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N N B A 15 e
FNZHEE ERTDIHEZ I 3R,
EEBALEWIE X D EERIV:

16
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¥ v

XERL R RN ROFIX E L FEMEEER 1 AR

ANZE E AT DBz Rk

T RENHEMERIER T, HP R R ROAX (e URMEAER 1
MR, R*A{EARSEE;

FZyEE AT LU ., -

F— ISRV EDR TS HIE] 1 25 96 FRSRHEL =5, 25
QUYEE-375: 0520

G T LB A VIt Bk, 5 Rk
PMOTER P (CAYIVISHEY REY GXE Y BRIk R 35
HIunsE. ¥R, . BRI RVEY R2AZ C (A) NHR® KL ST 54024
RE-N=C=A (R*H1A B XFB 1) &KV,

SRR VIR A YR 2- T 3-1, 485 RAY FEWATEE F RN (A
TSR WamBEh. S 7EA7 L DMSO. DMF. THF. BEGE. 7K
< (4l Tetrahedron Letters 38(1997),7887-7890; Bull. Chem. Soce. Jpn.28(1995),80-82; J.
Org. Chem. 188(1953), 1601-1606) . £5#4 A4k 22 VI AL A4E AT LA 5@ R LR
P 1-RA=RFE2- T He SEEER RN, HE QSRR (A RE 5 B4 ] (ot Bull,
Chem. Soc. 1955,502; J. Org. Chem. USSR(Eng]. Transl.)12(1976),505-507; J. Org. Chem.
63(1998), 4291-4298),

17



00816718. 4 oM P E13/461

FERETEAE (U1 N, N-THEEREEE R = RN R B IX (BErE
) HIEALAYIVIL, (Bioorg. Med. Chem. Letters 7(1997).2223-2228; J.Med.Chem.,
41(1998),3793-3803; J. Chem. Soc. 1959,2214; Bull. Soc. Chim. Fr. 1959,741-742).

(@)
5
X
N SR
4 /l\ o)
g
10 X
fE Pinner #IRRIFRE VRS CHTREK, 15EHIT: Pyrimidines, by D.J.Brown,
Wiley Interscience, New York 1970,) ZEZ=iR T, F&ENHN BT YERENERE
T, TR (WHEE. LB PIRGHNIXBE (BTSRRI BalkEa
XI (& Bull. Soc. Chim. Fr. 1960,1648)
15
OMe, OEt OH
X X
NH 3 D UGN
)J\ HCl +0 R ____>/|N]\ R
20 =
R NH, o OMe, OEt  R* N OH
X XX IX
25

TE F B F B A A AL BE XIS AL 2 fa I EAL RIS X PR ER A /S B 3 — 7
BHEEXIE Y Z JE1E R R EEF A EEER (Advanced Organic Chemistry, by J.
Mearch,3" edtion, Wiley 1985,p.803 and references cited therein).

30

19
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o 0 A S
\/ Y
R1/S\ NH R NH
OH
X
N \ X\Ra r%/ N \ \Ra
/M e )l\ Z
R* N/ Cl R" N o
v VI N
OH
OR? o o

/-—:—J \\8/7
R'/ ~ NH

HO
v
X
D
/I\ A
N

OR?

WEYV BN RSPV % (Bioorg. Med. Chem. Letters
7(1997).2223-2228, Chimia 50(1996), 519-524, LAJiX B 5| KIS ).

cl
X
Nl \ N R3
R4)\N/ cl
VIl

FEERT, R e SUUATE F T (i DMF. DMSO)
PREE LAYV & R AV . B RS TS IRAESC CER, 40 Bioorg.
Med. Chem. Letters 7(1997).2223-2228.

FEFRE (30-120°C) &, FSMAIN POCL. PCl SUEAIHIREY, 45

18



00816718. 4 oM P FE14/46m

10

X1

I BEfTAEAIXIRT ASE, AT LSRR SCRRAIR A 1% (41 J. Am. Chem.
Soc. 62(1940),1154,1155; ibid. 74(1952),4466; J. Chem. Soc. Perkin 1, 1979,2383-2386;
Collect. Czech. Chem. Comm. 55(1990),1278-1289; J. med. Chem. Chim.
Ther.26(1991).599-604; Bull. Soc. Chim. Fr.1973, 2065-2071)

TEABITF AT RERM B — AR A HE MR R T S YA AR 7 0
ARSI . AE IR . MR, S eI e
B MR R AR S, WREE, LA 2 A R B2
2T KHLA YRS AT B, i B — A B eE M T
R E VI AT SR EAE IR Rt . et . 2 h0ve
YT SR A B et R e

20
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SEHEt:

THEIFUETALZE, BABREXFETEREN. FraREHLLChE
L

TS B AEYERBU LR S ERE S . TERLEYA HNMR
(300MH,) SKF4E, HHIA BC-NMR (75MH,) KFRAE (Varian Oxford, 300 MH,; 1k
F E SRR, ppm FOR; B =B, =X ==, meE), IR
AR ERE- RSB K TRAE (Waters Micromass; ZMD-platform with ESI-probe with
Alliance 2790 HT; #£F: 2X3mm, Gromsil ODS4, 3um,120A;:%5: 7E7/KH 0-100%
2, 6 8t FH 0.05%FER, WE: 045mlmin; tAEMAH, 7 t.BH9TR
BAE0, BNEEAEE TLC FME (Merck FoEE 015, B 60F,,); AIT#E
MBS RRAE. 485: DCM=_%H4i, MeOH=HEZ, DMF=N, N _FEHH
&, THF=JUZPL, DMSO=_FEFH, DMPU=1, 3-—H#3, 4, 5, 6-[U
-2 (1 5D -¥E0El], DMAP=4- _HIE A, DBU=1, 8=_&ZNE[5.4.0]1
— 74, min=4y%f, h=/]it.
i 1

a)0.23g FIN FFEEP HIRGER, ZEZE T, FEHTINA 10.62g 1) 4-FEMEE,
EGAHE 6 /DI, ZJEINA 5.9g BIFAGAEEIZELENHE 10 /Net. BEEIMA 120ml 1Y
ZZBF, 30 SRR e, R 20ml — OERSER. eRemET
. 55 14.95g FIEERR 4- 25 AL,

b)70.8g FXEEEFHN 480ml PIFRH ECHIRCRIF, K 48ml 2- 4 -y 2R 8 hn
NBHISIRRD, Z/amig] 45°C. 8285 63.2ml —HESRN _BMAREH
TR BRERAE 20 7PN . RNBSYIBLSRUINE 16 /. FEIRE T 28 RIEH,
RARYIEAKS, FH DCM 8. K& FBEYEEREBR L HENZER. Kk
PIMHIZE-3- T ZE-BEh 5 k. 15931 86g —HIE- (AF-HFERFEY N K.

c)9.7g HEALEATEON 100ml HEZR SRR, 21.7g —HE- (AB-HEEZM)
N IR 50ml FREEFHIBIER, ¥5ETE 15 RN IAGRERTE SRS, 7
LR 30 8, SR 15g 4- - WEE FALNE, B TE SR T S 20 /)
. RNVRSYERST Tk, BWHRRY S OB—ERR. KERImARY R
AVEHSR, T 300ml K. IMAZERE PH=4. Klie=Rmidugd, FKyeRHt
EETPT SOC TR 1538201 AEMARRYIF S- A-FEERE) 4, 6-—

21
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P2 (4-MRERL) -mEnE (AR EEAR K 5- (SR-RERERN) 4, 6k
-2- (4-AignEdt) -DUsmEng-4, 6-—fR.

d)10g5- (AR-FEREHER) 4, 6-_FREE2- (4 WELE, 112gN-ZH
FNERE, 11g WZHEFTAF 13.8g AR NBRARLE 25ml B, i
3 NI ZEEE T ERRIBEY, AR, FHERERREAY) . FEREWIEN DCM
1, BIFEKOK Lo KA EIG, HIRERKGEE, 7R L& K. AR
HELRE, 15865284, 6-5-5- AB-FREFEARY -2- (4-ninekh) -mEng.

e)IKIEEF EP 0713875 A1 A1 Bioorganic & Medicinal Chemistry Letters,7(1997),
2223-2228 ARG S-S NARENE-2- Rl |

flg 4, 6-"50-5- (AF- TGRSR 2- (4-ALRERE) -WEEHT 1.43g S-S5 P
WE-2-TEAT L BIFAE 20ml TR DMF H. IRSYEER FTRERSPHiH, £/
AR . ZEEIR T 16 /MG, TERE TERBZRISEN. KRB HIBN
20ml K, SN Iml 2R ZEREY PH 2 4-5. TeRariied, KBiadugdisk, H
KUEEE, TR RARREIEEAERER bt — AR, HEHOHk: 4RO
B=1: 1V, EEH DCM: HEE=10: 1 ¥ik. 53] 1.43g IR EENK 5-RINE-
N-[6-5-5- (AF-FFAEAEFEE I 2- (4-MhBE3) 4-BEIE]-2-MEiER#lk. LC-MS:
t=5.00min,[M+1]"=512.19,[M-1]=510.26.

g) 0.7g EACHTBN 30ml F DMF #1 5ml DMPU HECESI2RY), 7 0-5CF,
K 5.04 g 2-TE-1, 4-ZEOHEIMABHEERRIRY . S E SR T
e ZEEIR T, EAZIMNBFERPIN 1.5g 5-FRE-N-[6-5-5- (45-FEIEFEIL)
2~ (4-THMEEE) 4-MEUE]-2-MEnehif%, 76 05 C IR EY) 24 /Nt . BJE, HRY
Pere HIEZEIR, HE{EIE 100ml 10%RIF B KER L, I 150ml 28R ZBEAEE
Ko GEHFENZEA S0ml KIEFIR, MRS L TEEER. FIRMFERENRY
FRRRIREREEAE 80 ¢ HEE E A 0-5% FEEH) DCM Piik. 5% 0.82g HIRHE
44 5-RPFEEN-[6- (4-F2F6-2-TEEL) -5- (4B-HEEIREID) 2- (4-nngds)
A-TENE]-2-WENERERE . LC-MS: t,=4.39min,[M+1]"=562.29,]M-1]=560.41.
2

a)152g 4-= THFHERELERAMAE 150m!l THF #, FIUEAE. % 152ml
) 25%FKEBRAN . IINSERESE, EZE T 15 080 EES FGEHEH.
SRRYAERIRAE IR LB, FAZKDRITRIR . KBV UETERERS bR, 28R, 18

22
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21 14.8g HEK RS 75ml FEET, IOAN7.5g =THM. E=i ©, FHIH
PR .. BRI AHTFA T, 58 163g 4-= T BEoREL A .

b) 6.1g 4, 6-"&-5- (AB-FREEFEIR) -2- (4-nttued) -mne(ipl 1 1 a2l
A)AAE 100ml T DMF &, ZFiE T 8.8g 4-= T EIRFEMAFFA LR Krvon
AE 150ml 7KF1 100ml — ZBRZEHNRAWY, IIANZEFT PH 2 5. WHEEK
BITEY). FIKFI 2B ZE50%. BRIFMRESEEREN 2B 2 m . 7EkE
hreHl. Bja, WUE. TREIINEIRRDT, 53 6.6g Kbhik 4-=T F-N-[6-
-5 (AP-BEEFEEIEL) 2- (4-MugH) - EREBE. LCMS:
t,=5.80min,[M+1]"=52531,[M-1]=523.48.

c) 0.96g EAVEHN 25ml F DMF 1 5ml F DMPU HECE B IRY, ZEEIE T,
K69 g2-TH-1, 4-_ERMEIMABFEERIIRYH. EEHRHEE R T
B HZEET, FEINEPRPIA 2.1g 4-=THN[6-F-5- (4F-FEILFED
2- (4-MENEE) 4-MEnE)- A, 78 O0°'C T HHHERY) 48 /it BjE, FERET
AR, FRAR BRI 150ml 10% LFER/KEHANHE. . a5 150ml DCM A&
. BHUERIKSES:, M LT8R, ZBR. BRREGmRYEE—PRERE
TEEAERER L Tak, HFRE: ZBROER=4: | B 1: 4 Y. 1HEDKEIRIK 1.28¢
4-=THEN-[6- GEHE-2 TEE) -5- SB-HEEREE) -2- G-Mre) e 5
#%. LC-MS: t;=4.87min,[M+1]=575.32,[M-1]=573 45,

15 3

a) ZEE T, 4 200ml25%F A EKERINAZ] 70g 2-1R-5- FELEETE 500ml 7K
HEISEEER . AEBEIERPIA 68g BilR, WRMHEEY. 4 /MEE5H
N 34g HRAR, 18 /NKHEEN 17g BilR. 24 /NETE, FEMRAEOKEE V431, SO 360ml
AN HISEASREER I\ 600ml DCM FREBIE T GE . 7B AHUZ, A 500ml
KPS . FESEEREKAHABRILE] PH=3, i DCM RBAEL. 45BIEERETT
TRPREE L. 28R . NIRIBIY CBEHE S dn HH 46.9g BatafllA, 192 37.6g BOIR 5-
FREL2-AR-BERE, ©7E 168°CHRL, 7 179-190 CEEIEL. 'H-NMR(CDCl,,300
MHz):2.17(s,3H);7.24(dd,  J=2.0,8.8,1H);7.41(t,  J=1.0,1H);7.47(d,J=8.8,1H);14.03(s
br,1H). |

b) £ 100ml 25%E S /KA 250mIDCM HEER I 18g 5- FFE-2-%-
WEIE o ZERZUH VR SRR, (RREE- 10 CAFIIA S 13%IR ERRENII K.

