

[o182]  1-[[1-(3,4- — G A JL ) —1H- WK M —4- 3 [ A 3E 1-2— AT JE —1H- K My 50 {8 36
a:2

[0183] i 2— FAEEBK M 5 AL B I N, B, T 4- SR 3 —1- (3, 4- =& - 2R5E ) —1H- 1k
e b B, 70 BEAT SRR E R (i b PR , 15 2R G A W0 IR0 Bk, o LA A0 R B 2
fREho Mp. > 250°C (FFEE / L), MS :m/e = 306 (M) »

[0184]  SCjifs] 3

[o185]  1-[[1-(3,4- — G A FL)—1H- R M —4- 3£ T A 3L 1-2- £ FL —1H- K w25 {8 b
1:2

[o186]  {if 2— LFEBKME S AR MY, Bl fe, F 4- SR 3k —1-(3,4- & - 283 ) —1H- Bk
P Ab B, AR UEAT SRR AR (1 b PR S , 15 2R BUAL A P IR0 Bk, o FL A% A0 R B 21
MEho Mp. > 250°C (FEE / L), MS :m/e = 320(M) »

[0187]  SEjsfsl 4

[o188]  1-[[1-(3,4- "G RIL ) —1H- WKW —4- FL ] FIIL 1-2- (1 FIFL 08 ) —1H- KMk h
M (1. 2)

[0189] i 2— S A BEMK M B AL S N, B i, FH 4— UG —1- (3, 4 & — 2R3 ) - 1H- 1K
e Ab B, AEREAT S EURAE R (15 40 PR , 15 2R AL A P 1T B Ak, R HL A% A0 Rl B i 2
MeEho Mp. 236-238°C (7pfift) ( Il / LMK ), MS :m/e = 335 (M+H) »

[o190]  SEJEfH) 5

[0191]  1-(3,4- QUKL ) —4- (LH- KM —1- F — AL ) —1H- wkmpEhigdh (1 . 2)

[0192] KM 5L R MY, B, F 4- SR 2 —1- (3,4 & - 2R3 ) —1H- DKM AL 3,
TEREAT PR AE A S A 38 5, 15 20 PR AL S 9 1F B 080 4 SLRAL i B i Bh iR 26
Mp. > 250°C ( I / LK), MS :m/e = 292 (M) ,

[0193]  SCjifs] 6

[0194]  1-(3,4- — @ R KL )—4-[(4- AL —1H- R mg —1— JL ) AL 1-1H- K w4 7%
(A . 2) F1-(3,4- — A RF )-4-[ (56— FIAL —1H- kM —1- 55 ) I 1-1H- DR Eh iR
12 eh3 @ 2

[0195] i 4— FIZEBK M 5L R MY, Bl e, F 4- SR 3k —1- (3,4 & - 283E ) —1H- Bk
P Ab B, AEUEAT SRR AE R (B b PR , 15 2R BUAL A P IR0 Bk, o HL A% A0 R B 21
ik, MS :m/e = 306 (M) »

[0196]  SCjtfs] 7

[0197]  1-[1-(3,4- —&( — ZRHL ) —1H- BRmMe —4- K - 3L 1-4,5,6,7- PUS( —1H- I
e, EhEREL (1 2 2)

[0198] i 4,5,6,7- VIS AR FFBKME 5 S AL R MY, Bl fe, I 4- SO 2E -1-(3,4- &0 -
J& ) —1H- DKM AL I, 7R AT P DR A E A (i A B )5 , 13 BUbR @40 5 P 0 A, # FL A Rk
HAEMRRE. Mp. > 250°C ( FEE / LBE), MS :m/e = 346 (M) .

[0199]  SEjtEfs) 8

[0200]  1-[[1-(3,4- QAL ) —1H- WKM —4— FL ] AP [-4,5- — FIFE —1H- BRMeER IR

s 2
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12

[0201]  {F 4,5- — A ALK M 5 S AL B e N, B A, HH4- PR -1-(3,4- & -
B ) —1H- KM AL, 7EBEAT PERUCR VR R (i A 35 )5 , 15 2R B0 59 BT B, o L A R
HA@mPEREE. Mp. > 250°C (FEE/ L8 ), MS :m/e = 320 (M) ,

[0202]  SZjEfs) 9

[0203]  1-[[1-(3,4- " GUZEIE) 11— Bk mp —4- 3L | 3L 1-2- Z8 5 —1H- bk w4 % 4h
a2

[0204] i 2— I M S5 AR MY, Bl i, L 4- SR 3k —1-(3,4- =& - 2R3 ) —1H- Bk
e b B, FEUEAT PR AE R (S Ab PR , 15 2R RS P IR Bk, o LA A0 Rl B 2
fREho Mp. 197-198°C ( HIEE / &Mk ), MS :m/e = 369 (M+H) »

[0205]  SEjifs] 10

[0206]  1-[[1-(4- &0 —3— FISLOCHE ) —1H- bRy —4- Jt ] L 1-2- £ 5 —1H- DR ER R A
ac:2

[0207]  AHWEARBLSALEE [1-(4- 50 -3- 5 - R0 ) —1H- WKk —4- 2% 1- B, SR1G 1 4- &
O —1-(4- & -3- 5L - 2R5L ) —1H- kM UL bR Eh B+ N — O

[0208]  WISEEMW] 1 BTIR, 18 2- ZEERKRME S B N, Bl fS, FH A- S 2L -1-(4- " -3-F
B - 2R3 ) —1H- BRI R R £ AR 3, 7R AT P IR AR A (B AR 38 S5 L 19 2R AL & 1) 1T 25
Bk, LA L A R R £h . Mp. 186-187°C ( FIEE / 28K ), MS :m/e = 300 (M) »
[0209]  FZ fSEAG] 10 il i) — e R il o8& St ) 11-103.

[0210]  SEjEfH) 11

[0211]  1=[[1-(4= G -3~ FAEAE ) —1H- Wkme —4- JL 1 F3E 12— FIJL —1H- BRI ER IR £
a:2

[0212] % [1-(4- & -3— FIJE — 2R3% ) —1H- Bk —4- 356 1- A Je A i B SO 2, 4R
Jii s FHEAL AN AT 2— FREEK M) f S VRS DAL PR o 7F BEAT SR B AL 3R (B3 44k )5 , 75 3 bRt
AR Bk AR A R R . Mp. 218-220°C ( FlE / LK), MS :m/e =
286 (M) .

[0213]  sEjfs] 12

[0214]  1-(4— G0 —3— FIAEASE ) —4- (1H- KM —1— 56 — AL ) —1H- BRmpEhesh (1 ¢ 2)
[0215]  #% [1-(4- & -3- A& - ZR38 ) —1H- BRme —4- 3 1 R o Je O I S A 2, 4R
Ji s AR e 1) [ N VR A AL T o 7E R T S U B Ak it f5 , 15 2R BAL S 1)
WSl AL (O Eh R 2L . Mp. 206—207°C ( IR / 2B ), MS :m/e = 272(M) ,
[0216]  SEjfs] 13

[0217]  1-[[1-(4= G —3— AL AL ) —1H- kM —4- FL 1 3L 1-4,5- — AL —1H- BRmgesth
Fedh (1 ¢ 2)

[0218]  #% [1-(4- & —3— A& — ZR3E ) —1H- BRme —4- 56 ] ARy Je FH O I S 2, 4R
Ja , FHEALEN AT 4, 5 — FIEBKIE IR S SRS W) A0 . AEFAT SR B A A 3 44 5 , 43 2
PR G B B LRI B R IR Bh . Mp. > 250°C ( FIEE / LK) ,MS :m/e
= 300 (M),

[0219]  SEJEfs] 14
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[0220]  1-[1-(4- & —3- AL - ZRJL ) —1H- DKM —4- F — 3L 1-4,5,6, 7- PUS( —1H- ZKIf
Mk, EhieEh 4 2)

[0221] % [1-(4- & -3— FI2E — 2R3% ) —1H- Bkme —4- 56 1 A Je A i I SO 2, 4R
Ja, HEAMEIH 4,5,6, T- DYE — ZRIEBRMER) ORGP o EIEAT SR IUAL BRI (A5 4 4L,
Ji » A RIS DAL A VD U B Ao A HEFAL L L R IR B Mp. > 250°C ( FFRE / LBk )
MS :m/e = 326 (M) .

[0222]  sEjfs] 15

[0223]  1-[[1-(4— &0 —3— FSLOCHE ) —1H- DRy —4- Jt 1 AL 1-2- CFEARSE ) —1H- Rk b
ik (1 2)

[0224]  #% [1-(4- & -3- FJE - 2R35 ) —1H- BRme —4- 36 1 R o Je O e A 2, 4R
Ja » FHEALEN AT 2— PR IEIBK M () e VRS AL 3R . FEUEAT S U B (B Al Ak J , 15 2IbR
BALE DI B g AL A B R Eh . Mp. 202-204°C (43+fF ) ( FEE / L) ,
MS :m/e = 319 (M+HI) ,

[0225]  SLJifs] 16

[0226] 1-[[1-(2,3- —&( —1H-¢fi -5- K& ) —11- BKMe —4- FL ] AL 1-2- IS —1H- mkmpdh
FEEh (1 2 2)

[0227]  #% (1- & ALe —5- 2% —1H- DKM —4- 58 ) - AR Se FH A R AR 2, 4R ) A
AANFT 2— B SBR[ S VRS AT AL HE . FEREAT SR B BEAN Gtk alifh J5 , 15 2R 8L &
VDRI B o K LA R L I i SRR 3 o Mp. 242-243°C (I / ZBK)MS :m/e = 278 (M) .
[0228]  SEJsfs] 17

[0220] 1-[[1-(2,3- —4& —1H-&fi -5 J& ) —1H- Bk M: —4- JE ] 3% 1-2- 208 —1H- mEmpdh
FEEh (1 2)

[0230] % (1- & ALEf —5- 2E —1H- DKM —4- 5 ) — I o FH AR e U AR B, AR )5 A
AN FT 2— L FEWK M) [ NVR -G AL EE . FEBEAT SR AL BN Lk alifh J5 , 15 2R B4 S 1)
WEBT R o AL R (R 2L . Mp. 240-241°C ( FIE / 2B ), MS :m/e = 292 (\M) ,
[0231]  sEjifs] 18

[0232]  1-(2,3- & —1H-efi—-5-%) —4- (AH-BRMe —1 - 5L — AL ) —TH- DKM Eh e &h (1 ¢ 2)
[0233] % (1- & ALefi —5- 2& —1H- DR —4- 258 ) - A Se FH AR R AR BE, 4R ) A
AN IR W 1) s RV A D AR B o AE AT SR ER AL RN (B i 2 AL Ji5 , 753 BIFR UL A W I S o
WAL R A Eh e Eh . Mp. 214-216°C ( FIEE / 28k ), MS :m/e = 264 (M) »

[0234]  SEjEfH] 19

[0235]  1-[[1-(3,4~ — FFFLORIL ) —1H- DKM —4- 36 ] B3 1-2- £ 5L —1H- DkmeEh iR &
(1.2

[0236] % 1-(3,4- —FIZE - 0L ) —1H- BRMe —4- 2 1 - B S AR I U 22, 2R )5, A
SALENRN 2— ZFERKME ) e NYVR-A AR TR o TEEAT SR EUAL BRI (i Ak J5 L 453 B bR AL S
(I B . W AL R (T R IR 2R . Mp. > 250°C (FEE / 40 ), MS :m/e = 280 (M) ,
[0237]  SEJEfH] 20

[0238]  1-[[1-(3,4~ — LKL ) —1H- DKM —4- 6 ] AL 1-2- HIJE —1H- DRmEEh iR &k
1:2

-
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[0239] % [1-(3,4- —FIAE - 2R3 ) —1H- Wk —4- 6 1 I ey o A A Ik LA B, AR )
FEALANFT 2— B LR A S VYR B AL BE . FE AT B BRI € 8 44k 5 , 75 B bR AL
EW IS, K AL R A IR R . Mp. 249-251°C ( HIEE / 4B ), MS :m/e =
266 (M) o

[0240]  SLJEf) 21

[0241]  1-(3,4- " FHIFEARTL ) —4— (IH- WRme —1— 3 — AL ) —1H- BRIeEhiREh (1 ¢ 2)
[0242] % [1-(3,4- ZFSE - 2838 ) —1H- Bk —4- 36 1- I ey Se F AR Ik LA B, AR )
FH A B FK M) Je SRS WD BE o 7R EAT PR UG BRI 24 5 , 19 B PR AL & 9 (1)
B B AR EE S . Mp. 218-219°C ( FIEL / £k ), MS :m/e = 252 (M) .
[0243]  sEjfs] 22

[0244]  2- AL —1-[[1-(4- FAERHL ) —1H- KM —4- L | AL 1 1H-BRMeER RSl (1 ¢ 2)
[0245]  f (1— X FF2RJE —1H- ke —4- % ) — FI 1 o A AR e S AR 2L, AR )5 FH AL A
2~ IR e 1) s S YR A AR B o R IEAT SR B AL FE RN (B i 240 J5 , 753 B RR UL A5 Y I S
B HAEA I AR . Mp. > 250°C (Il / 4B ), MS :m/e = 252(M) .

[0246]  SLjfH] 23

[0247] 4= (1H- KM —1- 5 — IO ) —1—- (4~ FIFERHE ) —1H- BRMER R LR (1 & 2)

[0248]  H% (1- X% FEREE —1H- BRI —4- 58 ) — AR o6 FH AR IR LA 2, 4R 5 A AL B
K W ) S5 B VR A AL L . LEREAT SR AL FERN € i 4tk )5, 15 2R AL & W T B k. 7 3
HAL R A E R 2h . Mp. 228-229°C ( FIEE / £k ), MS :m/e = 238 (M) »

[0249]  SEJEfH] 24

[0250]  1=[[1-(4— % -3~ FIJEARHE ) —1H- BKM: —4— € 1 L 12— FIJE —1H- BRI ER R EL
1 :2

[0251] % [1-(4- 9 —3— FIJE — 2R3% ) —1H- Wk —4- 36 1- A Je A R B S0 2, 4R
Jii s FHEAL AN AT 2— PR LK M) f S VRS DAL PR o 7F BEAT SR B AL B (A3 44k )5 , 75 3 bRt
ARSI LA R A ER R 2R . Mp. 210-212°C ( FFEE / LBF ) . MS :m/e =
270 (M) .

[0252]  SEjifsl] 25

[0253]  2- £ —1-[[1-(4— 35 —3— FIAEACHL ) —1H- kM —4-— FL | L [—1H- BRmeER IR Eh
(1.2

[0254]  #% [1-(4- 5 —3— FI2E — 2R35 ) —1H- BRme —4- 5 ] R o Je O I LA 2, 4R
J& » FHEALEN A 2— ZBEmE MR e N VRS AL PR o A AT SR BUARL B A (A3 44k 5, 75 3 bR
AR I I AR SR . Mp. 210-212°C ( FFEE / &8F) . MS :im/e =
284 (M) .

[0255]  SEjifh)] 26

[0256]  1—(4— % —3— FAECHL ) —4— (IH- KM —1— J — B ) —1H- BRMRERFRER (1 © 2)
[0257]  #% [1-(4- 9 —3— FISE — 2R3E ) —1H- BRme —4- 56 1 AR Je FH O I S 2, 4R
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FEtEgs . Mp. > 250°C ( Bl / LWk ), MS :m/e = 321 (M+H) »

[0505]  SEJtEfs] 109

[0506]  {1-[1-(3,4~ & — KL ) —1H- DKM —4— & — FFRL - 1H- BRMe -2 3 | — I
[0507] ¥4 1-[1-(3,4- &0 — K55 ) —1H- BRMe —4- LR IE 1-1H- Bk —2— A (0. 52g,
1. 6mmol) FIFEE (16ml) VW HANEALEY (0. 12g, 3. 2mmo 1) ALFE . FHIR-E ARSI F ik 2
NI o BRI T BT R ) T R IGIR R IEAT S ( SR LG /7K ) o A WA T
(DRERHN ) FFik4i e K2 30ml. IRISFREML G, A—Fh B8 iR it (0. 21g,41% ) .
Mp. 202-203°C ( LR LMBE ), MS :m/e = 322(M) .

[0508]  SEjfs] 110

[0509]  N—-{1-[1-(3,4- & — AHE ) —1H- DKMy —4— 5L — AL - 1H- kM —2— 3L | — L%
[0510] % 1-[1-(3,4- =& — K55 ) —1H- WKme —4- 5% - FI3E ]-1H- mkmk —2- 2L (1. 0g,
3. 2mmol) f¥) THF (32ml) ¥ ¥ £ =¥ F H = £ F% (0. 33g,3. 2mmol) 1 Z Bk & (0. 25g,
3.2mmol) Ab¥, IR AWAESIE FHFE 2 N, IR EANEERE T, EHITE
WeALEE [ AR, BRI AR 50% (R F R/ T/ SEAE KR =
90 : 10 @ ]G, 0B MEREL &Y (0. 19¢,17% ), J— Rk @ 4. Mp. > 236°C (4>
fift) ( ZER ZWE ), MS :m/e = 350 (M+H") »

[o511]  SEjdsl 111

[0512]  {1-[1-(3,4- 50 — K%L ) —1H- KM —4— 5L — AL |- 1H- Wk —2- 3L |- £ — Ji%
i a2

[0513] 44 N-{1-[1-(3,4- 5 - 23 ) —1H- BRMe —4- FL 3L T-1H- BRme —2- 3% - 4

41



CN 101798298 B WO B 36/84 T

fiz (0. 30g,0. 86mmol) FH IM BH, THF Bc-&4 (1. 6ml) AbFEIF[EIAL 2 /Mt BIREWA S

5CIZIEH M A FEE Gml) o EZH ITrAHERMEV G, HRRPMA 2N HCL % (3ml)

o [\ 20 23080 RSV HIFE NN 2NNaOH ¥ (3ml) « FH TR s (50ml) 2EHUS ,

ANAHTE: (YY) HAA k2T IT ARG [ 8, BRSNS FHE 5 50 %
TETRE /) TR SRR =90 1 10 1)1, 13 30kR S-S TR . 7E

HCL 1 B WA PR , NN SBE 73 8 R AL &40, 9 —Fh s e 25 iR (0. 062g,

22% ) Mp. > 250°C ( I / LMk ), MS :m/e = 336 (M+H) .

[0514]  SCjfs] 112

[0515]  1-(3,4- — G — RJEL ) -3— (2 AL — KM —1— J — AL ) —TH-niEmp b g dh (1 ¢ 1)

[0516]  #f 1-(3,4- &0 — KK ) -3— L —1H- aEmk (1. 4g, 6. Immol) [¥) VU SALRS v VR

N-JRACBEIAWE W L (1. 2g,6. 8mmol) FUEALENT 2,2 —BEXN -(RTIE) 4. KRS

YIIEIE 2 /NINE, VA, I IR 25 R o R B AR 0¥ T DMF (10m1) A9 in & HEAL4N (0. 32¢,

7. 3mmo 1, Z: WLSE A 1) JB 571 2— FRZEBKME (0. 60g, 7. 3mmol) ] DMF (10m1) ¥+ . 7E

FIR TR 12 NS, B R R R Y, B RS R R VSRR T LR LR KH L

FADKPRE B, T (FEREN ) P4, S rantaith [ SR, B vEmt . — &

A 60% ( —AF ke / FlE / EEAEAKEE =90 . 10 © 1)1, 13 BR3P0

B, (0.98g,52% ), A—Fhik#m . 75/ HC () B B VRAL S , NN Z056 70 55 H b AL

G, A Mp. 204-205°C ( IR / Z8F ), MS :m/e = 306 (M) .

