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REZE. KEKE. EEARFTE; H
n Z 0-4;
BRATHMAE.

3. MREFEAELR 184K Y, P RILARKRGEL.

4. WERAEL I G W, P R ZkhE,

5. RERAER 484084, £
2-wk w2 B 7w 4K [1,2,4] = = 5 [1,5-a] T -5- R B,
2-vk o -2- 2k -7-ob e -3- A [1,2,4] = 5 [1,5-a]wb e -5- K 8,
2-7k Wil -2- 2 7w -2- K -[1,2,4] = H[1,5-a) 0 R -S5- K B,
7-(3,5- - = fF A - K X )2-wk b -2- A -[1,2,4] = & HF [1,5-a] 2 -5- %
i,
7-(3,5-= R-F X )-2-wk v -2- % -[1,2,4] ==& 5 [1,5-a] e -5- 2 B
7-(4-R-F 2 )-2-ok why-2- 2 [1,2,4] =" 5 [1,5-a) 072 -5- K B,
2-ok h-2-5-7-(2-F K-t -4-2)-[1,2,4] =" 5 [1,5-a] R -5- K Bk,
7-(2- T Kb -4- 3 )-2-7k v -2- 2 -[1,2,4] = " HF [1,5-a] bR -5- 2L R,
2-vk i -2-2 -7-(2-F A b -4-)-[1,2,4] = ## 5 [1,5-a]HLoe -5- R B,
2-wk o -2- K -7-(2-F A Kb mR -4- 1 )-[1,2,4] = 5 [1,5-a] R -5
7-(4- - K )27k h-2- 3 -[1,2,4] =k 3 [1,5-a] R -5-FL A%,
2-7k h-2- 3 -7-(1- - R -4- 2 )-[1,2,4] = " 5F [1,5-a] %R -5- K B
5-R R 2wk v -2- K 70T 4- A -[1,2,4] = = FF[1,5-a] 7 -6-F B,
7-G-R A - KA )27k wh-2- % [1,2,4] == HF[1,5-a] e -5- KA,
7-3,4-=F 8 A -F £)-2-2k vh-2-K-[1,2,4] =" 5 [1,5-a] 2 -5-F Bk,
7-(3,4-= R-F 5 )-2-k -2 -[1,2,4] = = 5F [1,5-a] oK -5- K Bk
7-(3- B- K )27k vy -2- K -[1,2,4] = HF [1,5-a] =R -5- K
1-[3-(5-R A -2-vk wh-2- K -[1,2,4] = 3 [1,5-a] 1R -7-K)- K X |- T8,
7-(2- - F £ )-2-7k v -2- K -[1,2,4] = = 5 [1,5-a] R -5- A Bt
2-vk wh-2- 2 -7-1A) - 9 R K [1,2,4] = 5 [1,5-a] ke -S- E,
2-7k - 2- 2 -7-(4-F AR - K K )-[1,2,4] =" 5 [1,5-a] 0o -5- A B
2-vk ol -2- 3 -7-wEwy3- K [1,2,4] = »4 H[1,5-a]Hh e -5- 8,
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2-vk v -2- K -7-(3-Z AT AR K)-[1,2,4] == 5 [1,5-a] R -5- Bk

2-7k h-2--7-3-F - K)-[1,2,4] =5 [1,5-a] R -5- K &,
N-[3-(5- 8 2-vk vy -2- & -[1,2,4] = H[1,5-a] =2 -7-X)-FK K- 28
) 3

2-vk wh-2- 2 -7-(1H-"3] %-5-2)-[1,2,4] = =L 5 [1,5-a] 0= -5- A&,
N-[4-(5- R & -2-wk wh-2- K -[1,2,4] =k 5F[1,5-a] %R -7-£)-2-F X -KE|
L8R,

2-vk vl -2- K 7wk -1-4 - [1,2,4] == 5 [1,5-a]wb e -5- A

2-vk wh-2- A 7wk el bR -1- 2 -[1,2,4] = 2 5 [1,5-a] e -5- K B,

2-vk i -2- K -7-(4-F K-k d-1-)-[1,2,4] = 5 [1,5-a] R -5- 2 %,
N7-Q2-f-F #)-2-sk wh-2- % -[1,2,4] = H [1,5-a] %R -5,7-— B,

2-7% H-2- K -NT-(2-F RAF £)-[1,2,4] 2 5 [1,5-a] %R -5,7-— K,
2-vk wh-2- R -N7-(1-F £ - T H)-[1,2,4] = 5 [1,5-a] "= -5,7-— k&,
7-(5-T w2 -2-2 )-2-sk o -2- 2 -[1,2,4] = " 5 [1,5-a] bR -5- 2 Bk
7-(2- Bt -4- 35 )-2-2k vy -2- 35 -[1,2,4] = SF[1,5-a]®o-5- L B

7-(5- - -2- 2 )-2-vk vl -2- 2 -[1,2,4] = 5 [1,5-a) o2 -5- K B, &K
2-vk w1 -2- K -7-(6-F B A -k -3-2)-[1,2,4] =" HF [1,5-a] s -5- 2R

6. BREBEAFELR I HLLY, b RATFEARKGRBE.

7. BRERF)ER 6 LW, R
T-(4-F-FH)-2-(5-F £ -k wh-2-2)-[1,2,4] == 5 [1,5-a] e -5- 2 B2,
7-(3-F R A-FH)2-(5-F £ -k -2-%)-[1,2,4] ==& 5 [1,5-a] e -5- K
R,
7-(3,4-= F f A - XK £)2-(5-F £ -sk b -2-£)-[1,2,4] == 5 [1,5-a] "R
-5-3K 8,
N-{3-[5-R & -2-(5- F K -k v -2- % )-[1,2,4] = » FF [1,5-a] " -7- K |- K
A)-T®E, X
N-{4-[5- R & 2-(5- F A -vk why -2- 2 )-[1,2,4] = & FF [1,5-a] "2 -7- K |- XK
KT BbE.

8. WMEARAEK 3L Y, HF R Zukw2-%,

5



00812501. 5 A = Ok P E5/81

9, REBERAELK 8 KLEMY, €L
7-(4- B-F A )-2-wo -2- 3 -[1,2,4] = & 5 [1,5-a] 2 -5- K B
7-G-F R A - ) 2-wbmw 2-K [1,2,4] == 5 [1,5-a]H2-5- K B,
7-3-R A -F )20k -2- & [1,2,4] =" 5 [1,5-a] koL -5- K B,
7-(2-T AR -4- 3 )- 2065 -2- 2 -[1,2,4] = "¢ 5 [1,5-a] b -5- 2 8,
7-(2- % A -wbee 4-2)-2-b 7 -2- K -[1,2,4] = = 5 [1,5-a] e -5- K e,
7-(5- LA - -2- 5 )-2-9b52 -2- K -[1,2,4) = " 5 [1,5-a] e -5- K
2,7-—-wbeZ-2- K -[1,2,4] =& 5 [1,5-a] kT -5- 2 K,
7-(5-F.-boe -2- K )-2-wh o 2- 4 [1,2,4] ==& H [1,5-a] ko2 -5- K B, K
7-(6-R-tboZ -2- 3 )-2-wk o -2- K -[1,2,4] = = FF[1,5-a] bk -5- 2 Bk,

10, RERF)ER 3 G404, E+ R ES56-=&-%H-2-X.

11. BREFERFA)EK 10 85444, L
7-3,4-= K- X £)2-(4,5- = &k h-2-%)-[1,2,4] == 5 [1,5-a] 525 K
R,
2-(4,5- = 8- W-2-K)-7-G- - K £)-[1,2,4] =" I [1,5-a] R -5- 2 &%,
2-(4,5-= f.-k o -2-25)-7-(4- - K K )-[1,2,4] = "2 5 [1,5-a] = -5- 2L B,
2-(4,5- = &.-7k v -2- K )-7- 1) - F A -[1,2,4] =25 [1,5-a] 0= -5- K
£
2-(4,5- = f.-%kH-2-%)-7-G-Z KT E-FK)[1,2,4] =" H[1,5-a] %%
S-E .

12. BRERA)ER 3 4400, P R Zubk-1-%,

13. RERAZK 1289444, €&
2-sbed 1K -7-wbee - K -[1,2,4] = H[1,5-a]HhoT -5- K B

14. BEBERAZR 1694049, EF RIERKGAL.

15. RERA)EK 14694009, P REXE.

16. HRERA)ZK 158440, ©&
T 3-8 2 -(2-F K 7R -4- K -[1,2,4] = = 5 [1,5-a] e -5- 85 )- B
A -(2- K -7 4- 3 -[1,2,4] = "2 FF [1,5-a] oL -5- 5 )-
(Q-F A 7o -4- 2 -[1,2,4] == 5 [1,5-a] %R -5-K)-RA TR LB,
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N-(2-3K & -7-0b -4- K [1,2,4] == HF[1,5-a] 1R -5-K)4- = LT EXT
Bt AE,
2-(2- 8- F X )-N-(2-F X -7 -4- K -[1,2,4] == H-[1,5-a] "= -5-5)- T
B,
2-(2,4-= R- K 3 )-N-(2- % £ -7-97 -4- % -[1,2,4] = = 5 [1,5-a] kX -5-
A)-T®RE,
N-2-K & -7-0b52 -4- % -[1,2,4] = 5 [1,5-a] R -5-%)-2-Q-Z RFEX
A)- /R,
N-(2-3 3 -7-b72 4- % -[1,2,4] =" H[1,5-a] " -5-)2-4-Z RF AKX
RX)-LBuk,
3-F A N-2- XA 70t -4- % -[1,2,4] = H[1,5-a] 52 -5-5 )- R 8o ik,
N-(2-F 2 -7-wb2 4- 2 -[1,2,4] =" H[1,5-a] T -5-2)2-48-F X 4-T
Bt ,
2-(2-38 - K K )-N-(2-F X -7-% -4- 2 -[1,2,4] == 5 [1,5-a] 7 -5-K)- T
B,
2-(2-B- K K )-N-(2- K K -7-70 -4- 5 -[1,2,4] =& 5 [1,5-a] o€ -5-55)- T
7Y
3-(2- KA 7R 4- K [1,2,4] =" H[1,5-a] 4 -5- A RE F o)A A
KA FERRTHE,
2-2-F-ER) THA-Q-F A 7072 4- £ -[1,2,4] = = 5 [1,5-a] "= -5-
A)-B,
2-2,4- = f-FHK)- T HE]-Q-F A -7-432-4-5 -[1,2,4] =& 5 [1,5-a] %"
S5-5 )R,
2-F R -7-0b5 4- K -[1,2,4] = = H[1,5-a] 2 -5-F)-d-Z RFE-F
)k,
G-FE-AE)-2-F K72 4- ﬁ [1,2,4] ==& 3 [1,5-a] ko -5- 3 )- R,
£
Z LA (- TR 45 [1,2,4) = H[1,5-a] T -5- 45 )- B

17. —# &4, 48— EHBAHNEK 1-16 PTEE—AHTE

7



00812501. 5 A = Ok B OET/8I

REP G PfothF ETHEIGRY A .
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R EENIE, RIS A T8 F B,

20. BRERF)ER 1-16 PEE—RGALESH, ARKAEZK 18
B R RPHFTERREFH T EHEY.

21. BREAHEK 1-16 PEE—ANLESHY AR, ATHAS
REZAEEXGERIEA THERENESY.

22, BRERFA)EK 1-16 PEE—AHLESWGAE, ATHES
FERE A THRAEXGERGHEEDY.

23. m LATEM KA.
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H*F R I
R'ZSHA1E34/% AN OXSHERTHMERB AN RAANRK
ABRARG SH 6 LEFE, RRAARZKLERE. -(CH),0H. (&
AMKBREE, RPELFEATHERAEGHERAIZEANE
(alkenyle) #H3& A E, XH 2
R A RFAANBRREBRAKGEE, BRAELZKBRE. £
mErE. BF. PASKERAL, XH4 2
O(CHy)y XA . ¥Xifokvhit, I RARKAEPR, RFR
SR A
Rife RO LB TR 8. FEHK-S0)-FK;
RR&. 9%, A&R
SH1E3ANEANOXSHERTHAR B —ANHIAANRAKRELE
ARG SX 6 LiFE, BRAREZKERE. -(CH)-F 5. £,
BE. KEAL. Sk, RE. KERERLAR-CONR,,
Ed REKLBEAREA, XRAR
R A BRI BRAKEBRRGEL, RREZNE. KERE.
KERAE. REA. —KEREARKE. CF;. -OCF;. -NHC(O)&
ik, R A, -COKLERE. -COOMMABIE . -SIRBIRE.
S(O),NH-E 4. -SO)-FEREL, AL
NR'R”, % RAFREHE IR S FEARERE KT RMKL
REAARKE-(CHy), XX . -CHIKB R RA)-X A, —&%HF-1-%.
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1,2,34- 9 R A K XFEE, RA 2

XARERBEE. KEAREIKERALRNKG-0- XL, O
v B AL H-O-CH-6-F otz 2-%, AR
I =R ERRE. -IH-%RS-A L B XfRw-2-A.
1,3,4,9-19 §,-b-oFobk-2-2 . wRo2-1-K. B R-1-E . RE4EFE
Gk X ;

R°Z-NR;, £F RTAMAXRFABLRZLA. KERE. XX, FA.
COARLE A . -COMKBRAL. RAREHE. -COCHy)-FE
H£-COO(CHy)-¥ &, R EXRXFIE&kM CFs. KEBREAL. %
FRBIE A B, -CO(CHy)-NHCOARLE K AL . (CHy)- % X,
A XA RERBRERAL. CRHA[ERR, AR
45-— & -1H-sk 2 2- R X F 8. 1,456- 9 A FR-2-EXF R
4,5,6,7-99 £.-1H-[1,3] = f. 2 ¥ ( diazepin) -2-35 X F &;

n Z 0-4;

AEATHAE,

E2RAREIA, BX 4P RRFTARGHEAK,

REFBLHEFAEBREAOIARGBAIER BN ZHELEY
. 1982 FHARMBEZTARESEHE RGBH AR TR, REEL
M) AR LS A E R FRRT =ARATP). R —FH
(ADP). B —BEE (AMP)F= 3K — S4B (cAMP)A X; LA 4%
WRAMH S-BREFR-L-FAEE (methione) (SAMF %; E4ML
5 485 NAD. FAD il A F X; 5 RNA A X, RFPIEH XL
S EMBARHYGREFTEHBIFRRAFTEFEZRALEHGAR
FHREFEEZEL.

BENGZREOEDH Al A AP A3 TR, BT GEABEK
SHRER, BRETRESAOMEEAINRETHFMNE, KT
BB TFZAEMEN G Th. FHREFTEAIAZ bR ARFBIK
W RAGEAKIEY, HEAGAM cAMP A F 2. 5 G
FOBBE AL A AR IR B IRILEE, TR M cAMP K5,
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Vo, oW A S A FHARE G, EZAEBL, MERTRINLE, TRME
CAMP K-, Bdn A\ R RR A QLIERNTH CHBEEAFHE
EEFRBGARER. A; BRKRT 58 IRLEE& R4 AL
sh, R HAENEE C, BMESE THRHE.