23
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IINGEESE, TEAERE 10 4050, S EEYUR. [T/KEPIA 250ml DCM,  UIHTET
WA 250ml EEFFE— SRS, FH 200ml DCM B 5 k. WEEVZE, 1E
BRBREE BT, 2% . BESIKHIRYIEARTE 125ml iA%) THF ', R#13-20°C.
ZSMA 25ml HFINEKER. INEFRTALERE, £~ FERE THF.
P TR 150ml 2B Z KM =K. SEBNETEMBREE LT, s
Bo MNIBBER Z IR ZBsrP A R RIRIIE T, 153 1335g Kadik 5- -2
WEE-TRE. "H-NMR(D6-DMSO, 300MHz):2.17(s,3H);7.36(s,2H); 7.78-7.85(m,2H);
8.53(s,IH),LC-MS: tz=2.32min,[M+1]=173.04,[M-1]=171.10,

c) 18.54g 5-FHFE-2-WHUE-FRIIS T 400ml FIEET, 12.08g = T HAMAF D,
TEIE TR 5 %, ERETBEER, REYERETP RG] 22.64¢
Ktk 5-FEL-D e - TR AR .

d) FEFESSFF, B 4g B4, 6285 GB-HEEFEE -2- (-t -
mERECRAY 1 (4 ) d)EARLE 40ml T DMF 9, 7 2.95ml Hunig BZEZ SEIIA 3.62¢
5-FAZE D mEnE-EAT R . RIS TR 22 /i, B 0.75g 5-HZE-2—
W R R AR, 18 /NI . SR AYIEIZE 150ml10%FIFT IR AV L.,
F 150ml 2.3 2. BER6EL 4 IR, S5ATIANABRKS G, 7EmmRet b k. &Z&. 1§
BIIRARYIRIFTE 20ml FEEAT 20mi IR b BERUTTIRYIFITRE: —ZBROHE]:
1 BIVAREESS . 185 4.56g KEMK 5-FEN-[6-5-5- (AI-FEIEFEAE) 2- 4
MHERERL) - |-2-MEnER#i . LC-MS: t;=4.38min,[M+1]"=484.58,[M-1]=482.51.

e) 0.99g SAVAHA 25ml F DMF F1 5ml DMPU BRI, E=ZET,
¥ 8.0 g 2-TH-1, 4-ZEISRUIMAGREERRRY . EEHHFE 2 ESEET
B fEEET, SE3RERERPIA 2.0g 4 FRIEEN-[6-51-5- (4B-FEEREE)
2- (4-MHEBESE) 4-WERE)-ZEEASAE, 76 90°C FHEHEAY) 16 /NIt . &5, Y
HIBIRIE, BEEEIE 200ml 10%FATHERKERA 200ml LR L BRZE RUITE A
F. AT, BETEY, AKMZBIERE. 28EiE, HZRL

EREBUKERIR. SaraNUETEMBREE Lg%, R Z Mt 10ml. B
MIAHITTEY), FIZR 2B, SaHUKER S BEHSRITTE. B3 1.65g 1
AR 5-FIEN-[6- (4-FBF2-THEH) -5- AB-FEEFEED -2- G-t
~A-VEE]-2-MERERERE . LC-MS: t,=3.81min,[M+1]'=534.63,[M-1]=532.54.

{51 4

24
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a) 4, 6-T¥RHE-5- (AR-HEIEREE) 2- QW) e (HEREAE
5- (8B-HEFERER) --2- (Q-MEnE3h) -PUSENE-4, 6-_BifzHE LR EP 0 526 708 Al
RIREIR FH 2-fok-me f B (AR- R T RRHlS.

b) 4, 6-_50-5- (AB-FEFIREIL) 2- Q-MEnEHL) -MELEHREF] EP 0 526 708
Al WA 4, 6 —f2%E-5- (4F-FREZEEAEN) -2- Qe g (e aE
5. (RB-FEEREY) --2- (Q-MEEkh) -JUErEE-4, 6-—f) H4S.

c)3.5g4, 6-—F-5- CAR-FIEEREIR) 2- Q-MEIEE) el 4.98g 5-F 7
FE2-MEREHEARERYE T 40ml DMSO 77, 7EZIR THHE 4 /N KRS EEK L,
48 BRI IR . KIZF 2R . WEEFRITTEY), R = 2R 2. Bk
Yok, T4 B3 S.1g BEEER S-FRRE-N-[6-F-5- (SB-FEHERER) 2- (2
WEIERE) -4-WENE]-2-ENERER . LCMS: t;=4.87min,[M+1]=513.32,[M-1]=511.26,

d) M 600ml 5-F#REE-N-[6--5- (46-FEHREI) 2- Q-WEmER) 4-Wiig]-
2-TEIERARG 1g BV ]R 14 273ml S-RAFEN[6- (4-FBE2-TEH) -5- (4F-
HEEFARE) 2 (2-WIEE) 4- g ]2-WrE#EKE. LCMS:
tz=4.31min,[M+1]=563.71,[M-1]=561.59.
#i 5

a) 4-= T HN-[6-R-5- (SB-FIEEERER) -2- (2-WEREHL) 4-MEne]- 2R AR
FEHER EP 0 526 708 Al #AKIPEREH 4, 6-—F-5- (AF-FEFFRER) 2- -
BEREED) -MRRMXN- =T EXEHEKHESLHBE. LCMS:
t:=5.50min,[M+1]"=526.29,[M-1]=524.43 .

b)295mg HKEHHIRIIR 4-= T HN{6- (4-F2F0-TEHEL) -5- (SB-BEIHE
I -2- (-MEREFL) -4-MERE]- IR 1.4g 4-= T HEN-[6-5-5- (SF-FEHEXK
A 2- (2-WERERE) 4-mEng)- KEFEEEG 1g P BRE&. LCMS:
t=5.06min,[M+1]=576.36,[M-1]=574.45.
%1 6

a)4, 6-"F-5- (AB-FEIREED 2- (Q-mEnEEL) -WEnE (49 4b) N 2.65g 5-
FREL2--EmE-REfAREL (5] 3¢) AN 40ml DMF SERECRER, AFHA A 10ml
DMSO. JREWRSER, TEFIR TESEREE 16 /N, KHRAYHEE S0ml 10%
KT KISI T, e Elied. WY, FKMZ MR 2Bk, T
1535)2.67g HEOMK S-FFEN-[6-F-5- (BF-FEFEREIL) 2- Q-MEnedk) 4-WEng

25
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F)2-MEHERENL . LC-MS: t;=4.23min,[M+1]"=485.56,[M-1]=483.48.

b)347mg KFHEIGRYIR 5-BEN-[6- (4-BE2-THEE) -5- (AF-FEHE
FHEED 2- (Q-WEMERE) -4-MENEFE]-2-MReRAKE 1g S-FREEN-[6-5-5- (4F-F&EER
HE) 2- (-MERERL) -4-mEue - 2- e R Al 1g P EEHE. LC-MS:
t=3.90min,[M+1]=535.66,[M-1]=533.55.

1 7

a)l0g —FAFE- (4R-FAE A 9B (] 1b) A 80g FHEE IR
W, AHIBI0C. SR 6.71g FEALBN. TN 2.84g HEIBKEILE, AZRT
B LHANREY). ERETB RGN, HHREYRZE 100ml ZZRZEF, %
JBLE S0ml K. AU 25ml KV ZERIAT PH O 4. ITUEFER B EITIEY), FK
PRTHAS2) 5.17g BEMK 5- (AR-HEERER) 4, 6- T 2- PR (&)
FAME).

b) 10.9g I 5- (AB-HEEFEER) 4, 6 “FHF2-HFE-mE EREDE) A
150ml POCL, HllBG W, 7E SO°C FHidE 72 /i, Bt 81K POCL, %k, A FZLL
ZRUEN POCL. BJ5, AEBYITFMIMAK: KEEY, H 3N HEEL
YRR PH 2 8. FH 300ml 7K —SHBRRAY), H 500ml DCM 25HL. 2E5EHL
2, F300ml /KpEdk, 7ERmReh ETRER. BREYFEIXAREAE DCM H, #Eid—
FRERBOEIE, H DCM Pk, TEEA FHREEN. HEEIRRBYTIRES) 8.7g K
TR 4, 6-TF-5- (AB-FPEFEFREIL) 2-FREE,

c)2.15g4, 6-_F-5- (AB-HEERER) 2-FE-MEE A 40mIDMSO HiAk
L AN 3.59g S5-I EE-2- I ne e dh. 7EEIR TR 72 . FH 350ml
TKFRRAH, FH 200ml — 28 CFRAEHEIR . 4i47K2H Sml ZERER{LE] PH A 4,
H DCM ZHBEIR. RZKIRGENZ, ORI FFi. FWEMERAE, 7F Celite
g ER. BRRYEBIFE 30ml —ZBZET, k. THRES) 3.15g kG
BIRK 5-5FNEE-N-[6-5-5- (4B-FREAEREER) 2- FFE-4-MENGE) 2 it nefidiie. LC-
MS: t=5.18min,[M+1]=449.25,[M-1]=447 31,

d) 440mg SKEJFIRYIT 5-FRNFEN-[6- (- 2-THE) -5- (AB-FEEHR
FE) 2-FE-A4- e 562 e i 600mg 5- 7 RFE-N-[6-50-5- (AF-F4E SRS
5 -2- FIFE-4-mgne 5 ]-2- e il e 1g BB, 1B RNIRSYHE 95 CHiR:

26



00816718. 4 oM P E21/46T0

10

15

20

25

30

48 /Nifs LC-MS:  t;=4.74min,[M+1]"=449.25[M-1]=49733,
51 8

a)2g4, 6-_5-5- (AF-FEFAREIE) 2-FHE- T (5] 7oA T 30mDMSO T,
EEET, FHAPIA 295 5-FE-2-BEIE- AR 30). ZEZIR FHiRE 48 /)
i, SRIEEIFEK B KB 200ml — 2R ZEEAERIIR . FHUER/KEEFIK R
255 3ml ZEERILE] PH 24 4. N 100ml HANRISE A =4 iie e £ ,
FAREYAHET] 0°C. 8BS, KUTIEYAIEs, RA KSR, EEEES T e
2 2.26g KEBIR 5-FHN-[6-F-5- (AR-FERIAI) 2-FIH-4-WEnEdt]-2- Moz
. LC-MS: t;=4.79min,[M+1]'=421.42,[M-1]=519.46.

b )584mg KEXR S-FEEN-[6- (4-F2H2-THE) -5- (AB-FEEFEEID -
2-FAFE-4-TEWE - 2-MEBERRAZ EH 950mg 5-FIZEN-[6-50-5- (4B-FEHSEE ) 2-H
Fo-4-TEmERE) - 2-M e RG] 1g KPR, (B RSAREYITE 95 CHiRE 72 /Nt
LC-MS: t;=4.32min,[M+1]=471.57,[M-1]=469.40.