[0517]  SCjtEfe) 113

[0518]  1-(3,4- G — 2RFL ) —4— WM —1— KL — AL —1H- nfkmge

[0519] K¢ & L Bl (0. 24g 55 % A 9 3 73 B, 5. SBmmol) 2% 2 Hb fin 2= K M (0. 19g,

2. 8mmo1) FJ DMF (15m1) ¥ H. £F 60°C T 30 2045, B IR & WA UKis h A H19F— Ik itk

TN 4= SR 3 —1-(3,4- 50 - K3 ) —1H- nikme (0. 50g, 1. 9mmo1) o 5 2 B TR & W 7

20°CRHLFE 1 /NI o FEZSIRES G  IRR VIS T 1R L1, FIKPEG, T8 (BifRdh ) , g

ATERE AT [ A ARE, BRREVENL : A 30% ( 5 ke / FIE / S8 E K i

=90 : 10 : 1D],15310.23g(41% ) b4 EY). Mp. 103-104°C ( FARE ), MS :m/e =

293 (M+H")

[0520]  SEiiAs) 114 P 113 Frik 75 ik i — o B il 4% o

[0521]  sEjfsl] 114

[0522]  1-(3,4- — G0 — 2R3 )—4-(2— FIAL — mRkmde —1— & — A ) —1H- mikmk

[0523] 4 2- FAILBK M S AL 51, 2R 5 FH 4- Uk —1-(3,4- &0 - 2:3% ) —1H- ik

PeAb B o AT SO A T, 13 IR A5, A —Fh B (g da [ 4 Mp. 176-177°C (&

fR ZBE ) » MS :m/e = 307 (M+H) .

[0524]  SEjfs) 115

[0525] 1-(3,4- —GRFE ) 4-[1-QH-BEM: —1-FL ) ZFE 1-1H- BRIMFI

[0526]  1-(3,4- —GZRHL ) —3— G —4-[1-(1H- kMg —1- L ) £ FE |- 1H- KM

[0527] ¥ 1-[1-(3,4- & — 4F ) —1H- BkMk —4- 3£ 1- £ (0. 2g,0. 78mmo1) FIV AR

A Gml, & &) FERAWESEE THH L5 e, Wb B[R LEF. R5, [

ARV T IAKEME (3. 5g, ik & ), ¥HIRGWAE 90°CF itk 30 /8. IIAK (10ml) J&, ¥
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BEVWH PR AT (R ) HRE R . MRRWEEAT k4t
( AR, PEESR) : S kE / Al / SEACEOKE R = 140 © 10 © 1), 13 37k o [E
MR 1= (3, 4- ZAUEEE ) —4-[1- (1H- kMg —1- 35 ) 238 T-1H- BkM: (82mg, 34% ) [MS :m/
e = 306. L(M) ] DA S —Fridk g (LR IGE =9 (1-(3,4- &R % ) -3- & —4-[1-(1H- BK
M —1- 55 ) 23 T-1H- BEME, 102mg, 38% )« MS :m/e = 341. 1 (1+H") .

[0528]  SEjifiAs] 116 pHSCHtifs] 115 ik i) — i P il % o

[0529]  sEjififs] 116

[0530]  1-[1-[1-(3,4~ &KL )—1H- kM —4-FE ] £ FE 1-2- FIFE —1H- BRmMp

[0531] % 1-[1-(3,4- =& — 2R &E ) —1H- Wkme —4- 5% 1- ST A it e U b 38, B s,
2~ IR M Ab B, EIEAT SR B VE RN (s A RIS, A3 BIRREL A4, — PR G B AL MS
m/e = 320. 1 (M),

[0532]  Sjtfs] 117

[0533] 1-(3,4- —GURFL ) —4-[1-(1H- kMg —1- FL ) —1- IR 2 FL T-1H- DRme

[0534]  # 2-[1-(3,4- & — 253 ) —1H- Bkmk —4- 3£ 1- 15 —2- i (150mg, 0. 55mmo1) Fll
VRAGEN (I U GERSE 3ml) VRS AR =3 N HiH: 2 /b FER ST R E A
IR THIE . IMABKME (226mg, 33. 2mmol) , ¥HVR-AYILE 100°C FHiHE 45 7340 A
KIG ¥HRAEMH AP M AVAHTE (BRET ) , 2 R IR R AT (i 4iiL
( Z5AhE, e OB CBEVENG, ARG I R P4t / BlE= 95 © 5 3EM ), 19 2br AL &9
(15mg, 8% ), A—Fiiks (Al {4, MS :m/e = 320. 0(M) .

[0535]  SEjififsl) 118

[0536]  2— AL —1-[[4-[3- (=9 Ak ) ACKE [—1H- kM —2— 58 | AL |- 11— BRMeER IR
a:2

[0537]  ff 2-[(2— AP —1H- WkME —1- 2% ) 3L J-4-[3-( s P ) % ]-1-[[2-( =
R PRI ) CO5FE ] AR 1-1H- KM (0. 034g,0. 078mmol) ¥k T L E (0. 8ml) H,
F 2N HC1(0. 86ml) AbZH, B J NVIRA YIRS 4, ¥4 3 22 5 IF ik 46 . B sk R n
NLTR OB, JEAE I T HiFE 30 70 8h. WL 3E1G 30 2- A —1-[[4-[3-( =H A& ) K
5 ]-1H- kmg —2- 3 ] B3 J-1H- BRMeEh R 3 (24mg, 81% ), A —Fhik i A [ 44, MS :m/e
= 307. 2(M+H") »

[0538]  SEjffs] 119-122 3RS 5] 118 ik it — it FE 4% .

[0539]  Sjfs] 119

[0540]  1-[[4-(4- % —3— FSEAIE ) —1H- BRMe —2— St 1 FISE 12— FIJL —1H- BRI ERER £
1:2

[0541]  FRAALEY,MS :m/e = 270. 1 (M) HH 4- (4= 5 -3 AL ) —2- [ (2- FEE —1H- K
e —1- 2% ) A3 J-1-[[2-( =ML ) 48 ] L 1-1H- BRI .

[0542]  SEJEfE) 120

[0543]  1-[[4-(3,4- " H A KL )—1H- DR M -2 FL ] FF 3L 1-9— FF L — 1 H- Bk W &6 iR 26
1:2

[0544]  FR@ALEW), MS :m/e = 275. 2(MHT) 1 4-(3,4- @ oR%E ) —2-[(2- 3L —1H- BK
e —1- 2% ) FI3E J-1-[[2-( =R ) 8 ] FZE 1-1H- BRME 24 o
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[0545]  SEjtifs) 121

[0546]  2— AL —1-[[4-[4- (L ) JRHL 1-1H- BRMe —2— J& | AL |- 1H- BRI EL R £
1:2

[0547] & @ 4k & 4, MS :m/e = 285. 2(M+H") [ 2-[(2— FF & —1H- g me —1- 3L ) A
5 ]-4-[4-CPRdE ) 58 J-1-[[2- ( =P Ebidk ) L%k 1 TS 1-1H- BRI & .
[0548]  SLjitifs) 122

[0549]  4-(4— G —3— FFRLORIL ) —2- (IH- BRMr —1— FL — AL ) 11— BRIpERme sl (1 & 2)
[0550] %% AL & W, MS :m/e = 257. 1 (M+H) 1 4- (4- % —3- A9 3 28 3L ) -2- (1H- B§
e —1- g - 3L ) —1-[[2-( =FEEARELEE ) L858 ] AL 1-1H- BRI 2%

[0551]  sjifs] 123

[0552]  3-(3,4- G — RFL )-5-(2— AL — R —1— S — AL ) — nibmehmesh (1 ¢ 1)
[0553] [ &AL (17mg, 55 %1 ¥ 43 B0, 0. 39mmo1) f¥) DME (5ml) ¥3 N 2— FIZE
KM (32mg, 0. 39mmol) o KFILIRGWIAE 20°C HHH: 1. 5 /Mo B, N 3— &L —5- (3,
4= & - FE) - ukrE kR EE (1 0 1) (100mg, 0. 32mmol) F1= 2% (78mg, 0. 78mmol) , ¥fiZ%
TREWALE 100°C RN 4 /it AT, 28 H DVF, B ik R BT a8 [ — A0k,
VR : S / (2MNH, RSV ) = 85 & 151, A RIbR AL & I B B, Ry —
. BZW) R T AR, HidE T HIE 4°C, I HCL/ 4 (1. 46M, 1. 1 248 ) 4bHE 15
Gy ZAHVEN, 76 50°C N BT 2 /I, R RIS (Timg, 62% ), A — ke i
[l 4, MS :m/e = 317. L (M)

[0554]  SEjifsl] 124-127 3 MSE 5] 123 Pk it — Mo FE 45

[0555]  SEjitifs) 124

[0556]  4-(3,4- G — KFL)-2-(2— FIFL — mRm —1- F6 - AL ) —nikme hiesh (1 0 1)
[0557]  ff 2— @l 2E —3-(3,4- &l — K5 ) - MEmE IR L (1 ¢ 1) 5 2- FEEBKMe 2 B,
K EACAN AN = Z e R Bl Bt J5 T2 R IR 5, SRAF PR AL G40, MS :m/e = 317.0 (M) , A—
Ryt b4 (60 %103 ) o

[0558]  sjifs] 125

[0559]  2-(3,4- — G0 — 2RFL ) -4-(2— AL — ke —1— JF — AR ) — nikme Shiesh (1 ¢ 2)
[0560]  fif 4- AU AL —2-(3,4- & - 2RE ) - mtee Ehesh (1 ¢ 1) 5 2- FEKM R A,
K SN = S AR, bl 5 T8 i SR R £, AR AL &, MS sm/e = 317.0 (M) , —
Rk A G1%IE) .

[0561]  SCjifs] 126

[0562]  3-(3,4- — G — Z-FL )5 BRkmke —1— 5L — FIIL —pifmE b et (1 0 1)

[0563] i 3- WA 2L —5-(3,4- &l - KAL) - mkmg b st (1 @ 1) HuRM RN, RHA
AN = AR A, B G T i B IR 26, RA5 B AR AR AL &4 (56 %L ), MS :m/e =
304. 1 (M+H) »

[0564]  SLjfs) 127

[0565]  3-(3,4- G — AKIL ) -5-(2- £LFE — BRme —1— 5 — AL ) — nikmehmesh (1 ¢ 1)
[o566]  fif 3— AU FFJE —5-(3,4- 3 — 2REE) - mtre s (1 ¢ 1) 5 2- ZFEBKME MY,
KA SN = SRR N bl 5 T i ER R 2, AR AL S, MS im/e = 332. 2 (M+H) , &
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— PR A (49% I ) .

[0567]  sEjffs] 128

[0568] 5—(3,4- —FI3E - IKFL ) -2 FIRL —3— (92— AL — mkmgs —1— JL — FRL ) — g Eh g 2k

11

[0569]  {f 3— S HIAE —5-(3,4- ZHIAE - 285 ) —2- AL - mbmghigsh (1 @ 1) H2- %

Bk (5 Y& ) RV, SRAHEAEN (3 8 ) TENI, B S T BCERRR £, SRAFAR A5, NS

m/e = 292. 2 (M+H") , A—FKE A (77 %10% ) .

[0570]  SEjifs] 129

[0571] 3-(4- G — #F)-5-(2— FIL —wkmp —1— L - FFEL) — ik ghigdh 0 @ 1)

[0572] ¥4 3- VR —5—(2— FIZL — ke —1—%&!%)4&% (120mg, 0. 48mmo1) « — ( =23

) &ALAE (I1) (10mg, 0. 01mmol) F1ZEREH (140mg,0. 14mmol) HIVEAWIAE —lEk: (10ml)

HAE 20°C FHEHE 1 /. ARG M 4- SR ZETNER (7T8mg, 0. 05mmol) FH 2N Tk B2 4 %5 W

(1. 2m1) , R JGEER SR T, BHR A WILE 100°C RN 7-24 /hik o AEIS  BREFIZE R, I

2N SR (Bml) MR WG . IR GRS FHREGVIRRE I B KA, BE— P H

1% CBERER, ¥a-6 91 5 WA AL OB $hK phiss, IR B T, I 28 k. 1k Rt

ITEOIEAETE [ b, YRR - & ke / (M NH, (RS ) = 97 & 31. BT

Eﬁ@% TEFRE T HIE 4°CH HCL/ R (1. 46M, 1. 1 45 ) 4P 45 438, ZZHEH, 765
7 f 50°CTR T 2 /NI, 13 RIS YY) (98mg, 64% ), A — ik EE K. MS im/e =

284. 2 (M+H") ,

[0573]  SEiifA) 130-142 4 FASKIM] 129 ik i) — B P45 o

[0574]  sEjtfs] 130

[0575]  3—(3,4- —FIJL — oRFE ) -5 (2— L — ke —1— 35 — AL ) —nifme shiedh (1 ¢ 1)

[0576]  {f 3— JR —5—(2— & — mkme -1 %Eﬁ%)—ﬂttﬂﬂe—'ﬁ 3, 4- R ELRELNIR [ N, 43

BV O IARFR AL S (GA% W ), MS m/e = 277 (M) .

[0577]  sEjfsl 131

[0578]  3—(4— L —3— FIJL — KL ) —5-(2— AL — bk —1 - 6 — FRJL) —nikmg dh e dh (1 ¢ 1)

[0579]  {# 3- R —5-(2- AL — kM —1- ZE AL ) - ﬂttﬂm%ﬁl -3 AL - SRR I

BRI ARAR AL S (63%Z ), MS :m/e = 281. 1(M) o

[0580] S Jifs] 132

[0581]  3-(3,4~ @ — 2RI ) -5-(2— AL — KM —1- Eﬁﬁ)—nttﬂﬁ& o

[0582]  {# 3- R —5—(2— FAZL — kM -1 %@%)—ﬂthﬂm% 3,4 ZH - REENER [ N, 45

P B I ARIRPR I S (85% W ), MS :m/e = 286. 2 (M+H) ,

[0583]  Sijifs] 133

[0584]  3—(4— i — I ) -5 (2— L — IR —1- Eﬁﬁ)—ﬂttﬂm g 4 1 1)

[0585]  {# 3— ¥R —5—(2— FI 2 — kM -1 %Eﬁ%)—ﬂttﬂ/z54 SENTR [ MY, 43 217 5

[ ACRAR AL B4 (90 %I ), S :m/e = 268. 3 (M+H) .

[0586]  SJitifs] 134

[0587]  3—(2— AL — ks —1— 6 — AL ) -5 (3— U AR — R ) —mikme bRl (1 ¢ 1)

[0588]  {f 3— JR —5—(2— L — WkMe —1- FL AL ) - nikme 5 3— =9 R R ANIR ) MY, 75
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FR AW AR B S (T4% R ), MS :m/e = 318. 3(M+HT) .

[0589] Syt 135

[0590]  3—(2— AL — KM —1— 6 — AL ) -5 (4- — UL — ZKH0 ) —nikme bRk (1 ¢ 1)
[0591] i 3— ¥ —5—(2—- A2k - Fbk% —1- 3k - R ) - bng 5 4- =g R R SR IR R [ Y,
BRPKAAFE AR A (TT%WHER ), MS m/e = 318. 3O+ , .

[0592]  SELjitifs) 136

[0593]  3—(3— & —4- FFL - I ) 5-(2- Eﬁﬁ IR s —1— 5 — AL ) — ke bR LR (1 ¢ 1)
[0594]  {if 3- R -5 (2— A& — RMg —1- 2% - A 3L ) - nttﬂ/z'%z (3-& —4- - )4,
4,5,5- VYL [1,3,2]- 5240 /\HBZ}?*&F,Tﬁiﬂ*@.ﬂ‘ﬁi%%ﬁ%%% (T8% K ) ,
NS :m/e = 298. 3 (M+H") .

[0595]  Sijifs] 137

[0596] 3-(4-&(-3- FA - K )-5-(2- Eﬁ;@% K —1— L - AL ) —nikme bR El (1 ¢ 1)
[0597]  { 3- R -5~ (2— A& — IR —1- 2% - A3 ) - nttﬂ/z'%z (4- 2 -3- 3 - %) 4,
4,5,5- DL [1,3, 2]- 5 2ufli 2y H}EF’&F 338 B A AARAR B &) (T3% IR,
NS :m/e = 298. 3 (M+H") ,

[0598]  SLjsfs) 138

[0599]  3-(2, 3~ 4 — AR IEWKIE —5- I ) —5- (2~ AL — KW —1— J — FIRL ) — bk Eh R 26
ac:

[0600] i 3—yR —5-(2— AL — wkmg —1- 25 - IO ) - mikmeE &5 5-(4,4,5,5- PUAZE [1,3,
2]— ZEORR IR T —2- ) -2, 3- & - ztxﬂ%tﬂj%ﬂﬁ'fifif A3 BN BRI AL S
(18% L ), MS :m/e = 292. 2 (M+H) ,

[0601]  SLjififs) 139

[0602]  3— &4kl —5—F& —5-(2— AL —wkmp —1— 5 — PO - ke b EeEh (1 1 1)
[0603]  {if 3— ¥R —5-(2- EF'% DKM —1- L 3L ) - ke 55 2- &AL eh -5- % -4, 4,5,
5- PURRZE [1,3, 2] A 24N A3 e S B, 73 31 A L[ ACRAR UL S 4 (91 %R ) L S
m/e = 289. 1 (M) .