A%k (326-328 A RAER ) RAEMHBAF (K. A KA. #.
oty R ) LY, EELSi A T AR —H Y 90-95%.
Aoa T4k (409412 ARAB) RAK. K&. A BREAFRDALEY.
ATk (332 AREB) RMAF DR LES, A Ap ZHhRE5 A A
Fo Agp FARM P RMA 45%. A3 TR (317-320 M REBR ) RAA.
X&. B, RFGFLEY.

CBRBASANSTARENEREH/EORFATEATHREL
AMER. BER ATP GRMEH, Aamevy#&, LELHFHEA,
BWAERETZTR, BV BT RANREH BB (An), BKRE
B REERELE R RH., XHF TR G4 A R I in 85T ) A
£8E, RPERETHRPARFHEDG. ARMREFHERY
B2 — 2 Brab A4 B B9 4R, Bl ke K. Shofn | K B fe SR AR K AE .

eI, Bl H ARSI ERRAXL AR EX BRLLoF
BB =R A mO ARG RENE e, AETRARFEFGRXENR
ouk, B, AZARENFEREAERABESRETRAEA.

MELR—FABRAR, BEMFFRIEAER, EBEAEIR
WIS FTaNSTIEAGNERATEA LB ERN., £04GE, Flr
KE. R foRBEN, BB FBEAIE M, X BB REN T
HEEHRPHBRT, FEBROGIAMAMET. BHF A HIHHEM
M PAREER, BRTAAMAZEPH. CE2RAERTHEHS
ROER R R, SRR RSB BN, WHABLL
A& (firing) . ME A BT AAERBA A . BRF 3 FH 4 8
CNS 873, CRIEEAH AL B ZA B, BEH ANRERA
EERBXBRGEAFERETES, Pl REXERKHA, TH
HAABRPH . BT A TEERNT4H S CBAPARR BB,

12
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BYIBFHEMN, HAREWMESARAIER. BREFGTRELLY RE
#H. IR, HASEE. AR, AR, TR, WRPHREAGST
M, A TFRESKGEHWEELFEHABHN . LR,
ARG, WAKS. LAN . FRHAEN LW ARGGETESD.

REFLEASHERATHEZAEREHA —FSRPH. ARMER
3 69 K vl BT S o fo AR B 36 A, R4 45 30 18] Fe B R PP S LA
(F®E). REBIHNEREAESSEPHNGES.

BREAFHEARNEREZ T EH, QEBTERH. FIRELRPE
AT, RARFN T AN EAEHBTRPHNGES.
Sh, BMEH AsF /R ApRRATUAA FEGFABEESRELGETT.

KELKRFBET B W8 BREF KRG AR, HleT 7o Bids:

(EHANEEHALE) , 6,(1998),619-641,

CEMAMEEHALFEY , 6,(1998),707-719,

CEHLFLRE) (1998), 41,2835-2845,

CE#HMHLFLE) (1998), 41,3186-3201,

CEHLFREY (1998), 41,2126-2133,

CEHLFLE) (1999), 42,706-721,

CEHLF2EY (1996),39,1164-1171,

Arch. Pharm. Med. Chem., 332,39-41, (1999)

ALK HRRBXN IS HEATHEAERASPEAEH L
MERBR. EAHE. ATALXAGLE DGR AL MNERAXN
P EEARBEHIBG PHRARLE, ILEREXTREZANAFE
A, Pl RRERKA. MEEAKRA. HEERY . iAo EE. £
. . "FRES. WA, FE. EARE. KA. $fe, BMp
HRBA. .

s, REAMAHTAAEGEBH . LARRE . LT RS,
HEBMAE. RERERSKYPH. BBEALY, RAAYELERZL
F ANRBERENFQETIBENE R GERGARL, 4]k 540
PR, AABRY Fobh &R KA LT RT.

13
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AXFAERE “KREBKEL” ATF2A1E6AKRRTHRMFEL
R FTaRA, HlFh, A AL FAE. ETE. FTE.
2-TH. RTAY¥. R KERAZEF 14AMRERTHLAR.

AXFTRRIE “KRBABRKE RTEA2E 6N EERTHIT
FoHERXEARE, Floihit. AHEA. FAKE. ETHL. &
THE. 22THEA. RTHAF. AAHKEEREREA 24 A5
BRTFHER.

RiE “HRREL” A TEAH 3-6ABRTFHAPEILA.

RiE “BE> ATHR. . Bk,

AiE “RBERL” AFAPREAZBERA L EFZAGAEZHEA
RTFHEEGEA.

RiE “SK6AEFE Hllei T, 9K, Rk, vt
A, WwEaHEHA. 56 —f-4H-sh-2-F . FERS K 45 &
wkwf-2-K . 5,6-—&nbwh-2-2A . dbedo1-E . 124-=7-1-5 . Kol
AF.

Hikty “FH” BB ETEREEK.,

RiE “THRBRMARL” REH5ANRPANRGE, Roli
BR. FEBR. FLER. BEER. AR, TR, §58. LM, 8. ®
MR, BLBR. THR. s-FEXRRF.

st Aa TR B TIERMTERAELSWEE T RRZARAHK
AER R A X 1144%, FlmTHisdd:
2-vk v -2- 2 7-vb e -4- 2 [1,2,4] = #& 5 [1,5-a] e -5- AR,
2-vk v -2- 2 7wk -3- 4 -[1,2,4] = ¥ [1,5-a] R -5- K
2-vk vy -2- R 7-wbe 2-K -[1,2,4] = 3 [1,5-a]wkee -5- A R,
7-(3,5-R - = BT A KA )27k wh-2- K -[1,2,4] == 5 [1,5-a]HZ-5-%
B,

7-(3,5- = R-FK A )-2-wk why-2- 5 -[1,2,4] == - [1,5-a]tboT -5-F B,
7-(4-R-F 5 )-2-k 0 -2- K -[1,2,4] =2 5 [1,5-a] o -5- A B
2-7k ) -2- 35 -7-(2- FF v te -4-35)-[1,2,4] ==& H[1,5-a] bR -5- A K

14
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7-Q2- LA - -4-25)-2-7% v -2- 25 - [1,2,4] =" 5 [1,5-a] Lo -5- K Bk
2-vk vl -2-25 -7-(2- A K LR -4- 2 )-[1,2,4] = " HF [1,5-a] bR -5- K Rk
2-wk vy -2- 35 -7-(2-F A AR R -4-2)-[1,2,4] =" HF[1,5-a] 52 -5 A R
7-(4- B-FK K )-2-7k why-2- 2 -[1,2,4] = 5 [1,5-a] L o2 -5- K B,

2-7R -2- 2 T-(1- Rt -4-K)-[1,2,4] = "2 5F [1,5-a] R -5- K B

5- Rk -2-7k vl -2- B 7-wbee 4- R [1,2,4] = 5 [1,5-a] ke -6-F AF,
7-(3-FA-F A )-2-mk h-2- 2 [1,2,4] = " H[1,5-a] b -5- 2 Bk,
7-(3,4- =% f X - K X )-2-vk wh-2-%-[1,2,4] ==& HF [1,5-a] 0= -5- K B,
7-(3,4-= R- K 1 )-2-k b -2-F -[1,2,4] =2 5 [1,5-a] R -5- R &,

7-(3- F-E R )-2-vk why-2-3 [1,2,4] = »& 5 [1,5-a] R -5-F Bk,

1-[3-(5- R A& -2-mk wh-2- 5 -[1,2,4] =" 5 [1,5-a]% R -T-£)- K K |- T8,
7-Q2- - K 2 )-2-%k vh -2- K -[1,2,4] = = 5 [1,5-a] o -5- 2 B
2-vk iy -2- 2 -7-18 - R R [1,2,4] =+ H[1,5-a) 0 -5-

2-vk wh-2- K -7-(4-F AR K E)-[1,2,4] =~ [1,5-a]boT -5- 2 B,

2-vk wf-2- 3L 7wy 3- K [1,2,4] == 5 [1,5-a]H -5- K B,

2-wk i -2- K -7-(3-Z AT A -EE)-[1,2,4] = H[1,5-a] e -5- K K,
2-vk wh-2- K -7-(3-F A -K H)-[1,2,4] = 5 [1,5-a] b oT-5- K R,
N-[3-(5-R K -2-7k why -2- X -[1,2,4] = » HF[1,5-a] k=X -7- K )- KX X )- 28
e,

2-k ¥ -2- 2 -7-(1H-3| % -5-2K )-[1,2,4] = »& 5F [1,5-a] b7 -5- 5 B,
N-[4-(5-R A -2-7k wh-2- 2 -[1,2,4] == 5 [1,5-a] o2 -7-2)-2-F K -K K|
LB,

2-vk wh-2- A -7-vke -1 -[1,2,4] = HF[1,5-a] 0L -5- g,

2-wk wh-2- 2 -7-wh el 5t -1- K -[1,2,4] = H[1,5-a] 0 -5- 2B,

2-7k o -2- 25 -7-(4-F KRB -1-2)-[1,2,4] =2 5 [1,5-a] = -5- A &
N7-2-f-F 3 )-2-2k i -2-2 -[1,2,4] = = H [1,5-a] %R -5,7-— 8%,

2-k h-2- 2K -N7-(2- F A -F £)-[1,2,4] = ¥ (1,5-a] 1R -5,7-— k%,
2-vk wh-2- K -N7-(1-FK A - T H)-[1,2,4] == 5 [1,5-a] "€ -5,7-— &,
7-(5-T F-vtbn2 -2-3)-2-wk v -2- 2 -[1,2,4] = & 5 [1,5-a] kg -5- 2 B

15
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7-(2- -t BT -4- 2 )-2-7k vl -2- A - [1,2,4] = o 5 1,5-a] R -5- 2 B
7-(5- Rt -2- 5 )-2-7k -2- K -[1,2,4] = HF [1,5-a] e -S5-H &, &K
2-vk v -2- 2 -7-(6- F A - -3-2)-[1,2,4] == S [1,5-a] e -5 e
#H—FHAEGLLHAETF RIARKRGELE L R ZFEARA
dgekb R A, Bl FHESH:
7-(4-F- K 2)-2-(5-F vk why-2-5)-[1,2,4] == 5 [1,5-a] o -5- 2 &
7-3-F Bk -K A )2-(5-F A -k wh-2-%)-[1,2,4] == 5 [1,5-a] 7 -5-5
e,
7-3,4-=F f. A - K H)-2-(5-F K-k b -2-5)-[1,2,4] =*2 5 [1,5-a] %K
-S-3BE,
N-{3-[5- 8 % -2-(5- F & -wk vy -2- % )-[1,2,4] = » 5 [1,5-a] o€ -7- & |- K
Ay -TEEE, R
N-{4-[5- B & -2-(5- F £ -vk wh -2- £ )-[1,2,4] =" ¥ [1,5-a] e -7- K |-
R)-Tdehk.
H—FHiEGLSHEEF RRZARAGEE LR Aog-2-%
AR, HleTHoH:
T-(4-F- 3K 3 )27 2-F - [1,2,4] = # FF [1,5-a] o -5- 2 B
7-3-F fk-E ) 2.0z -2- 3 [1,2,4] =" 5 [1,5-a] o -5- 2 Bk
7-3-F - X A )2-wbm2 2- % -[1,2,4] = 3 [1,5-a] T -5- Bk,
7-(2- T A Ao 43 )20 o -2- 25 - [1,2,4] = "2 5F [1,5-a] R -5- A R
7-Q2-F oo -4- 2 )20k -2- 2k - [1,2,4] =2 HF [1,5-a] R -5- R AR
7-(5- T A Ao 2- 2 )2 2- - [1,2,4] = & 5 [1,5-a] R -5- K
2,7-= - -2- 5 -[1,2,4] = = 5 [1,5-a] R -5- L B
7-(5-F-m-2- 2 )-2-h e -2- K - [1,2,4] =" - [1,5-a) -5 B, K
7-(6- R -2- 35 )-2-h 52 -2- - [1,2,4] =" 5 [1,5-a] R -5- 2 B
ikttt —F 2L F RREAARRG AL LR Z 56 =%-
wkwh-2- A WM, BT HIEW:
7-(3,4- = F- K 3 )-2-(4,5- = &7k -2-K)-[1,2,4] = 5 [1,5-a]hR-5 &
B,

16
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2-(4,5-= &-7k "-2-5)-7-3- R-F K )-[1,2,4] = 5 [1,5-a] e -5- K e
2-(4,5-= f-7k il -2- 35 )-7-(4- - K 8 )-[1,2,4] =2 HF [1,5-a] R -5- 3 B
2-(4,5- = f.-ok h-2-35)-7- 18] - F F K -[1,2,4] = =& H[1,5-a]HE-5- B,
,
2-(4,5- = .-k H-2-%)-7-G-Z R F E-FK)[1,24] ==& H[1,5-a] %%
S-E R,
RiEWLLPE—FTRAP RZARKGEA R R Zabod-1-%
W AR, Hlde T Fe-9:
2-vibed 1o 7ok 2K [1,2,4] = » H[1,5-a] b -5- 28 |
FRMARENLSHRILT REARRG AL L R'ZEEGARE,
B4 F 51404
T-3-5 A Q- KA -7-wbv2 -4-% [1,2,4] = # 5 [1,5-a] R -5-K)- B,
TA-Q-F A 7w 4- 2 [1,2,4] =" 5 [1,5-a] R -5-K)- B,
2-F A -7 -4 -[1,2,4] = 5 [1,5-a] e -5-F)-RA T8 T8,
N-Q2-F & -7-52 -4- 3 -[1,2,4] = » 5 [1,5-a] %X 5-)4-Z RTF AKX T
B,
2-(2-F-FH)-N-(2- F A -7-972 -4- K -[1,2,4] =" 5 [1,5-a] %R -5-%)-T
Bt
2-(2,4-= K- F X )-N-2- K X -7-wb 2 4- 5 -[1,2,4] = & 5 [1,5-a] Lo -5-
A)- TR,
N-2-F A 797 -4- 2 -[1,2,4] = »& H[1,5-a] 2 -5-K)-2-Q-Z HFEX
A)- LB,
N-Q2-F A -7-7 -4- 3 -[1,2,4] =" 5 [1,5-a] " -5- 4 )-2-4- = RFAX
)-Thhk,
3-F A N--F A -7-5E4-K -[1,2,4) =& 5 [1,5-a] ko2 -5- 2 )- A BB,
N-(2-F 2 -7-hs2 -4- % -[1,2,4] = 5 [1,5-a] o2 -5-3)-2-4R-F X K-
B,
2-(2-38 - F A )-N-(2- K A -7-9 7 -4- 3 -[1,2,4] = 5 [1,5-a] R -5-%)-T
B,

17
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2-(2-A-FK A )-N-Q2-F A -7-7652 -4- K -[1,2,4] == 5 [1,5-a] %5 -5-1)- T

B,

3-(2-F A -7 -4- 2 [1,2,4] = 5 [1,5-a]H e 5K R FELE)-A L]

KA TERTE,

2-2-F-FA) T A Q- F L7 4- K -[1,2,4] = = 5 [1,5-a] 5 -5-

X)-m&,

2-24-=F-EK£)-TH-Q-F X -7 -4- K -[1,2,4] == F[1,5-a] %52

-5-3%)-FE,

2-F & -7-vbee 4- % [1,2,4] =2 [1,5-a] w2 -5-K)-(4-Z T E-F

X)),

G-EE-BR)-2- KA -7-0tmg-4-5% [1,2,4] = H[1,5-a]H72-5-5K)- B,

X,

Z LR -Q-F A T4 [1,2,4] = H[1,5-a] R -5- 25 )- B
AEXANHX TS A LT A LT AR KRR o6y 7 ik Ao

ARl &, Pl TRF %k, dFEaRE

ayfE X 11644 )
g NN
©/:S:\JI\N/>\R1
0
II
5 X I 049 B A,

R 111

3
NN
\N\/>_R

R N

NH, I-1

AF RIREFLELL S, B4
A RBEAX I-1 PREEG—AXAANMERT, R ARKEREA.
FE. FA., -COKERE. -CO-MKABHRAR. KEEWHA.