11 9

a)32.75g M- (SR-FEEEFEEIL) N B (B 1b) ¥ARAE 250ml FEEE
I, WENE] 0°Co ML 20.0g FF3ALS, SMASRE, ZERETHH 6
/Mo SRIGANN 25.0g EMRFBRIRALE, SESEIHE 72 /M. ZER KA BIRIRIIRH,
F 150ml — Z. B8 Z.BESe RN Y. RIRH AR ISHRLE 200ml K H. FH 50ml 2,
BRI PH 2 4, TERUTIEY). WERTTIEY), FUKVER, HEES FTHRES 17.07g
WAKERK 5- (SB-FEFLFREIL) 4, 6-3FE-2- (N-NGIEL) g (BRE AR,

b) 0°C 44 50ml POCL, AFAHANA 2 27.5ml #) Hiinig §%-E  AE 4 17g 5-

(RB-FREEAEID 4, 65582~ (N-EIREE) Mg, /A SR AMITE 130°C
TR BT RIETEER, FF SRR EMEN POCL, BE 15 R
50mIDCM 1 50ml 7K: VKVE-EPIAEE. B 15 2415, F 400ml 7KFT 400mIDCM
TRl EY. HEANUE, F300ml KEEE. F 400mIDCM ZEUKZ. 454 DCM
JRAERBAN LT, BREHIEMASN 100ml 724, FIRIEHIZE 50g RER Fitys
F DCM ¥k 28Rt 0EY). B RIRIRARYIBIFAE S0oml —Z B8 b s A
Y1, THA53] 13.85g BRI 4, 6-—5-5- (4AB-F4EEI) 2- (N-ID5k
5L WEIE,

©)4g4, 6-F-5- AB-HEFEFEIL) -2- (N-BIHEE) Mg 60ml DMSO
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HHI BRI AT 5.32g 5-5F PIE-2— e AL ER(] 3¢)F1 0.98ml Hunig
. YHREYITE 65°C iRk 72 /Nt YREVAKIEITE 500ml 7K E, @i celite s
T8, VEWH 500ml 1 250ml —ZFRZEEREEL. HHUER 100ml ZK¥e. KEHLES,
H 3.5ml ZERRRAK, AHIE] 0°C. WMERITIEIEE, FIvKuts, s
R 155 4.94g FIRFEMR 5-RRHEN-[6-5-5- (AB-FEEEAR) 2 (NG
WK -4-MEREEE)-2-MEERERE . LC-MS: t=5.46min,[M+1]"=520.22,[M-1]=518.36.

d) 0.55g EACHNEA 30ml T- DMF 1 7ml DMPU HECBREIRY), 75 0-5CF,
R 3.97 g 2-THe-1, 4-—ERSHIMASEREE FISORYIH . SRR E SRR T
Fo TR N, HERINEZHRPIIA 1.2g 5-FHRE-N-[6-5-5- (48-HERFEI)
2- (N-FERD -4-REDE]-2-MERERElL, 76 OSC TR 6 K. &S, RS
HE=E, HEEEHE 100ml 10% I EE/KAIR E, FH 150ml 2.8 Z B IK .
SEAVUEA 75ml JKBEETRIR, FERIREE ET8, R, BRAMEEEIRYIFE:
RERIAE 120g AL LA EH 0-2%F B DCM 4lifk. Y. ZREHE Birfts
WIIE R, MR ZRE: CHems S —Sal R BY. 183 327mg WA RE
(BN 196-197.5C) 5-RREN-[6- (4-5BH2-THI) -5- SR-FEEFER)
-2~ (N-REIHR) 4-IEie |- 2-BERRJH - LC-MS: t,=4.89min,[M+1]=570.30,[M-1]=568.43..
BN, 494mg WIAREHRE BK CIRERIRIIR .

i 10

a) 18.9g "I ({F-FIEEEREE) B (B 1b) A 450ml FIEE IR
VWL ESCT, fREA AN 12.7g HEAE, TINERE, 1SR RS 30
e, ZJEMA 6g HIREME. FERE FEEHRREESY 72 /M. BSTERET
BREBN, RRYSTFIE 2R L. EE AR, WA 100ml 7KF.
RN FRRIAER . AT, WEEY, KR, TREDIEEY
K 15.1g5- BB-FEEFEIL) 4, 6 F2EMEE (HEDHE).,

b) 7.5g5- (4B-FIEHAER) 4, 6 FHIEMEREMA 90ml POCL, IR,
EHAFIA 24ml N, N-ZHFEFR, BEWINE] 160°C, k25 /M. K
(] POCL, 7E(RIE 7818, FHFE SIME POCL $E38Kk. FAvK: KIBA A4
HREeRY), B IN MEEMEL, JH-ZBRZESEHER. SonaN ERRR
SR BUKEBRRPIR, e TR, SREMAEEOKE. T4, B3
4.75g RIEMHK 4, 65 -5- (AP-FREEEIEED) g,

28
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€)2g4, 6-_F-5- (AR-FIEEFEZEEEL) -WE0E A 40mIDMSO Hrl e, 13
HrpinA 3.7g 4-=THEFRMGTE. E=E THEE 20 M. 85, BEEWER
E£400ml 7K L, F 200ml — ZF2 ZBepes Mk FHUZH 200ml /KZEEL. S5E47KE
PIRERRIRAL. JIRAAENZ] 0°C, NN 100ml 2K, WEERRRTTEY). T4
15928 2.7g AEMK 4-= T EN[6-F-5- (SB-HEHIREIE) 4-BEIEEL)- TR,
LC-MS: t=5.80min,[M+1]"=448.17,[M-1]=44621 .

d) 0.7 9g EAENEN 45mIDMF 1 15ml DMPU HECERFRY, 75 10CTF,
K 5.68g 2- T -1, 4-ZFHIMANKIRYIP . ESHHEESBPEERTIF. EERT,
EHADIN 1.48g 4- =T EN-[6-F-5- (46-FAFIER) 4-50g)- 201, 7F 90
CTHHREY 72 /M. ZEEZ TREER, BHEBYIBIE 150ml 10%H) Z 8K
V. TRAYIA 150ml MR B =R, S5EFVURHKRIEL KSRGS, 7Emiss
BT k. BRI ERY AR EESIER LR O ZBRZEEM 3: 1
1. 1 yeR4lifb. 158 320mg FREIREICIRYIT 4-= TEN-[6- (4-FEHE-2-T
HE) - (B-FHREFREAH) 4BRE]FEELBERK. LCMS
t=5.21min,[M+1]=498.35,[M-1]=496 49
i 11

a) 6.8g FHEMAINA 200ml FEFHHIBIER, HHAME] 0C, 103g —2%
-2 CHf-RISRER) - RSN 50ml REZHHIEE. TIIERRE, KEHAH
R, AN 7.57g4-FH-EER I (B 12). IREYHESIE T HEE 16 it. &
J5, TR TR, RBIVEREA M S8BT . A= Z8B 2B, tnA 10M
SEERT PH 8 5. WS RTITIRY), WIS, EREERS T T 60CT
B 188 8.77g M ERIE 4,6- —F2H2- (4-AERE) -5- G-I -ming (B H
A 6

b) ZiR T, I 8.0g5- Gi-FFE) -4,6-—F2H--MHuEfl 100ml POCL, KIVESH)
FHIA 25ml —Z 3%, FE60°CT, HEHREEY 16 MM, TR POCL TH&E T
FRUERR 2 SR B FmP RV AEAE 300ml DCM =, F 300ml 7KAb3E. 43 857K 2 DCM
K=K SEAIVERACE KDL, RS E TR, RREIRR BT
TERARET. WERRY, ARREN_ZBRZE005%. THRES 7.2¢ B
K 4,6- 5 -2- (4-MEBE) -5- Cif-BIZREE) -msng,

¢) 654mg 4,6- —R-2- (4-ALBE) -5- CHf-FAZREL) -MEIEFN 105 1mg 5-5 A% 2- 1%

29
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c) 0.8g4,6- —F-5- CXf-FAAE) -MEIERI 1.68g 4-= | FEIRFLMBILEI &L (7
2a) 7E 20ml DMSO HHFERGATINR A IE IR T HERE 24 /Nif. 4IRS HHBIZE 200ml
KE, F100ml —ZFRZFEREEHIR. SAHHZM S0ml KERFRK. EEKE

SFERIRML . F LB BRI B MBI . aE N ETERRA T,
R FREYHERET FTRAEE] 134g BEMNK 4= TEN[6-F-5- GI-HFHR)
-A4-TEE]- SR AL . LC-MS: :=5.92min,[M+1]"=416.20,[M-1]=414.24.

d) 700mg AREIFENRYIR 4-= T H-N-[6- 4-FH2-TEH) -5- Cil-FHZER)
-4-TENE]-FEEEIR H 1.45g 4-= T EN-[6-50-5- (f-FIAERE) 4-ming]- A 5L
Bl 10d #EREPPEHINF. LC-MS: t=5.38min,[M+1]'=466.24,[M-1]=46432.

#5113

a) 2.71g 4,6- —F--5- CH-FIEIEZREI) -MEnE (7] 10b) FN 5.0g 5-F P B
- EE (1 1e) HIVESYIMA 50ml DMF ISR FHEEE 20 /i, ZEEZS
BREHGN, WS R BYIBN 200ml 10%ZBKER, HIRZEREI=1k, &4
HHUZRIKFIEKYES, TORERE: TR, K. SR 2-BEf — 2. 8 2B
ZEEATH . WERG SRR, FIA) 2 TAREA — Z B8 2 eveik, THs3 2.8g ARG
F 5-FE-N[6-F-5- Cf- FEIEREIE) -4-WE0E]-2-ErEffE . LC-MS:
t=4.99min,[M+1]"=435.25,[M-1]=433.28.,

b)11.02g 2- T 21, 4-ZFIHA 100mIDMF 1 30ml DMPU BBV, FH
L 2.8g S, IIATERUE, EEDHE 1.5 /N, 2RI 2.78g 5- R
N-[6-5-5- Cf-HEFEFEIE) -4-MEE)-2-IE0eiihe . TRAWIMIE] 95°C, Pk 65
/I FERLZS FRREVER, BUHTRBYIBAE 250ml 10% KBk ER =+, H 250ml
LR BRI . SR EHERARIEKYER:, ERMMEE E R, K. M5
FIFERE AR S Ok 2B 1: 18] 1. 4058, 58] 12755
TEHE 5-REEN-[6- (4-F2H2-THEH) -5- Onf-FEESREIE) 4-WENg)-2-MEng
Wik, AT#HATHH, N 2-REPRESEE 89 KEHEK. LCMS:
t=4.50min,[M+1]"=485.27,[M-1]=483 41 .

% 14
a) 15.2g 4-=- T EREARREL SIS FCE 150ml THF o, FIvKAEAH1. % 152ml
() 25%EUKEEEAN . IIASEERSE, FESR T8 15 M. TEEFTFRERF.

PRARYIFEIRIECIR B, FIKVREWIIR. A NEZERIRY L T4, 2R, B

31
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WETHERZETER (] 1) BNBESYIION 20ml DMF HESIR FHidE 16 /it &5, £
IR T 2EERR R, BRFREYA 100ml 10% ZB/KEEA 100ml DCM ALEE,
HITEIS . F DCM EEUKE&/DPIR. KUk, MR LT, &R.
FIRHBREBYNARARE: 2B LB . WERESE. HEKFAEM
TR OERS, TEEEAS FTREE] 870mg 5-FRFEEN-[6-F-5- CHf-HIFIE) 2-
(4-MEIE) -4-MENE]-2-WEIER#EAE . LC-MS: t,=5.06min,[M+1]=480.40,[M-1]=478.48.

d) 0.34g EAERN 15mIDMF Al 4ml DMPU FECBERSIRY), E=ET, ¥
24g2-TH-1, 4-ZFMAFKRYF . EEHERREWERTH. £FET, 1
HAnN 0.67g 5- 57 REE-N-[6-5-5- CF-FRZREE) -2- (4-MHERE) -4-BENE]-2-FETE i,
£ 90°C T HiHHRE &Y 48 /NI, FEEZ TRERWEA] EUHZRBYIHAE 100ml 10%f]
LB . EEFIERKME KRG, EMBREE LT8R, k. BRlFEG
R FFEIR B EAERER LS F 4-10%DCM IFEZER . WDCM: ZFRZ.1K
PEZRREDEY Bmg KRR S-RNEN[6- 4-FRE2-TEE -5- (-
FRZRZE) -2- (4-MHRE) -4-MERE]-2-MERERERE . 19805 — 0044 90%IER bR
Y 456mg [MIREREIFCIRYIR 5-FRHEN-[6- (4-F2H-2-THIH) -5- Gf-FZEH)
2 (A-THIE ) -4V |- 2 R . LC-MS + £=4.53min,[Mr+1]"=530.23,[M-1]=528.21 .
Bl 12

a) TE0CT, 142g —Z4 2- Gf-FFE) -IH I 50ml FREEFHIBEER,
AEHAZEIIA D 9.4g FFEALEIET 300ml FEEHECE KA. IMATERE, IR
SIS, FMA S4g BRGNS, EER THHESY 16 /M. FERET
BREwGT, BRYA 150ml 2N MESEBRIGE. B8 0.5 /M. 7E 0-5°CHF4
F 10N WSS PH 2 4. WERITIRY), RAB/K. RABEM_ZMKRZE
ik, ERERST FT 65 CTREE 11.2g FIAMIIK 4, 6- 2835 Gif-FZERD)
-TERE (BRI EARR),

b) TR, [15.1g4,6- 535 (R-FAZEED) WA 75ml POCL (IR &4+
O 10mIN, N-ZHERZ, £ 70°CF, HEREY 16 NN, &/ POCL
R TR L. BB R ARESWAHE, FZZBREFR=IR. 4
EHEVER IN SRBKBHMEKIES. MR ETH. k. REREEH
WAk, WERREERE, AR RARRGS. AR TR
B3] 4.1g4,6- "F-5- Col-FZFFL) -mE0E,

30
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FIHT 14.8g HEMPREMCE 75ml FEET, IO 7.5g = THM. 7EZRE T,
PERZER .. HASRIRRAMTATR, 25 163g 4= T HAFMMSAT .

b)2.0g 4,6- —5-5- (2-FAEFEFEFL) 2- (N-MBIE) -BEIE({5] 9b)FN 2.96g 4-=T
FERTEHEATEBN 30ml DMF R7EER FHERE 24 /Iit. 1g 4-= T ZEARREAE AN I
ASEHE, TEEIR TR 24 /N, ZJE7E SSCTHERE 16 /MY, BE, IR
BYMEIE 350ml 7KH 350ml ZFrh. BT ZBBIGRAY. THRE ERTE
W TE OCHRERITED 1 /NN JEsUIEY), FKMZEBRGS, BEReCm%
ZEEF . EEATEREEN, FRHEEYBIFT 100ml — LB LEF . I yEpE
154, BIMAZBRESES, THER 2.57g ATHAK 4-=T H-N-[6-5-5- (2-
HE E XA E) 2Bk 4 g 4 ) FEB K. LCMS :
t=5.98min,[M+1]'=533.29,[M-1]=531.41.