[0604]  Sjsfs] 140

[0605]  3—(3— G —4— i — AHL ) -5-(2— FIJL — wkmp —1— & — FIJL ) — nikme b el (1 ¢ 1)
[0606]  { 3—JR —5-(2— FAZE —RME —1- & - AL ) - ﬂttﬂ/zL% 3— & —4- G - AREENER [
BE) B BRI S Y (B3% ), MS :m/e = 301. 1 (M),

[0607]  SEjfH] 141

[0608]  3—(4— G0 —3— —G Ik — NI ) —5-(2— AL — ke —1— 5 — AR ) — oibme Zhig b
a:1

[0609] i 3— R —5—(2— L —wkmk —1- 55 - 3L ) - ke 5 2-(4- | -3- =P % -
%)—4,4,5,5—lmEﬁ%—[l,:s,z]—:%ﬂ%:ﬁﬂﬂ QIR IORE N, 19 BIOK A R bR AL S %
(49%WLH ), NS :m/e = 352. 3(M+H") ,

[o610]  SEjsifs) 142

[0611]  3—(4— B —3— =9l Ik — NJL ) -5 (2— AL — Ry —1— 5 — I ) — nifme Ehiw b
a:1
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[0612] i 3— R —5—(2— AL — kM —1- FE L) —bmg b5 2- (4- 9 —3— = 38 - 2858 ) 4,
4,5,5- WYL - [1, 3, 21— 4 B 30 I e S b, 745 31 366 [ A4OIR B AL & 4 (60 % 1
), MS :m/e = 336. 3(M+H) »

[0613] syt 143

[0614] 2= ZHE —1-[[1-[3- ( = FUPREHE ) 0k 1-1H- km —4— JE | FIE 1-1H- Dkm 3k
Hat2)

[0615]  f2& e SZ 5] 10 BT ik 1) — M i, o e Al [1-(3— =g A 2 — 2R %% ) —1H- ik
M —4- 3L - FEE S WARBEEUS N, R 5 5 2- ZFEmRMe RS0 il S Y, Bl e R4 T (O AL B,
FXT ER R Eh AT 5 i, 15 2R S, — P B B SR, Mp. 234-236°C (HIfE / &
%), MS :m/e = 353 (M+H) o

[o616]  Sijfsl] 144

[0617]  2— FEZE —1-[[1-[3-( =@ FhdE ) KI5 |- 1H- BKMe —4- 3 | AL [—1H- BRI ER R
()

[o618]  f& HE Sl 491 10 BT iR %) — M 75 v, A [1-(3— = & A9 mi 28 - 2K &5 ) —1H- Bk
e —4- 5L 1 - FE B e 5 AR R SR Y, AR5 52— SRR M RIS AL B S Y, B e B A T i Ak
T, JEXT SRR EhUEAT 45 dh, 13 2IAR AL S, A — B 6 25 SR BT, Mp. 169-170°C ( FIEE /
L), MS :m/e = 339 (M+H) ,

[o619]  SEjfs] 145

[0620]  4— KM —1- FEFIFE —1-(3— FIfIE — K08 ) —1H- DRMpEh et (1 ¢ 2)

(06211  f& R Sl 9] 10 BT iR %) — M g v, AE [1-(3— = A Mt 2 - 2R &R ) -1H- Bk
e —4—Fk 1- A B o 5 AR LU, SRS S RN S AL B S B, Bl J R AT (i b 5, JF X6k
IR ERAT & i 13 BIbR AL G, A — P B (2 SR BT, Mp. 213-215°C (IEE / L) ,
MS :m/e = 325 (M+H") »

[0622]  SKJitifs] 146

[0623]  1=[[1-[3-(1,1- 90 ZHE) AHL [-1H- BRI —4- L | FIHL 1-2- £ —1H- BRI
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b 1 BRI EH, h— R A EE IR B, Mp. > 200°C (40 fE) (FFEE / LBE ), MS -
m/e = 281 (M+H) .

[0742]  SCJEf5) 186

[0743]  1-[[1-[3- S A4-( —H FHEIE) KFL |- 1H-BKmk —4-FL | FIEE 1-2- FIJE —1H- K
MeEbiREl (1 ¢ 2)

[0744]  $Z BEASEEM) 10 BTk () — 77 325, A8 [1-(3— G —4- =90 AU 0E — 08 ) —1H- Bk
e —4-JL 1- R 25 5 WA BESUR N, 2855 2— FJEK M A0 il (N, B Js 1304 T (i Ak
H, IR SRR ERUEAT 45 dh, 13 BIAR AL S, A — B B S5 SRRV BT, Mp. 221-222°C ( FIEE /
2B ) , MS :m/e = 357 (M+H) .

[0745]  SCjiifs) 187

[0746]  1-[[1-[3- %l —4-( —H FEHIL) KIL [-1H-BRmp —4- 5L ] FHEL 1-2- £FL —1H- B
bR Eh (1 2 2)

[0747]  $ S 10 BTk 1) — M g v, Af [1-(3— 5 —4- =9 AR08 — 2R3 ) —1H- 1k
M —4-JE - L 0 5 BRSO N, R 5 5 2- SFEBR MRS AL BN I Y., Bl Ji5 134T (i Ak
B, AT R IR S AT 45 i, 1S EbR AL A, A — R B S SRR T, Mp. > 250°C (R /
LT ), MS :m/e = 370 (M) o

[0748]  SCJif5] 188

[0749]  1-3- G —4- R FASE — -0k ) —4- mkme —1— FLARE —1H- BRmpEhiesh (1 ¢ 2)
[0750] 4% M SEE ] 10 FriR 16— R 73, A [1-(3- &l —4- =9 405 — 2838 ) —1H- K
e —4—Jk 1- PR S 5 AR LR Y, SR J5 S WK MR S A B S N, Bl Ja R AT (i AL 3L, 31 4)
IR ER AT S5 13 BIAR AL S, A — R g S R BT, Mp. 212-213°C ( FEE / OB ) ,
MS :m/e = 342(M) .

[0751]  SEjfe) 189

[0752]  1-[[1-[3-( 9 Ak ) -k [—1H-BKmk —4- 5L | 3 1-2- £ —1H- kM Eh g
a2

[0753] i F& S 5] 10 P iR (%) — & J5 5, AF [1-(3— = 9 A 4028 - 2R 36 ) —1H- K
e —4-JE 1- B 25 5 MBESEUR N, 2R 5 5 2- CHERR MRS AL BN I Y, B S5 1304 T (i Ak
L, IR ERER ER AT 45 i, 19 BIAR AL S, 3 — B B (5 b R B, Mp. 216-217C ( FEE /
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L), MS :m/e = 319 (M+H") ,

[0754]  SEJffs) 190

[0755]  1-[[1-[3-( 3 4L ) 2008 [—1H- bR —4- FL ] AL 1-2— AP —1H- BRI ER R
®HA 2

[0756]  f& HE St 9 10 BT iR ) — M gy v, AE [1-(3- o A A 2R - R &) -1H- ik
M —4— 55 - B A S AR IR S Y, AR5 52— BRI M RN S Ak Bl S N, Bl i BEA T €83 Ak
T, R SRR Eh AT 45 i, 13 BIAR AL A, 8 — Fh 2 R T, Mp. 220-222°C (R /
LB ), MS :m/e = 305 (M+H) .

[0757]  sEjifsl] 191

[0758]  1-(3— R FF4RIE — ZRIL ) —4- wkmdr —1 - FEFFIL —1H- DKM ERmedh (1 ¢ 2)

[0759] & F& St 5] 10 o iR 1) — M 5 3, A [1-(3- = 9 A& - R &) —1H- 1K
e —4—F% 1- P e 5 AR RUR N, SR I S WK MR S AL B S By, B J AT il b 35, JE X6k
ERIR ER AT &5 13 RIAR AL S, O — R B (4 SR BT, Mp. 205-206°C ( FEE / L) ,
S :m/e = 291 (M+H) .

[0760]  SCjEfH] 192

[o761]  1-[[1-(3— yRRHL ) —1H- BRI —4- 5L | FISE 1-2- FIJL —1H- DRMeEREREE (1 ¢ 2)

[0762]  FfRSZHfs) 10 Pk (it — i, A8 [1-(3— ¥R — 4585 ) —1H- BRme —4- 3% 1- g
S5 WARBERUR NV, 28 55 2— AR 2R K M RIS A8 S R, B i 3R AT i A 2, 0] 26 i £h 3k
AT 45 80, 13 BIAR A S ), A — FRE (45 Gl R B, Mp. 205-207°C ( IEE / LMK ), MS :m/
e = 317 (M+H") .

[0763]  SZjfs] 193

[0764]  1-[[1-[3-( A ) RHE 1-1H- kM —4- FL ] FIFE 1-2- £ FE —1H- BRI ER IR £
1 :2

[0765]  f2z B SEififs) 10 Frads i) — 7 v, A [1- (3— i F 3 — 4L ) —1H- Ik —4— L 1 - F
i 56 S WA R U N, ARG 52— L FERR MR AL B S B, Bl S EAT s Ab BE, I 0] 2h IR
AT S5 6 R BIRREAL S, R g TR T, Mp. 219-220°C ( FIEE / LB ) 5 MS
m/e = 303 (M+H) .

[0766]  SCJf5] 194

[0767]  1-[[1-[3-( 3 AL ) KIE [-1H- DKM —4- 5L | AL 12— AP —1H- BRIRER R Eh
(1 : 2

[0768] i Sjtds] 10 Prads iy — M7 v, A [1-(3— o A 38 — 408 ) —1H- ke —4- L 1 - Ff
B i Se S WA R AU N, SR 5 52— AR IR M RIS AL B [ B, B S J0EAT i Ab 2, F 0] 2R iR
TS S BIRREAL S, R g R R, Mp. 195-196°C ( FIEE / LK) 5 MS
m/e = 289 (M+H) .

[0769]  SCJEfH] 195

[0770]  1-(3— R AL — AL ) —4— Rk —1— FLAHL —1H- BRmehiigdh (1 2)

[0771]  F R SEHAs) 10 Prads i) — M7 25, A8 [1- (3— o A 38 — %08 ) —1H- ke —4- L ] -
Bt 1 5 5 R I U Y, 2R i 5 K MR R S A SR, Bl R AT T AL B, I XS B IR SR gk AT
g on, 19 2R S, I— RO e RP T, Mp. 216-217CC FIEE / L8E ), MS :m/e =
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275 (M+H)

[0772]  SEjiifs) 196

[0773]  {1-[1-(3,4- 5 — 2KFE ) —1H- WKW —4— FEAAIL [—1H-— wkmp —2— JL | — AL — i dh
B (1 1)

[0774] ¥ 1-[1-(3,4- =& - ZK3E ) —1H- Bk M —4— J& B 2L J-1H- mRme -2 L% (0. 7g,
2. 3mmol) TEJR IR — & ME (10ml) " [EIF AR F ke 2 /o B RVIR G KR
T, BT CBE (10ml) H, FRPEVK ThyAE. AR LA (0. 091g, 2. 4mmol) , ¥ IR G4
SegHHE 2 20°C o 18 /NG, A LBR LIEA LK, 73 8 A HIAH, T (hRiRe ) ik
G0 FATEOIEATE [ ZA8ARE, BRAEVEN : A5t R 100% ( gt / Bl / A8
KEH=90 © 10 : 1)1, /F2IF8L- S B, $ 45 a0 st A AR iR £ (0. 25g,
16% ). Mp. > 250°C (FHEE / 45K ), MS :m/e = 322 (M+H") »

[0775]  SEjtfs] 197

[0776]  [3-(3,4- &G — KJFL)—-5— (2 FILEUIL — DKk —1— FEFFJL ) —3H- KMk —4-JE |-
fEEhiEsh (1 1)

[0777] % {1-[1-(3,4- =& - K3 ) —1H- BRMe —4- FERAE T-1H- Rmde —2- 36 ) - AR - i
(0. 60g, 1. Tmmol) 7£ LF& (Tm1) FIAEEKE W (2ml, 37 % WAV ) o IRSWLAE 20°C Mo+
96 /NN o R MNIRGWZER 2T, SAT BB [ AR, BREEVEN : R TR 50%
(ZEFL/ P/ S8 EKER=90 : 10 . )], B3FEE A0 B .
GEEL S A AR L (0.0308,5% ). Mp. > 180°C (4ME ) ( FEE / 28K ), MS :m/e =
352 (M+H) ,

[0778]  SEjifs) 198

[0779]  1-[[1-(3— & —5— JR N ZE ) —1H- KM —4— F | AL 1-2- AL —1H- BR e £h g &
1 :2

[0780]  fZ ESLZiffE) 10 BTk — M ik, ff [1-(3- ¥R -5 Ji — AL ) —1H- BRI —4- 3L ] - F
FEH e 5 B AUR N, R )5 52— RS M RIS AL B s 7, B s 3R AT i Ab B, FF X SRR
AT S i, 1 EIRR AL S, R A AL IR R, Mp. > 200°C (4R (FEE/ &
Mk ), MS :m/e = 335 (M+H) ,

[0781]  SEjsfs] 199

[0782]  1-[[1-(3— IR —5— JE AN L ) —1H- KM —4— FL ] AL 1-2- £ L —1H- DRk Eh % 6
(1 : 2

[0783]  F A SLilAs] 10 ik iy — M i, A8 [1- (3— ¥R —5— o — A%J% ) —1H- KMk —4- £ ]-
B i Se S WA B AU N, R 5 52— SRR M RIS AL B [ B, B S 1EAT i Ab 2E, F 0] 2R iR
AT S i, (R BRSPS IR B, Mp. > 200°C () (FEE/ &
k), MS :m/e = 349 (M+I) ,

[0784] St 200

[0785]  1-(3— & —5— 9l — AJE ) —4— KM —1- FLAIIE —1H- BRmeEh iR dh (1 2 2)

[0786]  FifASZAA) 10 BTk iy — & 77, A8 [1- (3— ¥R —5— 9 — A%J% ) —LH- KMk —4- L ]-
B 05 WA SR Y, 2R Ji5 55 WK MR AL B SN, Bl e AT i AL 3, JF 4 R IR Shalb AT 45
b 19 BB AL S, h— e B e RY) T, Mp. > 200°C (40f# ) ( TIEE / Z8E ), MS -
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m/e = 321 (\M+H) .

[0787]1  =Zjifi] 201

[o788]  1-[[1-(2,2— — 3 —1,3— K Ff [A] — S A2 3 M —5— FL ) —1H- KM —4-FL ] 1
F 1-2- LFE —1H- BRI ER R ER (1 2 2)

[0789]  f& M SE s 10 ik 19— M 7 ¥, AF [1-(2,2- =9 — 28 9F [1, 3] W) Z 48 IR
Jfi —5— & ) —1H- DKM —4- 35 1- I 0 5 W I AU N, SR J5 52— SRR MR &b 4l s
N, Bl 5 BEAT (il ab B, FE AT SRR SRR AT 45 i, 19 BIER AL B, O — Bl B L SR T
Mp. 237-239°C (43ff ) ( FFEE / LB ) MS :m/e = 333 (M+H) &

[0790]  SEJif5] 202

[0791] 1-[[1-(2,2- — @ —1,3- K If 0] —F Z« M MG 5-JE ) —1H-BEmk 4-FL 1
g 1-2- L —IH- DKM EheEh (1 ¢ 2)

[0792]  F M SEHEH 10 Frik i) — M v, 4 [1-(2,2- 9 — Z:3F [1,3] A 42K
Jfi —5— 2 ) —1H- WKW —4- 55 1- FREE e 5 W Bt alUR NV, AR5 52— FREIR e &4k il
N, B S5 BEAT (il A B, I 0T SRR Eh 1EAT & b, 19 RIFR AL S, O — Bl B (A S SRV,
Mp. > 250°C ( I / ZB8E ), MS :m/e = 319 (M+H) .

[0793]  SJEfF] 203

[0794]  1-(2,2- — & — &I [1,3] [A] 5 ARG —5- FE ) —4— BRMe —1- FEAIFE —1H- BK
bRl (1 ¢ 2)

[0795] 4% MO SEtE {51 10 ik i) — M7 ¥, A [1-(2,2- 9 — 2:9F [1, 3] B 423 K
i —b— 5 ) —LH- BKME —4- 5L ]- L S0 5 W kS0 N, 2R 5 WK e R S A 0 s Y
b J5 EAT % AL 3, JF 0 26 B8 ER EAT &5 b, 19 BIAR AL S, 8 — R B g IR
Mp. 245-246°C ( Il / 4B ), MS :m/e = 319 (M+H) .

[0796]  SEjitifs) 204

[0797]  2-[4-(2— FEE — kMg —1— FEFFE ) — ke —1— 3 1 Wbk

[0798]  F RS 10 Pk (it — M i, AdE (1— Wbk —2— % —1H- kM —4- 25 ) - AR i 2%
SRR B AR N, R 52— B 2K A S A [ N, B S AT TS A, S X B AT
G, 1R RIbR AL G, h— R S IR B, Mp. 160°C (LRI / Okt ) S MS mm/e =
290 (M+H") ,

[0799]  SLJEfH] 205

[0800]  2-[4-(2— £ — kg —1— FEFFEE ) — kmge —1— 5 |- Wik

[0801]  FZ A Sifs] 10 Pk () — M i, Ad (1— Wbk —2— % —1H- ke —4- 25 ) - IR i 2%
WA E RN, AR5 5 2— LK MRS A RN, Bl S AT 1 AL T, S AT
gh i, 1R RIbR AL S, h— P A A IR B Mp. > 80°C (43fif) (LR ATHE / Tkt ) ,
MS :m/e = 304 (M+I) o

[0802]  SLJiifs] 206

[0803]  2—(4— KM —1— FEFAL — Rk —1- 5L ) — ik

[0804]  FifASZfG) 10 Pk (¥ — M 325, A8 (1— Wbk —2— 2 —1H- kMg —4- 25 ) - Il ok
5 B U N, A ST b K e R S A B S N, Bt R AT €A A B, O B AT & e 19
BIFREALE Y, R A SR B M. > 150°C (R ( ZFRCHBE / ©F%) S MS :m/
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e = 276 M+H") .

[0805] St 207

[ogoe]  1-[[1-[3— %l —4-( — & Fhidk ) I [—1H- BRme —4- 5L ] AL 1-2- £FL —1H- B
MeEbREh (1 2)

[0807] 4% B St 5] 10 Fr ik ) — M 7 ¥, A [1-(3— & —4— =90 B 4 — %08 ) —1H- Bk
e —4- FE - L o e 5 BRSO NY, R 5 5 2- SFERR MRS AL Bl I Y., Bl Jim 134T (i Ak
H, FFAS SRR SR AT S5 R, 15 AR UL A&, 8 —Fh Bt SR, Mp. 214-215°C (I /
LK), MS :m/e = 387 (M+H) .

[0808] st 208

[0809]  1-[[1-[3- G —4-( —H FZE ) KFL |- 1H- BKmk —4- F& | FIJE 1-2- FIJE —1H- K
MeEbiREl (1 ¢ 2)

[0810]  #% M SEE ] 10 Frik il — R 773, A [1-(3- &l —4- = Fmi & — 282 ) —1H- BK
e —4-JL 1- R 25 5 R BESUR N, 2R 55 2— FJER M S AL Bl (N, B Js 1304 T (i Ak
T, FEXT SRR Eh AT 45 dh, 19 BIbR AL S 1), A — R g5 R BT, Mp. 195-198°C (I /
LK), MS :m/e = 373 (M+HT) .

[0811]  SEJEfF] 209

[0812]  1-(3— G0 —4- —H FhAE — 2R3 ) —4— WKmde —1— FL AL —1H- BRI R e sl (1 0 2)
[0813]  f& BESEE M) 10 BT ik i) — M 77 25, A8 [1-(3— S —4- =9 P 2k — 0L ) —1H- Bk
e —4— ik 1- I 0 5 AR IR RUSONY., S8 5 B R MR S AL B S N, B Ja R AT (i AL 3L, %)
RIR ER AT 55 i, 13 RIAR AL S, A —Fh B (U E S R BT, Mp. 244-245°C (L / L) ,
MS :m/e = 359 (M+H") o

[0814]  SLJEfF) 210

[0815]  3-[4-(2- £k — kM —1— FLAIIL ) — kMg —1- FE 1 Wk

[os16]  Fa S 10 Pk () — M 7y i, AdE (1— Wbk —3— % —1H- kM —4- 25 ) - AR i 4%
SRR, ARG 5 2- SR MRS A [ N, Bl AT C TS A, 6 B AT
g, 1R RN LAY, A — R B S R, Mp. 132-136°C (LR &EE / CFt ), MS
m/e = 304 (M+H) .

[0817]  sEjfsl 211

[0818]  3—[4-(2— AL — KM —1— FEFIEL ) — BRI —1— FL ] Wk

[0819]  FZ R Sifs] 10 Pk () — M i, Ad (1— Wbk —3— 2% —1H- ke —4- 25 ) - R i 2%
WA B RN, R 52— Bk MR S A N, B S AT T A I, S B AT
gh i, 1R RIbR AL S, h— P OSSR, Mp. 168-172°C ( LR ABE / Tkt ), MS
m/e = 290 (M+H) .