F2 X -1 4%

18
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-CO(CHp)- ¥ A 3,-COO(CHy)- ¥ 5, £ F & XA IRMELM CF;. KA
KELA., B ERKERLRA, -COCH,);-NHCO-1K & & £ .
(CHp)p-¥ A, b EEARMERMKERAL. CF X E £ RK.
g X IV iLa-%
2

Br: oz /N \
N />_ R
R* N

NH, v

5XVAESHEE,
R’B(OH), \%
FEX1440%, A RIREAF EX2 6883, X4

dELEXAHEGEZAABE-AREABRKRERR, 0
R EENE, BRIFAESBRLATEHARMRE.

BRFELEK a), QLG At S THF G &F R T AKX
15 I aHegRAY, Blie 3-FHBF A-5kwh-2-%-1H-[1,2,4]
=w B 3 (4-RA)2-FA R 3-EKAAB T E-5-skh-2-%-1H-[1,2,4]
=2 5(E)3-Q-F AR A4-K)- AWM. LERARETIHATH.

ARBRAX I FREY—AXBANAERT, AT REAF LS
e e, BRERBRENG ZHATH, FlcRAABENH LBRAREX
B R

NI —FHEFTEBREFTEER OF. HBEAMNF
i, B IVALSY. #lde 7-8-2-F K- [1,24]0%=-5- K 5 X V4iLs
. Blhest-F XKL ME& (boronic acid) YRS AWCE X)Lk
H, m#EHIC. RERE—FRNGFLETHATY, #1d NayCOs.
Cs,CO; = TR, ‘

HRASG QB RABRBARARTREG T &, AEETH
ARERE. AMEEANBRGE, R AFEFNBGE, BRE.
SERE., AR, AR, ArERE. CRE. HRRYE, %A
L. FHBYE. - FESREFIAXEEGEY.
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L4 1351 o FHIFE 15 2 Emifmibid X [1AHE 4
&.

X L. V. VI. VIII Fo X BH 2 S by ibL-d 2 3 T vl B BB K AR
Bl keE.

FE 1
ﬁ =N O H
~" EtOHMCI g 1. 1N NaOH
5 > i o~ -
vi dioxane, rt © 2 O
Vil HCI /”\ NH
R N7 2
H Vil
H

R &2
- = )\J>.—R1
NH, -1
BALARR 44 LR L.
FE2
OH
B
RN R PBr. , CCI ¢ r R?
' 1. PBrg, CCl, - I\ R AN NH, ,EtOH
HO N 2. EtOH o M N EEE——
0] OH « o /(‘) Xt
Br — —
RY N R’ . Br \
| NaNO, No « BN R
H,NHN N o} -z N l
HCV H,0 N Z (o)
o) NHNH, N
Xl 0 N
N+
L_ N- Xin

20
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: Br 0. .o.
RO AR ﬁ( ”
1. t-BuOH | N

2. CF3COOE Z >
MeOH

Xiv

Br

— — 4 2
Br R R
X 1. RIcHO A >
| e 2.KOH, O - bil* d Pegiice
HN" "N “NH, ST M2 =~ 1 Na,CO,, DME, A
NH, R
B Mes" | v

R I-1

XIS HEAETEAMRERLFZROGERR. B4aRHK,
B2 KX RAAL PSR IEFTRG B,

FRBAT L H QG RETaHBTTHR.

ABRH Aa T4

F) B EA) A A E (semliki forest virus) A2 2%, ETH
£ 29 £ CHO) AP EHREAMRT A XK. KK@mie, HS%
HAK, G, BRESHKE. RREREFYRARETESA
120mM NaCl. SmM KCl. 2mM CaCl, # 10mM MgCl, &) Tris (50mM)
BARPHTA) (BARA) . ERLKRA 200p 9EF R AT,
A 2.5ug & @ . 0.5mg Ysi-JR-1-8 KB SPA ZRA e 0.1U JRFBLAL
B9 A AT, 4 96 3L-Fm ¢ # 47[°H]-SCH-58261 ( Dionisotti ¥ 1997

(ER#HEFLE) 121,353; InM ) L4804 . A A X FLERFTH

(XAC; 2uM)Z LU IE 4 b2 4. M 10uM 2] 0.3nM #§ 10 #RE T
stLA AT RS, AREYH—XHH, EEE25HR. £BSW
¥BotrPmisdFEE11E, REMA Packard Topcount A £k 3

21
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BRZHELSGRK, AAFELIHEBWRBMEEAITHE ICs A, FIA
Cheng-Prussoff 7 £ # J Ki {&.

BRALY, C2EFX I40eHt ApShEAGESHE. &£
LA WEAN Apn 2P pKifEAE 75 2 84 EEA. TR#HR
— 364k % 0 A- 4 69 B4R pKii 1E.

'f‘b’g‘* hAzApKi

2-(4,5-= &k -2-2)-7-F - F R -[1,2,4] =5 (1,5-a]R-5-%| 75
i3

7-2-F X -stho-4-2)-2-ab72 -2- 2 -[1,2,4] = = HF[1,5-a] Lo -5- 2L B 7.5
2-(4,5-=£-k W-2-K)-7-G- - F 2 )-[1,2,4] =4 5 [1,5-a]®R-5-%| 7.6
i3

7-3,4-=F A -F L) 2-2kh-2- R -[1,2,4] =2 JF[1,5-a]R-5- X | 7.6

7-(2- B-vtto -4- 2 )-2-vk wh-2- 2 -[1,2,4] = = FF[1,5-a] R -5- 2 M 7.8

2-vk i -2-2 -7-(6-F B A -whok-3-K)-[1,2,4] =" 5 [1,5-a]#=-5-%| 7.9
;3

2-k w2~ R -7- 1] - KA -[1,2,4] =7 5 [1,5-a] o -5- R AK 8.0

7-3,4-—F.- K X)-2-(4,5- — &k h-2-K)-[1,2,4] ==# 5 [1,5-a] %52 | 8.1
-5-

7-(2- LA bR -4- 35 )-2-who -2- 3 -[1,2,4] = " HF [1,5-a] ko -5- B 8.1

X IadfeX I HAGHGTHAERSAERY, Flod#Hy
HAGH X, HHEANTAORL S, HBHAH. @RAHN. &
F. BEHRABRKEN. BE. LNXEFR, R, 2FBLTUAE
B R, AR, BEFX, MG oEHER,

XIS TAEHF EHEMY . AMAFNEAR—RBfTML,
ATHRHEBDEA. TAEAILE. 2RRBXEFEW. L. &
B R EE, HltEA A A . QRAF . & Fosk o8 B & A 4G &K
kR, EASTFTHRABRKREN QBRI i, . B, FEKE
RS ARE. RTREERYTOBRR, EXABRERNGHEALT
BEREEEAR.EATHEERRPERMNGE KSR K. 8.
Hib, HEF. EL-THRHNGEERFA L ZRRAIENG S, . B
Wr. FRAXRKS LEF.

mB, HBHHMNTAESAGEN. FHEH. £L2H. 2EA. 4L

22
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F . HeRA . EEN. A RESFEENE. S H . HEH
AFRAMA . CMETRESH AT FLAMEGWR.
SAEXILHEAAETERA LS FRREEANGSHHLEZRENA
BB, AREMEHNEFT &, QR —FREFXIAHLEHF/RT
BABMEAEAR R EZNE, —FHRAEHRAAETFEAMEY
MBEE—FREFHETHERA—RIIRZICLENT,
BERALZR, XIS HAERATHALETA TEMAIXTGET
BESTAREREMGER, M EXERRKA. MEXKRA. §2
By BASEE. BE. £, FRES,,. R, F%. LSRHE.
IR e, WMAAHFER . susb, RENA ST RERHH .
LB A Eh . MRS REES. RIERGF RPN, AT
A0 B oG &
BRALA, RRAHNEZEROETEAZAZLRHFEOAL,
Bl W ARER, HBRPPMERKAEE TR .
MNETUEERAEN, SRFELALEHFZHATRENMK
EEmAAE, AuBRLHWYHEAT, FRORANETANREY
0.0lmg £% 1000mg B X [ L2 PR FAMEEGETHAL. &N
FETADHRARE ALY, B, LEBHLTARZL LR,
ARtesy (Bikdd )

R E AR mg/ A
Smg 25mg 100mg S00mg

1 E R 5 25 100 500
2 %K $L# DTG 125 105 30 150
3 Sta-Rx 1500 6 6 6 30
4 Mg eE 30 30 30 150
5 NG B4 1 1 1 1

%3t 167 167 167 831

Wk Y

1. BRAE 1. 2. 34|, ALhKES,
2. ES0CTFERAL.
3. EFHEAITESGHEXE.
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4. IaANF SH, BRAO=ZH54; EESVEMNLES.

B ) B
3 E R mg/K &
Smg 25mg 100mg SO00mg

1 EN A 5 25 100 500
2 K3 159 123 148
3 2 RS 25 35 40 70
4 - 10 15 10 25
5 B G BR 4% 1 2 2 S

b %71 200 200 300 600

2 FEAE

1. EEAHRAWARSSFE 1. 253 3L 30 o4F.

2. mMAF 4F S|, BRAE 3 54F.

3. MALEELHNERERA.

L4 1

2-vk vy -2- 2k 7w -4- A [1,2,4] = = 5 [1,5-a] bR -5- A

a)k h-2-R B (1-RA2-Xas -2 T A) -8 bt

3% 85.0g (0.32mol) 2-(K A8t ) T T BBt T8 3k 8% 3k 49 700ml &
4 &F & A 320ml IN S RAAKERLEE. A 100ml 4655 B K
HKER, ROMARGFER, 4FERE, ARBRATIE, ABA
THRBREEN. $HTFEALEHS 42.6g (0.34mol) 2-7k % F Bt —2
£ 600ml £45F. £ S50C FH# 24 0. BEFFRE, THR. &
R BRENRH2-RBA-RA2-XRBA-2TX)-BH, HRE
4K, m.p. 195C(%5#). MS m/e (%): 308 (M+H", 100).

b) 3- ¥ A B T A -5k wh-2- K -1H-[1,2,4] ==&

¥ 105g (0.34mol)k %h-2-HK B (1- R A -2- K BB K- T X)-BehH A
200C Fhm#k 20 5-4F. REWFEEHEI, BT 250m R, £F
BTHFLR. BHEAARRGRKE, TR, 57 657z (66%) 3-¥5
Bt A -Swkwh-2- K -1H-[1,2,4] =", A& &4k, m.p. 185-186C, MS
m/e (%): 290 (M+H", 100).

©) 2-7k " -2- K -7k o -4- 3K [1,2,4] = 4 FF[1,5-a] e oE -5- A R

24



00812501. 5 o P sE16/81m

@) 3k s & % 5.9g (0.12mol) & 4L44(55%)%) 100ml W9 &=k % & F &
b H2 6 PEEEMA 10.1g (0.035mol) 3-FKABLTF X -5-mkwh-2-4
-1H-[1,2,4] =" 5 4.56g (0.035mol) 3-(4-#£2Z 5 )-2-% 5 i £ 400ml w9
Sk RS Y. BEHE 150K, REEETR TMA S0ml F 5.
HEBEN, ik Gibshit, AR FI/F 55 95/5 %, /3] 1.3¢g
(13%) 2-7k b2~ -7-9bm2 -4-K -[1,2,4] =" 5 [L,5-a] bR -5- K B, A&
& 4k, m.p.294-296C.

K34 2

2-vk wh 2k 7wk 3- K [1,2,4] = = 3 [1,5-a] e -5- K B

BB Ekp) 16938 A F ik, A 3-F ek P XSk vh-2- 2 -1H-[1,2,4]
e fe 33T A )-2-F M B £ AR AL A4, MS m/e (%): 277 (M,
100).

L4 3

2k o -2- R 7wk 2K [1,2,4] = w4 HF[1,5-a] BT -5- AR

Bl L) 16958 B ik, A 3- R B F A5k wh-2-K-1H-[1,2,4]
Zedfo 3-(2-wkK)-2-%A M 4l &AL, MS m/e (%): 278
(M+H", 100).

L4 4

7-(3,5-%%- = . F X - K K )-2-7k why-2- X -[1,2,4] = = - [1,5-a] o= -5-
PSS

BB LS 16938 A F ik, A 3-Eas T A-5-kwh-2-5K-1H-[1,2,4]
Zetfo 3-[3,5- (= AT A)F A B I # & 4781844, MS m/e (%):
412 (M, 100).

L) 5

7-(3,5-= R-E X )2k by -2- K -[1,2,4] = 5 [1,5-a] e -5- A

a) (E)-5(2)-3-3,5-—f- XL )-AHH ) Ro

1 0.68g (0.024mol) .4t 44 69 20ml W S.=k w5 20ml — F X F 8u A&
BERF A 579 (0.017Tmo)RAFAFR)=K%, ATETHHIE1
I, A 3.00g (0.017mol) 3,5-— R K F 8 69 3ml w9 Kok hiE R,
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g 15 . REMA 2ml FE, RKXEN, A{WETHAR
gk, MLBTE/THR 2/8 b, 53 1.17g 35%) (E)-5
(Z)-3-3,5-—R-XRX) AWM, Hhaé&ihik, MS me (%): 197 (M,
100).

b) BeBE#kH 1 HBERAF &, AN I-ERBEFTEASKwh-2-%
-1H-[1,2,4] == Fo 3-(3,5- = f- K X)-A W% M # &4 4044, mp.:
257-260°C, MS m/e (%): 345 (M+H", 100).

3641 6

T-(4-R-F X )-2-k v -2- K -[1,2,4] =8 5 [1,5-a] b e -5- K B

3% 0.7g (0.015mol) & 1L.44(55%)m A F] 1.50g (0.005mol) 3-3K &8t
VR Sk wh2- K 1H-[1,2,4] =74 49 S0ml W EARBER P ERSYE
., £ 55K AMmA 0.85g (0.005mol) 3-(4-F.-FX)-5 3 A4y 30ml
WakER. BEBE 3054, REAER TA20m TE. %
RBEN, itk &gk, A F5/F 8 99/1 #bl, /3 0.57g
(35%) 7-(4-R-FK £ )-2-vk wh-2-2 -[1,2,4] = H [1,5-a] X -5- KX B, b X
& g4k, MS m/e (%): 311 (M+H", 100).