¢) 675mg FALERIBN 45mIDMF F1 5ml DMPU SPECE BRI, #4852 2-T
-1, 4G, EEET, EEMEERSAEER TP, EEHLFMN
A 1.5g 4 =THEN[6-F-5- Q-FEFFFH) -2-"ouh-4-mEng-4-FE]- Kk, 15
BIFNEEYIIEAEI 95°CF, FHaiHE 5 K. &S, WRSYHEITE 150ml10%H) ZET,
1 150ml 2B AR =R, AHERAKEKYEE, TEMBREE LR, &R, B
FWERBEY AR ARSI F O ZBAES1: 1 3R, 58 265mg K
YERRYIT . 15IR— ML 0%k aRY) 456mg HIEARCAHIBRIRYIFR
4-=THN[6- 4-EF2-THIL) -5- Q-FEIFEIL) -2-G0hk-4-mFng-4-5)-2Fh
HERN 1.13g 2B 4- =T FN-[6-F-5- (2-o- FEIEFEIL) -2-"00h-4-150E-4-3k)-2
f#f%. LC-MS: t,=5.39min,[M+1]'=583.41,[M-1]=581.35.
%1 15

a) 4g 4,6- —&-5- Q-HEFEREIL) -2- (N-IZHK) -IFEIE(F] 9b)IAN 20ml DMSO
PHIEIRR, AN 4.72g 5-FE2-BEEREIARLE () 3¢). JRAWITE 55°C
PHRE 17 /Nt KRR EEIRIEI 500ml KA, BUETT celite 13 3E. Y& 500ml #1
250ml —ZBRZERAE. AHUEA 100ml KEH. WEKE, H 3.5ml ZEBHBK,
HARHEZ 0°C, EEFRRBITTIEY), TV /KEERIEREE TR, 153 4.42g Btk
K 5S-FFN-[6-5-5- Q-FEREFREF) -2- (N-IIIK) 4-msngkt)-2-mneifii., LC-
MS:  t;=4.80min,[M+1]=492.31,[M-1]=490.37,

b) 712mg ZMHABN 30mIDMF F1 7ml DMPU FPHECE GRS, K 5.11g 2-

32
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JE-1, ATEIARS. EERT, G E TR AR TR REELH
I 145g S-FAZEN-[6-5-5- (2-FIRFEFEIE) -2- (N-MEIH) -4-mm )2 mmifisk
1%, BARRIRREGWIIMAE| o5CT, FHdikk4 K. 85, HIRAWEE 200mI10%
WIZEET, F 200ml ZFR BRI =K. AHUZ /KM AT, FERBREE BT 4.
R FEIRFREY AR O EERER DA Okt ZBRAE=1: 1 VER, 155 470mg
KK 5-FEN]6- (4552 TEKE) -5- Q-FEHEFEH) 2 (NI 4-
WEEFE]-2-PEREREIIZ . A1 660mg AZUGY) S-FHEEN-[6-50-5- (2-FEIIFEHR) 2- (N-
NbK) -4-REREIE]-2-MEIEREE . LC-MS: t,=4.33min,[M+1]'=542.35,[M-1]=540.32.
i 16

a) 10g4,6-—F-5- KI-FZRED) -mEne (1 12b) 1 4.8g 5-FPIHLmENE 2-FfzAR
2 (Bl 1e) FIEESYBN 100ml DMF FTERE FHGEE 72 /Mt AEEA FREE
Wi, ZJEIREYIA S0ml 2R ZBRAMEE. RIZEHEE TN 10% 2B KT
PH 2 3. 7£ 10°CTELENHE 15 208 WERAITTEY), F/KN— 2B Za084%,
FERET T T 50CTHEFE] 7.67g AEK S-RAEN{6-8-5- (W-FHRE) 41
WE]-2-EIERRL . LC-MS: t=5.13min,[M+1]°=403.24,[M-1]=40128.

b)21.5g2- T %1, 4-ZFi/N\ 200mIDMF F1 50ml DMPU BB, FHT
I 5.5g EACEHTER VI - T BUFIIRIE S SS% BV, ZESRRdE, 1EE
I 5.04g 5-FAEE-N-[6-8-5- Cit-HKEE) 4-MEIE]-2-WEne i, 75 90 CHiE
4 80 /Y. FERAE PEREVEA, FREBYIH HIBHE 300ml 10% I K BN
300ml ZERABE. /KEM LR OBERIE/DWIR. SAFYUZRKFE KSR,
TERMEREE bR, R M ARREEEEER S E O 2B 1
1301: 43R4, 153 2.0g FREEE S-RRZEN[6- (4-FH2-TEID) -5- O
-FZRHE) 4-MENE]-2-BENET#AL. LC-MS: t;=4.64min,[M+1]'=453.28,[M-1]=451.40,
51 17

5] 14mg 55%HIE AN BAER Y0 F 2ml + DMF 1 2ml T THF FERHR
PRI 80mg 5-FERFEN-[6- (4-F2FE0- T4 -5- Cif-FE AR 2- (4
MEE) 4-NEmeRE]-2-MEnEnEl (] 1g). HiFE 10 0505, A 41mg 2-5-0g, 75
T0°C TGN 1 /M. FREIEITE S0ml10%MIF R KEE E. F 50ml 2
BRZBEREE IR, S ANERKUERERERY: TR . RSBk
CRETERERR FH A 0-2%F EZ DCM BEiRaift. 53 72mg TLAKHRYIR 5-

33
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FREEN[6- (4- QMEREERL) 2-TEH) -5- ON-FIEEEEE) -2- @-MEE)
~A-WEWEEE)-2-WEVER# . LC-MS: t;=4.74min,[M+1]"=640.35,[M-1]=638.49.
11 18

80mg 5-FEEN-[6- (4-FFFE-2-THIE) -5- (45-FAEESEEE) 2- (4-nkE)
-A-WETE]-2-RENERRRE (B 1g) A1 78mg 4, 6-— FEIE-2- FEE-WHEEME R 17 )
SHHIT 88mg IKHEE I S-RHEN6- (4 (4, 6-—FFEIL2MBIEER) 2T
EHD 5 (AF-FEEREI) 2- (4MpE) 4-MENE]-2- M. LC-MS:
t=5.34min,[M+1]'=700.42,[M-1]=698.52.
i 19

5] 76mg 55% IS BAER Wi T 15ml F THF SR SR I
403mg 4- =T F-N-[6- (4-F2FE-2-THFE) -5- C-FEEREF) 2- G- -4
e K- RIERANE (1] 20D $iRE 2 NS, AN 9lmg 2- 5%, 7RSI ik
£ 42 /i o ZRUBRR 20T, BRERMIS BUTEON S0ml 10%04 Z B /KR S0ml 2.8 7,
Bede SEEHR, KEH Soml ZMZBERIE DRI, SaaNERKsTE
BB T IRER TR TR FWIFARRR (I ERES I8 5-10% FBS R DCM
VEHRaik. 183 256mg TLEMARYIR 4= THN{6- (4 QRS 2- T4,
) -5 Cf-FEEREE) 2- () 4w M. LCMS:
tx=5.2 1min,[M+1]*=653.69,[M-1]=651.78..
51 20

H 196mg 4-=TZ-N-[6- (4-F55-2-TEIH) -5- Col-FIEEEREE) 2- (4
WED -4-WENERL]-SHERBHE(] 20)F1 T3mgS-IR-2- 5 ENERIRE] 19 F25 8418 200mg
KEAE 4= THN{6- (4 (S-H2-WEEHE) 2-TES) -5- Chf- I EE)
-2- (4-MIE ) 4- W FE - SRAE R . LC-MS: =5.63min,[M+1]=731.65,[M-1]=729.66..
51l 21 | |

400mg 4- =T F-N-[6- (4-F225-2-TEE) -5- Gof-HEEIEEIE) 2- (4-nkne)
-A4-WERERE) FEELAERE (1) 20),  116mg 4,6-— F4RL-2- FIBE- R 147me TRERSY
AN 15ml DMF H$IEGRIRR, K BIRBAE 90°C THERE 16 /Nit. FANA 42mg
4,6- —HIEE-2- REE-RAIEIEDE, 76 90°C FARSERiH: 24 /i, BYJS, EHESFRE
A, FIRBREYIS BB 50ml 5%[H Z. 8K 50ml DCM . 4 BEHLE,
F1 50ml DCM ZEHUKZEDBIR. A S EHE, TEREE FHEEE. 5
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AR FUERR e R F R ZBRZEEA4: 1 31 14itk. N2
MR OBE: — LR OB P BAMRE ORI Tomg 4-=T H-N-[6- (4- (4,6 _FF
FH-2-MEEEIL) 2- TR -5- Ci-FEEFEI -2- (4-MnE) 4-mmg sttt
f#ff&. LC-MS: t;=5.84min,[M+1]=713.35,[M-1]=711.45,
151 22
5] 41mg 55% IS5 BHEN 0T Sml T DMF #1 5ml F THF $E
YRR LA 200mg 5-FHEEN-[6- (4-FR3E-2-THHD) -5- Cf-HERERER) 2-
(4-HEERE) -4-WERERE]-2-MENERERE (51 3e). $RE 10 M8NE, I 47mg 2-5-W80E.,
FEEIR TIESHR: 20 /Pt ARIEEINAN 20mg 2-5-WEnE, HEAEREE 24 /NiF. B,
R RHEEYIERE 50ml 10% A TERRKEERR . F Soml Z. B8 Z. BRI B DBRIR. 45
BANERKSEER PRI 8RR . RIRRTRE YRR ISR b
FI&4 0-3%FEZH DCM YEiRaiit. 55 147mg WEERER 5-FEN[6- (4- (2-
WERESEHL) 2-THE) -5- Cf-HEEFEE) 2- (4L -4-mne k) —2 W ik
fZs LC-MS: t;=4.26min,[M+1]=612.29,[M-1]=610.43.,
i 23
B 100mg 5-FIFE-N-[6- (4-3552-TEH) -5- G-REHRFEE L) -2- -k
~A-FERETE]-2-WEBETRIE (1] 3e) N 44mg S-1R-2- SRR 22 )b IS 65mg T
B S-FEEN-[6- (4 (5-H-2-MBIEEEL) 2-THH) -5- (-FEirEast) 2
(4-IHERE ) -4-MEREHE]-2-MEBETEfE . LC-MS: £,=4.77min,[M+1]'=690.22,[M-1]=688.36.
1 24
H 100mg 5-FEE-N-[6- (4-F8F-2-TEH) -5- Gif-FEHEE D) -2- -
-A-NENEHE]-2-MENERAIE (] 3e)Fl 82mg 4, 6~ B4 JE-2- FABCRATHIRIE L HRAR) 22 125
PR 9lmg WA UE A S-FHN-6- (4- (4, 6- —HIEHE2-WEREIE) 2- T HD)
5o (X-HEEREE) 20 (4-MsE) 4-W5nE B ]2- W g ke . LC-MS:
tz=4.80min,[M+1]=672.32,[M-1]=670.46..
i 25
FH 80mg 5-FIFE-N-[6- (4-F2HE-2-T4HE) -5- Chf-FERHEEID) 2- @)
~A-TENERE)-2-WENERERE (] 3e)F1 T0mg 4, 6-— FHFE-2- FRELIETORMERE I RG] 22 ()55 1
HHE 72mg PEEREE S-FEEN[6- (4- (4, 6-FFL MR 2-TEH) -5-
(- PR R AT 2- (A-TEOE) 4-WE e 362 e B B . LC-MS -
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t=4.68min,[M+1]=64032,[M-1]=638.39.
51 26