[0820]  SEJfs] 212

[0821]  5— Gl —2-[4-(2— AL — wkmp —1— FLAI L ) — Ry —1- 3% ] npbme

[0822]  Fiz A SAs) 10 BTk iy — & T, A8 [1- (5— &l — mbheE —2— 2% ) —1H- KMk —4- L ] -
FEE e E W BE R RN, R 55 2— PSSR MR S AL Bl s 8, B s 3R AT i Ab 2R, FE 01T
BREAT &5 i, 43 2R AL S, 5 — i es B A R B, Mp. 192-196°C ( ZRABE / ©
F2 ), MS :m/e = 274 (M+H) ,
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[0823]  SLjifs] 213

[0824]  5— G —2-[4-(2— £k — KMy —1— FLATIL ) — DR —1- S 1 Aikne

[0825]  Fiz M SEife) 10 BTk i) — & J5i%, A8 [1- (5 Sl — mbieE —2— 2% ) —1H- Bk —4- 5L ] -
B w5 5 AR BE AU N, R )55 2— CAERR M RIS AL Bl S5 3, B S BEAT i b BE, FF X1
BRIEAT &5 i 19 2R AL S, 9 — R o V(L2 IR BT, Mp. 182-185°C (LR LME / &
f2 ), MS :m/e = 288 (M+H") .

[o826]  Sijifs] 214

[0827]  3-[4-(2— AL — R —1— FEFFEE ) — bRk —1- 3 1- Frdsmkehiesh (1 2)

[0828]  fi M SLHfs] 10 Frad (1) — M 73, 8 (1— Spmésipk —3— & —1H- KM —4- 3% ) - FlE
Se 5 WIRBERUR N, 2R 55 2— F ISR MR S A B N, Bl S AT A A B, X R R Eh ik
AT 45 60, 19 2R A S, A — R B8 R T, Mp. > 250°C ( IEE / £ ), MS :m/e
= 290 (M+1") .

[0829]  SLJfH] 215

[0830] 2- 3L —1-[[1-[4-( =@ FHEIL) KIE |- 1H-BKMe —4- 3L | L [—1H- BRI LR
HA 2

[0831] % F& S 5] 10 o iR 1) — & 5 3, A [1-(4- = 9 505 - 2R &5 ) —1H- Bk
e —4- gk - i 20 5 WA U N, 2R 5 5 2 SRR MRS AL Al s B, B 5 2R T (i A
L, FEAS ER R TR U AT S v, 15 2R AL A, A — P B A R, Mp. 216-218°C (I /
LK), MS :m/e = 337 (M+H) .

[0832]  SZjffs] 216

[0833]  2— AL —1-[[1-[4- (=P ASE ) 285 |- 1H- BKMe —4-FL | AL [-1H- BRMpEh iR
®Ha 2

[0834]  f& MR St 49 10 BT iR %) — M Uy v, AE [1-(4- = AU 3R - 2R &R D) -1H- ik
e —4- 5L 1 - FREE e 5 WA SR Y, SR 5 52— SRR MR S Ak Bl S8y, B i AT (i Ak
L, FFAS ER R SR A AT S5 i 15 2R UL A, Bl e g IR I, Mp. 231-233°C ( FFEE /
LK), MS cm/e = 323 (M+H) .

[0835] st 217

[o836]  1-[[1-(1-HEA—3—JF) —1H-BRMe —4— 5L | AL 1-2- FIAL —1H-BRMpEh e &h (1 ¢ 2)
[0837] 4 1-[[1-(3— Wl 4% & ) —1H- Wk Mg —4-J& ] A9 5% ]-2- A9 & —1H- ik ™ (0. 20g,
0. 55mmo1) [ 2% (10m1) BVFHRAEGR A N (=285 48 (0. 023g, 0. 02mmol) AbFE.
30 A BhE, INNZIERIER (0. 080g,0. 66mmol) Fl 2M ik FREH K ¥AVE (2. Oml) o K X NIRA )
[ 2 /N, 285 H SR S BEFIK 2B o KA HIAH T8 (DR ) , W4, AT (il b2 [ —
AL, BREEVEN R T2 30% (S Pk / FlE / S8 EKER =90 © 10 : D],
SRAS AR AL S U5 B, S — AR (0. 13g,75% ) o B4 A G ER IR .
Mp. 241-243°C ( FIEE / L8 ), MS :m/e = 315 (M+H) .

[o838]  SLjif] 218

[0839]  2- &L —1-[[1-[4- C =ML ) K5 |- 1H- BRme —4-FL | AL [-1H- BRmpEh e
$h a2

[0840] i MR St 151) 10 JIF iR 1) — & J7 3%, AF [1-(4- = 9 T Bl 28 — 28 26 ) —1H- BK
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e —4- L 1- R 25 5 MBESEUR N, 855 2- SHERR MRS AL BN I B, B Ji5 134T (i Ak
HH, IR SRR ER AT &5 i, 19 BIAR AL S, 9 — Rk B (L4 R B, Mp. 183-185°C (F
s/ W), MS :m/e = 352 (M) .

[0841]  sZjfifs] 219

[0842]  2— AL —1-[[1-[4- ( =R ARIEE ) ZKFE |- 1H- BRme —4- FC ] AL 1-1H- DR Eh iR
Hat2)

[0843] % F& S jfE f51] 10 ol iR 1) — M 5 38, A8 [1-(4- = 5 o 2% - 2K 55 ) —1H- Bk
M —4- 58 1 I B e 5 AR IR U Y, AR5 52— AR MR S A0 Bl S Y, Bl J BEA T (0 Ak
L, FFAS SRR Sh A AT S5 i, 15 2R AL A, 8 — P B S R Mp. 249-250°C (IR /
LK), MS :m/e = 339 (M+H) .

[0844]  SJfH] 220

[0845]  6-[4—(2— FEAEL — R —1— FEFFAE ) — DR —1- S 1 Wbk

[o846]  Fi MRS 10 Fral i) — Ry v, Af (1- Mk —6— & —1H- ke —4- 2% ) - I
Se 5 WA B RUR N, 2R 5 52— F LK MR S A B S N, Bl S 3R AT €A A B, S R At
T4 G, A3 RIS, A — R B S R, Mp. > 125°C (73ff) (LRZEE / &
J% ), MS :m/e = 290 (M+H) o

[0847]  SEjififsl 221

[0848]  6-[4—(2— ZFE — WM —1— FLAIEE ) — i —1— FE - msibk

[0849]  Fiz fASfG] 10 Pk (¥ — M 325, A8 (1— Wbk —6— 2% —1H- kMg —4- 35 ) - FEE i ok
SRR N, AR5 52— LFERK RIS A R N, B S BT i A B, 00 B gk AT
g, IR RIbR AL S, h— e B A IR B Mp. > 79°C (73 ) (LR R / Tkt )
MS :m/e = 304 (M+H") »

[0850]  SEJifs] 222

[0851]  8—[4-(2— AL — R —1— FEFFEE ) — R —1— 5 1 ek

[0852] i FESIHAd] 10 Pk (¥ — M 7y i, AdE (1— Wbk —8— 2 —1H- kM —4- 25 ) - AR 1 4%
SRR B AR N, SR 5 52— B 2K A S A N, B i AT TS A, I X B AT
g, 19 BN B G, h— P A A SR B, Mp. 1560-154°C ( LR BE / ©Ft ), MS
m/e = 290 (\M+H) .

[0853]  SEjifs] 223

[0854]  8—[4- (2= £Hk — Wk —1— FLAIHL ) — DR —1— JE |- ik

[0855] i A Sjfsl] 10 Pk (¥ — M i, Ad0 (1— Wbk —8— 2% —1H- ke —4- 25 ) - IR i 2%
SR EE AU N, R G 5 2 SRR RIS AL R N, B S BT G Ab BE, 0 B AT
gh i, 1R RIbR AL S, h— P A S IR, Mp. 78-81°C ( LR 4HE / Tt ) » MS :m/
e = 304 (M+H) .

[ogs6]  SEjfifsl] 224

[0857]  1-(1— A%3F [1,3] [ A A 8 —5— Fk —1H- BKMe —4— FLAIL ) —1H- bRk —2- 5
He g (1 ¢ 2)

[0858] i M SK i 1 104 Py ik B9 — M J7 5, AF 1-001-(1, 3- 28 FF 18] = 40 2% 3 %
i —5— 55 ) —1H- kM —4— F% ] A3 J-2- AL —1H- BK M 5 8k 7E e e Vo ik yE S, 78
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RIFUAT OB AL BE, 73 B AR AL S V) T B e HE AR AL Rl VR s (K Eh g 2h e Mp. >
245°C (J3fif) (FEE / WK ) MS :m/e = 284 (M+H) .

[0859]  SLjfifs) 225

[0860]  3—(3— — g AIJE —4- G — AFL ) -5 (2~ FIL — R —1— LI ) — kg

[0861] 4% MR St fa] 129 Frak iy — M 5% (FH DMF AR —RE%e, 4 /hisF, 100°C ), A 2-(3- =
WP —4- B - FE ) —4,4,5,5- PUFSE -[1,3,2] “HEIMRR RS 3- 1R 5-(2-
J — DR —1- LRI ) — nibive [ 8, 15 BIAR B 54, A — PR G lE A (T3% W) ,MS :m/
e = 318. 3(M+H") »

[og62]  Sijifs] 226

[0863]  3-[3-(1,1- — % — L3 ) — 2KFE [-5—(2— FJE — ks —1— SEAIJL ) — nifmg

[0864]  fi i SLife) 129 Prads () — 7% (FH DMF AU ZREHe, 4 /M, 100°C ) , f 2-[3- (1,
1- 5 - &5 ) - KK 1-4,4,5,5- PUFREE -[1,3,2] “HEMA ke s 3- 1R -5-(2- FF
T — DKM —1- FE L) — ki e S, 753 BRI A4, g — PR BTl (T0% U ) NS :m/
e = 314. 3(M+H) »

[0865] Sty 227

[0866]  3—(3— 4F —5— — L I — JRIL ) -5 (2~ FAL — kM —1— FLAIFE ) — ke

[o867] i F& St 5] 129 fir iR 1 — M 77 5 (H DMF A B — W& 4%, 4 /N I, 100 °C ),
i 2-3-F 5- =R P - X3 )-4,4,5,5- P4 I3 -[1,3,2] “H M BRI S
3- ¥R —5-(2— FE — KM —1- LA IE ) — mbmE N, 19 2RSS 4, oA — Pk s € [ A4
(67%UCH ), MS :m/e = 336. 3 (M+H) .

[og68] St 228

[0869]  3—[3-(1,1- 9§ — £HE ) —4— 3 — 2RJE [-5—(2— AL — kg —1— LA ) — nikie
[0870] 4% M S it 451 129 By 3R 1) — M 77 v5 (FH DMF AR B W& ¢, 4 /N BF, 100 °C ), f#
2-[3-(1,1- 9 - &K )-4- - KK 1-4,4,5,5- DY EE —-[1,3, 2] 5200 283 X 4
55 3R -5 (2— I — ke —1- ZE R ) - bmeE N, 15 BIFR S 54, 5 —Fhid i € 1) i
(T3%ULZ ), MS :m/e = 332. 3(M+H) .

[o871]  SEjfs] 229

[0872]  2- FRIASE —1-[[1-(3,4~ —GAHE ) —1H- DKM —4- L ] AL - 1H- BRME

[0873]  FFRSEHEM] 1 Prid i — R i, i 4- sl 2E —1-(3,4- 50 - 2R3 ) - 1H- ke 5
2— MNP IE —LH- DKM S N, B 5 AT (S AR B, 15 BIPRS00, b —Fre g
MS :m/e = 334 (M+I) »

[0874]  SJfH] 230

[0875]  5—(4— 9§ —3— L — oRFL ) —1- AL —2- (2 AP — ke —1— BEFREE ) —1H- mRmgesth
Fedh (1. 1

[0876] ¥4 5- VR —1- FE3L —2-(2— FRJL — kM —1- JEFFIL) —1H- 3R M (0. 1g,0. 392mmol) %
iR T 2R (4ml) FIFEE (0. 8ml) A, I 2N S FRAN K HSE (0. 2ml) (4- G —3— FF LR IE AN IR
(0.078g,0.510mmo1) FIPY ( =Z<FEEMHE ) 48 (0. 023g,0. 020mmol) AbFE, K [ N IR & WIAER
ST R 12 /NI, AR5 R 20 B A S R IR T8« I IEIF 28 R M Ha , B R
AT AL B ( AR, YR ZSUkE / AEE= 95 © 5) . ¥R T R, A H
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£ 0°C, HFH HCL/ ZBRAbTE o 78 I m By 5, 19 2Rtk 54 (0. 11g,88% ),
hp— PR E A FE K. MS :m/e = 285. 2(M+H) .

[o877]  SEjiifsl 231

[0878]  5—(4— 3R —3— — G AFAL - HKFE ) —1— FISE -2 (0 FFSE — R —1 - SEAIEE ) —1H-BK
PR ERER (1 2 1)

[0879] ¥ 5— R —1— AL —2— (2— A3 — M —1- JE A3 ) —1H- kM (0. 1g,0. 392mmol)
FEAR T DMF (1. 5ml) 1, FIBRER 4T (0. 1g,0. 784mmol) 2— (4— 4R —3— = I & — H 3L ) 4,
4,5,5- VY3 -1, 3, 2] 4 248 ¢34 Be ke (0. 148g,0. 510mmol) FPY ( =T fi ) 48
(0. 047g, 0. 040mmo1) AbFE o K S WIRA WAL TR S 100°C Rk 12 /M), SR, B I 2 %
I BRI T . I IEIF 25 ), B ik R AT BB A B ( A A, YRR . T
ft/ FEE= 95 . 5) . KW T I, A H12 0°C IR HCl/ LRRAbEE . 75 ST 4E
BA R T, SRR A (0.089g,88% ), —FRik M ELE 4. MS :m/e = 339. 2(M+H") .
[o8s0]  SLjsfs] 232

[0881]  5—(4—&( —3- AL — FRIL ) —1- AL -2 (2 AL — ke —1— FLAISL ) —1H- BRMpEER
FEEh (11 1)

[0882] & HA S 231 Pk () — M 753, B 56— ¥R —1— FFZE —2—- (2 AR — ke —1- &£
55 ) —1H- BRMRT 2- (4- S0 -3- 3 - 2858 ) -4, 4,5, 5- PO —[1, 3, 2] 5402930 %
KSR AL S . MS :m/e = 300. 1 (M) .

[0883]  SLjifs] 233

[0884]  2-[5-(2- FEE — kM —1— FL AL ) —nibme —3- L 1-1, 2,3, 4- VU5 - HrEukEh iR ih
1 :2

[0885]  iZAL G H T IR SCHR T R 1) 77 VA &

[0886] S.Wagaw ;S. L. Buchwald ;]J. Org. Chem. 1996,61,7240-7241

[0887] ¥ 3- IR —5—(2- FF & — oK M —1- 3L A 3L ) -tk mE (0. 1g,0. 397mmol) ¥ fi# T
28 (Iml) 1, FFEAKIR A 1,2,3,4- PU S S5 M mk (611 1,0. 476mmol) « AU T BE 44 (53mg,
0. 556mmo1) \Pd, (dba) , AL &4 (8. 2mg, 0. 0079mmo1) Fl R (+) -BINAP (10mg, 0. 0159mmo1)
AT AL BE o S S NVARAWIAE 70°C ST INF 6 /N INF, ¥4 22 508 3 F A 1k RO o 4K
JEH CTR CBEFE 3 IR o #5635 AR R B BN 15, i S8 0F B B 250550 R AR
AT E AR ( SAARE, PELR : — R Tk / FRE= 95 1 05) o KE MV iR+ FEE, 4]
£ 0CIHHH HCL/ SRRAEHL. ZE IR FEA B, 15 3R 854 (0.09g,60% ),
KA YA . MS :m/e = 305. 3(MHH) .

[o8s8]  H[A] A [y il £ 77 ¥

[o8s9]  Sujjifs] 234

[0890]  1-(3,4- — &0 — 2K3E ) —1H- BEM: —4- AR

[0891] %% 3,4- & KJi% (24. 3g, 150mmol) \ JiL IR = £ WG (24. 0g, 162mmol) - fif§ 5 £ 1R
L iE (20. 0g, 150mmol) A1 ZPE (Iml) HIVE-E WML 1 /NN o M0 5 IR — £ EE (300m1,
1. 8mol) &Ky (25. 1g,450mmol) FIZFE (300ml, 5. 2mol) &, KRS 5 /Nt 78I
(6], 4 3 IRANIMEREY (25. 1g,450mmol) o FHREGWIAHIR 60°CHIMA LR L (1 FH) . 1E
13 10 4380 5, B UTvE ik 38 FER BE R 45 . KR AR CRIB L5 B 4% (500ml) HEAT L
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AR L. BRI R AR T ZIELE (300ml) , I 2N S EAL BT (300ml) FIAR
W (29 10g) o KHEAWIENR 2 /N, i3 IFA 2 5°C. I HCL W (37% ) HEDIE
Se4, IR, R RIAR LAY (25.8g,67% ), I— PR g: fh. Mp. > 235°C (4
filt) (/K ), MS :m/e = 255[ (M-H) 1.