L b 7

2-wk Wl -2- 2 -7-(2-F R bR -4-3)-[1,2,4] =& S [1,5-a] e -5 A B

BB LS 1698 M F ik, N 3-F s T A-5-=kwh-2- K -1H-[1,2,4]
= fo(E)3-Q2-FA-wRA4-K)-AREHEIFANLEYS, mp.:
100-101°C, MS (EI) m/e (%): 291 (M, 100).

L 8

7-(2- T A v -4-35)-2-7k v -2- K -[1,2,4] = " 5 [1,5-a) o -5- K

a) (E)-3-(2- T A ot -4- 3 )- A 5 1

%1 1.79g (0.041mol) £/t 44 65 50ml w9 &7k 5 50ml — ¥ A ¥ Seik
iR F o 1392 0.041mo)RAFRFE)=%K5. ATETHH#F1
S B, MmN 5.54g (0.041mol) 2- T K -4-w o2 F B 4G 10ml W9 Sk s
B, BRI I15 I, REMmA 10ml FB, REXEHN, Aedsd
f v Ebshih, AR TREN, 53 1.63g (25%) (E)-3-(2-T%-
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whez-4-A)-AMAE, Héa e KEAR. MS m/e (%): 158 (M, 100).

b) BB E&H 1 HBEAF ik, AN I-EXBBTFAS)H-2-%
“1H-[1,2,4] = #k Fo (E)-3-(2- T A b -4-5 )- R 3 06 #l & FF L o4,
m.p. 184-186°C, MS m/e (%): 305 (M, 100).

L4 9

2-vk i -2- 2 -7-(2- A - -4- 3K )-[1,2,4] = 4 5 [1,5-a] Lo -5- B

a) 3-(2-% A b -4- X )-A M Bk

% 1.39g (0.03mol) 4444 40ml w9 &k wh 5 40ml — F X F 8Lk
%&b mA 10.13g (0.03mo)FALFTFR)= %5, AxBTHIF1
B, Am 4.48g (0.03mol) 2-7 K -4-wboE F 4G 15ml w9 S ok whiE
B, BEHRE ISP, REMA 10ml TE, REEN, Zeprid
fi4e G g, A_RTRHMK, 53 2.42g 3-Q-R A= -4-K)-
A, A& EMd. MSm/e(%): 173 (M+H', 100).

b) BB LS 1 HBAFE, N I-FBEBRFES®wh2-%
1H-[1,2,4] =2 Fo 3-(2-F A -wboR-4-1)- A 5 B 4] S5 L4, MS
m/e (%): 319 (M", 100).

E 4] 10

2-vk h-2- K -7-(2-JF A bR -4- 2 )-[1,2,4] = 22 5 [1,5-a] e -5
i3

a) 3-Q-F A A -wbE -4- 2 )-7 3 BE

# 6.55g (0.15mol)E.4t4h 49 220ml W Sk 5 220ml = F X F &t
e &g & d m 50.7g (0.15mo) RALRF L) =K%, ATETHIF1
QB B, Am 22.4g (0.15mol) 2-F F& K -4-0ko2 F B 49 S0ml W KK H
Bk, 288 150K, REMmA 10ml F5, ALEN, RAeHE
it ffb4s &b, AR TR, 53] 2.96g 3-2-7 A X -vboZ4-
E)-AWH, AXE#H. MSm/e(%): 172 (M, 100).

b) BB E#kH 1 HBAFE, N 3-EBEBRFTEAS%kH-2-£
-1H-[1,2,4] = Fo 3-Q2-F R A -2 -4-55)- A 3 B #] & 47 844, MS
m/e (%): 320 (M+H", 100).

27



00812501. 5 o P 5E19/81m

E&H 11

7-(4- B- K 2 )-2-7k wh-2- 2 -[1,2,4] = & H[1,5-a] ko2 -5-F

BB LA 1698 F ik, AN 3- KB T A -5-kwh-2-K-1H-[1,2,4]
Z v o 3-(4- - K AR )- 7 0 B ) & AR AL A4 , MS m/e (%): 295 (M+H,
100).

L &4 12

2-7k % -2- 2 -7-(1- - -4-5)-[1,2,4] = =2 HF[1,5-a] oL -5-

a) 3-(1- -7tk -4- 2 )- 7 3% Bf

3 10.4g (0.08mol) 3-(4-#t7 X )-2-F M M. 0.1g (0.0006mol) F £ =
Rk, 155ml L AAHE L 300ml —RTRGREOWETRTHIEG
S, RERAY E_G4E, 88— 8. A—KTR/AKE
RE, ANARAARESTIR, REBREEN. 22K &%k, A
ZRFR/F B 95/5 %Bbl, 3] 3.3g 28%) 3-(1-F-2-4-2)-A MW ik
(E:Z=1:1), MS m/e (%): 146 (M", 100).

b) 2-%k " -2-% -7-(1- -5 -4- 3 )-[1,2,4] = "4 5 [, 5-a] bR -5- R

BB AL 168 ik, A 3-Fas T A -5k #-2-K-1H-[1,2,4]
Zetfa 3-(1-R-Ab -4-35)- R W I 4 &4 LE4, MS m/e (%): 294
(M+H", 100).

FE &4 13

5- R A 27k vl -2- K -7k -4- K - [1,2,4] = 5 [),5-a] LR -6- F AE

BB EAH) 169 A F ik, A3-Earst P A5k h-2- K -1H-[1,2,4]
Zefe 4R REFTE-A_HFFESHFELESH, MS m/e (%): 303
(M+H", 100).

%4 14

2-(5-F A vk wh-2-5)-7-0 5 -4- 2 -[1,2,4] =" 3 [1,5-a] o -S- K

a) 5-F A -vkvh-2- R AR (1- R -2- KB K -3 TR )-Bepf

¥ 85.0g (0.32mol) 2-(FK kBt A )- T T B BE T BS 38R 3 49 700ml &
15 &iF & A 320ml IN S EAAKERLEE. A 100ml 485258 B &
ShkiER, RAMARGER., 2 FERE, AAMMA TR, ARE
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F AR EEN . 45 17.8g (0.078mol) T 1 L &3 5 9.15g (0.065mol) 5-
WA wkah2-F BB —RE 115ml 845 F. £ S0C FHHF 24 I8, &
BT AR, TR, 83 173g5-F R kwh2-BBA-REA2- XA
-B T R)-BBE, HE EHAK. mp. 219-220C.

b) 3-¥XABLFE-5-F X sk wh-2-K-1H-[1,2,4] ="

3% 8.0g (0.025mol) 5-F A -k wh-2-BRBM(I-RE2-EHBE-2 T
A)-BBEA 210C Tk 20 947, RERBR WA, ZE-T 250ml #
L8, EERTHREIE, BEARRO KK, 28 ikH &%,
A LBTES:TR 1:1 4 3:2 BB, #7% 6.76g (90%) 3-F At F X-5-
WA wkh-2-A-1H-[1,24] =, K& &F4K, MS (EI) m/e (%): 303
(M+H", 16).

¢) BRBEAM 1B RAFE, AI-XBBTES-FE w22
-1H-[1,2,4] = =k Fo 3-(4-4L5Z 3 )-2-7 3 A #) & 471044 , m.p. 270-272
CT(H#).

L34 15

N-[2-(5- ¥ % -vk il -2- £ )-7-9b 72 -4- X -[1,2,4] = & 5 [1,5-a] ®. %€ -5-
R]-TBekE

A RAE Sy Lk B R M@ iFE e, & SIO, &4
HBZ, A4 1% MeOH 8 —R TR %M. m.p. 257-259TC.

%3441 16

2-(4,5- = F X -vk wh-2- 2 )-7-%b 7% -4- 2 -[1,2,4] = & 5 [1,5-a] H R -5-
E'Y:: 3

) 4,5-— F Kok b -2- R ER (1- R -2-E A8 K - T3 )-8 bt

3 1.18g (0.004mol) 2-(F#BE)- L BB LB L AR I 49 15ml |
&% %A 6ml IN AENAKERLE, RODA KT RFKR,
HSHEBR, ARABETR, ERETABRLIEN. BARALER
5 0.68g(0.004mol) 4,5-— F % -k wh-2-F BLB —R A 10ml ]R&F+ . £
B AEE THRIE 24 . RELEHN, 28K E#LL, A-KYT
¥/ F 8§ 19/1 2L, 13 3] 1.14g (76%) 4,5-— F & sk wh-2- B B (1- & K -2-
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XA T LR)BMB, HaEdHEK. mp 197-199C, MS m/s (%):
336 (M+H", 100).

b) 3- K B8 F A -5-(4,5- = F & -k wh-2-3)-1H-[1,2,4] ==

3 0.92g (0.003mol) 4,5- = F & -k h-2-R B (1-RAE-2- KRB A -2
ZA)-BEB A 200C Fiuik 20 547, REWERpSW, 2ilAKRE
ik, B LBTE/TR T3 M, 52 0.76g (83%) 3-FHBT X
5-(4,5-=F K& vk vb-2-%)-1H-[1,2,4] ==, H § EXLZHBH K, MSm/e
(%): 318 (M+H", 100).

¢) BBEAH 1 9EAFE, A 3-FHBTAS545-=FE%
wh-2-K )-1H-[1,2,4] =& Fo 3-(4-tL52 5 )-2-F W I 41 & 2-(4,5-— F X%
ah-2-2)-7-4b 5 -4-K -[1,2,4] = & F [1,5-a] R -5- K &, m.p. 275-277TC,
MS m/e (%): 306 (M+H", 100).

L4 17

23 ok wh-2- A 70 e -4- 3 [1,2,4]) = S [1,5-a] e -5- R B

a) Riekwh-2-RBR(1-RE-2- KA TE)-BLB

¥ 3.4g (0.0125mol) 2-(K# B4 )-Z BB TE L 2.2g (0.015mol)
¥ ek vh-2-F BB —A&R A Soml &5 F. £ SOCTFHHE 24 o, B
B FRRE, FR. 53 2.67g Xk h2-REBOA-RA2-ERBA-
T A)-BB, AHAEGERK. mp. 205220TC.

b) 3-X A& T A - K ekvh-2-K-1H-[1,2,4]| ="

¥ 2.60g (0.00727mol) ¥ i ok wh-2- R M (1-AA2-EHRBEA-L T
£)-BLBHE 210C FAndk 20 4F. REHHBRHEH, FT 250ml &
B, ETRTHATR, BEARRYGHK, 2it Si0, EEHL
i, BB TE:TE 1:1 AL, 53] 2.05g (83%) 3-F A8t F A -F I
ok w2 -1H-[1,2,4] =, 3 & & f4 4K, MS (EI) m/e (%): 339 (M, 24).

¢) 2-% I ok -2k -7k o 4- 2 - [1,2,4] Z R HF[1,5-a] bR -5- A B

BRELAES 1 HBAFE, A 3-EXRABRTE-XFrwm-2-£
J1H-[1,2,4] =" Fo 3-(4-wL7 5 )-2- R W5 i 4 & A7 LS %, m.p. 270C
(4 #%).
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4] 18

T-otb o -4- K 2wk w2 K [1,2,4] == 5 [1,5-a] bR -5 B

a) B 2- R N-Q-F5BE-1-TRE-TH)-Bb

3 13.2g (0.05mol) 2-(KAEBLR)- TR LESH &% 3 49 110ml &
45 &F & A S0ml IN KB AAKERLEHE, A 20ml 465 8% B 8.4
KEk, REHRARGER, 2FFBE, AARMTR, ABAET
AHBREEHN. BATBFLESSL 7.82g (0.05mol) 2-X% F LM —RE
75ml 845 F. ESOCTFHIH 24 I 0. BREHFRE, TR, FHE
TR EY2-REBR N-Q-FoBA-1-ZR/E-TX)-Beh, ha & d
#&. MS m/s (%): 324 (M+H", 100).

b) 3-F 58t ¥ A -5 wr-2- K -1H-[1,2,4] =

¥ 1.00g (0.003mol) Eu-2-BK B N -Q-FBEBE-1-BERE-TX)
BRBEAE 200C Fimik 20 947, Rk b, ET Sml k&,
EETBRTHRF—DN. B ARG LK, T, 52 0.87g (93%) 3-
EBB YA S &Gy 24 1H-[1,2,4] =", HHEHK, mp. 191-193
'C, MS m/e (%): 305 (M", 100).

¢) BREHKRS 1 HBAFTE, N I-XBHBRTRASEY 24
-1H-[1,2,4] = fo 3-0boR 4- X -A N4 & 7-0o4- K 2w 2 K
-[1,2,4] = = F[1,5-a]Z -5-F B, MS m/e (%): 293 (M", 100).

x4 19

2-(5-F A -E-2-2)-7- % -4- 2 -[1,2,4] = & FF [1,5-a] Lo -5- K B

a) 5-F XK 2- B B(1-RA-2- XA - T 5K)-Bt bt

# 1.75g¢ (0.0077mol) 2-(X BB X)L BERTE LS 1.2¢
(0.0077mol) 5-F 2 X% 2-F Bt —A £ 14ml 845 F . £ SOC FH #
24 S BF. R TR, TR, 5% 237 5-FRA-ER 2B BA-R
A2 X AT LK)-BB, ARG EHK. mp. 222C(5#).

b) 3-F B8t F A -5-F KK 2-K-1H-[1,2,4] ="

# 2.33g (0.0069mol) 5-F K -E9-2-BB(1-REA2-XR®A-Z T
H)-BEBHE 210C Fhm# 20 547, RERBE/RBAF, BT 250ml &

31



00812501. 5 oo P 5E23/81m

Lh, AEBRTHIFIR, BREAREGR/K, 234 &E4140,
LB LES: TR 2:1 2B, 153 2.058 (92%) 3- K AABLF A5 -F R %
w-2-%-1H-[1,2,4] =", %K &K, MS (EI) m/e (%): 319 (M, 24).

¢) 2-(5-F A -Ewr-2-2)-7-4k2 4- 3 -[1,2,4] == 5 [1,5-a] ko2 -5-
i 3

BRE&S 1 QBERAFE, KN 3-EFBHFTEAS TR Ky 24
-1H-[1,2,4] = v Fu 3-(4-4b 72 £ )-2- % 3 B 4 &4 84649, m.p. 254-256
T4 #).

34 20

N-[2-(5- F & -E wpr-2- 1K )-7-%6 52 -4- 3 -[1,2,4] = 4 3 [1,5-a] Bk %% -5-
AE]-TBuRE

BHESWREHLRBR B FHRFEY, HhFEBRK, mp.
226-228C.