H 80mg S-FREEN-[6- (4-F2FE-2-THIE) -5- Onf-FEREREER) -2- (4t
WE) -4-TE - R (1) 4d)FN 33mg 2-FMEIESEHEH 22 (KB BHIE 59mg K
HLARYIT 5-FHEN-[6- (4- Q-WEIESEE) 2- THH) -5- Ci-FAREFRERD)
-2- (4-RHE ) -4-MENERE-BETEREfE . LC-MS: t;=4.55min,[M+1]"=641.63,[M-1]=639.47.
1 27

FH 80mg 5-FRZE-N-[6- (45285-2-THED) -5 O-FIEEAREE) 2- Q-1
WERE)-4-WENEIE)-2-WENE R () 4d)FN 55mg 5-J8 2- U IZ IR 22 I BHEIS 65mg
KEJRHRYIA 5-FAZEN-[6- (4- (5-¥R 2-MEIE D) -2-THE) -5- C-HEE
D) 2- (2-WEWE KD 4 mEoug )2 MEE B . LC-MS :
t=4.99min,[M+1]=719.56,[M-1]=717.28.
i 28

B 75mg 4-=TZN-{[6- (4-F25-2-THH) -5- Of-FEERER) 2- (-1
BERL) 4-MENEHE]-FEAAIE(B 5b)FT 103mg S-1R 2-FRnEigmas| 22 KBS
65mg KEHHRRYIR 4= THN[6- (4 (538 2-WEFEH) 2-THE) -5- (-
FEREFREE) 2- (2-2WEE) 4BigE]-XHEBEK. LCMS:
t=5.83min,[M+1]=732.31,[M-1]=730.36.
151 29

M 75mg 4-=THN-[6- (4-FFE-2-THEE) -5- GI-FEHERER) 2- Q-1
WEHE) -4-WEE )-SR () SbYAT 140mg 4, 6-FIEE- 2- FFILRsBEnE R
22 KBNS 71mg ToEMHRIRYIR 4-=THN-[6- (4- (4, 6- " FEHE 2-MELE4
) 2-TER) -5- GH-REFEFRER) 2- QmnEi) 4-Mnei]-REm. LC-
MS: =5.92min,[M+1]'=714.42,[M-1]=712.50.
1 30

i 60mg 5-FFEN-[6- (43232 THEE) -5- CGf-HEREER) 2- Qg
B ) -4- MR- 2- IR OE (6] 6b)FN 36mg 2-SBERE FEA] 22 KB EHS 20mg T
VRRIDF 5-FFEEN-[6- (4- QWFIgEEL) 2-THER) -5- C-FEERER) 2-
(2-WERERE) -4-WEREFE-2-FERE AL . LC-MS: t=4.37min,[M+1]=613.29,[M-1T
=611.45.

36



00816718. 4 oM P E31/4610

10

15

20

25

30

%1 31

Hi 80mg 5-FFEN-[6- (4-F23E-2-THEED) -5- C-FEFERER) 2- QW
HE)-4-WEIERE]-2-MEnEREE (1] 6b)FN 120mg 5-1R-2 EUEIEHE IR 22 I BHIHE 75mg
TERIR 5-FHEEN-[6- (4- (5-1R 2-MEWEE L) 2-TEF) -5- C-FEERER)
2- (2-MEWERL) -4-WENEHL)-2-MENEMEAE . LC-MS: t;=4.64min,[M+1]"=691.64,[M-1]
=689.45.
11 32

B 80mg 5-FFEEN-[6- (4-F23E-2-THE) -5- (W-FEEEREH) 2- (2-MFug
36 )-4-WEILERE)-2-MENEREIE (1] 6b)FD 120mg 5-1R-2 FMane e 22 B BREIHS 75mg
TEIAR 5-FEEN-[6- (4- (5-R 2-MEEEEL) -2- TEH) -5- Cif-HFEEREE)
2- (QUEUERL) 4-MRNERE)-2-MEVEREG . LC-MS: t,=4.72min, [M+1]=673.70, [M-1T
=671.53.
1l 33

il 80mg 5-FAEE-N{6- (453562 T4 -5- (AF-FEESEE) 2-FH4-
WEEE]-2-MENERERL (B 7d) RN d6mg 2 FUENE TR 17 (I BREIHE 73mg TEEIIHR
YR 5-FREN[6- (4- QEEIEEIL) 2-TEE) -5- GE-FEIEFEAR) 2-F#%
A-TENERE)-2-WEERE . LC-MS: t,=5.18min,[M+1]'=577.27,[M-1]=575.36.
% 34

H1 80mg 5-5FAFEN-[6- (4-F2FE2-THIE) -5- (B-FEIEREIE) 2-HFH4-
WENEFE]-2-MEIE RERE (5] 7d)F1 88mg 4,6- — F4EZE-2 FRIERETIEIE I 17 K561
18 75mg FEEHBRIRIIT 5-5NFEN-[6- (4- (4,6-—FHEIE-2BIERID) -2 T F2)
S (SB-HEAEFHAE) 2-FEA4EEE]2-HEIEMBZL. LCMS:
t=5.80min,[M+1]=637.31,[M-11=635 40, |
i) 35

fH 80mg 5-FFAEEN-[6- (4-F2HL-2-THE) -5- AB-HFEHEFEE) 2-FF4-
WEIE FE) - 2-MENERERL (] 7d)FN 75mg 4,6-— FFEE-2 FISLRAREMEIEIL RG] 17 IS BHIE
76mg TLEOIHIRYIF 5-FHREEN-[6- (4 (4,6-HFH2-MEEI) 2-TEHR) -5-

(R-HEEREE) 2-FEA4-MEE )2 WIg K, LCMS: =5.51min,

[M+1]'=605.35, [M-11=603.43,
%1 36
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HH 80mg S-HIFE-N-[6- (4-F325-2-THE) -5- (AB-FEFEREI) 2-FX4-1%
WERE]-2-MENE AT (1) 80)F1 96meg 5-1R-2-FUHENE L IR 22 Kb TBREHT 98mg oIk
R 5-FIFEN-[6- (4- (5-JR-2-MENEEIE) 2-THH) -5- (SF-HFEIAFEIL) -
2- AL A-MEERE)-2- e ff . LC-MS: ;=5.33min,[M+1]"=627.20,[M-1]=625.27.
1 37

H 80mg 5-FHEEN-[6- (482 THEHE) -5- (AF-FEEFEI) 2-FF4-1%
WEHE]-2-EHETERZ (5] 8b)FN T4mg 4,6-— FF1 S8 k-2 F SRR F s 22 (Kb IS
80mg TLEJTHRRYR 5-FHEN{6- (4 (4,6- _FEI2-BEEH) 2-TEHE) -5-

(W-FEHREXAE) 2 FE4-mg &)2-m e K. LCMS:
t=5.46min,[M+1]'=609.31,[M-1]=607.38.
1] 38

i 80mg 5-FFFE-N-[6- (4-F2FE2-TEI) -5- (AR-HEIFER) -2-FIE4-1%
WEHE]-2-WENERRHZ (B 8b)FT 79mg 4,6-— HiEE-2- FIELREEMRIE 15 FR ] 22 IS IREIHE
80mg TLEIEARRMIT S-HFEEN-[6- (4 (4,6- " HE2-MRIEEIE) 2-THH) -5-

(W-FHREXEEE) 2HE 4R E-BWREBEK . LCMS .
tx=5.10min,[M+1]'=577.30,[M-1]=571.41.
i 39

8] 58mg S5%MIEAL N BAEN Wi T 15ml -F THF FREREFRF A
280mg 4- =T FEN-[6- (4FBF-2-THIE) -5- CGif-FIARE) 4-mfngt)- A mlE ()
12). $iFE 1 /MBS, N 144mg 4,6-— FREEE-2- FAILRREEENE . 7RI FIESLHERE
12 /M. BRJE, R BIR TR BYI AN S0ml 10% Ik BRI S0ml
LBROBEF . EEIE, KEH 50m 2B/ DENAIKR. SEHEHERK
AERKVEG, TEREREE L TIRER. BIRVEEMARREEEERR EASHE
10-20% ZF8 LEETE APt 2380 H R I 3 IR ) R AE M A& L T A
ot 183 9lmg TEHFRYIR 4-=TH-N[6- (4- (4, 6 _FEHE2-
WEIEE L) 2-THEL) -5 (p-ZHF) 4 WIER ) FHERMMK., LCMS:
t=6.32min,[M+1]'=604.31,]M-17=602.43.

11 40
[7] 88mg 55%HIE N BN Y- F 15ml F THF SRR RERE A
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375mg 4- =T ZE-N-[6- (4-F3%-2-THFH) -5- (XJ-HZHL) -4-meng Fe]- 7R Aumafg. (]
12). $ERE 1 /NS, TN 170mg S-3R-2-5ENE . 78 40°C TIELSEHRE 60 /M. BRfE,
FRVER FIRBITR B Y BN 50ml 10% IR/ KIS 50ml 2R ZBa . 43
BEHENR, KEM Soml ZBZERR/DERMIR. SEATERKINEKE, £
TBREE FIRAER JHEI RS /DB 2B LB 2-REEhas 5 sk, 155 168mg
KEEE 4ZTEN[6- (4 (5-R2-BEREEE) - THEE) -5- GI-FFRHE) 41
NEFE)- IR . LC-MS: t,=6.22min,[M+1]'=624.28.
15 41

) 29mg SS%IEACHN S EED P T 15ml T+ THF IR A
150mg 4-=TFEN-[6- (43252 THEH) -5- (AB-FERFER) 4]t
T (B 10). HiERE 0.5 /NIJE, B 64mg 5-1R-2-FWRNE. 7E 40°C T IELERHE 40
/NEF . BfE, FRRETFIREIER B AN 50ml 10% TR /KN 50ml Z
B2 2EEIE, KEH Soml LB ZER2DEWHER. SGEEHUERKR
HK YRS, TERRBREE MR, HIHIRN 2-PIRE AR R, 155 126mg K 5
1 4-=THN-[6- (4- (S-VR-2-MFENEEFE) -TER) -5- BF-FEIERER) 4-1%
L] EIE. LC-MS: t,=6.07min,[M+1]=656.24,[M-1]=654.34.
1] 42

B 150mg 4-= T ZE-N-[6- (4-F2FE2-THEE -5- (AR-FEFEREIL) 4-1Ene3L)-
I (1] 10)F1 72mg 4,6- - FAEL-2- FRECHETRERE I HE D1 41 BRGNS 126mg OC
EHGRYR 4-=THN-[6- (4- (4,6- " FEFE2-MBIEER) 2-THEHE) -5- (4B-
FERRER) 4- e E)-FEBEE. LC-MS: t,=6.13min, [M+1]=635.81, [M-1]
=633.77,
15 43

Ia] 243mg BRFRFFLE 15ml F THF FEEIEIFHRA I 450mg 5-F AZE-N-[6-
(4 F2FE2-TEIL) -5- Gif-HIZREL) 2- (4-RHENEER) -4-WENEHL)-2-WRnERdfE (1] 11).
FE 90°C T HHE 0.5 /NI, NN 192mg4, 6-— FFEFE-2- FELREEIENE. 7E 90°CF
HEEHE 16 /M. S, ZRIBHRIRITREYI 3 HIEON S0ml 10% AT Rk
R 50mIDCM #. FEBAIE, KEH 50mDCM EARERBER, SE5BAHER
IR AKYES, 7ENEREE E TR . MBIR AR @S kERR B DCM: |
BE=20: 1 pEiRAL, 752 98mg KEWHRYIA 5-RIEN[6- (4- (4, 6-ZHI%
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H2-WENEEHL) - THEE) -5- Gf-FRE) -2- (4-MUIEH) 4-MEngdt)-2-MEnErii.
LC-MS: t;=5.54min,[M+1]'=668.38,[M-1]=666.39.
11 44

FH 250mg 5-7¢ PIZE-N-[6- (4-F2FE-2- T 438 -5- (4F- AR AL ) 4-rne E)-2-
WERERERZ(] 13)F1 194mgS-1R-2-FIENEIEIRG] 41 B BHIHE 186mg Kt ffk 5-57
NEEN-[6- (4 (5-JR-2-MERESE L) -2-THIE) -5- (AB-HEFIKER) -4k
2-MENERERE . LC-MS: t=5.43min,[M+1]=643.18,[M-1]=641.29.
1 45