[0892]  Sijfifs] 235-262 F% M SLHEf5] 234 ik i) — ik FE %

[0893] st 235

[0894]  1-(4— G —3- FIJL — ZKFL ) —1H- Wk —4- FIfR

[0895]  HH T iL AR R @A A4, MS :m/e = 236 (M), Mp. 231-236°C (/K / ZK&Ht ),
H— e g R AE 4- & -3 RIS IR PR = OGRS TR LRI LT8R
Mo BT, R IR = S VR S ER AL IR, IR S5 AT Bl /K o

[0896] S Jiif] 236

[0897] 1- &4k —5— Fk —11- BkM: —4- AR

[0898] I iR FEH| & ARG G, MS :m/e = 227[ (M-H) 1, Mp. 243-251°C (/K / R
Bt ) s AR AL AR AT 5- R AN S R IR = OlE A LR SRR LR
RN B G, H B R = B8 B SRR AL, AR J5 1A T Ik fidt

[0899]  SLjifs] 237

[0900]  1-(3,4- —FIJE — ZROE ) —1H- KM —4- IR

[0901] I PRI FEHIR R A, MS :m/e = 216 (M) , Mp. > 250°C (/K / ZWgkE ), N
— M A OSSRV AT 3,4- ZFERNZ S R PR = L8R HEE SR S BRI LR V.
B i, FH I P R = S R SRR AL T, SR 5 R TR ZK At o

[0902]  SLjsifs) 238

[0903]  1— X FFORIL —1H- DKM —4- AR

[0004]  H FRIEFEHIAR RS, MS :m/e = 202(M) , Mp. > 250°C (DMF) , iy —Fh B ER
EEERY R AN P2 SR PR = O lE R O R CEM O e Y . b5, B R R =
LG VAN TR AL HEL, SR J5 HEAT Bl K i o

[0905] st 239

[0906]  1-(4— 3§ —3— 1L — ZRFL ) —1H- BKmk —4- IR

[0907] W MR FEHI AR LA, MS :m/e = 219 (M-H) 1, Mp. 192-198°C (/K / &
Bt ) P AL SRR A 4- R -3- FERIG S R R = L BE 3L LR LB F1 £
BRI N . B 5, H R R = W8 2R B A3, AR S5 HEA T Bl /K o

[0908] St 240

[0909]  1-(4— AIfJE — o3 ) —1H- KM —4- HIJR

[o910] M FIRITFEHI& bR @AL 54, MS :m/e = 233[ (M-H) 1, Mp. 233-245°C (/K / W
B ) s A PG SRV AF 4- (MR ) RKIg5 R IR = ClE A2 LR SRR 1R
RN BIG B R = 5B SRR AL, AR J5 AT Tk figt

[0911]  SEjfs)] 241

[0912]  1-(3— —H I - 2RI ) —1H- DKM —4- IR

[0913]  H B FEHI &R G4, MS :m/e = 256M , Mp. 233-245°C (7K /DMF) , Aj—Fif
ERE O SR ot AT 3-( =P L) IR SR PR = 8RS SR SR LR Y. o B
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Ja» PR PR = 2GR SRR AL B, SR S5 A TR i o

[0914]  SEjifs] 242

[0915]  1—(4— 3G -3~ — G AFAL — ZCFE ) —1H- DKMk —4- IR

[oo16]  HH NIRRT &AL G, MS :m/e = 274, Mp. 188-193°C (/K / &kt ), A
— P AL IR AL 4- 3 -3- (SRR KI5 FR = MR HE LR Ol &
BRI o B, PR AR = I8 BN R AL, R 5 HEAT Bk i

[0917]  SEjtifs] 243

[o918]  1-(3— %R —4- —F AL — KFE ) —1H- DKM —4- PR

[0919]  HH MR FEHI AR A Y, MS :m/e = 274M, Mp. > 250°C (/K / ZWght ), H—
P g R AT 3- g —4- (=R P ) RKIE5 PR = M6 H2E O SRR 1R
RN B G, H R R = B8 BRI SR AL, AR J5 AT Bk figt

[0920]  SEjfs] 244

[0921]  1-(4- AL -3 — AL — KL ) —1H- DR —4- iR

[0922] i PRI FEHIA RS, MS :m/e = 269[ (M-H) ], Mp. > 233°C (4fi#) (JK /
TRERE ), R OSBRI AT 4- T 3-( SRR ) KIS R TR = LR E
LR OTEM LR NN o B, FIR PR = L WE B SRR AR BE, SR Ja AT iRl /K i

[0923]  SCJEfH] 245

[0924]  1-(4— G0 —3— FARJE — KL ) —1H- kmk —4- FIfR

[0925] R FESI AR AL G, MS :m/e = 252 (M), Mp. 232-236°C (/K / —Hgkt ),
N PR A OGS R BT AE 4- S -3- FAZERNE 5 IR IR = L B8 AH2k LR L BE I 1R
SN Bl FH R R = LR R SRR AR B, 28 5 AT B A o

[0926] St 246

[0027]  1-(4- %6 —3— FARL — KL ) —1H- kg —4- FIfR

[0928]  FH R I FE IR RS, MS :m/e = 236 (M), Mp. > 182°C (43l ) (7K / —IE
Bt ) s A — PR A O 45 SR T A 4- 3 -3- AR RIZ S R IR = LB5 M EE 1R L Bg I
LR N B, PR B IR = LG VA LR AL HE, SR I HEAT Bl /K i o

[0929] St 247

[0930]  1-(4— G0 — ZRFL ) —1H- DKMk —4- HIJR

[0931] I PRI FEHIASFRAAA Y, MS :m/e = 222(M) , Mp. > 250°C (DMF/ 7K ), 53— Ff
BUOPRA 25 SRR A A- SR S R IR = LG HEE 218 ZBE 2R [N o Bt i, I J A
TR = LG VRN LR AR B, AR 5 AT K i o

[0932]  SEjfs)] 248

[0933]  1- A%3F [1,3] [A] A RFF 0 —5— 5 —1H- KM —4— R

[0934]  HH IR IR AR AL G, MS m/e = 232(M), Mp. > 250°C (/K / ZEgkt ),
N PR G GIRP T AT 3, 4- W 4SRN 5 IR IR = L lR A LR SRR L8
Mo BT, R IR = SR VRN S ER AL 3R, IR S5 AT Bl /K i o

[0935] i)‘fﬂﬂﬂ 249

[0936]  1-(3— J§ —4— AL — oKL ) —1H- WKW —4- IR

[0937] W&k ?LﬁfﬁJ%*TEﬁ%A% MS :m/e = 220 (M) ,Mp. > 250°C (/K / —MEkE ), A
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— e A IR AT 3- 38 -4 IR S IR TR = 8 A2k SR SRR SR Y. o
B 5, FH R PR = S R SRR AL TR, SR 5 AT R K fift o

[0938] St 250

[0939]  1-(3— G —4- FARJE — KL ) —1H- Bk —4- FIfR

[0940]  HH N IIFENI&FREL G, MS m/e = 252(M) , Mp. 224-226°C (/K / ZR&Ht ),
H— A E AR AT 3- A —4- AR S PR = OME N LR ORI SR
Mo BT, FH IR IR = LM VR SRR AL 3R, SR S5 AT Bl K i o

[0941]  SIjiffsl 251

[0942]  1-(4- & —2- G — ZKJL ) —1H- DKM —4- IR

[0943] NN FEHI & AR LS, MS :m/e = 239[ (M-H) ], Mp. 234-238°C (7K / —N&
Bt ), A — PRI O SR T AE 4- S -2- FRIZ S R IR = B8 AHEE LR LB 4R
RN BE, H R R = B8 BRI SRR AL, AR J5 1A T Bk fidt

[0944]  SCJEfH] 252

[0945]  1-(4— R — ZRFL ) —1H- WKW —4- HIPR

[0946] i PRI FEHIAS RS, MS :m/e = 266 (M), Mp. > 250°C (/K / ZW&EkE ), N
— MR E AL R A 4- R SR TR = OBE HE IR ORI LR S N B S S
JR R = L8 VR IR AN TR, AR 5 AT R /K A o

[0947]  =ZjiEfd] 253

[0948]  1-(4- 9 AL — 2R3 ) —1H- WKW —4- IR

[0949] i IRt FEMI AR A D, MS :m/e = 253[ (M-H) ], Mp. 218-225°C (/K / —Ig
Bt ), M E S GRY T AT 4- R T AEERNZ 5 R P IR = CRR AL SR SRR L1
RN B R R = S BE BRI SRR AL, SR I AT Tk A«

[0950]  SEJfs] 254

[0951]  1-(4- F&E — AL ) —1H- BKMe —4- R

[0952]  HH N IIFEHIASFRBAY, MS :m/e = 293[ (M-H) ], Mp. 238-243°C ( 73fif ) (K
J ZREIGE ), o Fh i (G SR T AT 4- RIS R IR = LER I LR L BRI
LR N Bifif5, F R PR = LG VA LR AL HE, SR I HEAT Bl /K i o

[0953] St 255

[0954]  1-(3— FARZE —4- FIJE — RO ) —1H- DKM —4- HIJR

[0955]  HH ik AR & AR AL A4, MS :m/e = 232(M) , Mp. 226-230°C (/K / ZE&Ht),
H— PRI 4 AR R Ad 3- S 4 FECEIR SR IR = L8 AHEE R Ll £
BRI N . B, R S = 208 2R LB AL T, AR S5 R4 T Bk At

[0956]  SLjfs] 256

[0957]  1-(4- —F FFJE - 2R0E ) —1H- DKM —4- IR

[0958] i PRI FEHIAFRAMA Y, MS :m/e = 256 (M) , Mp. > 250°C (/K / ZWEkE ), N
— MR AR AF 4-( ZRF R ) KSR TR = O8E A O SRR LR R
Mo BT, R IR = LG R SRR AL PR, SR 5 AT /K A«

[0959]  SLjifs) 257

[0960]  1-(1,3— 5 — s ACTEMRNE —5- J ) —1H- BRMe —4- IR
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[0961] i N IEFEHIA R A, MS :m/e = 230 (M) ,Mp. 245-247°C (DMF/ 7K ) , 3—Fif
Bt LG5 R L AT 1, 3—- & -5- 2R JF Mm% (HHLUT 773204 < T. Y. Shen 5%, J. Med.
Chem. , 1978, 21,965) 5 R IR = ZH5 3L LR LWEAN LR s Vo BitiJ » FH IR AR R — g
BN LR AT, IR J AT DK i o

[0962]  SLjiifs) 258

[0963]  1-(4— 4 —3— FARAL — 2K ) —1H- bRk me —4- PR

[0964]  Hi FARIIFEHIASFRAAYI,MS :m/e = 236 M), Mp. > 182°C (43fif) (JK / W&
Bt ) s A — PR A 45 SR T A 4- 3 -3- AR RIZ S R IR = LB5 iHEE 1R L BgFI
LRI . Bl S, H R R = LB VER RN LR AL 3L, AR S5 EAT Bl /K it

[0965]  SJiifs] 259

[0966]  1— ZKIL —1H- BEME —4- IR

[0967] i FRITFEHIAAR B EY), MS :m/e = 188 (M), Mp. 220-221°C (DMF/ 7K ), A—
A EE IR R A S R PR = OlE R R A R I N . B, F R B R =
LR VERFN L BR AR BE, AR Ja BT K it o

[o968]  SLJiifs] 260

[0969]  1-(4- AL — KL ) —1H- BRM: —4- R

[0970] i PRI FEHIR IR A, MS :m/e = 218 (M) , Mp. > 240°C (43 ) (JK / —IE
Bt ) » A A L85 db R T AR AR NG 5 IR PR — L8R VA2 1R SRR TR
Mo BT, R IR = LG R SR AL P, S8 5 AT B /K A«

[0971]  SEjiifsl 261

[0972]  1-(3— AR — ACHL ) —1H- BKM: —4- IR

[0973] M N EFEHISFREL G, MS m/e = 218 (M), Mp. 196-201°C (/K / —WEEE ),
N iR AL R T AT ) PR AR RN S R R IR — IR i 2 LR LN LR [N o i
J5» TR R = 2GR SR AL TR, SR S5 - TR K fid o

[0974]  SCJifs] 262

[0975]  1-(4— FA4RCHE -3~ — R L — 3L ) —1H- DKM —4- FIfR

[0976]  HH NI FEHIASFRAAA Y, MS :m/e = 286 M) ,Mp. > 141°C (43 ) (JK / —I&
Kt ), A—PERAEEE R AF 4- FEE -3-( ZmF ) K ERFIR = L0 iHE
LR ORI RN Bl G, F 5 B = 06 R SRR AL T, AR S5 R4 T Bk A

[0977]  SJifs] 263

[0978]  1-(3,4- G — &KFL ) -5 FIIEL —1H- DKM —4- FIPR A FEAN

[0979]  3-(3,4- — & — 2xHL ) -5 HIFL —3H- BKMk —4- FIR L[

[0980] 4% 3,4- — G EE N EE (8. 22g,43. lmmol) \4— F1 55 —5- Ik Mk FH iR Z 15 (6. 64g,
43. lmmol) F1Z B4R (11) (7. 83g,43. lmmol) [ 5 4% (86ml) AIFWAE 20°C FHEF: 48 /)
I 8 T A, AU 288 288 (500ml) 5%, R AN 1 A IR AP AN /K i —
PPt LPEHZEKRIG, Bk RYUATEIEL P ( AR, BRI O LR AER) . 15
3 2.8g(22% ) W3- (3,4- & — K% ) -5 AL —3H- Bk Mk —4— G 2B [Mp. 135-136°C (&
R Mg/ CE) ,MS :m/e = 298 (M) ] F1 1. 0g(8% ) I 1-(3,4- 5 — Z=%E ) -5 FAHL —1H- 1K
e —4— FR L WG [Mp. 163-164°C ( LR LR / Tt ), MS :m/e = 298 (M) 1.

66



CN 101798298 B WO B 61/84 7T

[0981]  SLJifs] 264

[0982]  [1-(3,4- — &0 — AL ) —1H- DKM —4- L |- I

[0983] ¥ 1-(3,4— 5 — 455L ) —1H- BEM: —4- AR (20.0g,77. Smmol) A IM BH,THF it
A4 (100ml) ALFEIFEIE 2 /AN BIREWAREIE 5°C, 2 I N B EE (20ml) . fEFEH
P R Y UG B R AR YN 2N HCL %53 (100m1) HFF 1A 2 /o i 38)s, 1 740
JKAHZES L ON SR AL IS AL T B 3 pH10. YA E1JG, b ik S 45 itk — 3 ) i
(12.2g,65% ) o Mp. 146-147°C (7K ), MS :m/e = 242(M") ,

[0984]  SIjififs] 265292 F% ML Ef5) 264 Pk i) — i FE %

[0985] St 265

[o986]  [1—(4— G0 —3— FIJL — ZKHL ) —1H— Wk —4- L |- A

[0987] i PRI FEHIAARBL G, MS :m/e = 222(M) , Mp. 126-133°C (7K ), A—Fik
S G AF 1-(4- R -3- 2 - 285 ) —1H- kM —4- FIR 5 BH,THF Bl &4 & MY,
bt i AT K AR AL EE

[0988]  SLJiif] 266

[0989]  (1- — 54kl —5- Jk —1H- mkmp —4- Jt ) - IR

[0990] i PRI FEHIAHRBL G, MS :m/e = 214 (M), Mp. 128-133°C (7K ), A—Fik
Mg iR i AT 1- S 4el -5- 55 —1H- KM —4- PR 5 BH, THF Bl &4 I M, bt J 1
AT KRR

[0991]  SCJtEfs) 267

[0992]  [1-(3,4- —FIJEL — oRFE ) —1H- WRMe —4- 5L |- I

[0093]  HH Nl FEHI & AR TAL S, MS :m/e = 202(M), Mp. 110-116°C (/K ), H—Fhik
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[1127] % [1-(3,4- — & - % F)-1H- Bk ™ —4- & - § §F (10. 8g, 44. 3mmol) 7F
THF (270m1) 17K (30ml) [IIR-EW) R HAE AL (IV) (5g,57. bmmol) AL, ¥HIRG W)
A1 4 /NI NGRS iR A (TV) (1. 5g) , ZkEE IV 1. 5 /N . RS IR
JE, Wi RV RG22 B, bR 25 K. KB ik RN & P,
PR R AL . AR 1-(3,4- & - KAL) - 1H- BRmE —4- I (2.58,25% ).
MS :m/e = 240. 0 (M) »

[1128]  SCjfe] 312

[1129]  1-[1-(3,4- — & — KL ) —1H- KM —4- FL - 4

[1130] ) A BB AL BE 1 S B W (3M, 13. Tm1, 41, Tmmol) F1 Z fk (40m1) 23 L A
1-(3,4- =50 - K5 ) —1H- kMg —4— FIJE (2. 58g, 10. Tmmol) » SR 52518 in A\ THE (50m1) ,
PERIGE T RS 1IN o 7R I S B KV (AT, 30ml) J& , BB G H LR L BE %
o AN (WEREN ) AR, 133 1-[1-(3,4- =& — K5 ) —1H- kM —4- 3L - 2
i (2.56g,93% ), A— Pk EE 4, MS :m/e = 257. 0 (M) .

[11311  SEjifs) 313

[1182]  1-(3,4- & — KJFL ) —1H- DKM —4- FIER AP

[1133] ¥ 1-(3,4- & - KL ) —1H- BkMe —4- FIG (7. 0g, 27mmol) « I (150m1) FIIkA%
i (25ml) WRA MG 3 /NN o AR PR 4R 2225 80mL, Ii N O°CHITRIERH (60g) 7K
FEH (500m1) o FH SR BEA G, HA HIAHT1 IF 28 ISR, 15 28 Lk R, 425 CBE
Ja IR RINR LAY (6. 0g,81% ), A—Fiik il k. MS :m/e = 269.9 (M),

[1134]  sCjtfs] 314

[1135]  2-[1-(3,4- — & — K%L ) —1H- BRmge —4- 5L |- N —2- iZ

[1136] 5 Sz 9] 312 25 48L, 5 1-(3,4— — & - 25 55 ) —1H- Bk M —4— 7 1% B /S (1. 5g,
5.53mmol) A& K FFEMAL BT . RIS, 3 2IFR 4L 54 (1. 3g,86% )« MS
m/e = 270. 1 (M),

[1137]  SCjtEfe) 315

[1138]  2-[(2- AL —1H- KM —1- 5 ) AL [ 4-[3-( = PE) R -1-[[2-(=F K
PRk ) LA | AL |- 1H- BRm

[1139] A4 4-ft —2-[ (2— L —1H- kM —1-3% ) PR I-1-[[2-( =FEPRLRE ) 4%
JE ] R J-1H- kM (0. 080g,0. 191mmol) ¥§ T A ZE (4ml) FIFEE (0. 8ml) 1, H 2N B
B (0. 2m1), 3- ( =3 AE ) ZIEHNER (0. 049g, 0. 248mmol) FHPY ( =Z<FEMHE ) 48 (0. 0114g,
0.0095mmol) AbPH. Hf S MIR-EYIEE T T B 150 /NN, AR JFRE 2 2=\ IF T8 (b
BN ) o I IEIF R A, B AR EAT g AL B ( A, PR R b/ A =
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. b)), 1 EIFR AL S (0.036g,43% ), A— R . MS m/e = 437. 4 (M+H) .
[11401 S5 316-319 42 HESKtE ] 315 FTik i) — R R i) 2% o
[1141]  SZjifs) 316
[1142]  A-(4- 3 —3- FFFLORIL ) —o-[ (2— AL —1H- Wk —1- S ) AL -1-[[2-( —FIS
PREGEIL ) L5 1 AL |- 1H- BRm
[1143]  Hy4-f —2-[ (2— AL —1H-mkme —1- 35 ) R 1-1-[[2-( =R PR ) 2%
Fe ] FEE T-1H- BRMEAT 4- 1 -3 FFBEIRIEANER i 2 bR AL A4, MS :m/e = 400. 2(M") »
[1144]  SCjEfe) 317
[1145]  4=(3,4- —@EIE)—2-[(2— AL —1H- kM —1- 38 L 1-1-[[2- (= FILRLE
Btk ) CEIE ] L 1-1H- Rk
[1146]  pi4- W0 —2-[(2- & —1H-Wkme —1-3% ) FE I-1-[[2-( =FEFRERE ) 45
5] L T-1H- BRMERT 3, 4— G < AN R ) & A5 AL 540, MS :m/e = 404. 2(M) .
[1147]  SCjEfe) 318
[1148]  2-[ (2— FIJL —1H- R —1-J8 ) I 1-4-[4- CAIRRHL ) RFE 1-1-[[2-( — A
TElEdE ) LI ] AL 111 mRme
[1149]  H 4 —2-[(2- F2E —1H- kMg —1- 35 ) AL 1-1-[[2-( Z=HERREERE ) 4%
Sk ] AL T-1H- BRI 4— ARl B 2R FEA IR il 28 i Ak 540, MS :m/e = 414.2(M) »
[1150] i)‘iﬂifﬂ 319
[1151] 4= (4= G =3~ FIIEARIE ) —2— (LH- KM —1 - L AL ) —1-[[2- ( — L FREREIE) &
2k ] A ]-H- R
[1152]  pH2-(1H- Wk Mg —1- LA ) 4- - 1-[[2-( = FEPrERE) A E] F
A5 J-1H- BRMEAT 4- 5 -3— A AR AR ) 25 AR A 5400, MS :m/e = 387. 3(M+H) .
[1153]  SEjEfs] 320
[1154]  4— i —2—[ (2— AL —1H- kM —1-356) L 1-1-[[2-( = PR P rkhedt ) Z43E]
I 1—1H- KM
[1155]1 % [4- Mt —1-(2- = P IEabledt - ZA ML) - 1H- mEm —2—- £ 1- FEE (1. 0g,
2. 8mmol) FIPUYR F%E (1. 3g, 4. Ommole) VM T THF (10. Oml) HIFA 412 0°C. £F 30 435
W O =28 (1. 07g, 3. 95mmol) » #F R NMIR-AWITE 0°C T HiH: 1 /IS 31—FH
ORIF . 1R —AFI, BAALE (0. 615g, 14. 1mmol, 55 % HIA W7 BUR ) &iF T
DMF (20m1) A A H1E 0°C. o Hbn N 2- ALK ME (1. 16g, 14. Immol) o Kf X MR -& W) 1E
60°C FHiH: 30 4380, A HI AR 0°CHH FIRBIZWAC L. 721 F P 2 /0 iE , AR AR R
Z4h (50ml) A MIR-EWE L RN . KK ZEH SR CERAEL 3 IR #-5 I Ja A BUR
DB, BB B R I AR IAT B AR B ( AR, YR c R/
FlE=97 : 3), 5 3FrELEW (0.835g,71% ), F—ME . MS :m/e = 419. 0 M+H) .
[1156]  SEjfs) 321 $2 HESKE ] 320 Brik i) — R i) 2% o
[1157]  sEjfs) 321
[1158]  2— (AH-Wkmp—1— FEFRRHL ) 4 —1-[[2- (=L Ae B ) L8 | L [-1H-IK
e
[1159]  H [4- W —1-(2- = FIEREREIE - SRR AL ) —1H- kM —2— 2% - PR RIIDK M i

75




CN 101798298 B WO B 70/84 T

BIRRBALEY, MS :m/e = 405. 3 (M+H) .