FE &4 21

2-wh o 2- 7w 4- 5 -[1,2,4] = S [1,5-a] b -5- K BR

a) MUT-2-BRAR(1-R A -2-E B A -T T XK)-Bu bt

3 9.24g (0.035mol) 2-(K & Bt A )- T I B8 L85 3 8 3 49 100m] &
15 &F %A 35ml IN K EAMHKERLE, A 14ml 1oF2 2K B K44
KER, REWARGER. 2FFERE, AABRATHR, EBAET
AR EEMN. B FA EHE 5.12g (0.037mol) 2-7t7 F BL b —AS /2
60ml £A4F5F. £S50C FHE 24 0. BB FIFRR, TR, FIZ
TR G- 2-RB(1-RA-2-FmBA-T THK)-BubE, A éa Edik,
MS m/s (%): 319 (M+H", 100).

b) 3-F A 8L T A 50k -2- K -1H-[1,2,4] ==&

3 7.70g (0.025mol)st T -2-H B (1-R A 2- XA BA-T L4 )-Bu bt
£ 200C FAudk 20 54, RER B A, X T 30m A8, £
TRTHEARDE. BEAAREGHK, TR, 535 6.22g (84%) 3-
KRBT A-5-0bm2-2- A -1H-[1,2,4] =, MS m/e (%): 300 (M", 100).

¢) 2-vh T -2- 3 7w e -4- K [1,2,4] = & H[1,5-a] e -5- A e
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BB LA 1B M F B, N 3-Kas F A5k -2- X -1H-[1,2,4]
=vitFo 3ok 4o R B & 2wk 2R 7wk 4R [1,2,4] = S
[1,5-a]"-5-24 B, MS m/e (%): 289 (M+H", 100).

F 5] 22

2-F A 7-wbew 4- K [1,2,4] == 5 [1,5-a] bR -5- 2 B

a) ERRA-BA-2- 5% A -T T E)-Bu bt

3 40.0g (0.15mol) 2-(FK#iBt A )- T T AREE T 85 3 B 3 49 350ml £
45 &% %A 150ml IN & G KERLE, A 60ml 4858 R 244
Kk, REWRARGER, 2HFFRE, AABRATR, ABAT
RREEN. ¥TFALERLS 22.4g (0.16mol) R BLi —A& £ 150ml
A7 A S0C FH 24 Iod . RBREEN, A4S &F £ 150ml
LEY, EERTHRIFESIE. L&, F3) 44.7g 93%)FEHRBA-K
A2-XHBE-TTE)BB, HEaEHKK, mp. 209-112C, MS m/s
(%): 318 (M+H", 100).

b) 3-E#AB F A -5-FE-1H-[1,2,4] ==

3 93.1g (0.29mol)¥ & B (1-RA2- X8 E - T X )-BBH £ 200
T Ak 30 04F. REWKE&PAH, BT S00ml #8, AR
FHEF 15 0. BRBATTRG K, TR, 73] 65.6g (75%) 3-K&
B R -5- KK -1H-[1,2,4] =", m.p. 141-144C, MS m/e (%): 299 (M",
100).

¢) 2-3K A -7-wb o 4- 2 [1,2,4] = =& FF[1,5-a] o -5- 2

%1 3k B & 69 78.8g (0.70mol)# T BE 47 49 400ml w9 &7k &F & F
Fi% 5 N ERMA 70.1g (0.23mol) 3-F#BL T A -5- KX -1H-[1,2,4]
Ze 5 30.5g (0.23mol) 3-(4-#L72 £ )-2-% 3 A £ 800ml w9 £k % ¥ 49
BRAY. REHE 18 1K, REWREGHENETE. RRXEN,
Btk G5, AR TR/VEE 95/5 BB, 153 19.8g 29%) 2-
R 702 -4-2 (1,2, 4) == H[1,5-a)0 e -5- A B, HHERKK, mp.
207-210C, MS m/e (%): 287 (M, 100).

%34 23
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2-F A 7-wbe 2- K -[1,2,4] =" HF[1,5-a] R -5- A

BRERS 226BRAFE, NI-FXHABRTES-XE-1H-[1,24]=
s o 3ovth e 2K - R M I B & AR A40 A4 , m.p. 278-280C, MS m/e (%):
288 (M+H", 100).

%364 24

2-F A 7-whm -3-A -[1,2,4] = = HF[1,5-a] o -5- K

BB LS 264BRAFE, NI-EXHBTE-S-FXE-1H-[1,24]=
wdt o 3ot o -3- 5 - ) M I ) & AR AR 444 , m.p. 201-203C, MS m/e (%):
288 (M+H", 100).

x4 25

2,7-= X % -[1,2,4] = 5 [1,5-a] o2 -5-F &

BBE&EA 2B Tk, A3-FZRBTES-XE-1H-[1,24]=
o Fo i) M B 4] 47144, m.p. 214-216TC.

53641 26

5-8A-2,7-= K & [1,2,4] =" 5 [1,5-a] 5T -8- F FF

3 0.18g (0.001mol) 5-% % -1H-1,2,4-=*£-3-T A 45 Tml W &7k %
R A-70C T A 1.56ml (0.0025mol) T X242 (1.6M THRER)LE., —
DN, A 0.21g (0.001mol) 3-if-3-X X 2-RM A, S&EHF—I
B, ¥RAOYMEBEETERLE, MAK, A—C8BER, Z2itdKE
EhL, AR TR/ EE 99/1 %, A— BT &, /7 3.6mg 5-
£ R 27-— KK [1,2,4] = [1,5-a]0R-8-F A, H & &K, MS m/e
(%): 312 (M+H", 100).

%34 27

T-3-4 A -Q-F A -7 -4-K [1,2,4] = = FF[1,5-a] o -5- 55 ) - B

AERT, ¥ 0.20g (0.0007mol) 2-3¥ X -7-wt5Z -4-5 -[1,2,4] ==& 5
[1,5-a]Ho2-5- A B bd 17.5m1 = F A B HERA 0.69g (0.01mol) & AL
£7(85%)5E 3 20 5-4F. #KJE MmO 0.10g (0.0007mol) 4-38-1-T H, 4%
BH 40 I, MASRERAARKER, BREWALRLEFER,
REERN, Btk 65k, AR F5/YE 97/3 28, 5% 0.04g

34



00812501. 5 o P 5E26/81M

(17%) T -3-3 3 -2-F X -7-0b5T -4- 3 -[1,2,4] = & F[1,5-a] H52 -5- K )-
B, K&K, MSm/e(%): 341 (M, 21), 300 (100), 287 (65).

% 364 28

TR -QQ-F A 7w -4-3 -[1,2,4] =" H[1,5-a] ko2 -5- 2 )- B

ETET, ¥ 0.29g (0.001mol) 2-3F i -7-wb"R-4-5 -[1,2,4] ="
[1,5-a]#bo -5- 2 B4y S0ml — F X F BB % A 0.05g (0.001mol) &4k
ER(55%) K 15 9-4F. REMmA 0.22g (0.001mol)sf-F X5t dg 785,
BERE 22 . ARPRBRRAAKER, REWA—_RTRE
R, REEN, ik &gk, A_RFR/FE 96/4 2eBL, F
2] 0.37g (17%) T A -2-K £ 797 -4- K -[1,2,4] = = 5 [1,5-a] %R -5-
A)-B, HkERK, MSme(%): 316 M+H', 100).

%364 29

Q-F R -7 -4- % -[1,2,4] = H[1,5-a] R -5-2)- B X F 8 T 8%

B LS 27 B F ik, A 2-FKA T4 [1,2,4] =5
[1,5-a]7t o -5- & B e T BR T 85 4 B A7 4%, MS m/e (%): 360
(M+H", 100).

E 34 30

N-(2-FK & -7-0b52 -4- 3 -[1,2,4] =" H[L,5-a] . 72 -5-K )-4- = L F K-
VB

3 0.29g (0.001mol) 2-F X -7-#tb5Z -4-3 -[1,2,4] = " HF[1,5-a] 7 -5-
ABLE5 1.13ml (0.014mol)#t®2 £ 30ml —RKF P4 RESME 0.63g
(0.003mol)s-Z AT A XFTHRRALAZTR FTHHE 18 M. REMAF I
0.63g (0.003mol)st-= A FAXFTER, L AWARE THIF 48
. AARMLARKRERERE, ABREIANERN, REeHNTETF
F 5, 57 0.28g (60%) N-(2-F K -7-w72 -4-3 -[1,2,4] = "¢ 5F[1,5-a]
WRS-R)4-ZRFR-XFEE, HEEHLK, MS mle (%): 460
(M+H", 100).

534 31

2-2-F B A -E A )N-Q- KK -7k 4- 5 [1,2,4] = = F[1,5-a] "%
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S5-K)- LB

3 0.29g (0.001mol) 2-3F J -7-wk3T -4- 5 -[1,2,4] = & H-[1,5-a] " -5-
A5 1.13ml (0.014mol)tZ £ 30ml —R PR F & RLHE 0.55¢
0.003mol) 3-FEA X LHMRETE TR 18 I . AAEMKE
BREBRG, RBREZANER, RfWEEAE E#ELL, AT
¥/ B 98/2 #RBL, MFBEP & &, 53] 0.25g (56%) 2-Q-F &A-X
F)-N-2-F K795 -4- K -[1,2,4] = 5 [1,5-a] R -5-1)- T B AE, A K
& dh4k, MS m/e (%): 436 (M+H", 100).

& 64 32

2-(2- F-F K )-N-(2- K % -7- %92-4-5; [1,2,4] = =& 3 [1,5-a] % 5% -5-
X)L

BREEA 31 QAR FE, AN 2-FE-7-8b524-E[1,2,4] == 5
[1,5-a] oo -5- 2 Ao 2-R K TBL R F S 47144, MS m/e (%): 440
(M+H", 100).

%364 33

2-(2,4- = F,- F 2L )-N-(2-F 3 -7-vh o2 -4- 5 -[1,2,4] == 3 [1,5-a] b o2
5-3%)- LB

BB ER 31 9B AF ik, AN 2-FKRA 74K [1,24] =5
[1,5-a]#tbe2 -5- K A 2,4- — R K LB R H &4 L4%, MS m/e (%):
474 (M+H", 100).

%364 34

2-(3- F- K F)-N-(2- K & -7-vb 2 4- 2 -[1,2,4] = = 5F [1,5-a] .5 -5-
A)-TwE

BB LS 31 B AFiE, A 2-FKR 744 [1,2,4] =5
[1,5-a] o2 -5- K Ao 3-R K LB R F A7 M2, MS m/e (%): 440
(M+H", 100).

%4 35

2-(3- Bu-F K )-N-(2- F 3 -7-wh 52 -4- & -[1,2,4] = =& 5 [1,5-a] *H. %€ -5-
X)-Tsem
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BB LS 31 698 A F ik, M 2-RE-T-wb4-K-[1,2,4] =5
[1,5-a]to2-5- K B e 3- R K LRLR A S AL W, MS m/e (%): 424
(M+H", 100).

%34 36

N-(2-F 5 -7-0bo2 4- 3 -[1,2,4] = =& 5 [1,5-a] o2 -5- K )-2-2- = A F
E-EXX)- LB

BB LA 31 B AFE, K 2-KE 754K [1,24] =5
[1,5-a] R -5-E A 2-(Z RF X)X LR A SRS, MS m/e
(%): 474 (M+H", 100).

%34 37

N-(2-F £ -7-9b52 -4- 3 -[1,2,4] = & F [1,5-a] X -5-%)-2-(3-= A TF
E-XE)- LBk

BB L& 31 488 F ik, A 2-KA Tk 4-%[1,2,4] == 5
[L5-a]oto-5- A B A 3-(Z AT A)X LB R A &A47H 1044, MS m/e
(%): 474 (M+H", 100).

% %4 38

N-2- K & -7-vb52 -4- % -[1,2,4] = " F [1,5-a] 5T -5-25)-2-4-= A T
E-XE) LB

BR L& 31 QB FiE, A 2-EE 7-wbre4-K[1,2,4] = F
[1,5-a]teT -5- A A 4-(Z R F X)X LB R F &AM 4%, MS m/e
(%): 474 (M+H", 100).

%74 39

3-F A N-(2-E A -7-0b5 -4- £ [1,2,4] = = H[1,5-a] ko2 -5- 5 )- 7 Bt
&

B LA 31 B F ik, K 2-FKA-T- R4 [1,2,4] =45
[1,5-a] %t -5- A B e X A BE R B SRS, MS m/e (%): 420
(M+H", 100).

FH 40

Q-E £ 702 4- K [1,2,4] ok HF[15-a] R -5-K)-REFRMER
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B

BB LA 31 B Fik, MK 2-FKA-7-0b-4-K[1,2,4] =5
[1,5-a]boe -5- 2 B e T AR K A B 4 &AM 1044, MS m/e (%): 408
(M+H", 100).

&4 41

2-F A N-Q- K& 79" -4-3 [1,2,4] = » 5 [1,5-a] 2 -5- 2 )- T Bk
J&:

BR L& 31 B A F %, A 2-FERE 7wk 4-K[1,2,4] == HF
[L,5-a]#sE 5- K B Ao K LBL R H S 47 E S, MS m/e (%): 406
(M+H", 100).

E 7B 42

N-(2-F 2 -7-wbo¥ 4- 3 [1,2,4] = 5 [1,5-a] o2 -5-2)- K F BBk

BB EAS 31 B A F ik, A 2-FEA 70w 4-A [1,2,4] =5
[1,5-a]7t R -5- 2 B Fo X F BL R £ 471044, MS m/e (%): 391 (M7,
100). :

%34 43

N-Q2-F & -7-w52 4- % -[1,2,4] ==& 5 [1,5-a] o2 -5-1)- L BL

BREAS) 31 9B F ik, M 2-EKRA-7wbr4-K[1,2,4] =5
[1,5-a]toe -5-R B e LB R 4 &-47 81044, MS m/e (%): 330 (M+H',
100).

k%4 44

N-(2-F A -7-952 -4- 3 -[1,2,4] =& H [1,5-a] b5 -5- 3 )-2-4R-F K K-
- 3

BB LA 31 9B A F ik, A 2-ERA 744 [1,2,4] =5
[1,5-a] b= -5-E B 4R -F F X LB R H| SAFHAS 4, MS m/e (%):
420 (M+H", 100).

% &4 45

2-(2-# - R £ )-N-(2-F J -7-%b 52 -4- 2 -[1,2,4] = =& 5 [1,5-a] B9 -5-
A)-TsE
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B LA 31 9B A F ik, A 2-FKE Tk -4-K[1,2,4] =
[1,5-a] T -5- & B fr 4R -3 X T B R F 47 LAH, MS m/le (%):
484,486 (M+H", 100).

x4 46

2-(2-B - F)-N-(2- ¥ A -7-wt 52 -4- & -[1,2,4] = & 5 [1,5-a] .52 -5-
R)-TBuRE

BB Lk 31 9B AFiE, MK 2-KEX 794K [1,2,4] =5
[1,5-a]#koZ -5- 2 B Ao AR -2 F T BL R 4 & 47844, MS m/e (%): 532
(M+H", 100).