6] 250mg 5- PIHE-N-[6- (4-FRHE-2- T 450D -5- (48- A B A B 4- g 5] -2-
WERERERZ(19] 13)7E 15Sml F THF FREMAHRTIIA 450mg S0, IBREWEER
B2 /NS, NN 120mg 4, 6- FRAEE- - FRILRETREE . FRREAEEE 16
M. BfE, ZEREHFIRIEREYI AR S0ml 10% KB KAERRT 50ml 2
R EET . EAENUE, KEH Soml ZFRZEE/DEERHIK. SaHNERKM
HUKUES, TERBREE E T8 R. HHRAERESEERR L2 ®B: Bl &
HKEE=8: 2: 1 PeiRaith, 53] 7img KEWHKRYR 5-FHEN[6- (4- (4,
6- AL 2-MEIE AR AE) -2- TEEE) -5- (AB-HEFIEEIE) -4-MEneIE)-2-MEne s,
LC-MS: t;=5.50min,[M+1]=623.29,[M-1]=621.40.
11 46

6] Omg 55% AR YT 4ml F DMF: THF (1: 1) TR
BRI 50mg 4-=TFN-[6- (4F2H2-THEH) -5- Q-FFHEFEE) 2-
MERRE-4- - MEE 4-FE)- RIS (] 14). SRR EE, A 42mg 5-18-2-
RN, £ 65°C THHEEY | /M, 2ZJEH 50ml 10% KT KU 50ml Z,
M CHEMRE. ST ESEHUE, F SOml ZK¥GR, TERTEREE ETREKR. MBS FABIR
TR POk CBRZER3: 2 YEiRaik, B3] 60mg TLAMIRRYR 4-
ZTEEN[6- (4 (S-IR-2-MEIEEFD) 2- IEE) -5- Q-FEFEEIL) -2-"2k-
4-FL-WENE-4-FE)- SR ILEHL . LC-MS: t=6.14min,[M+1]'=739.18 [M-1]"=741.32.
151l 47

H 50mg 4-=THN{6- (4525-2-THE) -5- Q-FEFEFEIL) -2-MmhhE-
4-FL-WEE4-FE)- AL (] 14) R0 47mg 4, 6- — FEIE-2- B BRI dE e
46 (IS BRHNE 48mg TEVHRIIR 4= THN[6 (4 (4, 6-— HIEIE2- A
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B 2 TEE) 5 Q-FEEFEFRE) 2-MEpE-4- 5 g -4-55)- K5 %, LC-
MS: t=6.21min,[M+1]=721.44,[M-1]'=719.35.
1 48

i 50mg 5-FFEEN-[6- (4-5236-2-TEH) -5- Q-FEERER) 2- (N-EIEk)
~4-WEREHE]2-EERERE (] 15)F0 45mg 5-VR-2-FENEIZIRG] 46 HPIRHIE 37mg K
EHAR S-HEN-[6- (4- (S-R2-BEEED) 2-THE) -5- Q-FEEFRAHE) 2-
(N-FEBRREE ) 4-WERE FE |- 2-MERE AR E .« LC-MS: t=5.31min, [M+1]"=700.34, [M-
17=698.24.
15 49

H1 SOmg 5-FAFEN-[6- (4-F2KE-2-THEL) -5- Q-FEFFEIL) -2- (N-EIL)
~4-EIEFE]-2-WEBEREAZ(H] 150 50mg 4, 6- — FEEEE-2- R IE L IR 5 46 15
IS A8mg FCEE 5-FEN{6- (4- (4, 6-"FISIE2-HIEEE) 2-THD)
S5 (-HREEREE) -2 (N-EME) 4-BErgi]2- Wik, LC-MS:
tx=5.42min,[M+1]=680.43,[M-1]"=678.36.
11 50

B 230mg 5-FFRFEEN-[6- (4-F2F-2-TEE) -5- C-HZFE) 4-Brng K]-2-mk
WETERE(] 16)H1 194mg 5-VR-2-FUENEILIE WG] 45 HIPTRENS 128mg K EIEARRI R
5-FREN-[6- (4- (S-JR-2-MEEEIL) -2-THIEE) -5- CH-FZRIL) 4-mEngF]-2-
BELERAEG . LC-MS: t=5.49min,[M+1]'=611.25,[M-1]=609.39,
i 51

B 230mg 5-FAZEN-[6- (4-F5FE2-TEHE) -5- Ch-FIFIE) 4-mEngIt]-2-mF
WEREHE(1] 16)F0 120mg 4, 6-— H4REE-2- HEEMEREmENE 1851 45 (IS BEIHE 68mg
KEJAHIRYIFR 5-FAEEN-[6- (4- (4, 6- _HEFED-BEEEARL) 2-TEIL -5-
Chf-FEZRIE) 4-MENEFE-2-MEIEf#HE . LC-MS: t,=5.60min,[M+1]=591.21,[M-1]*
=589.24,

i 52

FEZIRT, 7] 50mg 5- 57 NFEN-[6- (4-FFE-2-TEE) -5- ER-FEFERER)
2- (4-MEEFE) -4-WEREFE]-2-MENCRERZ (] 1g)F0 10me4- — FREEFEIEZE Sml T&
PIPTERRAIRF IO 25 b 1 n- T HFERRE RS IR 65 CHiEE 42 /NS

41
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TAHE 6 /NS 18 /N, 28 /NIFBTINA S — 63 25 w In- T R EIRE. &5, BE
YIF 50ml ZIR LBkt ¥R 20ml ZKEEERFIR. /KEH LR IERRE —IK. 45
SEVETEmERS L TIRE K. BREYAEREEEEER FEeHck: 2R
A=l 196, BAEH 4% TER DCM ¥k, 53] 39mg W CHmIRYFin- T
T HTR 4-[6- (-FNFE-MENE-2ABIESD -5- Q-FFIHEREE 2-mne-4-I
MENERE-4 F - T 2. LC-MS: ,=5.17min,[M+1]=661.37,[M-1]=659.51.
15 53

FEZRT, [ 50mg 5-FREEN-[6- (4525 2-THR) -5- (SB-FEEFRER)
2- (4-THBEFE) -4-WENE HE)-2-MENERERE (] 1)FN 10mg 4- — FAFEEFMENELE Sml T3
PR TERIER I 25 n 1 FERERRE. KHREWIINHE] 65 CHiHE 4 /IS,
&5, AP Soml ZBRZEMRE . YA 20ml 7KYERMIR. KER LR
W—IR. SEBYEERBRES: LT8R, RBYAERGSEERR LEEHE
bt JEROHEE=1: 1 BERR, BHETE 4% EE DCM Bk, 185 40mg FEEA O
A 153-164°C) HIE-FIEFRR 4-[6- (5-FRIE-MERE-2-THBREIL) -5- Q-FEHER
AE)) 24 E-mrEEa AE]TE2-5E. LCMS:
t=5.15min,[M+1]'=681.36,[M-11=679.51 .
151 54

B 50mg 5-FPEEN-[6- (4-F2HE-2-TEHE) -5- (RB-FEFIREFL) -2- (4t
WERE) -4-MEIEE]-2- WAL (] 12)FN 25ul 4- A I REEREREIRG) 53 KPR
T 4smg RAECIHRRYIR @-FEEFD) -FEPR 4-6- (5-FRNE-IEE-2-
TR IL) -5- QQ-FEFERETE) 2-1ne-4- e 4 S FE)- T F-2-Hfig. LC-MS:
t=5.33min,[M+1]'=695.98,[M-1]=693 53
1 56

B 50mg 5-FFNEEN-[6- (4-F25E-2-T &) -5- (AF-HEHEFER) 2- (4t
WERE) -4-WEBERL]-2-MEIERERE() 1g)F0 25ul 2- RE R BE S EHZRG) 53 KR
filfF 27mg RHEIRHRYIIT Q-FEEFE) -HEFR 4-[6- (5-FNE-BEIE-2-
FEABEER L) -5- (2-FRRAEAREIL) 2-WNE-4-J5-MEng A4 K- T 5525, LC-MS:
t=5.30min,[M+1]=711.36,[M-17=709.49.
1) 57

i S0mg 5-FAEEN6- (4-33H2-THI) -5- (A5-FEEREEE) 2- (4t
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WEHk) 4-WEEFE]-2-ENENE(B] 12N 12mg 2-FHERE IR G 53 KD 5]
13 36mg EEE Q-FAI) -BIEFR 4-[6- (5-FrFmne-2-fERrEEL) -5- (2-
A ERAE) 2- Wi 4-E-Mesa4 A8 THE2-%8. LCMS:
t=5.16min,[M+1]"=699.36,[M-1]=697.28.

1 58

S0mg 2-MIEFMREBRMNLY (B 2-MtiE H EBRAR E Chem. Pham.
Bull.25(1997)1651-1657 #}4%) 1 10mg DMAP Jin 8ml SATHIBEMR, 7 75°C T
FZEHE 1 /DS SN S0mg 5-FRNEEN-[6- (4-F33F-2-TEID) -5- (BF-F4
FOREED) 2- (A-THBERD) -4-WENEFE)-2-MEueldie (B 1g), ZJEFIA 3ml DMF.,
Y BT BAVSIRE 75 CHERE 16 /Nt . B AW S0ml ZRRZEEF%E, B S0ml
10%AT IR/, 2 JGEH 50ml KPEsk. BYEH K. HER ARk GRS
AL REEAR E e SR, PR 10 1 4k, B 41mg A EE 2-mng
HABFHR 4-[6- (5-FRNE-ENE-2- AL -5- (Q-FEEREHRD 2-nE4-5
-TENERL-4 - T H-2-Hfis. LC-MS: t,=4.74min,[M+1]"=682.47,[M-1]=680.41.
{51 59

1 300mg 5-7AZE-N-[6- (4-F2F-2- T ) -5- (F-FEEREE) -2- (4t
BERE) 4-MENEFE)-2- IR 1g)F1 199mg MHBE-2-BRELEA A (nE-2- S 2L
FARYE Chem. Pharm. Bull. 25(1997)1651-1657 4 #4510 58 {5 BEHHE 271mg 15
IR 2-MEE-F IR 4-[6- (5-SRTNZE-MEmE-2- I E) -5- (Q-FE3EFEED
2-WERE-4-FE-WENE R4 )T HE-2-5RfiE. LC-MS: t,=4.73min,[M+1]"=683.44,[M-
1]=681.37. |
i 60

ERTRA T, 50mg 5-FEN-[6- (4-F25-2- TEH) -5- (BF-HEEFRERD
2- (4-MENE) -4-BEnERL]-2-MEnEREALZ( 3), 10mg DMAP A1 25ul SO FEEEINA
4ml FA7F 3ml DMF FECHGEIFER, 7E 70°C FHERE 72 /hif. 1RAWIH S0ml &
CERFRRE, FiA S0ml 10% A TRRER II/KIAIRLEE, 25 Soml ZKYEERIR. Bl
JEAERRIRE R, AR MBI AR OSSR BRI Obt: CBRGERM 1: 1
Bl 212 Breiit, SR 4%FEEN DCM 4iifk, 3| 38mg KEUNFRI T
CURIR 4-[6- (5-FREE-MERE-2-FAIR L) -5- (Q-FEFETRET) 2-mhg-4-FE- et
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4 I T 28, LC-MS: t,=4.89min,[M+1]=659.33,[M-1]=627.25,

i 61

50mg 5-HFEEN-[6- (4-F5FE2- 1 FH) -5- (AR-FEERER) 2- 4-IE) -
A-TRIEFE)-2-WENEREE (1) 3), 10mg DMAP 1 25ul FEEFFEREINA Sml FHHEL
BRI, AEE/ASUR PR 15 8. IO 1.5ml DMF, ZENN# T IESEH
16 /NIt YERIER Soml ZFR ZBRFRE, A SOml 10%ATHERERI KRS
ZJEHEH 50ml KEEEHIR. FYUEEMEREE F TR, 28k, SR AERREEE
FERERR FH e 2B BN 1: 1 4k, FASH 4% DCM 4ifk, 2|47mg
RO B AR ELIE 4-[6- (S-FZE-Me-2-BkaE D) -5- QQ-FEERERE) 2-%
ME-4-BE-MERERL 4 )T H-2-5fE. LC-MS: t,=4.80min, [M+1]"=653.37, [M-1]
=651.33.