[1160]  SEjifs) 322

[1161]  [4-fl —1- (20— — FIFLREREIE — L IO ) —1H- kM —2— JL - HIfE

[1162]  fEG AN, B 4- W —1- (- = ISR e gk - 558 P2k ) - 1H- BRmk —2- FIfE
(4. 6g, 13. Immo1) A T £FE (Boml) o IIABNE LS (0. 514g,13. Immol) , ¥4 VR A WIAE
I TR 45 4 8h. IIAIK (200ml) o KR SR SERAEL 3 IR A 5 AU
R g s o SR N B Rl 3 R I/ 7/ | DAY ik A2 o s Ml N 0 = S WK
[4- 1 —1- (2- = FEERERESE - IS AL ) —1H- BRMe —2- 26 1 FIEE (4. 0g,87% ), A—F
HEFE k. MS :m/e = 354. 0(M) .

[1163]  SCjfs] 323

[1164]  A—f —1-(2— ~ FIFLREREIL - AR L ) —1H- BRmg —o— FIEE

[1165]  FEG T T4 4,5- il —1-(2- = AR - LRI ) —1H- kM (8. 86g,
19. 68mmol) ¥ JE7K THF (110ml) A H1E —78°C, i niE T 241 (13. 5ml, 21. 65mmol,
L. 6M [ CREiE ) o 75 —T8°C T i H: 10 73 8P IFAE —45°C T HidE 30 7 Bh 5 , 4 RNV IR-G Ve H)
£ —78°CH - ] DMF (10m1) AbFE—IR. ¥HRAWHR D ZME, AWM S (150m]) o
KZEH L8 LBEFEEL 2 K o #4-5 FF Ja I 25 BCR FHAR R A T, I B IF L B RV ) o IR
WIAT SRR P ( AR, BERF : Okt / SR CBE= 98 & 2), B RIFREL &) (5. 18g,
75% ), N — PR E A K. MS m/e 352. 1 (M),

[1166] Sty 324

[1167]  4,5— it —1-(2— —FLREGETL — LI ) —1H- BRI

[1168] ¥4 4,5—- — ft wk M (B LA N 7 ¥ il 4% :D.S. Carver, S.D.Lindell, Al
E. A. Saville-Stones, Tetrahedron, 1997,53,42, 14481-14496) (10. 1g,31. 6mmol) 43 {it
I =R N A4k Eh (1. 38g,31. 6mmol, 55 % HIW M 23 B0 ) I TE/K DMF (45m1) &7
o RONTR S YITE SR T BERE 90 4380, AR5, I HI R 0°C, FraRteth A 2- ( =R F kLT
B - CEIETRES (6. 81ml, 34. Tmmol) f¥) DMF (10m1) ¥SWALTE ., 76 0°C FHiHE 2 /PINE,
B R NVIRARINIK (200ml) FIZEE ZBE (50ml) VRS . Brg&WiuE, R &
G CIEAHN 3 IR o B I Ja IO AR O P Bt R AN T, I 9B FF L8 o R0 1) o AR R IEAT (2
TEALEE ( ARARRE, BELS) Ot/ SRABE=9 ¢ 1), 13RrELEY) (9. 44g,66.4% ) ,
R PR BRI . MS :m/e = 450. 0 (M) .

[1169]  SCjfH] 325

[1170] 3-SR -5-(3,4- & -~ KF ) - nkmghmesh 1 ¢ 1)

[1171] 4% [6-(3,4- =& — a2 ) - mbwg -3— 2% 1- I IE (470mg, 1. 9mmol) [ V. it BE
(4. 9m1) FWAE 20°C R e 15 /o 28 H WAL, FF7E 50°C KR 12 R 2 /i, 15
b EY) (558mg,98% ), A—Fiiks a4, MS :m/e = 271.0(M) .

[1172]  SZjifsl] 326-328 3% ML tEf5) 325 Pk it)— Mt P 4% .

[1173]  SCjEfe) 326

[1174]  2- G -3-(3,4- @ - KFL ) - nkmg bt (1 ¢ 1)

[1175] i [4-(3,4- =50 — 2R3 ) - mbng —2- % J- e S WA BESUE 20°C F M. 15 /N
HITFER G B, S :m/e = 271. 0 (M), y— PR kY (99 % K% ) .
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[1176]  SEjfs) 327

[1177] A= G -2-(3,4- @ — RFL ) —nkmg bt (1 ¢ 1)

[1178] i [2-(3,4- &0 — A% ) — MbhE —4- 5% 1- AEE S WhARBERAE 20°C T R 1 /M
FIFFARAAL S, MS sm/e = 2710 () , A — PR @ EIREY) (100% 5% ) .

[1179]  SEjtfs) 328

[1180] 33— G FFJL —5-(3,4- —HIFE - ORFL ) -0 FIEE —nifmedhmedh (1 ¢ 1

[1181]  Af [5-(3,4- ZHHE - KIL ) -2- FHL — e -3- 28 ]- R (1 0 1) 5
PREESEAE 20°C R Y 1 /N, AR RIAL 2 /N, dITSAR 8L 540, MS :m/e = 245. 1(M) , 4
— P A (98% IR ) o

[1182]  SEjfs] 329

[1183]  [5-(3,4- & — KAL) —nikme —3- S 1- I

[1184] 7EOCF, MM (161mg, 4. 2mmol) [ THF (20m1) B V%3 3 hi7E THE (20m1)
R 5 (3,4- 5 - A ) - IR IS (2. 0g, 7. Ommol) , HAE LI E T4k +E 2 /i . 18
kNI THE/ 7K (9 ¢ 1) AT R WA 1k, SR 5 B B IR A T4, 1 i IR 28 %
TR AWDAT B A TR [ —ARALRE, BELF c A L /(M NH,/ B ) = 97 & 31, 13 Fbx
LAY (480mg, 27% ), A—FRE Ll 4. MS :m/e = 254. 0 (M+H) .

[1185]  SEjiifs) 330-332 4 MASKItifA] 329 Fridk i) — it P i) 45 o

[1186]  SCjEfF] 330

[1187]  [2-(3,4- & — ARJL ) — ke —4- & 1- g

[1188] i 2-(3,4- 5 - K55 ) - R PR 5 S AL AL THE Hh T 20°C R MY 1 /v,
NG AT g AL [ 4 hE, YEIGH) : &bt / (20 NH,/ AR ) = 19 @ 1], 19 2IFrdifk
EW,MS :m/e = 252, 0 (IM-HI") , Ay — Rk s Gl 1k (53% 1) .

[1189]  SLjfsl 331

[1190]  [4-(3,4- & — A%k ) — nmbmg 2- FL - FEE

[1191] i 4-(3,4- =50 - K58 ) - nibme —2- RS S IM &AL ER4E /THE ¥ AE THE A
16 20°C R R 1 /NI, SR HEAT i 24, 13 BIF5 846 540, MS :m/e = 252. 0 (IM-H] ), A
— PR ERTH (94%50E ) .

[1192]  SCjfs] 332

[1193]  [5-(3,4- —HIFL — oRAL ) —2— AL —nibme —3— 5 |- bt 1 1)

[1194]  fi5-(3,4- — R -5 ) —2- FE - R CHE 5IEA 648 ) £ LK (Bml)
HTE 20°C R R 23 /NEE, AR S AT Gl alidh, 5 BRI G, MS sm/e = 227.2(M0) , o —
PR i 7K (58 %R ) .

[1195]  SCjfs] 333

[1196]  5-(3,4- — & - JKFL ) — HHER A

[1197] [ 5— YRALAE -3- FEZ IS (2g,9. 3mmol) HIFFAS (50m1) FHH MAPY - ( =285
Wi ) — 4 (0) (320mg, 0. 28mmol) , I AN EALHE (785mg, 18. Smmol) , BHVREW)4E 20°C FHi$E 30
A3l ARJE, IMN 3,4- SRS EE (50wt % 7 THE/ 7K 9 & L %) (3. 7g, 3. 3ml,
9. Tmmol) 1 2N BREZFI/KEE (11. 3ml, 2.5 & ), fEE TR 100°C MR HEH KRS
nFA 23 /Ni o AELG, IMAK (25ml) 5 43 B HUKAH I S8 SRRAE L. ¥& 35 A LA
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B RN A S s, PR IR A T8, i B IR 28 s ), M e i 525 R T 50°C+
B 2 /NI S RIAR AL G (2. 48g,95% ), A—FioRAE K. MS :m/e = 281. 0 (M+H) .
[1198]  SEjiifs] 334-336 F% ML HtEfs] 333 Prik it — M FE il 4%

[1199]  SCjtifs) 334

[1200]  4-(3,4- — & — ZKFL ) — nkime —2— FERER Y

[1201]  {f 4- IR — AlkiE —2- RS S 3, 4— —EURIEMNIR [ N, HIFS AR AL A9, MS m/
e = 281. 0O, A—Pk el 1k (10% W),

[1202]  SEjfs) 335

[1203] 2-(3,4- — & - KJIL ) - FHHER K

[1204]  AfF 2- Wl - MR T RE S 3,4- Z SRR N, HAF AR A5V, MS :m/e =
281. 0 (M), A —Fiika g (B9%UE )

[1205]  SCjifs] 336

[1206] 6-(3,4- — &0 - JKFL ) — nikine 2 RS IS

[1207] A 6- ¥ - MtRE —2- FRPAE S 3, 4- ZRURIEINIR SN, HFFhR AL 59, MS :m/
e =282.0(M), A—Fhiksta & (T%IE ) .

[1208]  SEjfs) 337

[1209]  2— it — S AR A

[1210] ¥4 2— & - WkRE —4- R (5g,31. Tmmol) KT —2— fid (150m1) ¥ 5 Witk A — i i
AR 6 /NET, FEEAT FEBUL I 515 31 2- il - IR (7. 3g,92. 4% I ) o Bz s fid
T+ THF (50m1) 7, FF HHr i i = 0 b kv v (44ml, 0. 55mol/1) Btk fEZEBR¥EHIE, H
TR AT I v, [ Vel — &R ke / MNH,/ R ) = 19 ¢ 1], /5 2kr&4 (2. 3g,
44% ), H—FRRBE AR, MS :m/e = 263.0(M) »

[1211]  SEjitfs) 338

[1212]  3— R —5—(2— AL — kM —1— FEATL ) — nifne

[1218]  7E 45 7380, 76 20°C T, -k Bt rh i &4k il (0. 54g, 12. 3mmol) [#¥) THF (40m1)
VRPN 2— PR ME AR5 IO 3— ¥R -5 (AU 2E) —ikhe (1g,4. tmmol) 1) ZEE (8ml)
W IFAE RS TFZIRE VMBI 1 /N A EIFFZE RS HRR BT T PRI
o E R R AR B BT AR, ST /(M NHy/ R ) = 98 1 2 YEIN, 15
EIFREAL A (0.568,53% ), A— Tl . MS m/e = 251.0(M) .

[1214]  SZjfe) 339

[1215] 3-8 —5— CHUHZE ) — ke

[1216] {EOCF, [ HKWAREIE (41ml, 344mmol) ¥ T /N0 ( ERFR Y ) 434tk
N (5- W - mkng —3- %5 ) - FIEL (10g,44. 5mmol) o HN52 5 » FHIRA W InFA B LL 58 1 %
No AHIG, IMALHEE GOml) , ¥HRAWAE 2 AC JEHUTHE IR AR, FS CBEsES, K5
15 50°C LB T T4 2 /NI A3 2R AL &4 (9. 1g,84% ), A— ik m (il {4, MS :m/e
= 206.9(M") .

[1217]  SEZjfs) 340

[1218] (56— ¥R —Wime —3-F& ) - FEEEhiedh (1 0 1)

[1219] ¥ 5- JRIARR L I5 (25g,108mmol) ¥ifET LWE (500ml) H, HF7E 20°CFF 30 /3 %h

78



CN 101798298 B WO B 73/84 T

W eI T B KBS Al (25g, 660mmol) o ZKEEAERSAA FHCEEE . Bl S, 2218t in A
IN HC1 (50m1) (20 438N ), B I 2N E 44N (25m1) FIJK (75ml) , TR G150
R 2 . ZE IS, B KAEH @R AR I (4 X 150m1) , F5 I I A B H R K
ek, AR T8, I I8 FF 28 K o BT B B s i T/ i g, FFH 0. 93M HCL/ &
BE (62ml,1.2 98 ) /£ 4°C AR L /N, BREWFIFFE R ET X 50°C T 4 16 /M, 13
bR EAEY (10.98,44% ), A—FiiRpi A, MS :m/e = 186. 9(M) .

[1220]  SZjdsl] 341

[1221]  5-(3,4- —FIFL - 5L ) -2 AL — MR £

[1222]  Ap@tb &9 [3- —HIEREIHE 2-(3,4- —HH - 283 ) WIGNZE 1- —HF& -4
PUmAEREE (1 @ 1) #45, Mz IRk i 3, 4- R - FKEE LM E & (B LUR ksl 4% -
A. J. Liepa ;Aust. J. Chem. , 1981, 34 (12) , 2647-55) ,

[1223]  SEjfs) 342

[1224] 2-(4-S —3- —FH PR - KK )-4,4,5,5- PURFAFE -[1,3,2] S IRMIZR
[1225]  Z AL & Wy 4% W SCMR A 2 0 7 35 10 o 3 77 vk H & (Y. Masuda, M. Murata,
S. Watanabe, J.Org. Chem. ,1997,62,6458-9). ] & A <4 & A (3.4g,34. Tmmol) .
PdCl1, (PPH,), (234mg, 0. 34mmol) A1 4,4,4' ,4' ,5,5,5" ,5' - /)\FHE -2,2" -1,3,2- —
AAMAIR T (3. 2g,12. Tomo 1) YK IO 5- R —2- & - —H 2 (3g, 11. 5mmol)
() VAR o RS E ST 100°C e 3 /Nt A EE, IMAN LB L B8, AR5
YRS A S AL E, 285, LR T B T 2 s o R AT (i
AT ( AEALEE, VER) Okt / R ZBE=9 1), BRI EEY (2. 35g,66% ), h—
PR EAE 4, MS :m/e = 306. 1 (M) »

[1226]  SEjfs)] 343-347 $2 HESL e 342 Pk i) — A IS Rl 4%

[1227]  SEjitafs) 343

[1228] 2-(3— & —4- T4t - 63 )-4,4,5,5- PYAI3E [1,3,2]- L3R ks

[1220]  RH] 2- G —4- Bt — F2RAE 0 SRRl 28 bR Al 5400, MS :m/e = 252. 1 (M) , —Fir
EIEEFE R (B0% ) .

[1230]  SEjfs) 344

[1231]  2-(4- & —3- 5L — 2R3 )-4,4,5,5- VYRR [1,3,2]- AR R I

[1232]  RH] 65— ¥R —2- S - FRHI PR S, MS :m/e = 252, L), — Mg ik
(16 % ULHE ) .

[1233]  SEjfs) 345

[1234]  5-(4,4,5,5- PYRIE [1,3,2]- SRR I00E —2— 55 ) -2, 3— &1 — AR IFEMENH
[1235] R 2,3- =& —5- WA IE [b] HRAGHI AR B4k 54, MS :m/e = 246. 1 (M) , A—
Pkt G1%IE) .

[1236]  SEjfs) 346

[1237]  2- &4kl -5- 3 —4,4,5,5- PUFFSE [1,3,2]- SRR3R Rk

[1238]  RH =9 iR — A el —5- ZERRHI &S AR AL G0, MS :m/e = 244. L (M), —Fi
R (96 %), BiTid = 5 IR — A el -5- ZElE 2 B AL ei 5 Bt =
w1 — MR ET  DMAP Ml = Z g /E S P Hirh T+ -70°C 2 20°C T AT AL FLHIFF 1 o
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[1239]  SEjsifs) 347

[1240] 2-(4- 4 —3- —H PR - KK ) -4,4,5,5- PUFRIL -[1,3,2]- S ARMRA0 Rk
[1241]  RH 5 IR —2— %l — = T2 &4, MS :m/e = 290. 1 (Me) , —H L th
MW (76 %K) .

[1242]  =ZjiEf] 348

[1243]  [1-(3— —H HEHL — K3 ) —1H- wRkmg —4- 3 1- g

[1244]  $ZBESZfe) 293 ATId i — 0775, 8 3- ( = miZE ) Ria 5 R PR — L B8 HsE
LR PR LR o BT, F R IR = IR R SRR AR IR, AR S AT oK i o 73 B
(1) % T 2 M S 491 264 38 )51, B 55 BH,  THF BC& 90 I Y, B Ja BEAT /K AL, il #5h R R AL,
G, A — PR TS A, Mp. 73-75°C (7K ), MS :m/e = 274 (M) ,

[1245]  SCjfe] 349

[1246] {1-[3-(1,1- — % - L35 ) — AF [-1H- DKMk —4- L | - FfiE

[1247]  $BESC ) 293 Pk i) — & 7 v, 4 3-(1, 1- =9 - &% ) — K fi% [R. 0. Neri,
J. G. Topliss,Ger. Offen. (1972),DE 2130452 19721221 CAN78 :124310] 55 FIlg = Z FS.
I 2R L BEM B8 N . B, F R TR = LG VB B A3, SR AT IR it . 44y
B R R I S i) 264 3R R, B 5 BH,  THE EC-& 40 N, Bl J5 EAT /K A AL BE, 1455
BAEY), AR A g i B A, Mp. 104-108°C (7K ), MS :m/e = 238 (M) .