L4 47

[3-Q2-F A -7-vbm 4- 2 [1,2,4] = 5 [I,5-a] R -5- K RA FBL)-
AR]-REAFTHRRTE

3 0.82g (0.004mol) Boc-4-8 X T8 5 0.66g (0.004mol) 1,1-3 X -—
kel 4 70ml WA K BMERETRTHF—IHE, REAEEFTMA
2] 0.29g (0.001mol) 2-% 3 -7-672 4-% [1,2,4] ==& FF [1,5-a] b -5- K
5 0.10g (0.002mol) 5 AL (55%)% S0ml —F A FEm &t R . £
80°C FH. 4 20 ) 8F &, Au A 3 9 0.10g (0.002mol) .4t 44 (55%)F= 0.82g
(0.004mol) Boc-4-R A& TB, k44 80C FHH 20 85, HLEM,
HAEEWETRPRERAAKER. A—RTRER, 28K E#
shit, AR T/ FTEEH, /32 0.02g (5%) [3-2-F X -7 -4-%
-[1,2,4] = HF [1,5-a] ok -5- A B A FEEE)-AE]-RE T HRKRTE, MS
m/e (%): 473 (M+H', 100).

5341 48

2-Q-F &5 -FX)-TE]-2-F X -7-R-4- 5 -[1,2,4] =& 5 [1,5-a]
L -5- 4 )- BB |

%1 10ml 1M A0 1042 69 9 Sk diE R ¥ N 2.17g (0.02mol) = F
ARAR . AEBRTHIF—INE, Kiz & F R FME 0.11g (0.25mol)
2-(2- F fL A - R A )-N-(2- F A -7-4b % -4- 3 -[1,2,4] = & H [1,5-a] 52 -5-
X)-CBBERERERY, FRAOME SOC Tk 18 . REL KM
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A Sml ¥8, RBRELEHN, RARWETLRLE. HFERAAR
K ER KA, AARATR, RE. NTHETELE, /£3)
0.10g (94%) [2-2-F X -F £)- T K]-Q-F K -7 -4-5-[1,2,4] ==
H[1,5-a]bee-5- )-8, HRELK, MSm/e(%): 422 (M+H", 100).

x4 49

- KA 7R -4- % -[1,2,4) = H[L,5-a]h"2-5-K)-[2-B3-Z RF X
FEA) TR

B LA 48 69 B A F ik, M N-Q-F L7945 [1,2,4] ==
H[1,5-a]H2-5-%)2-3-Z A F EA-XX)- L8B4l &4 Mo%, MS
m/e (%): 460 (M+H", 100).

5% 364 50

2-Q2-F-F£)-T A Q- F A 70652 4- % -[1,2,4] = H [I,5-a] R
5- )M

BB AL 48 B A F ik, A 2-Q-F-FE)-N-Q-FE-7-4k524-
A [1,2,4] ==& FF[1,5-a] R -5- 2 )- T Bt 4| &4 A 1044 , MS m/e (%):
426 (M+H', 100).

%34 51

[2-(2,4- = f-F HK)-TE-2-F K -7-9b52 -4- K -[1,2,4] =& H [1,5-a]
e -5 )

BB LA 48 A F ik, A 2-Q4-=F-EL)N-Q-F A7
R -4- 5 -[1,2,4] = = [1,5-a] o -5-K)- TR F AR LA W, MS
m/e (%): 460 (M+H", 100).

4] 52

2-G-f-EA)- T A -Q- KA 74K [1,2,4] ==& H[1,5-a] X
5-3K)-B |

BB EES 8 HBAFE, K2-G-R-FA)N-Q-FA-7-%-4-
A -[1,2,4] == 5 [1,5-a] = -5- R )- LB AR F] & 47144, MS m/e (%):
426 (M+H", 100).

%364 53
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(2-F A 7R -4- K - [1,2,4] = - [1,5-a]HR-5- 5 )-(4-Z RF A-F
A)-I&

B L) A8 BB A F ik, M N-Q-FKA-7-wb52-4-2£ [1,24] =
H5-alR-5-4)4-= [T E-X T BRG] S4FHNLSH, MS m/e
(%): 446 (M+H", 100).

%34 54 |

2-G-F-FK£)- T E-Q-FK X 74k -4- 5 -[1,2,4] = F[1,5-a]#X
5-2)-Be

BB LA 48 9B A F ik, A 2-G-R-FE)-N-Q-F A -7-4524-
A -[1,2,4] ==& HF[1,5-a]9b5E -5- 2 )- T BLA ] & 47 ML A4 , MS m/e (%):
410 (M+H", 100).

%34 55

(2-F 2 7-whme 4-5 [1,2,4] = # FF[1,5-a] 5T -5-)-2-Q-Z RF £
-FR)- TR

BB LA 48 9B A F ik, A N-Q-FXA-7-H0%R-4-%-[1,2,4] =
H[1,5-a]b5e-5-4)2-2-Z R F A - X L)- OB BH S ed, MS
m/e (%): 460 (M+H", 100).

% &4 56

(2-F A 79w -4- K -[1,2,4] = o 5 [1,5-a] 0 -5- A )-2-4-Z RTF A
REK)-THE)®E

B Eb 48 69 B A F ik, M N-Q-FE-7-0-4-2-[1,2,4]| ="
FH[1,5-a]H -5-K)-2-(4-Z A F E-XX)- T8 F &AL H, MS
m/e (%): 460 (M+H", 100).

£ P) 57

G-F A A K)-(2-F A 795 -4- 5K -[1,2,4] =" 5 [1,5-a] 5 -5- 28 )-
J&:

BB LA 48 8B A F ik, A 3-F A -N-2-F A -7-7b52 -4- 2 -[1,2,4]
= o [1,5-a] 2 -5- 2 )- A BRI 4] &A= LA, MS m/e (%): 406
(M+H", 100).
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%64 58

ZFE-Q-FA TR 4K [1,2,4] = HF[1,5-a] 0 -5- K )- B

EFEET, 3% 0.20g (0.0007mol) 2-F 3 -7-9t7 -4-3 -[1,2,4] = 3
[1,5-a]toe-5- A B 69 17.5m1 = F X HER A 0.69g (0.01mol) & £ 1L
$7(85%) X . 20 44F. KRB A 0.26g (0.0015mol)F X8, s
70 B, AT KB BMAKER, REWARGTER., ZALEHN,
BB Ekshih, AR TR/TE 982 o, A&y & &,
73] 0.12g (44%)—=F K -(2-F K -7-9b52 4-% -[1,2,4] ==& H[1,5-a] "=
S5-38)-BE, A EBE /KK, MS m/e (%): 468 (M+H', 100).

5 341 59

= LA-Q-F AT 4K -[1,2,4] =7 HF[1,5-a] b wR -5 )- Bk

EERT, 4% 0.29g (0.001mol) 2-3 % -7-wb5Z-4-5 [1,2,4] ==&
[1,5-a]toe-5- A 49 SOml —F & F BLAER A 0.05g (0.001mol)E.4L
A(55%)Z 15 94F. REmA 0.22g (0.001mol)sd-F K ak ik T8¢,
BEHH 22 0. BNAF-FEFREGPAETL =K. FLin
NJE, B8 A SOC FHH 20 6. mALFEBEAAKER, BE
WA —RFRER, REEN, gdadiké&#gshit, A_RFE/F
5% 96/4 LB, 152 0.05g (15%) = T A -(2-F £ 792 4- 4 [1,2,4] ==
F[L,5-a]wboe-5-35)-:, A% &, MS m/e (%): 343 (M", 59), 314 (100),
300 (73), 104 (51).

E 4] 60

2-[1-(2-F & -7-9b %€ -4- % -[1,2,4] = »& - [1,5-a] H 22 -5- £ )-4,5- = &,
SIH-sk 2K - K BR

BB LS 27 QB F ik, A 2-FE-T7-wbg4-K [1,2,4] =5
[1,5-a] R -5- K B fr N-(2-3 THK)-4F K = F 8L AR 4] A7 ML 2%,
MS m/e (%): 461 (M+H", 100).

%741 61

2-[1-(2- K K -7-9b o -4- 35 -[1,2,4] = 4 5 [1,5-a] 72 -5-2)-1,4,5,6- 29
S-Eo2-K)-XF B
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BREKYS) 27 B A F ik, M 2-FA-T 44 1,2,4] =5
[1,5-a]7beE -5- A e N-(3-i8 M I )-4R X = F Bt 2 # &AM 4-4
MS m/e (%): 475 (M+H", 100).

%74 62

2-[1-(2- K & -7-vb52 -4- % -[1,2,4] = »& 5 [1,5-a] "2 -5- 3 )-4,5,6,7-v9
S-1H-[13] =R L F2-X]- X%

BB EH) 27 0GB Ak, M 2-EKR T4 [1,2,4] =5
[L,5-a]ot o -5- K e e N-(4-38 T 25)-4F X = 7 8 B B4 45 AL -9
MS m/e (%): 489 (M+H", 100).

k&4 63

2-F A -7-sF-F XA 3H-[1,2,4] =" 5 [1,5-a] o -5- B

a) 4-3f b -2,6-— K B — L’

¥ 4.02g (20mmol)é & KRB —K4 L5 34.4g (80mmol) PBrs 4§
60ml CCly 35 & An # £ 8 RK 12 08, RE DS H A 20ml EtOH & 2,
E80CTF 305456, WROMANEEER, ERETABREELR
PS5, WHRAERLWA 200ml K/KBRASWIEE, BH 1 IH. &
ha e, AKeE, ESAEY TR, 52 5.61g (92.9%) 4-i&-
W -2,6-—H B = LB, MS m/e (%): 302 (M+H", 4), 229 (M'-(CO,Et),
100).

b) 4-3% -9t -2,6-— 3 B — Bkt

¥ 4.76g (15.7mmol) 4-3 A7 -2,6- — K B — L ES 4 87ml LEFIE R
A 18.3ml 24%MBHE KB R E, M E 80C. BHALRAFHEARGE
ERF®R, KEGERR, TH, 53 3.51g 814%)HFHLaH,
MS m/e (%): 276 (M'+2, 100).

c) 4-if R -2,6-— B |

ETRET, ¥ 1g 3.65mmol) 4-if-wk3T-2,6- — & B — B BH49 32ml
KEFHEA 1.6m HCl 37%)4E., KA FRAHAHNEO0C, L&A
A 554mg NaNO, & 2.4ml KE#, RFBRERKT 2C. TARE L m
AeF NaHCOs %% £ pH~8, B A &K, AKEE. $ARLEY
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#F CHCl3, A MgSO, F1&. &AL 20C FR%, 52 920mg (85%)
f & B4k,

3% 450mg (1.5Smmol)& E AR LM EBEFETFTE/RTE S/1 $. QA
R2IKRE, EAETREEMN, A Sml FEF03Im ZA28, 5
A2, REEMN, Bt — Rtk &#skk, A_RKYT
/FEE 91 BB, REEMNE, QAFHHN_CREFER TN IN
NaOH, % i #5814 . A MNABA NaSO, T3, EARETHREE
#, #73) 192mg (67%)F1E =4, MS m/e (%): 188 (M", 100).

d) 7-if -2- K £ [1,2,4] = # 5 [1,5-a] b -5- 2 Bk

A£-5CTF, & 96mg (0.51mmol) 4-3% -#"¢-2,6- =R 4 2.4ml MeOH
RPN 121mg (0.56mmol) O-3) = F X (mesitylene ) #R &5 52 Bk

(M o-3 = F ¥ siBt A 8 8458 T8 F HCIO, (70%) %] 4 )49 0.6ml
MeOH %%, 15 4-4F/E mA 71mg (0.56mmol)¥ F &, H 3k 30 5-4F.
A 4.8ml INKOH, RE R LBRTEER, A MEMA Na,SO, Fi&,
REEL ML, BeY BT — R &ML, ALBRLEST
P (2:3) B, 4% 2| 58mg (39%) 7-if-2-F K -[1,2,4] == 5 [1,5-a]wksT
-5-A B, MS m/e (%): 290 (M'+2, 44).

e) 2-F K 7-3f -9 F A -3H-[1,2,4] == 5 [1,5-a] 2 -5- X ik

3% 30mg (0.1mmol) 7-3&-2-F % -[1,2,4] == 5 [1,5-a]be -5- 2 B
15.5mg (0.11mmol)%f-F £ ME 5 0.1ml 2M Na,CO; KEHE A 0.5ml
12-—FR/A TR T GRA%A 6mg (0.0lmmol)w (= F % )éE0)4 2,
M E 9CIA 15 18, mAK, BAHA 2M NaOH A H pH=12,
ALBRTUEBER., HFMARA NaSO, 1R, ARETRSE, 52 22mg
(71%) 2-F A& -7-3F-F XA 3H-[1,2,4] ==& 5 [1,5-a] 4= -5- L B, MS
m/e (%): 300 (M", 100).

% %5 64

7-38 2-wk vl -2- K -[1,2,4] =& ¥ [1,5-a] o2 -5- K B

BREHR 63 HBRAF ik, MN4-B-UR-26-—F. O-¥=FXK
B 12 B Aotk B ) £ A7 AL A4 , MS m/e (%): 281 (M'+2, 100). A
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B A8 HPLC #4764, A /KA B B

% 34 65

738 2-(5-F & vk wf-2-5)-[1,2,4] = ok FH[1,5-a] ko -5- 2 B

BB LS 630 BEM Ak, M 4-BRR26-—8. O-H=FXK
BB A A 5-F A -4 EAFHLAH, MS m/e (%): 295 (M'+2,
100). A B A8 HPLC #474h4b, B TRE/KA B BB,

%341 66

[5-(5-R K -7-32 -[1,2,4] = »& Hf [1,5-a] o2 -2- 2 )-ok wh-2- X |- F &%

BREKP 6369 BAFE, M4EBAE26-—8. O-¥=FX
BB E S B A 5-52 T AR R & A7 A4, MS m/e (%): 311 (M'+2,
100). /A B 48 HPLC #4764k, A THE/KA B B,

k44 67

738 2-(5-38 -vk wh-2- K )-[1,2,4] = ¥ [1,5-a] R -5-H Ak

BREAES 63 HBEMAFE, M4-Babs226-—MK. O-¥=FX
BEBA LB 558 - RBHEIFHELS Y, MS m/e (%): 359 (M'+1,
100). A B8 HPLC #t474h4k, A THE/KBEE TR,

% #%4) 68

7-1 -2-(4-38 -wk wh-2- 2 )-[1,2,4] = =& HF[1,5-a] e -5- 2 B

BR LA 638BRAF X, M4ARHE26-—H. O-=FX
BB A LB 45 - RBHEIFANLESY, MS m/e (%): 359 M+,
100). A K48 HPLC #474k4%, M TRE/KAE B

x4 69

7-38 2-(2-7k wh-2- K - T X )-[1,2,4] =2 5 [1,5-a] bR -5- K

BREKRD 63 69 BAFE, M 4R -26-—. O-¥=FX
A 2 B e 3-(2-mk v AR )- R O B S AR ALAL A, MS m/e (%): 305
(M', 100). A R A8 HPLC #tA74k4b, A TR /IKAE TR,

F 4] 70

7-if 2-wE w2 K ([1,2,4] = 4 5F[1,5-a] e -5- K AE

BRI 63MBAFE, MNA4&BEH26-—K. O-¥H=FX
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oA e 2- KN F B H &AW, MS m/e (%): 297 (M'+2,
100). /A B A8 HPLC #t474h4t, A TRE/KAE 2B

525640 71

7-3 2-(3-FF K -Ewr-2-4)-[1,2,4] = 5 [1,5-a] ke -5- K B

BB LN 63 ARG E, M 44R-HT-2,6-—8. O-¥)=FX
BB E B A 3-F A Ey-2-F B4 A7 M4, MS m/e (%): 309
(M*,100). A BA8 HPLC 47864k, A TRE/KA B L.