51 62

i1 50mg S-FIFEN-[6- (4-F2H2-TEI) -5- BR-FEFERER) 2- (4-itme)
-A4-WEnE R -2-PERE R (] 3)F0 25ul 3- AR R @R ARG 61 WP ERHITE 37me
HOEE G-PEES -SETR 46 (S-PR-mg2-BHER) -5- Q-FAE
FEE) 2-WE 4 E- gk HEFTHE2408. LCMS:
t,=4.95min,[M+1]=667.42,[M-1]7=665.30.
%1 63

i 50mg 5-FFEN-[6- (4-F2F2-TEE) -5- (AB-HEREFEEE) 2- (4-ithe)
~A-MEE - 2-BENE R (18] 3)FN 25ul 2- AR R RUR LR IE R 61 P IRHISE 38mg B
BRI Q-FFRE) -EEFR 4-[6- (5-FFR-ming-2-HER) -5- Q-F%
FRER) 2-WEng-4- Mg 4 HFE)- T H-2-5BE. LC-MS: =4.79min,
[M+1]'=671.34, [M-17=669.28 .
151 64

i S0mg 5-FFEN-[6- (43852 THIE) -5- (AB-HEEREE) -2- @t
-4 B2 -MERERERE( 3)R 25ul 4-FRHE S EIRH RG] 61 K ERHIG 42mg B
EHRHIRYIR (4-FFRED -FEPR 46- (5-FE-mE-2-BIEE -5- -F4H
EXREE) 2-WiE4-H-WrEa HE]FTE2-AE. LCMS:

44
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t=4.89min,[M+1]=67134,[M-1]=669.28 .
1 65

A 50mg 5- FIFE-N-[6- (4-F2Fe-2-THIE) -5- (A-FEREFREED) 2- (4-mtig)
-4-WEIEFE)-2-WENERERZ (] 3)A1 50mg 2-MHE FERB A (H 2-tiE FIERARYE Chem
Pharm. Bull.25(1997)1651-1657 fill#) &M 58 FILEBRAHE 38mg HEMIK 2-MHNE-
FH S 4-[6- (5-FIFE-MEIE- 2 REIHE L) -5- (-HEREAER) -2-WHig-4-55- e
Hod FH)- T H 2. LC-MS: =4.32min,[M+1]=654.39,[M-1]=652.33,

1% 66 '

Hi 50mg 5-FNFEEN-[6- (4-F55E2-T4HE) -5- (BB-FEEREE) 2- %
BERL) -4-MEnEdt)-2-WENEREAZ () 4)F0 28mg 2-Mtie FERSE MY (1 2-tne FRERAR
#& Chem. Pharm. Bull.25(1997)1651-1657 %l 1&@ {1 58 FIPBREHS 18mg HEAE
Pk DM S S 4-[6- (5-SHTNEE-MINE-2-FAEE) -5- (Q-HEIERERD 2- (2-
MERERL) -WRRE-4-5EEE]- T FE-2-HRAE. LC-MS: tz=4.84min,[M+1]=683.41.

i1 67

i S0mg S-FRFEN-[6- (45 2-THHE) -5- ER-HEEREE) 2- QW
BERE) -4-MENEE)-2-ENERERE( 4)F0 S0mg RHRE-2-BRIEEILY) (hntee-2-F A H R
34 Chem. Pharm. Bull.25(1997)1651-1657 #il#) 3%HEH 58 K LB 28mg VR34
B E R 2-IHE-EIE R 4-6- (5-FPNIE-MIE-2-TABHER) -5- Q- FERHEE)
2- (2-MEWERL) -WERE-4-SH L] T 2-2-4elE. LC-MS: t=4.67min, [M+1]=684.42,
[M-1]=682.39,
11 68

i SOmg 4-=TH-N-[6- (4F3H-2-THIE) -5- (AB-FERAREE) 2- Q%
WERE) -4-MRnEdt]- FEIEREE (1] 5)FN SOmg 2-AnE PR B R AL (il 2-nthne FRERARAR
Chem. Pharm. Bull.25(1997)1651-1657 #l%-) 8 61 58 {1 0EEIS 24mg s A Bl {4
2-MENE- B IEHER 4-{6- (4-= TEIRIRELD) -5- Q-FHREREHED 2- Q-mng
) -MEIE-4-F - T H2- M. LC-MS: =5.44min,[M+1]=696.43,[M-1]=694.35.
11 69

B S0mg 4-=TZN-[6- (45552 THE) -5- (AF-FEREREE) 2- Q-
WEL) AW RE)- SRR 5)RN S0mg MR- LR A (Hanttis-2- 23 IR
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i Chem. Pharm. Bull.25(1997)1651-1657 fil#%) 1%H&H 58 KPS 39mg R
[} 2-PHE RSB PR 4-[6- (4-= T EEREE-RIEIE) -5- (- HAEREHD) -2- (2-
WERERL) -MEE-4-F K] T HE2-FBE. LCMS: 4=5.25min,[M+1]=697.44,[M-1T
=695.355,
#5170

50mg S-SFREEN-[6- (4-F2H2-TEE -5- BR-FEEFEIL) 2-FH4-1%
WEHE]-2-MEUEREE(B 7 Sml FEATPECRAE, SEREPIA 25u FRERE
feth, ZJEMA 20mg DMAP BRAE 65°C THtHE 3 /it 7R PR30,
FIRIER AR ESEERER AR ZRZERN 2: 14k, 53 35mg L
WIRRI TR IERIR 4-[6- (5-FPHE-MEE-2-FATREED) -5- Q-FEHEREHR) 2-
FAZL-WRIE R4 S JE]- | ZE-2-4fi5. LC-MS: t,=5.62min,[M+1]=618.33,[M-1]=616.45.
i 71

i S0mg 5-FRZEN-[6- (4-525-2-THEE) -5- (BF-REHFEE) 2- (N
WAEE ) -4-Mme B 1-2-MEnE R (5 9)RN 30ul FEEFEIR LA 53 P BHIE 43mg
H VSR AT F I PR 4-[6- (5-FRNIME-2- AR -5- (- FHEIERA
H) DMk -4 FEWEE 4-4E ) T35 2-Hf. LC-MS: t,=5.57min, [M+1]'=689.38,
[M-1]=687.49.
15 72

B 150mg 5-FREEN-[6- (4-32HE-2-THE) -5- GF-HEEFRERE) 2- (\-
NERAEE ) 4-MEE L] -2-MENERE (5] 9) T 100mg 2-nthiE FERB A (i 2-ittne FRR
ARH% Chem. Pharm. Bull.25(1997)1651-1657 i) #:H) 58 HISB&HE 142mg Tfh,
ORI 2-WEE- B 4-[6- (S-BNEME-2-HBER) -5- Q-REERSE
F) 2~ (N-REIHR) -4-mEngE-AE AR T 2E-2-5kBE. LC-MS: t=5.37min, [M+1]*=690.53,
[M-17=688.38.
i 73

570mg 5-FNEE-N-[6- (4-F25E-2- THED) -5- (A-FEEFRER) -2- (N-1EH)
~4-MEREHL]-2-TELERE (5] Oy 15SmIDCM HECHER, FEAIA 0.73mDBU LA
L5 EARILECHEATRIAD 70ul FEM-4-BRIEE Y. O FIRRRR A 16 /M,
NEZERIER. FREPABEE 75ml10% P ERKESEA 75ml 28288+, K
R LR O REREE R DPIR, S5 EHUER/KAEKYER, 7EmBREE ETRER.
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MG EEIEEIEA DAIFAR: LA 1: 1 4ith, 83 152mg KEHHRRY)
JFNEbk-4-FEE R 4-[6- (5-FPAAL-MENE-2-RR AR I -5- (2-FEEREED 2- (\-
M) -MEERE-4 AL T HEE2-HEE. LC-MS: t=5.26min, [M+1]'=683.43, [M-1]
=681.57.
%1 74

B 570mg 5-FHAZEN-[6- (4-F2H-2-THE) -5- ((P-HEERER) -2- (\-
NENhEE ) -4 NE - 2- MR ERRHE (1] O)FN 52ul — FRELBRIL AR RG] 73 IS (N
2-IEE/ PR S5 RHIR) HH8 170mg A FIL-FEEFR 4-[6- (5-FNEW
WE-2-FAIEEEE) -5- (2-FEHEAREIL) 2- (N-MGHR) -4-REnE-SAE)- T E-2- 7R,
LC-MS: t=5.29min, [M+1]'=641.41,[M-1]=639.56.
B 75

HH 40mg 5-5# PEE-N-[6- (4-F25E-2- T E) -5- (AR-FEEFEED) 4-ne ] -2-
WEREREHE (5] 13)F0 S0ul IR FIRETZREH 53 P EBREHS 39mg ToEIERIRY R
AR 4-[6- (G-RNAEEIE-2-FARLEE) -5- Q-FEERER) -Wne-4-2 45
THE2-RHEE. LC-MS: t=5.38min,[M+1]=604.32,[M-1]=602.25.
1l 76

H1 50mg 4-=T ZE-N-[6- (4-F2F2-THEE) -5- (4B-FEEREEL) -2-10hh-4-
e -4- B 2R LR (5] 14)F0 S0ul 2B IR 53 (D BHHS 50mg T
EIRRY R E-TETR 4-[6- 4-=T HE-FRE-BEHER) -5- Q-REERFID
2-PEpR-A-FE- B 4 SR - T 2Bl LC-MS: t;=6.07min, [M+1]"=702.50, [M-1]
=700.40.
51 77

[ 50mg 4-= ] Z-N-[6- (4-F25E-2-THHD) -5- GB-FEEREH) 2- (N
WR) -TEE-4-Jik ] R 14)F0 SOmg 2-RkAE RS EALY) (e 2-nHnE FFRRARAE
Chem. Pharm. Bull.25(1997)1651-1657 fill#%) %8451 58 (12D ERHI1S 39mg TR
P 2-WERE- I TR 4-[6- (4= | E-FFE-FEBEID -5- Q-FEIERER) 29
Whk--EIE -4- S5 ) T 3621l MS: t,=5.63min,[M+1]7=703.46,[M-1]=701.38.
5 78 |

H 50mg 5-FIEE-N-[6- (4-32E-2- T -5- (2-FIFZERER) 2- (N-GHH)
4-MEIERE) -2 MEOERE (] 15)H0 S0ul n- T R FERS LRI 53 (D BREIE 44mg (1
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R 0T ISP 4-[6- (5-FREMENE-2-IEIE) -5- Q-FEIEREE) -2-
ON-FERIBR ) MBI E-4- S0 FE]- T 2626 o MS: t=5.24min,[M+1]'=641.47,[M-1]=639.39.

1 79 |

B 50mg 5-FHEN-[6- (4-F3FE-2-THE) -5- Q-FERFEAE) 2- @-1d
~4-THERTE 2K - 2-MENE R (B 15)F0 100ul 1O FFERE R 53 HPBENS S3mg T8
IR IR - IR 4-(6- (5-FREEMENE-2- Al EE) -5- (- S AEREHD)
2- (4-FEmR) -MERE-4-SRIE]- T 2-2-EE. MS: t=5.32min, [M+1]'=667.48, [M-1]
=665.41,
11 80

H 50mg S5-FAZE-N-[6- (4-F25E-2-THED) -5- Q-FEERER 2- (4-1HGh)
~A-WEIE FE)-2- RN 15)FT S0ul S FEERALHIRE] 53 1S BHIHE S4mg Tl
WARRYITARE-Z R 4-[6- (5-FEMIE-2-FIEE -5- Q-FEEREE) -
2-(4-MEHbR )T -4- 5 2] T -2 . MS : t,=5.32min,[M+1]"=661.43,[M-1]=659.38.
1 81

i 50mg S-FIEEN-[6- (4FR%E-2- T -5- (-FUEEIEEE) 2- (4-130)
~4-WEEIE)-2-WENE T RZ (] 15)F1 S0mg 2-NHRE FHER SR AL e 2-ntk e FIERARYE Chem.
Pharm. Bull.25(1997)1651-1657 #il%) 14| 58 FIAPBHIHE 36mg HEXIR 2-MEE-
FHEFR 4-[6- (5-FEMENE 2 HEFEE) -5- Q-FEHFEIL 2- (-0 -WEE
44 FK]- T HE2-5fiR. MS: t,=4.90min,[M+1]"=662.17,[M-1]=660.12.
f5i] 82

HH 50mg 5-HIZE-N-[6- (4-F23-2-THI) -5- Q-FFEHAFER) 2- (4-EH)
~4-WEIE FL-2-WENE AR (K 15)H0 Somg JERREACY (HHIERARYE Chem. Pharm.
Bull.25(1997)1651-1657 %) $&Haf] 58 HPIRENE 40mg HEM R 3-Mne- 2L H
B 4-[6- (5-FAELmpnE-2-RAIRE R -5- (QQ-HIEHEAREI) 2- (4180 WnE-4-4
R TH2-Bfis. MS: ,=4.19min,[M+1]=662.39,[M-1]=660.59.,
5 83

B 50mg S-FIEE-N-[6- (4-FH2-THI) -5- Q-HFEEFRIL 2- 4-1gmh)
-4-WERERE]-2-WENEREAZ(F] 15)F0 S0mg REFRAMNSY) (FREEARYE Chem. Pharm.
Bull.25(1997)1651-1657 #il#) 25| 58 B ERFIG Tmg FH A EHA 4-MENE- S IR
4-[6- (5-FAFEmENE-2-FHEEEED) -5- Q-FEHRFEF) 2- (4-1GH0) -MFnE-4-58E]-
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TE- 20K, MS: t,=3.89min,[M+1]=662.39,[M-1]=660.33.
11 84

fH 50mg 5-FIFE-N-[6- (4-J3FE-2- T -5- Q-FEERER) 2- (4-nEik)
~4-WENERE]-2-MERE (] 15)F1 S0mg MR- 2-FIE RS R MY (- 2-F A H
EARYE Chem. Pharm. Bull.25(1997)1651-1657 #i145) #8845 58 ({15845 204mg H
TR 4R FEETR 4-(6- (5-FREWE-2-FAIEIL) -5- (-FEEFRER) 2-

(4-PEIK) M E-4-BE B )- T 2E-2-Jfis . MS: t,=4.80min,[M+1]"=663.43,[M-1]=661.36.