[1248]  SCjEf5) 350

[1249]  {1-[3-(1,1- "% - £FE ) —4- i — A FE [—1H- DKmk —4- L | - A

[1250]  f& HESLifs) 293 Frid i — /732, A8 3- (1, 1- 38 - &2 ) —4- WIS )R PR
—ZLBRVIHEE SR SR IR N o Bl FH R TP R = R R SR AL 3, AR e 1EAT oK
fift o Fr 7y B HH R LR 44 IR S A9 264 38 8, B 55 BH, THE A4 s B, Bl J5 R4 T /K it Ab 34,
AR AW, R g A MS :m/e = 257 M+ .

[1251]  sEjifsl] 351

[1252]  3-(1,1- 9 - LHL ) —4- G — FRFLH%

[1253]  [i] 2-(1,1- 3R — £38 ) —1- 3 —4- ik - 2K (10. 4g,50. 6mmo1) [1JFFEE (200m1)
WA MANE /R (10%, 4g) , B TE TR & WTE 20°C R &4k 2 /NI, SEER AL s
HZE R, AF BB E W), A — R A AP T (8. 58,96% ) o MS :m/e = 175 (M) .
[1254]  SZjifs] 352

[1255] 2-(1,1- —% - £LFL)-1- & —4- ik - K

[1256] 4 1-(2- % —5— fiff & — 258 ) — &M (10. 8g,59. Ommol) [ — £ FE 2K = F AL
(15. 5ml, 118mmo1) ¥V AE 50°C THit: 6 /Nt KRS VIEIKIGE hvA 2, S8 N 2 0kv%
HIR) 2N S ALK (100m]) oo H SRR 20U, A HUH T (BRfReh ) JHik4i.
AT BB ( A ARE, JElER) : R W / Chi= 1 4, HIfs 8 &9, A —Fhix
I (9. 82,81% ) o MS :m/e = 205 (M) ,

[1257]  SEjfs) 353

[1258]  1-(3— WAL — AL ) —1H- BRI —4- IR

[1250]  f%BE ST 234 Prid i — M v, A8 3- RN R IE 5 R IR = 4 B8 2L 1R &
B PR N o B, D PR = W6 VR R SRR AL T, AR JE BEATBK At o HIAS bR BB &5
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NPk e as k. Mp. > 122°C (43% ) (UK / ZR&KE ) , MS :m/e = 231 (M+H) .
[1260]  SEjifs) 354

[1261]  [1-(3— R AL — 4K ) —1H- BKMe —4- 3L - FIfig

[1262] 4% fE St o] 264 BTk 19— M 7 i, A8 1- (3— S A2k — 2R 58 ) —1H- ke —4— IR
55 BH,THE e &40 S, B BEAT K AL EE . 045 FR A4 &40, b — ik 4 €, &5 o5 ] 1
Mp. 76=77°C (7K ), MS :m/e = 216 (M) .

[1263]  SEjfs] 355

[1264]  1- 25 —2— FL —1H- kM —4- FARGFNE

[1265] ¥ 2—- ZEIEMNER (1. 4g,8mmol) « 1H- BE M —4— FF 2 FA S (1. Og, Smmol) Fil [ & 4
(1. 4g,8mmol) FI —Z HFHt (20ml) BIFI 20°C R HEH: 24 P MA LR ZHE (100m1) Al
PRI A B BN 7K (B0mL) , T B TR G A B 2 /NI 20 B )5 A AU T4 (R
BRAH ), WRARFFIAT AU AL ( AU, YEIGH) : Sk / =99 . 1), 13 2Rk
AW (0. 49g,24% ), I—F AL . Mp. 143-144°C ( ZFRZBE ) , MS :m/e = 252 (M) .
[1266]  SLjfs) 356

[1267]  (1-Z% —2— 3L —1H- WKW —4- FL ) — A

[1268]  Fi R Sjifs) 298 Prik i — R 77, AT 1- 25 —2- 2 —1H- Kk —4- FR R P s 5 S
BRI, B J5 BEAT K AR A TR R T G AL B 7SR L &4, — FRAE EROIR Y. MS -
m/e = 225(M") .

[1269]  SEjifs) 357

[1270]  [1-(3— ] —4- 9 — K5 ) —1H- WRme —4— 5L |- I

[1271] 4 B SE 91 293 v ads 19 — M 77 325, A8 3— ¥R —4- S A& (K. S. Y. Lau 5%, J. Org.
Chem. ,1981,46,2280-6) 5 J& R = L e A4 35 O FR L BE AN 1R [ o Bt )5, FH TR AP
B = L PE R SR AL B, SR 5 AT B K it 5 20 0 HH T IR 9 2 R S T 9] 264 38 IR
B 5 BH,THF Bt &4 S B, Bl J5 BEAT 7K fif Ab 31, 045 68 GAL &4, O — Bl (A €8 45 &b [ 14
Mp. 151-152°C (7K ), MS :m/e = 270 (M) »

[1272]  SEjifs) 358

[1273]  1-(3— % — ZRFL ) —1H- DKMk —4- HIJR

[1274]  $Z ST 234 AT — M 5 v, A8 3— IR 5 R IR = L B8 VAHSE 1R LB AN
LRI o B S5, R PR = L8 VR SR AR T, AR S AT IR i A A AL &4, Jg—
by (0, 45 L 4. Mp. 205-207°C (7K / ZHELE ), MS :m/e = 267 (M-H) .

[1275]  SCjEfe) 359

[1276]  [1-(3— ¥R — 4K ) —1H- kM —4- FL |- g

[1277]  J& M8 Sl 9] 264 Bk (1) — M 7 v, 8 1-(3— 1R — 2R 25 ) —1H- Bk e —4- g 5
BH,THF FC&4 A, B Ja BEAT /KA AL B o HIAHbs AL &4, 9 —Fhim A k. MS im/e =
253 (M+H)

[1278]  SEjifs) 360

[1279]  [1-(3— &J@&%E — o3k ) —1H- kM —4— FE 1- I

[1280] RS T, K [1-(3— ¥R — 455 ) —1H- BK e —4- F& - A EE (3. 0g, 12mmol) [K]
DMF (90m1) ¥ ¥ # ¥& Fi PdC1, (PPH,), (0. 87g,0. lmmol) F1 Z 4 3 = T 3 B 4 &t (4. 1g,
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13mmol) ALFH . KB RIS PIAE 60°C NN 8 /Mt FEZRIEN G, B RY 5 2R L
fis (60m1) 11 10% KF /K —&HidE 30 438h. & AN, KFHH SR LFEEAE 3 K.
WA I E A VAT CRREREN ) , Wedd, BEAT (Ui AL 38 [ —5U0nE, BRREVENE . &P le e
40% ( —8FkE/ BEE=9 . D], 1523n 80 &Y, A—PICERM (1. 2g,51% )« MS:
m/e = 201 (M+H") .

[1281]  sEjfsl] 361

[1282]  [1-(3— 3N — KL ) —1H- DKM —4- JE - FIfig

[1283]  FEGE/ AT, [1-(3— LMdE — 285 ) —1H- kM —4- 2% 1- FEE (0. 10g, 0. 5mmol)
EFZE (20m]) RS YIKIKH = CFE%E (3. 8ml, 1. IM B s, 4. 2mmo1) F1 R 452
(6. 6g,25mmol) AbFH, HHTEMEITES WL 20°C FHeE 12 /NN, SUliE TS IE, 5 2% L
B RN N S AL B K S R — R B 30 70 Bhe A NUAH & ok, T8 (WiEREh ) FHik4a, 19
FIFREAL A, PP (0. 108,93% ) o MS im/e = 215 (M+H) .

[1284]  SCjifs] 362

[1285]  2— R AFHL —1- 0 -4 fifdk - K

[1286] % 2— 9§ —5— ASZE A FEE (1. 7g, 10mmol) B =S H&E (50ml) ¥ H — LR F=E
—HALEE (1. 8ml, 14mmol) KbEE, 78 20°C FHiHE 72 /NI SRS, 0N ANk B SV 7K B
(200ml) , FIR-S W BHE L /DI KA HUHE 73 &, T8 (BifRen ) , AT (i b 3 [ =41k
fik, BREEVEN : Cfi 2 100% (Ckt / LIRLHEE=3 © 1)1, 132k &9, A —Froo i
(1.4g,74% ). MS:m/e = 191 (M) .

[1287]  SLjifs) 363

[1288]  3— A —4- WORREEREE (1 ¢ 1)

[1289]1 78 120°C T, ] &k¥ (88.0g, 1. 58mol) 7F Z & (500ml) 1KV &4 2248 In A
2- THPEE —1- G —4- A3 - 25 (25.0g, 131mmol) o NSRS . SREEBERE 15 4405, RN
REVARHIR 20°C, I K. BRRWE LR ONE (1T ) —Rfide, g, 28k, 317
it [ AR, BEE YR O R 100% (Ot / 2R ZBE=2 : 1)1, 5384
VDI B AR, A — PRt (15. 11g,72% ) o 20 HTFEN: FH HC AL I 45 i AL e 2h iR & .
Mp. > 240°C (Zff) (R / ZBE) , NS :m/e = 161 (M) .

[1290]  sCjifs] 364

[1291]  1-(3— —H P —4- 95 — ARFL ) —1H- DR —4- IR

[1202] % BESZHff] 234 AT — M v, A8 3— 2 2k —4- HURIZ 5 R R — L8 i
TR CBERN LR N Bt 5 F R R — S8 BT SR AL B, AR S5 AT AR it o 15
WEW, Mk g s B 4. Mp. > 247°C (4 f#) (UK / ZBEKE) ,MS :m/e = 255 M-H) .
[1293]  SCjfs] 365

[1204]  [1-(3— R —4- i — ok ) —1H- DKMk —4— 5 ]- I

[1205] % f S 9] 264 BT ik (1) — M 75, AF 1-(3— 90 A 286 —4- ) — 4958 ) —1H- K
M —4— B R 5 BH,THF FC&4 I N, B 5 BEAT KR ALBE . IS bR 8L B4, S —Fh 3 (A 6 [
o Mp. 133-134°C (/K ), MS :m/e = 242(M") .

[1206]  SLjiif) 366

[1207]  1-(3— PIfadE — 2R3k ) —1H- WKM: —4- IR
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[1208] % HESTHf] 234 Prid i — M7 v, 48 3- (2t ) Rl 5 R F R — B8 HE R
LR R N o B S5, R B ER = L B8 B SR AR B, R S5 AT Bk it . IS b 4L &
W, Rl R 045 b B A . Mp. 190-192°C (7K / —WEEE ), MS :m/e = 234 (M) ,

[1299]  SEjitifs) 367

[1300]  [1-(3— FImAE — 2L ) —1H- DR —4— FE 1 FIfiE

[1301] % M S 9] 264 ik 09— 7 v, A8 1- (3— F B 5 — 2R 2% ) —1H- Bk —4- FI R
Y5 BH,THF Bl &40 N, B J5 BEAT /K AL EE . 1S bR 84k 54, o —Fh e A @il ik, Mp. >
120°C (50f# ) (7K ), MS :m/e = 221 (M+H") o

[1302]  SEjfs] 368

[1303]  1-(3— =@ 4L — K0 ) —1H- kM —4- FIR

[1304] STl 234 AT i — M7 v, 48 3- ( = AIE ) Kia 58 PR — L85 HsE
LR OB LRI B, F R R IR = Ll R SRR AR IR, AR S AT oK i o 43 A5 2
WA, A—FKE S SR, Mp. 173-175°C (7K / ZHEEE ), MS :m/e = 273 (M+H) »
[1305]  SEjifs] 369

[1306]  [1-(3— — G FHAJE — R0 ) —1H- Wk —4- L |- A

[1307] & HESETtif) 264 Pk (K — M 7715, AT 1- (3— =9 I 4EUJE — %3k ) —1H- BKMg —4-
2 55 BH, THF BC&Y) BN, BE G AT K AL B RIS FR AL &, h— i k. MS -
m/e = 258 (M) .

[1308]  SEjiifs) 370

[1309]  [1-(3— Gl — ASKL ) —1H- kM —4- JL 1 g

[1310] % B STt 293 Pl i — M v, A8 3— SRS IR IR = L B8 AR ZE 1R Ll AN
LPRIR I o Bt ), B R = R VR SRR AL, AR 5 AT RROK o 70 8 HE I IR 4 3%
WSt ) 264 38 IR, B BH,THE BC-& 9 | N, B S 54T K fRAL 3, RIS AR 4L 540, h—Fh
FAMSEE K. Mp. 78-79C (/K ), MS :m/e = 209 (M+H) ,

[1311]  SZjdsl] 371

[1312]  1-(3— il — 2R ) —1H- DKMk —4- HIJR

[13138] % BESZifif] 234 Frid i — M 5 v, A8 3— MK IE 5 R A IR = B8 VAH2E 1R Ll AN
LRI o B S5, F R PR = L8 VRN LR AR TR, AR S5 AT IR i o A A AL &4, J—
R A gs S . Mp. 229-230°C (7K / ZHELE ), MS :m/e = 313(M-H) .

[1314]  SCjEfe] 372

[1315]  [1-(3— Mt — ZRFE ) —1H- DKM —4— JL - HIfE

[1316] & HESCHfe] 264 Pk i) — R 7325, 48 1 (3— Ml — 2838 ) —1H- BKM: —4- FIPR &5 BH,THF
B A N, B S AT K RRAL B o AR AL 54, A —Fh s Bl MS :m/e = 301 (M+H)
[1317]  SEjfs) 373

[1318]  1-(3— 3B -5~ — L AL — JKHL ) —1H- DR —4- R

[1319] % HESTHf] 234 T — M v, A8 3- i -5 — i IR L 5 1 R — £ i
R OTER ORI N o B, R R = L6 VB RN SR AL BE, AR S5 AT Bl K il o 1A A
BALEY, I—FhE g bk, Mp. > 250°C (/K / B84 ), MS m/e = 273 (M-H) »
[1320]  SEjsifs) 374
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[1321]  [1-(3— % —5— G AL — 2R ) —1H- KM —4— J¢ |- HIfE

[1322] i {& SK i 9] 264 BT ik (1) — MK 7 5, Af 1-(3— 9\ -5~ = 9 A 2 — % ) —1H- BK
W —4— F R 5 BH,THF L& [ N, B o BEAT KR AL BE . SIS 84k 54, J—Fh A 45 5
44, Mp. 144-145°C (7K ), MS :m/e = 261 (M+H) .

[1323]  SLjififs) 375

[1324]  [1-(3— FF4HL -5 — U AL — 2K ) —1H- kme —4- L -

[1325] MR SR 293 BTk (19— M 77 7%, A8 3- FAESE 5~ =P EXK SR TR =4
s AiH2E O CIEFI SR N o Bifi )i, R IR — SR B AN SRR AL B, AR 5 AT IR i o 4
A3 B HH (T BB 4 I S ) 264 16 i, B 5 BH,THF BC-G4 e 37, Bt J b AT ZK A A 3L, A5
A, PR (45 G 7K. Mp. 133-134°C (7K ), MS :m/e = 272(M) .

[1326]  SLjiifs) 376

[1327]  [1-(3— BT JE — KL ) —1H- KM —4- 3L - g

[1328] % HESZifife] 293 FTIA I — M 5 v, A8 3— BT 28280 5 R IR — 4 B8 V2t 1R &
BEF T8 [ N o B, FH SRR = T8 2 F SR A T, AR G AT K . 143 B MR 1.
e ISt 264 &R, B 5 BH, THF BC-&9 SN, Bl 5 AT K g AL B, 1505 &AL &4, A
— P, MS :m/e = 230 (M) .

[1320]  SEjsifs) 377

[1330] 1-(3- & ~4- —H FHEIE - 2RI ) —1H- DR —4- R

[1331]  F& M SR 234 Pk i — MR 715, 48 3- &l -5-( P AR ) Rk 5E PR =
LR IHZE CTR SR SR [ No Bl S, R A IR = BB B SRR AR B, 2R 5 1R AT B K
fifto HIFFAR AL S, I — Pk m g S [ k. Mp. 230-231°C (UK / ZFBE%¢E ), MS :m/e =
305 (M-H) »

[1332]  sCjfifsl] 378

[1333]  [1-(3— % —4- — i A — 2R3 ) —1H- BRme —4- 5 - g

[1334] % M S 9] 264 ik 09— 76, A% 1- (3— &l —4- =5 425 — 2838 ) —1H- BK
M —4— G 5 BH, THF FCA40 SR, Bl G BEAT /K AL B . RIS FR AL &4, —Fh A e 45 5
44, Mp. 115-116°C (7K ), MS :m/e = 292 (M) »

[1335]  SCjifsl] 379

[1336]  1-(3— — G FARCOE — 2R ) —1H- KMk —4- HIJiR

[1337] % HESZifife] 234 AT i — M7 v, 48 3- ( AL ) Kla 58 PR — L85 HsE
LR LB LR o B, F R R IR — Ll R SRR AR IR, AR S AT oK i o 75 A 2
WEY, h— Mk a s FE A, Mp. 190-191°C (7K / =84t ), MS :m/e = 253 (M-H) .
[1338]  SEjifs) 380

[1339]  [1-(3— R A 4E0E — gk ) —1H- DKM —4— 3 1- I

[1340] & HESETtM) 264 Pk (K — M 7715, A 1- (3— 9 FAEUJE — %3 ) —1H- BKM —4-
W% 5 BH, THF BC&9) [ N, B G AT K AL TR o IAS AR REAL A, Pl A 0, 45 5 [ 4 o MS -
m/e = 240 M) »

[1341]  SEjfifsl 381

[1342]  [1-(3— g & — 2R3 ) —1H- WRme —4- 5L |- I

84



CN 101798298 B WO B 79/84 T

[1343] MO SEHE] 293 Pk () — M v, A8 3— s &K Ji% (G E. Wright %%, J. Med.
Chem. ,1995,38,49-57) 5 R FIR = Z W5 ii2k SR L BB LR I No Bl S5, FH R AR R =
LRV PR AL TR, SR 5 AT WK o 1 23 B LR I R B 4 FR S i) 264 38 ), B 55 BH,
THF B 5 9 [ N, B Je AT 7K At Ak BE, 0453 bR AL & 90, h — Pkl (i 44 MS :m/e =
225 (M+H') o

[1344]  Sjfifs] 382

[1345]  [1-(3—yR —5— F — ZKJL ) —1H- DR —4- 3£ 1- g

[1346]  FfSjds] 293 ik i —RE 574, A8 3— IR —5- Al (K. Yoshiizumi %%, Bioorg.
Med. Chem. Lett. ,1998,8,3397-3402) 57 R — L MEiHE LR LM LR Y o Bl »
R IR = W5 BRI SR AL, AR S UEAT WK i 20 B8 HE T IR 3 i R S i 491) 264 18
Jii, Bl 5 BH, THF FC-& 40 N, B 5 3EAT K A AL 35, Sl A AL -S40, oA — Rl i # o 1] 44
Mp. 134-138°C ( LIRS / Tt ) MS :m/e = 271 (+H) »

[1347]  SCjifs) 383

[1348]  [1-(2,2- 4 — &KIFF [1,3] [A] S A0 30 —5— J% ) —1H- DKM —4— FL - HIfE
[1349] 4 & SC e 451 293 Pr il 1) — M 07 ¥, A 2,2 9 - 2R 3F [1,3] (A Z S 24 3 K
I —5— FEfG 5 R PR = LR 3L LR LA LR e N B S5, F R PR = LR VR 4 1R
AR TR, SR BEAT IR o 470 25 HH R IR 2 IR S 4] 264 3k i, RIS BH, THF FLA4 Y.,
W J5 AT /K AR AL B, RIAAR AL S, A — Rk (il 4 . Mp. 163-164°C (/K ), MS :m/e =
254 (M) .