%34 72

7-38 -2-(4-3f E i -2- 3 )-[1,2,4] = =& - [1,5-a] Lo -5-F B

BB Ekb 63 698 Fk, M 4-BH-2,6-—B. O-¥=FXK
A B 40 Ey2-F B H &AL SH, MS m/e (%): 375
(M'+1, 100). F R A8 HPLC #4744k, A GRE/KA6 B 2B,

L4 73

7-382-(1- 9 X -1H-wt7%--2-5)-[1,2,4] = = H-[1,5-a] o2 -5- 2 &

BR L& 63 6BAF K, M 4-E-RL-26-—. O-¥H=FX
FRB A B A 1-F Hovtkek-2-F B4 A7 E- 4, MS m/e (%): 294
(M'+2,100). A R A8 HPLC #4746k, A TRE/KAE 2.

L4 74

7-38 2w e 2 R [1,2,4] = HF[1,5-a] b -5- K K

BB ERB 63 9B M F ik, M 4-E--2,6-—K. O-¥=FX
B A B A 2-F Bt e 4 £ 4544, MS m/e (%): 298 (M'+2,
100). A R 48 HPLC #47%k4t, A TRE/KABE BB

E %5 75

7-38 2-wh o -4-K -[1,2,4] == FF[1,5-a] T -5- 2

BREKRY] 63 9B A F ik, AN 4-R-HR-26-—8. O-¥=F X
BHBA SRR 4 T B4 &AW, MS m/e (%): 292 (M'+2,
100). A B48 HPLC #t4A74hib, A TR /KAE M.

£ 34 76

7-38 2-(6-F R -wm2-2- 2 )-[1,2,4] = »& F[1,5-a] oL -5- % B
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BREKG 63 8BAF ik, M4E-TT-2,6-—8. O-¥=ZFX
BRBE BB A 6-F Kbt 2- B4 &4FHMEH, MS m/e (%): 306
(M™+2,100). A 5 48 HPLC #4744k, A TRk /K4EE 2Bl

L4 77

7-38 -2-(1H-"3 %-3-%)-[1,2,4] = = 5 [1,5-a] k5T -5- K

BREES 63 HBMFE, M 4B HR26-—8. O-¥=F%
BRBA BB %-3-F B4 &M NLS%, MS m/e (%): 328 (M,
100). A B 48 HPLC #t47464b, A TRE/KHBE BBl

x5 78

2-(5-RAE-7-£-[1,2,4] =" 3 [I,5-a]sE -2- 4 )- ¥ &

BB LA 63 9BAFE, M4 R26-—M. O-H=FX
BB A B Ao KA B AR BG4 %, MS m/e (%): 307 (M'+2, 100).
A B F8 HPLC # 474648, A GRE /KA E YR

53640 79

7-38-2-(2-F E A - K K)-[1,2,4] = H[1,5-a] LT -5- K &

BB LS 63 6 BAFE, M 4-£bsT-26-—. O-¥H=FXK
B R BB AR B H SRS, MS mle (%): 321 (M'+2,
100). A R A8 HPLC i#tA7shit, A TRE/KABE TR,

5741 80

7-38 -2-(5- T & vk v -2-2)-[1,2,4] = 5 [1,5-a) o2 -5- 5

BB LA 63 B F ik, M 4E26-—B. O-¥=FX
BB A 5- T A 2B 4 &4 ML A4 , MS m/e (%): 309 (M'+2,
100). A R A8 HPLC #t47461, A GRE/KA6E 2.

%74 81

7-38 -2-vk wh-3- 2 -[1,2,4] == S [1,5-a] oL -5- 2 B

BREAD 63 HBRAFE, M4BHR26-—B. O-¥H=FX
BB A B A 3B &7 S ., MS m/e (%): 281 (M'+2, 100).
A B4 HPLC #t 474k, A TRE /KB 2.

x4 82
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7-38 2-(5-F ek wy-2-30)-[1,2,4] =" 5 [1,5-a] b5 -5-F

BB EKH 63 6BMAF ik, M 4-E--26-—M. O-¥=FX
BB A B 5 R 2 ke R4 & A7 ILA M, MS m/e (%): 311
(M*+2,100). A & 43 HPLC #4786k, A TR/ KA E LB,

5% 3641 83

7-38 -2-(v9 £k i -2- 2 )-[1,2,4] = & 5 [1,5-a] R -5-

BREAP 63 69BAFE, M4 26-—8. O-¥=FX
A 2 B A v & ok wh-2- T B4 A7 H LAY, MS m/e (%): 283 (M,
100). M B 48 HPLC #47464b, A THE/KHE BB

%364 84

7-38 2-(3- B-EK £ )-[1,2,4] =" H[1,5-a) o -5- 8

BRERN 63 HBAFE, M 4RE-C-2,6-—M. O-¥=FXK
BBA LA 3-R-XTFREHEIFHELLSY, MS m/e (%): 307 (M,
100). B A8 HPLC # 47464k, A THE/KABE 2B,

574 85

7-3%-2-(5-F RA-E-2-2)-[1,2,4] = 5 [1,5-a R -5- K &

BREEY 63 69 BMAFE, M 4-£uksZ-26- K. O-¥=FX
RB A B A 5-F AR K- 2-F B4 EAFMALS Y, MS m/e (%):
325 (M, 100). A B8 HPLC #t474k4b, A THE/KBHE M.

%74 86

7-i -2-(4-F FA -Eyr-2-2)-[1,2,4] =" - [1,5-a]® R -5- K

BREES 63 W BM Fik, M4-E-HeR26-—H. O-¥=FX
R BB 4-F RA-E9-2-F B4 &4FHMALE%, MS m/e (%):
325 (M", 100). A R A8 HPLC #tA47464k, A TR /KA B M.

% 3.4 87 |

7-38 -2-(5,6-= .- 4H-s 7 -2- 3 )-[1,2,4] = 5 [1,5-a] o2 -5- 2 B

BREAS 63 QEMAFE, M 4-BHR26-=8. O-H=FXK
F B 2 A 5,6-— &.-dH-vhwh -2- F B4 & A7 M L4 , MS m/e (%):
295 (M*, 100). /A R A8 HPLC #474k4t, A THE/KAE BB,
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% 3.4 88

7-3 2-b o -2- K -[1,2,4] = » 5 [1,5-a] bR -5- 2

BRBEHRP) 63 HBRAFE, MA4BE W 26-—M. O-H=9%
B B R fe b -2-F B4 A7 A %, MS m/e (%): 290 (MY,
100). A BAR HPLC #478h4k, A THE /K4 E Hobi.

%341 89

7-3 -2-(2- B- K 2 )-[1,2,4] = = F[1,5-a] o -5- K B

BRERG 63 WBAFE, M4BE-H-R26-—B. O-H=F%
BB A B 2- - KT B4 &80, MS m/e (%): 290 (M7,
100). A 2AR HPLC #4744k, A TRE/KAE B,

E &4 90

7-3%-2-(6-F BA R -2-21)-[1,2,4] =" 5 [1,5-a] 5 -5- K

BREAY 636 BAFE, M4L-BR26-—M. O-H=FX
RBEZBA 6-F fA--2-F B4 &AM ILSH, MS m/e (%):
320 (M", 100). A RA8 HPLC #t47464k, A TR/ KA B 2B,

% 34 91

7-38 2-F7%ed 5 K [1,2,4] = »& H-[1,5-a] o -5- KA

B LAY 63 MBM Fik, M4A4-R-boe-26-—f. O-H=F¥X
AR BEA I e Ao B S B B AT LA, MS m/e (%): 280 (M,
100). A RA8 HPLC 347464k, A TR /KA B 2.

%34 92

7-(4-F - K )-2-4b72-2- K -[1,2,4] = »& 5 [1,5-a] b2 -5- 2 B

3% 72.5mg (0.25mmol) 7-3& -2-7 72 -2- 3 -[1,2,4] = & 5 [1,5-a] " -5-
A, 37.4mg (0.275mmol)*f-F A X -M# L5 0.22ml 2M Na,CO; £
0.78ml = &t ¥ 49 R4S A 0.05eq.— F (1,1 (= FK B ) = % &)
(IR Frmom L E, A E 100CK 15 M, WAFEE, RAS
Wit R AR &b, B TH/KBHE BB, 3% 13.3mg (17%)4#
Ha¥, MS m/e(%): 318 (M+H", 100).

BREHY) 63 R LA 92, ART =it st sy, £RC
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BETEAY, 64544 93 £ 44 220.

£ %M 2 AR MS m/e | MW | & & A7k 4%
)5 (%) EL ik
93 r 7-3-R A -X %)2-X| M+H' | 301.4 63
%»—@ A-[1,2,4] =5 [1,5-a]] (100)
- o -5- 2 Bk
94 . 7-3-#-FE)2-FE| M+H' |304.3 63
Q_gj@ -[1,2,4] == ¥ [1,5-a]"| (100)
- " -5- 2
95 | . 7-(4-F B E-F £)-2-| M+H' |316.4 63
%;_@ X & [1,24] = = | (100)
" [1,5-a]#koe -5- 2 &
96 i [7-G-R-4-R-EKE)2-| M+H" | 338.8 63
Qﬂ?ﬁ ¥ & [1,2,4] = = | (100)
) [1,5-a]" o2 -5- 2 A&
97 T 7-3- TR E-F K)2- M+H' |330.4 63
%@ XA [1,24] = 4 5| (100)
) [1,5-a] "R -5- K Ji
98 7-3-F £ X -X X)2-| M+H' |316.4 63
%)_@ X A [1,2,4] = = 3| (100)
" [1,5-a] "o -5- 2 &
99 x N-[3-(5- & & -2- X &| M+H" | 343.4 63
%@ -[1,2,4] =" 5 [L,5-a]%k| (100)
- w-7-K)-F K- LB
100 7-FHF[1,3] =R #3K| M+H' | 3303 63
A K-5-k-2- K K-[1,2,4] (100)
{:@/CL O = » 3 [1,5-a] "’ % -5-
E- Y3
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101

P
O

7-(1H-%5| %-5-%)-2- %
£-[1,2,4] = 5[1,5-a]
b -5- X Bk

M+H*
(100)

325.4

63

102

3-5- &£ 2- X &
-[1,2,4] =" ¥ [1,5-a] "t
R-7-%)-F i

M+H"
(100)

311.3

63

103

N-[4-5- R A -2-F &
-[1,2,4] =& 3 [1,5-a] %
wT-&)2-FA-X
A-TL B

M+H'
(100)

357.4

63

104

7-G-RE-XX)2-%
wh-2- 3 -[1,2,4] =& 5F
[1,5-a] 7o -5~ 2 B

M+H"
(100)

291.3

63

105

7-G4- = F R E-X
£ )2k o 2- A
-[1,2,4] ==& 5 [1,5-a] %k
R-5-3 AR

M+H"
(100)

336.4

63

106

7"(3,4' - i - X JE )-2-
kvl -2- 2 -[1,2,4] ==
'}F[I,S'a]%ﬁ'S-g&'

M* (100)

345.2

63

107

7-3- Bu-F & )-2-k
-2- & -[1,2,4] = & 5
[1,5-3] %Q-S-Ek‘

M+H"
(100)

294.3

63

108

7-(2,6- = - X X )-2-
% -2-K-[1,2,4) ="
F[1,5-a] R -5- K B

M+H"
(100)

312.3

63
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109

7-24-—F R A-X
X )2- % v -2- K
-[1,2,4] ==& 5f[1,5-a] %k
R-5- KM

M+H*
(100)

336.4

63

110

1-[3-(5- & A -2-2k -2-
g'[1,2,4] = ’i‘ff' [l,S-a]
HR-7-%)- KK )- T8

M+H"
(100)

318.3

63

111

7-(2- f- X X )-2-vk wh
2- X -[1,2,4] = = 3
[1,5-a] ko -5- 2 B

M+H'
(100)

294.3

63

112

2-sk wh-2- K -7--1- %
-[1,2,4] ==& 3 [1,5-a] %
w"-5- 1

M+H"
(100)

326.4

63

113

2-5k w1 -2- K -7-(4-= R
FE-XE)[124] =
wt 5f [1,5-a] b oE -5- &
J&:

M+H"
(100)

344.3

63

114

7-(3- & - K K )-2-sk v
2- K -[1,2,4] = 5
[1,5-a]".o -5- K Bk

M+H"
(100)

310.7

63

115

7-F S ekwh-2-2 -2
wh-2- K -[1,2,4] == 5
[l,S'a] '&"i-s')iﬁ‘

M+H"
(100)

316.3

63

116

7-2- ®-F K)2-%
2- & -[1,2,4] = o S
[1,5-a] #hoT -5- 2 B

M+H"
(100)

310.7

63

117

2-%k wh-2- K -7-(4- F 5
A-XE)1,24] =
F[1,5-a] R -5- K B

M+H"
(100)

322.4

63
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118 &

2-vk wh-2-4-7-H]-F X
#[1,2,4] == 5 [1,5-a]
b -5- K

M+H*
(100)

290.3

63

119

2-vk ol -2-2 -7-4%-F K
A-[1,2,4] == 5 (1,5-a]
ke -5- 2 Bk

M+H'
(100)

290.3

63

120 s

2-vk 7 -2- X -7-E %r-3-
£-[1,2,4] = =& 5(1,5-a]
ot o -5- 2 i

M+H"
(100)

282.3

63

121 \

2-%k wh-2- K -7 -2
£ -[1,2,4] =& 5 [1,5-a]
A A Y

M+H"
(100)

282.3

63

122

2-vk h-2-%-7-3-Z R
FA-XE)(124] =
o 5f [1,5-a] b 52 -5- X
i 3

M+H"
(100)

344.3

63

123 N

2-vk wh-2- X -7-2-F &
E-XE)[1,24] =%
¥[1,5-a] bR -5- A B

M+H'
(100)

306.3

63

124

2-%k -2~ -7-(4-F &
E-XXE)1,24] =
F[1,5-a] ko2 -5- 2 Ak

M+H'
(100)

306.3

63

125

7-3- T R A -F K)-2-
ok wh-2- 2 -[1,2,4] =&
¥ [1,5-a] etk -5- 2

M+H"
(100)

320.4

63

126

2-skw-2-%-7-3-F &
E-XE)1,24| ==

¥ [1,5-a] o2 -5- X Ak

M+H'
(100)

306.3

63

53



00812501. 5

W

W45 H45/81H

127

N-[3-(5- & % -2-=k %8
2- X -[1,2,4] = = 5
[L,5-a] b o2 -7- 3L )- X
A)-TEuRE

M+H"
(100)