11 85

H 50mg 5-FNEE-N-[6- (4-F2FE-2-THIH) -5- Ch-HHIE) 4-MEngFE]-2-mEne
TR 16)F0 Soul ZEEERFERELEIRE] 53 Kb BEHE 36me F ORI FRR-
FULFIR 4-6- (5-FPTRER-2- I -5- C-FE) MEvE-4-93E) T 3-2-
B, MS: t=5.50min,[M+1]*=572.36,]M-1]=570.30.
i 86

B S0mg 5-5FAFE-N-[6- (4-F2H-2-THH) -5- O-FIZIL) 4-MEIEERL)-2-IEnE
FEE(151] 16)F0 9SmgN- FHEE-N-ZRHE- S R A A IR 72 (D RIS T9mg K
YARRY B N- RN TR 4-6- (5-RTaHe-ming-2-BmaE) -5- O
AL MENE A4 EE]- T 2. LC-MS: ,=5.44min,[M+1]"=586.33,[M-1]=584.50,
11 87

300mg 5-5+ PIZE-N-[6-F-5- (RB-FEFREE) -2- (4-MIE) 4-MEnEEL]-2-Igng
ERE() 1HF0 1.47g 4-F4EEE T 48R (358 Bull. Chem. Soc. Japan 28(1955), 80-83
TOREIPREH 2- [ 251, 4- R — REARERELHI& TR ¥ T 15ml DMF S
G AN 234mgSS5% S TN DI . FE R0 N ATV 24 /T,
ZJEFEIMA 120mg55%EMWANZER Yt . ELEREHE 24 /N, YEAYIH 100ml 10%
HORTARBR KV TRRRRE, F SOml ZFR ZEEREHNDUIR . 5 &R 50ml KBEEHIR,
EmBREE F AR . B AR AR 2. 2 BRvE iR AL B
154mg FEEA S-REEEN[6- (4-FEE-TH2-EEL) -5 Q-FEEFER -
2-WEWE 4- B IR 0E 4- K0 12- MR UE i . LC-MS:  6=4.84min,[M+1]=576.42,[M-1]
=57437,
151 88

300mg 5-FAFE-N-[6--5- ({B-FIFIEREERL) -2- (4-NnE) 4-mngdt]-2- g
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MERZ(F] 1)F0 502mg 4-FFF-2-THR-1-BF (3% J. Chem. Soc. Perkin Trans.l,
1991,1721-1727 i i) 0 e R SR PTEEREAI FR S I TR ¥ T 15ml THF
PECHIBGAR, AN 228mgS5%E LA M. E=E PR OB 1
/N, ZJEH 100ml 10% K TR KSR . IBEYIH Soml 88 Z BRI =K.
SEFHUE S0ml /KEERMIR, FERMRE TR . MR IR Rt
FIFREE SR PR 2R ZES: PR EHUKEHR=S8: 2: 1 PR4b5%) 241mg
EHEEIARRIIR 5-RITEN{6- HEEE-TE2-E5) 5- Q-FEIE-FER
-2-WEIE -4-FE-WEIE-4-FE)-2-RnE i . LC-MS: t=5.95min, [M+1]'=666.58, [M-1]
=664.62.
%1 89

250mg 4-= THEN{6-5-5- (45-FARAEIE) 2- Q-WNE) AW it) At
(] Sa)F1 1.11g 4-BI4EFE-2- T 5 ($%88 Bull. Chem. Soc. Japan 28(1955),80-83 F
WREERE 2- T 21, 4-TFA " HIEGREREEHIR TR N 15mITHF FERIRE
Y, AN 177TmgSS%E AN Vi, WMIREERIER 16 /N . W R RS
Y, 1 100ml 10%FATIRERKESBFRRE, F S0ml LB LA IR . S8 B HIAF
S50ml ZKYEERPIIX, TERRIRE: F TSR . MBI AFER OIS ST TSR
B EHZRRLEE: PEE: FEAER=8: 2: 1 MRS S] 116mg EE AR
VI 4-=TZEN-[6- (4-HEH- 2-TEH) -5- GF-FEHE-FEE) -2- Q-WE)
~4-WEREFE)-RFE#EE . LC-MS: t;=5.19min,[M+1]=590.40,[M-1]=588.39.
%1 90

260mg 4-= ] Z-N-[6-F-5- (4B-FEZEIFEE) 2- (Q-WHWE) 4-WFIEHE)-FRHRH
le(Bl Sa)fl 1.50g 4-FKEFE-2- T 4k-1-82 (M J. Chem. Soc. Perkin Trans.l,
1991,1721-1727 HHEAR KD TR 2SN EEREFIXS B &) I 15SmITHF
HIERGEEY), RN 184mgSS%E AT Wi, ENAHHERIRR 1 /Mt %
HNEEY), F 100ml 10% IR BHREE, F SOml ZERZBeXEBIU R, &
EENAEA S0ml /KRR, (ERBRE: L TREKR. FHIRFFDR A&
SFREIR IS P 2R 2 RE: R EEKER=S: 2: 1 YEIRANMLEE] 116mg
BREIEHRRYR 4- =T EN{6- -FE3H- 2- TER -5- GF-FERE-FEED
~2- (2-WEIE ) -4-MEE FE]- HFER#EE . LC-MS: t,=5.60min,[M+1]"=652.63,[M-17=650.58.
%191
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390mg 4-F4AHE-2- | Be-1-8% (358 Tetrahedron Lett.38(1997),7887-7890 ik
FIPERE 2-THR-1, 4-“EERIZFRICIHIETIED 4-= T HN-[6-F-5- (4B-FFE
FORGEIE) 2- (2-MENE) 4-Mpng B AL (] Sa)i A Sml DMF: THF=1: 1 HIC
BRI, mEAIIA 9TmgSS%E AN Y. SRR S, I 250mg 4-
ZTEN[6-F-5- EB-HFEREFEIR) -2- Q-MEE) 4-WEEH]- SRR 5a), 7
SOCTFHFEAY 20 /N, ZJ5H 75ml ZBZ.EFERE. F 75ml 10% Rk
VAN 75ml IKBEERAYD, FFERER. FHIS AR GG A I RO R
#FRCERZER: HRE. EEKAT=10: 2. 1 BERAER] 125mg EEWTRIRY)
JR4-ZTHN[6- (4-FFEH- 2-THEE) -5- BR-HERE-FER) -2- QMR -4-
WETERE)- R . LC-MS: t=5.93min,[M+1]=66647,[M-1]=664.63
% 92

250mg 4-="T F=-N-[6-F(-5- ($B-FEAFEFREE) -2- (-MEne) 4-MRng )R E
Bz (B Sa)F 42lmg 4- (4-HEREFHIKL) 2- T HR-1-# (X B Tetrahedron
Lett.38(1997),7887-7890 HFHHIAMIPIRE 2- T-1, 4-FER 4- B FIRI M1 %
MR 1ZMHE191 HAHLDERHIE 184mg BEWHRYR 4-=THN-[6- (4- (4-F
HAREH- -2- THEE) -5- GI-FEFEFREE) -2- Qg 4-WEEi) JREmT.
LC-MS: t,=6.11min,[M+1]"=680.51,[M-1]=679.61
i 93

300mg 4-= T H-N-[6-5-5- (4F-FEFEFERL) -2- (M) 4-MEnEdk)- HRILhH
JZ(%) Sa)F1 1096mg 4- (3-HEFEFEEE) -2- T H-1-B (3£ Tetrahedron
Lett.38(1997),7887-7890 *FHHARISER 2- T 51, 4- KSR 3- AL IRIL ]
M) RG] 91 FRKPEEHFHSIMN 4-=THEN{6- (4- G-REFFEHE-2-
THEE -5- (o-FEZE-FER) -2- (Q-WENE) -4-MEmedt) REHE. WAMAHE
REFHEAERER L EF 0-2.5%FEE DCM iR, RGHEAEREES L HEE
5%M] DCM e, BEFRIIET 10ml 282885, FRGAE. WEEITE
Y, THARH102mg IEAEMK 4-= | EN-[6- (4- G-FEEFFH2-TED
5o (RB-FAA - RS A 2- (2-WERE) -4-MERER) - KIEBIL. LC-MS:
tz=5.74min,[M+1]"=696.40,[M-1]=694.32,
11 94

[6] 250mg S-FPREE-N-[6-F-5- (4B-FEEIREIL) 2- (N-MBWK) 4-MFiEst]-2-
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MELEREAZ (B 9c) RN 1.2g 4- R EE-2- T R-1-FF (3&H Bull. Chem. Soc. Japan
28(1955),80-83 FHHARIIS R 2- T 31, 4- RS FFIEHRREEHI AT HIRE
PPN 192mg55%E AT Y. SFEREREE, BN ARESITE 16
/NI BRI 96mgSS% SN M, N, BN 3 NI RENREY, H
50ml 10% TR KIEWHRE, F S0ml ZERZBEZEHUR. Z&E AR 50ml
TKUEER, TEARERE: FHRAR. MBS AR EE R DR O JRZEE=1:
3 YERAML, 2B ZBEPYTIEH 114mg BEMK 5-REEEN-[6- (4-FIF - 2-
TEAE) -5- (B-FEE-FEAL) 2- (N-BmE) -4-mEngkE]-2-MEnei#Eik. LC-MS:
t=5.19min,[M+1]"=584.46,[M-1]=583.38.
1 95

7] 300mg 4-= T FE-N-[6-5L-5- Cf-FIRIE) -4-MEnEE) SFIERRAR(B] 120)F0 1.8g
4-FAEEFE-2-T Je-1-F% (3248 Bull. Chem. Soc. Japan 28(1955),80-83 rR3ik 58 2-
TEE-1, 4-TFER T RIEARERER S AT FNEA I 288mgSS% S A )
e FRALTRHE, EER FRPREBIFR 24 /M. FA 288mg55%E 4t
T, AE 60°C T HERE 18 /NI, VAEINRAH, FH 50ml 10% TR IR KRR,
M 50ml ZFRZEEREUR. GaHHAERKEES, 7emmms: D TEFk. Mk
AR EEEERER FH O JBRZE=: 1 YRdith, N\ ZBRZEsPiiEd
213mg FHERR 4-= T HEN-[6- (4-FEEE- 2-THE) -5- Cf-FFRE) 4-mnpk)-
FIEREE. LC-MS: =5.61min,[M+1]=480.30,[M-1]=478.39.
#%i 96

[a] 282mg 4- =] Z&-N-[6-F-5- Chf-FIZREE) -4-MEng k) - 2R 12c)F0 1.10
g 4R IH2-T HR-1-B% (3% J. Chem. Soc. Perkin Trans.1, 1991,1721-1727 THEER
SR IR PIHRRRINT ARSI TR I 15ml THF SHBRNESY), Fkdin
A\ 271mg5 5% AT Mt ZE R BRI 4 /NIt A H R NVR-A 4, Fi 100ml
10% AT KB RE, F Soml 2R ZBERER IR, Z5&EHRIKIER, M
FRER ETROR . ARBNS AR R AR PR ZBRZE=1: 1 PeiRaltL,
MZZBRZBEH e 151mg HEMK 4= THEHN[6- 4-FEHE- 2 TEHD 5
COhf-FRZEHE ) -4-Wng R - FE A% . LC-MS: ,=6.34min,[M+1]"=542.48,[M-1]"=540.15,
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