[1350]  SEjsifs) 384

[1351]  1— Wik —2— L —1H- KM —4- IR 4

[1352] ¥ 2—- Z &Mk (10. 0g,69mmol) \ JR FF E — £ M (140ml, i & ) AH2E 4R & I
(9. 2g,69mmo1) F 4 (Iml) FIVRAWIEIGE 3 /i, A LR (140ml) FIE K (11. 6g,
208mmo 1) , KRG WP 5 /o FE IR 43 =X ANy (BRIK 11. 6g,208mmol) o Ff
BEWAHE 60T, AN LR LEE (500ml) o[BI 10 20505, 58 B UTIE, Kok 4 .
IR RIN CRRIEIE S B A (500ml) BEAT HLpb 281 b 250 AT (LIS AL BE ( 4 A0hE, B
FELENL : Chi R L 1R LB ) , 19 BIbR BAL &9, A —Fh ot B 45 iR i (12. 28,66 % )
Mp. 129-130°C ( LFRLMBE / Tkt ) MS :m/e = 268 (M+H) o

[1353]  SEjfs) 385

[1354]  (1- Witk —2— F& —1H- BRme —4— 5L ) — I

[1355] & M SLTtifs) 298 ik (¥ — M i, AT 1— Wbk —2— 2k —1H- Bk —4- IR LR 5 &
AR BE N, B S AT K Ak PR IF AT (A3 Ab PR RIS AR AL G4, 9 —Fhie B4
Mp. 136-137°C ( L), MS :m/e = 225(M) .

[1356] Sty 386

[1357]1  [1-(3— A —4- —F PmidE — K5 ) —1H- bR —4- 5L |- g

[1358] % MESLHEM] 293 Prik i) —M ik, 1 3- & —4-( ZH P ) KEE5EFR =4
BE A2 O R SRR QIR N o Bifi i, R R IR — SR BN SRR AL B, SR J5 AT WK fid o
73 R EL R AR S 264 38 I, RIS BH,THE BC-&40 SN, Bifl i REAT /K Al AL 3, 1S4
A, R (45 Gh [ 7K. Mp. 105-106°C (7K ), MS :m/e = 308 (M) .
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[1359]  SEjsifs) 387

[1360]  1— Msibk —3— & —1H- KMk —4— AR 2 JiF

[1361]  f% B STt 384 ATk i — M 7y v, A8 2— SRk 5 I FR R — SR i 2E R & B
MO N bfiJE, AR R = ORI SRR A3 . 785 A TR , BT (i A 38, )95 Frdl
WEW, h—Meok g g, Mp. 170-171°C ( LZBRLMWE / k), MS :m/e = 267 (M) .
[1362]  Sijsifs) 388

[1363]  (1— Melbk —3— & —1H- kM —4— JL ) - I

[1364] ¥4 1- Wbk —3— 55 —1H- BE M —4- IR 2 @5 (5. 0g, 18. Tmmol) [ A ZE (100ml) A&
FWAH R -18°Co ERFFHREILT -70°CH == T EE4LH (19ml, IM [ THF %,
19mmol) o ¥R EWLE LI N HiHE 2 /NI, R85, B R INVIR GV SN 2 0°C o 7RI AL
A A BRI (10ml) J5, R8st 1 /. RS H LR £8E (100ml) ke, i
P&, WA, AT BB [ A, BEAEVERL T HE R 80% ( APt / FlE / &R
WEKEEW =90 © 10 © 1) ]1]. L&Y, —Fhikim g ik (1. 20g,28% ) .
Mp. 142-145°C ( LR LG ) 5 MS :m/e = 226 (M) .

[1365]  Sjifs] 389

[1366]  1—(5— G — MEmE —2— 5L ) —1H- BKME —4— IR A

[1367]  f% HESZitif] 384 AT i — M 5 v, 4 2- &2k —5- RULne 5 J/ T R — 4.8 Al 2k &
MR CBEFN LR N o B, S R R = 8 RN SR AL BE . 7F 5 A3 , AT i Ab 2, il
IR S, PR S5 A . Mp. 163-164°C ( LR LHE ), MS :m/e = 252 (M+H) .
[1368]  SZjfs] 390

[1369]  [1-(5— Sl — mkme —2— 5 ) —1H- WRKMe —4— 5L |- I

[1370] 4% M S5 388 ik () — M 773, 4 1- (5— & — MEwE —2— 2% ) —1H- Bk Me —4- IR
Ll 7 T RANB RN fEKMBAAIE, AT IS, HITSFR LG9, 5 — Rk
Bk A, Mp. 82-87°C ( LERLMES / LW ), MS m/e = 210 (M+H) .

[1371]  SZjedsl 391

[1372]  1— SpmEnbk —3— J% —1H- DKM —4- IR 2

[1373]  f% B SZifif] 384 FTid i — M 5 v, A8 3— &Mk 5 [ IR = LIS i3 LR £ B8
MR . b5, AR R = R VR SRR AL . FEACER S, EAT Gl ab B, 15 AL
W), h—FeREES R E R, Mp. 161-162°C ( LBR LBE ) 5 MS :m/e = 268 (M+H) .

[1374]  SCjEfe) 392

[1375]  (1-— Spmésipk —3— & —1H- kM —4- JL ) — g

[1376] & HESETtif) 298 Bk (1) — M T, AT 1— SndEipk —3— & —1H- WKW —4- PR LR S
SALERE N, Bifl 5 AT K AR AL T I F AT EL b B . HIASAR AL S, DR R
o MS m/e = 226 (M+H) .

[1377]  SEjfs) 393

[1378]  [1-(4- =5 4 — ok ) —1H- kM —4— 3 1- I

[1379] ST 293 Frid i — M7 v, 48 4- ( =P AL ) Rl 5 R TR — B8 HE
LR LB LR N o Bl e, R IR = G B SRR AR IR, AR e AT WK i o 73 5
V1) R T M SEE i 491) 264 3B 8, B 5 BH,  THF BC &40 [ B, B i BEAT /K AL FE, i #5h R FBAL
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AW, —Fh g 5. Mp. 105-106°C ( ZBE ), MS :m/e = 258 (M) .

[1380]  SEjsifs] 394

[1381]1  1-(4— —F PhidE — 2R3 ) —1H- wkmy —4- R

[1382] % FESHlfs] 234 Pl i — M7 v, A8 4- ( =P misE ) RS R PR — B8 iHsE
LR LB LR N o Bl e, R TR = LG VR SR AR 3, ARG AT WK i o il 79 hm E
W, J— PR g s k. Mp. 247-248°C (/K / ZWE4% ) , MS :m/e = 288 (M) »
[1383]  Sjifs] 395

[1384]  [1-(4- —F PRI — K0 ) —1H- Rk —4- L |- A

[1385] & MESETtif) 264 Pk (f)— M J5id, A 1- (4- =B E - 4898 ) —1H- Bkmg —4-
M2 5 BH, THF BC&Y) BN, B G AT /K AL T o HITSFR AL &4, — Fhat (Ao 45 b [ 1A
Mp. 145-147°C (/K ), MS :m/e = 275 (M+H) .

[1386]  SLjfs] 396

[1387]  1— Msibk —6— L —1H- kM —4- IS 2 IS

[1388] % HE Sty 384 AT — M 75 v, A8 6- MWk 5 R IR — LR iH2E R L B8
MR b, R PR = BB G AL . FEACTE 5, BT (L b B, 173 b i At
G, PSS A, Mp. 90-94°C ( LZER LR / ©FE ) » MS :m/e = 268 (M+H) .
[1389]  SLjfs) 397

[1390]  (1- Wbk —6— J& —1H- BEME —4- JE ) - I

[1391]  $& HESLifs) 388 Fridk () — M 7325, 487 1 - Wbk —6— 23 —1H- kM —4- PR A/ S — 5+
THEME SN . KARACFE S, AT @A FE . RITSFREAL S, — Pk (45 b [ 1A
Mp. 183-187°C ( LR &R / Tkt ) » MS :m/e = 226 (M+H) »

[1392]  SCjififs) 398

[1393]  1- Wbk —8— Jt —1H- WK —4- FIR 208

[1394]  J STt 384 Pk — My v2s, A8 8— IRk 5 J5 R — LR i 2E R O B
RN b5, R IR = O lE RN G AL . TEACIR )5, AT il b B, HI73hr 4L
G, PR e mE AR Mp. > 92°C (43#) (LR LI / CFt) sMS :m/e = 267 (M) .
[1395]  sCjifs] 399

[1396]  (1— MéEmbk —8— 5L —1H- BRI —4- FL ) — g

[1397]  f M SLifs) 388 Frik () — M7 v2%, A8 1 - Wbk —8— 2 —1H- kM —4- PR Ll 5 — 5%
THEWE RN . KRBT G, HEAT OIS AT . TS FR AL S8, A — Pk (g5 b [ 1A
Mp. 168-170°C ( ZBE ), MS :m/e = 225 (M) »

[1398]  Sjifs] 400

[1399]  1-[[1-(1,3— 2K Jf [A] — S A% 3F e M —5— 2% ) —1H- WK M —4-— FL ] A7 3L 12— i
H —1H- mkme

[1400]  FfRSZHfs) 301 ik i — R 57, # (1-43F [1, 3] R 4 443 3k —5— 55 —1H-BK
e —4- FL ) — B S H AR L UL B, 2805, FH 2— AR M FIBR IR St A 38 . 28R 5, 1FAT
PERUAL BN 1S L0 2, AR AL S, A — Pk 4. Mp. > 156°C (40 ) ( —&H
e/ SEIABE ), MS :m/e = 314 (M+H)

[1401]  SEjifsl] 401
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[1402] 2-(3- —HF I —4- G - I )-4,4,5,5- PUFFHEL -[1,3,2] SRRk
[1403] MRS 342, KA 4- IR —2- Z 5 P -1- 9 - %M 4,4,47,47,5,5,57,5" - )\
Ak -2,27 -1, 3, 2— AR 2 30 e A 0 SR BL RIS AR AL &4, h—Fp e taah (54 %1
), MS :m/e = 272(M) o

[1404]  SCjf5] 402

[1405] 2-[3-(1,1- "4 - £FL) - FKFL 1-4,43,5- PUFFHL 11,3, 2] SR04
[1406]  F% W St 9] 342, K 1- R -3-(1,1- =9 - & 3L ) - %K 4,4,4,4°,5,5,57,
57 — NP H -2,27 1,3, 2 5 AW A 30 e A 0 TRk il 43 45 AL & 4, D — F e (3
(60%WTH ), S :m/e = 268 (M) ,

[1407]  Sjfs] 403

[1408] 2-(3— 45 —5— —F PR - KKV -4,4,5,5- PUFAFE -[1,3,2] S FRMZR
[1400] % M SC i 5] 342, K 3- 1R —5— . - = T A1 4,4,47,47,5,5,57,5" - J\
H5-2,27-1, 3, 2- AN RGN SRR RIS bR AL S, 5 — R JC i (48% i E ) ,
MS :m/e = 290 (M) .

[1410]  SZjfsl] 404

[1411]  2-[3-(,1- =% - £ ) -4- 5 — KF 1-4,4,5,5- PUFFIE —[1,3,2] — A J4A%
[1412]  $HESZHE) 342, % 4- 3R —2-(1, 1- =8 - &%) -1- | 4,4,47,47,5,5,
57,5" — J\HZk -2,2" -1, 3, 2- 502430 Bee /R 4 S5k RIS s REAL &40, A — R € il
(28% W ), MS :m/e = 286. 2(M") .

[1413]  SEjifs) 405

[1414]  4-—3H —2—- —F P -1- F - &

[1415] ¥ 5- IR —2—- AT (2g,9. 85mmol) VR T & Tkt GOml) . ¥ NVIEREYE
TERAFTIHAHE 0C, W= 25 =AM (2. 04ml, 14. 78mmol) . FREWT 2=
i iR, ARG, AR R E KT b N . 2, KEZH Z A PR HE
I G B WA B R B T4, 28 SR XM ey i AT (e b3 ( 4Rt PRER) - Okt
/ LR OTE) , B EbRELEY) (1.55g,70% ), A—FIEE . MS :m/e = 226.0 (M+H) .
[1416]  SCJf5] 406

[1417]  1-3 -3-(1,1- =/ - LI ) - K

[1418] BT 405 (FRAfY) — L2k = AL ) , SR 3- K S Hy JsUk) il 28 b i
B, h—FIEEM (5% IR ), MS :m/e = 220. 0(M) »

[1419]  SZjfs) 407

[1420]  1-(2— % —5- A — ZE3 ) - Z

[1421] SR H IR SCER 72 H 268 AL 54 M. Q. Zhang, A. Haemers, D. Vanden Berghe,
S.R. Pattyn, W. Bollaert, J.Heterocyclic Chem. ,1991,28,673-683,%H 2’ - # A LN
EN IR, 1538 —FiykTe A& (85% ) o MS m/e = 205.0(M) .

[1422]  SEjfs) 408

[1423] 4-3 -2-(1,1- R - ZIE)-1- - K

[1424] XA SCERP TR 5 A IS bR ik -54) (A, Takahashi, T. Agatsuma, M. Matsuda,
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T. Ohta, T. Nunozawa, T.Endo, S.Nozoe, Chem. Pharm. Bull. ,1992,40,3185-3188), X H
3-(1,1- 9 - &8 ) ~4- % - REEMAE N Rk, B3 — MO EBE (K 46% ).
'"H-NMR (400MHz) 6 = 1.99(t, J = 11. 75Hz,3H),7. 02(t, J = 6. OHz, 1H) , 7. 50-7. 55 (m, 1H) ,
7.65-7. 69 (m, 1H)

[1425]  Sjfs] 409

[1426]  2— FRAZE —1H- KW

[1427] [ PR KE IR 18 (32. 9g,291mmol) [ EE (40ml) ¥ PN &5 Ol —
FFIEAAIE (34. 5ml, 320mmol) , ¥4 R ARG FE 2 Ko B MRS VI AE , NI Eh L F
WK FHRAGIR B4R o T T RPPEE T K, IMABRERH1RE pH ALY 22 8, FIR-A VIR YA o
RO RV BT T S, 08 K BBk 4n, 1921 30. 6g (283mmo1,97% ) bR &
Mo MS :m/e = 107. 1 (M-H) »

[1428]  SEjfs) 410

[1429] ST NI 7 QZ‘ B N g b

[1430]  HAEE 1) HCL M SNg @k BRI B8 PG (25¢, 373mmol) Y LB (17. 2ml) o
15 /NI S 4 S N VR A A HL A O°C IR N Sk o B 0T bR AL S i 6, 15 3 o 6
SERY R (32, 9g, 220mmo1,59% ) o MS :m/e = 112. 2(M-H) ,

[1431]  SEjfs] 411

[1432]  5- Y& —1- FHEL -2 (2— AL — kg —1— FEAIJL ) —1H- R

[1433] ¥ (5- 6 —1— FI3E — 1 H- WKW —2- 35 ) - AR (1. 0g, 5. 24mmol) FIPUIR AL (2. 48,
7. 33mmol) ¥ f# T THF (10. Om1) HFF¥AE12 0°C. £ 30 2 Bh N i N = 2K 5§ (1. 98g,
7.33mmol) o K K MIRGWIAE 0°C N HEhE 1 /M, 433 —Fh B BT AR5 —ANpeth,
ZAkih (1. 05g,26. 18mmol, 60 %6 A3 43 B ) A&VE T DMF (20ml) ¥ 34 122 0°C, 43
LI 2— FIZEBKME (2. 15g, 26. 2mmol) o F S NIR-EGHIAE 60°C T Hiidk 30 7380, o 1% 0°C
HH ERBIFEALIE . TEZE IR 2 /NG, ROVIRA Y R AR BR SV K A (50m1)
1SRN WK R CBE CBEZEHN 3 IR -6 I B AR OB A O RN 458, 1k 98 FL 5
FHH TR RVEAT AT ( AR, BEIGR) : R ke / FEE= 95 | 5), 13 EIF
LAY (0.7g,52% ), N—Fi#gEE &k, MS m/e = 255. 0(M") .

[1434]  SCjEfe] 412

[1435] (56— R —1— AL —1H- bkme —2— 5L ) - HIfE

[1436] 7F -20 C F, % 1- A 3L ok M —2- F FE (3. 15g,28mmol) (R. J. Sundberg ;
P. V. Nguyen ;Med. Chem. Res. 7,2, 1997, 123-136) &% T THF (75m1) /1, ZE48 1 ] N- JR1CHE
HIBEV i (4. 9g, 27Tmmol) AbFE (30 80N ) o ¥ I NIRG S 12 22 23, e Ak iR
SHNKEE (B0ml) A5 R N KB H CBR CBEFEEL 3 IR W6 i AR A v Rk
R SN KD, B RAN T, I 9 I B B 200 o AR AR AT (Ui Ak 38 ( 5k
ik, HIEH GRR OBE / Okt 1 - LYEl AR &5t / FEE 95 & 05 e ) , 13 25 2L
“ (2.11g,67% ), A—FE A K. MS m/e = 191.2M) .

[1437]  SEjifs) A

[1438]  J ) (SRR )

[1439] TiH D%y mg/ Jv
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[1440]
[1441]
[1442]
[1443]
[1444]
[1445]
[1446]
[1447]
[1448]
[1449]
[1450]
[1451]
[1452]
[1453]
[1454]
[1455]
[1456]
[1457]
[1458]
[1459]
[1460]
[1461]
[1462]
[1463]
[1464]
[1465]
[1466]

bmg 25mg 100mg 500mg

1 X 1L HEY 5 25 100 500
2 Te/KFLBE DTG 125 105 30 150
3 Sta—Rx 1500 6 6 6 30
4 TR AT Yk 2 30 30 30 150
5 R Bk 1 1 1 1

St 167 167 167 831
A R

L FIRES 1.2.3 FI1 4 TRVE S 3 4l K ik

2. 1E 50°C AT RN AT T4

3. SR I oL E B B

4. MNEE 5 WUFRS 3 28 sEEEMEA L EE A

S if) B
E&
e %) mg/ %%
bmg 25mg 100mg 500mg

1 X 1LLED 5 25 100 500
2 FKFLRE 159 123 148  —-
3 FKGER 25 35 40 70
4 A 10 15 10 25
5 i g PR B 1 2 2 5

St 200 200 300 500
AR

Lo B3R5 1.2 M3 BHEE B RR A HLHIRS 30 7080,
2. N 4 1 5 IR A 3 5.

3. HANEHHIIRES

4. A B 5 BUFRS 3 708 & B i s A LB A
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