333.4

63

128

2% H-2-K-7-(4-= R
FRE-XX)(1,24]
= » 3 [1,5-a] #b %2 -5-
EY 5

M+H"
(100)

360.3

63

129

7-XHF[1,3] =R &K
K52 -2-vkvh-2- %
-[1,2,4] = »& 5 [1,5-a] %
-5 Bk

M+H"
(100)

320.3

63

130

2-7k % -2- % -7-(1H-%|
wk-5-3L)-[1,2,4] == 5
[1,5-a]wkoe -5- 2L B

M+H"
(100)

315.3

63

131

3-(5-RAE-2-wkwh-2- %
-[1,2,4] =" 5 [1,5-a] %k
®-7-X)-F i

M+H'
(100)

301.3

63

132

N-[4-(5- & & -2- 7k vk
2- & [1,2,4] = = 5F
[,5-a] ko -7- % )-2- F
EX-XA|-oBE

M+H"
(100)

347.4

63

133

7-4- = F REA-X
X )2-=% v 2- &
-[1,2,4] == 5 [1,5-a]
-5

M+H"
(100)

319.4

63

134

2-(5- F & -k % -2-
) 7-EE-[1,2,4] =
F[1,5-a) "o -5- 2 B

M+H"
(100)

290.3

63

54
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135 2-(5- F X - = % -2-| M+H" | 304.4 63
%Hl £)7-45 - F X & (100

1A o H[1,2,4] =" 5 (1,5-a] %
e -5- KA B

136 2-5- ¥ X - = wh -2 M+H' |304.4 63
Jilg. o )7\ - F X A (100)

-[1,2,4] ==& 3 [1,5-a] "t
-5 % Bk

137 | 2-5- ¥ & - ok 2| M+H" | 304.4 63

C\C.Q—Q A )7-5 - F X & (100)
-[1,2,4] == 5 [1,5-a] %
R-5-A AR

138 7-2- B- X X )-2-(5-F| M+H" |308.3 63
O (R -mkvh-2-2)-[1,2,4]] (100)
" = o 5 [1,5-a] R -5-

E-Y: 3
139 7-3- - K X)-2-5-F| M+H" | 308.3 63
S T Aok -2-4)-[1,2,4]] (100)
o Z & f [1,5-a] ®b %R -5-
E-Y: 3
140 7-(2- ®.- X %)-2-(5- F{M* (100) | 324.8 63

?\@:}_q A -skwi-2- % )-[1,2,4]
) = o Jf [1,5-a] %t %% -5-

A

141 7-(3- F.- X 4K )-2-(5- F|M* (100) | 324.8 63
“QQI%@“ A ook -2- 5 )-[1,2,4]
= o 5 [1,5-a] b R -5-
P-Y: 3
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142

7-(4- R~ K K )-2-(5-F
A -vkovl-2- )-[1,2,4]
= v JF [1,5-a] ik %2 -5-
P93

M (100)

324.8

63

143

2-5- F & - =k % -2-
E)7-G-ZRFEAX
£ )[1,24] = %
[1,5-a] ko2 -5- 2

M+H'
(100)

358.3

63

144

2-(5- ¥ X -k % -2-
)T RATE-X
£ )[1,2,4] = =
[1,5-a]toe -5- 2 B

M+H'
(100)

358.3

63

145

7-2- F R OX - X
A)-2-(5-F K-wkwh-2-
A )[1,2,4] = =
[1,5-a] ko2 -5- 2 B

M+H'
(100)

320.4

63

146

7-3- F R A - X
A )2-(5-F H -k wh-2-
A )[1,2,4] = =
[1,5-a]wttoZ -5- 2 B

M+H"
(100)

320.4

63

147

7-4- F R K - X
A)-2-(5-F K-wkwh-2-
A y1,2,4] = & Sf
[1,5-a]tbog -5- B A&

M+H"
(100)

320.4

63

148

7-G4-— FREX-X
#)-2-(5-F K -=kwh-2-
A )[1,2,4] = =
[1,5-a]toe -5- 2 B

M+H"
(100)

350.4

63

56
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149

7T-24- = F 8 & -X
A)2-(5-F Ak h-2-
£ )[1,2,4] = = H
[1,5-a] w2 -5- K R

M+H"
(100)

350.4

63

150

N-(3-[5- & & -2-(5- F
A vk vl -2- % )-[1,2,4]
= v Jf [1,5-a] L -7-
A-ER)-LB

M+H"
(100)

347.4

63

151

N-{4-[5- R % -2-5-F
A vk -2-K)-[1,2,4]
= o 5 [1,5-a] b R -7-
E-RE)-LBE

M+H'
(100)

347.4

63

152

7-4- = F R E-X
3 )-2-(5-F -k vk -2-
A )1,24] = =
[L,5-a]t o2 -5- X B

M+H"
(100)

333.4

63

153

T- XK E2-Ewpr2- %
-[1,2,4] ==& 5 [1,5-a]"t
T -5-% B

M+H'
(100)

292.4

63

154

2-Ewr-2-K -7-]-F X
A [1,2,4] == 5 [1,5-a]
b -5- 3 B

M+H'
(100)

306.4

63

155

2-Ewr-2-K-7-3F-F X
A-[1,2,4] == 5 [1,5-a]
oo -5- A

M+H*
(100)

306.4

63

156

7-2- - K & )-2-E
2- K -[1,2,4] = = 3
[1,5-a] etb.o -5- 2 B

M+H'
(100)

310.4

63

57
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157

2-Ew-2-K-7-(3-= A
FA-XE)[1,24] =
o Jf [I,5-a] o2 -5- &
i 3

M+H'
(100)

360.4

63

158 "

7-3-F A EA-XX)2-
r-2- K -[1,2,4] =
3 [1,5-a] ko -5- 2 i

M+H'
(100)

322.4

63

159

N-3-5- R X -2-K %
2- & -[1,2,4] = = f
[L5-a] b o2 -7- & )- X
A-T sk

M+H'
(100)

349.4

63

160 |
Uepra

7-3-RE-XKE)2-%&
wr-2- 2 -[1,2,4] = 5F
[1,5-a] ko -5- 2

M+H'
(100)

307.4

63

161

74— F RE-X
A)2-F 9 2- X
-[1,2,4] ==& 5f [1,5-a] "
-5 R

M+H"
(100)

335.4

63

162

2-t o -2- K -T-4R-F K
A-[1,2,4] = 5 [1,5-a]
oo -5- 3

M+H"
(100)

301.4

92

163 e

2-vh o -2- K -7- 1) - § K
#-[1,2,4] == 5[1,5-a]
uhog -5- 2 B

M+H'
(100)

301.4

92

164

2-9hR-2-R 73 - K
A -[1,2,4] =" 5 [1,5-a]

oh o -5- 2 B

M+H"
(100)

301.4

92

58
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165

7-(2- B K 3 )-2-wh X
2- & [1,2,4] = = JF
[L,5-a] b -5- 2 Bk

M+H"
(100)

303.3

92

166

7-(3- B-FK 3 )-2-nh®
2- & -[1,2,4] = & ¥
[1,5-a] etk -5- 3 B

M+H'
(100)

305.3

92

167

7-(4- - K X )-2-wk o
2- X -[1,24] = = 5
[L,5-a]o2-5- 2 B

M+H*
(100)

305.3

92

168 .%@

7-(3- f.-4- A- K £ )-2-
e -2- A - [1,2,4] = o
F[1,5-a] bR -5- 2 Bk

M (100)

339.8

92

169 °

7-(2- R- K K )-2-9 R
2- & [1,2,4) = & 5
[1,5-a] b -5- X B

M (100)

321.8

92

170

7-(3-F-F X )-2-vb R
2- & -[1,2,4] = % 5F
[1,5-a]#koe -5- 2

M (100)

321.8

92

171

T-(4- K- K K )-2-wb%
2- & [1,2,4] = = 5F
[1,5-a]7tho -5- 2 Bk

M* (100)

321.8

92

172 0

7-(3,4- = & - X X )-2-
o -2- K -[1,2,4] =
¥ [1,5-a] kot -5- 2 B

M (100)

356.2

92

173

2-wt "R -2- K -7-(3- = &
HA-FEE)124] =
o 5 [1,5-a] kR -5- &
J&

M+H"
(100)

355.3

92

59
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174

2-hg-2- % -7-(4-Z R
FE-XE)[1,24] =
ot 5f [1,5-a] b o -5- &
T

M+H'
(100)

355.3

92

175

7-2-F RE-F X)2-
ahot 2- & -[1,2,4] =
H[1,5-a] 7R -5- 2

M+H'
(100)

317.4

92

176

7-3-F R A -XXK)2-
aher-2- % -[1,2,4] =%
¥ [1,5-a] bR -5- A B

M+H"
(100)

317.4

92

177

7-G4-=—F R E-X
A )2- wb s 2- &
-[1,2,4] =& 5 [1,5-a] %t
R -5- K

M+H'
(100)

347.4

92

178

7-24-=—F R A -X
A )2- dbom 2- A
-[1,2,4] =" 5 [1,5-a] %
v -5- A

M+H'
(100)

347.4

92

179

N-[3-(5- & & -2- %t 5T
2- & -[1,2,4] = = 5F
[L5-a] b 2 -7- & )- X
A]-T®E

M+H"
(100)

344.4

92

180

N-[4-(5- & & -2-#t. %2
2- X -[1,2,4] = =
[L,5-a] oz -7- % )- K
X|-TmRk

M+H"
(100)

344.4

92

181

7-3- R A -F & )-2-vk
R -2- % -[1,2,4] =& 5F

[1,5-a] o -5- 2 B

M+H"
(100)

302.3

92

60
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182

2-F-v8ep 5 K 7R R
-[1,2,4] == ¥[1,5-a] ik
w52 B

M+H"
(100)

277.3

92

183

7-(2- #- K K )-2-F- %
.5 X -[1,2,4] =5
[1,5-a] "R -5- 2 B

M+H"
(100)

295.3

92

184

7-(3- - K K )-2- 7%
v 5 K .[1,2,4] =k
[1,5-a]#kor -5- 2 A

M+H'
(100)

295.3

92

185

7-(4- - X K )-2- 7%
o 5 K [1,2,4] = H
[1,5-a]boe-5- 2 M

M+H'
(100)

295.3

92

186

7-(3- #.-4- f- R X )-2-
F-rhekt 5.3 -[1,2,4] =
o i [1,5-a] kR -5- X
B

M (100)

329.7

92

187

7-3- R -FE X )-2- 7%
w5 % [1,2,4] == 5
[L,5-a] ko -5- 2L B

M* (100)

311.7

92

188

7-(3,4- = R.- X X )-2-
Frlet 5K -[1,2,4] =
o i [1,5-a] it -5- &
;i3

M* (100)

346.2

92

189

2-Jp o8&t 5K .7-3-F
FA-XE)1,24] =
o H- [1,5-a] ot o -5- &
;3

M+H"
(100)

307.3

92

61
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190 . 2- 7% 5. X.7-4-F| M+H' |307.3 92
O\Ci*@ oA -%E)[124] = (100)
L ot 3 [1,5-a] o2 -5- &
;3
191 » 7-3,4- = F £ & - X M+H" [337.3 92
«\% o (R Beks XL (100)
o -[1,2,4] = *& ¥ [1,5-a]
-5 B
192 7-24- = F £ & - X M+H" |337.3 92
#&(f@ _|Ey2 RS & 100
.jm -[1,2,4] =" 5 [1,5-a]
" -5- 2B
193 g 2-7-7&e-5- K -7--F| M+H' |291.3 92
%f@ £ £ [1,2,4] = = 5| (100)
) [1,5-a] k7% -5- 4 Bk
194 | =~ 2-J4 %o -5-X-7-%F-F| M+H™ |291.3 92
%Hj F A -[1,2,4] = = 5 (100)
[1,5-a] etk -5- 2 B
195 \ 7-3-RE-XX)2-F| M+H' |2923 92
%””@ ok 5.k (12,4 =% (100)
¥H[1,5-a] e -5- 2 A
196 5 N-[3-(5-f&E-2-F"%=¢| M+H* |334.3 92
“"\%G -5- % -[1,2,4] = = 3| (100)
4 [1,5-a] #b % -7- % )- X
-8Rk
197 . 7-34- = & - EX|M*100)] 347.2 92
%f@ K)2(45 = £-%
.- 2- X )[1,2,4] = =& ¥
[1,5-a] ko2 -5- 2 A
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198 2-(4,5- = &.-=k " -2-| M+H" |296.3 92
A £ )73 & - % (100
Qg“‘@ A )[1,2,4] = =& HF
[1,5-a] "o -5- 2 Bk
199 2-(4,5- — &.-°k " -2-| M+H* |296.3 92
“C. £ )7-¢ & - X[ (100)
O\%")—O £ )[1,2,4] = & #
[1,5-a]#koe -5- 2 Bk
200 2-(4,5- = & -vk "% -2- M+H" |292.3 92
(S\(;: X )7- i\ - F X & (100)
L A -[1,2,4] ==& 3 [1,5-a] vtk
-5 A Bk
201 . 2-(4,5- = &, - sk % -2-| M+H" |346.3 92
6\@#3 A)7-3-Z RTFE-F| (100)
- X )[1,24] = =& 5
[1,5-a]who2 -5- 3K
202 N-{4-[5-& X -2-(4,5-=| M+H" |335.4 92
m\@dﬁj £~k W -2-%)-[1,2,4] (100)
= = v 5 [1,5-a] %L -7-
A-XA)-L8E
203 | . o 2-(6- F £ A - -2-| M+H' | 3174 92
Q\QP’Q«« A)-7-X K 1,2,4] ==& (100)
H[1,5-a] bR -5- 2 Bk
204 2-(5-F fL A -E -2 M+H' | 3224 92
O\%ﬁm* £)7-RE-(1,2,41 =] (100)
¥ [1,5-a] o2 -5- 2 e
205 2-4-F R X -E%-2-{ M+H" |322.4 92
QQ‘HJLA X)7-FE-[1,2,4) =] (100)
) S [1,5-a] o -5- 2 B
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206

7-(3- - X K )-2-(4-F
£ X - % 9 2
A H)-[1,2,4] = =& S
[1,5-a] ko -5- 2 A

M+H'
(100)

340.4

92

207

7-(4- R- XK X)2-(4-F
£ X - % 9 2-
£ )y[1,2,4] = - F
[1,5-a] 7o -5- 2 B

M+H"
(100)

340.4

92

208

7-(4-R-F X )2-(4-F
£ X - % 9 2-
£ )[1,24] = = F
[1,5-a] ko -5- 2 B

M (100)

356.8

92

209

7-4- F R A - X
E)2-(4-F RE-E%
2- X )[1,2,4] = »& F
[1,5-a] ko -5- 2 Bk

M+H'
(100)

352.4

92

210

N-(3-[5- R % -2-4- F
£ X - 9 2.
£ )[1,2,4] = =
[,5-a] 2k -7- K |- X
A)-T Bk

M+H'
(100)

379.4

92

211

N-{4-[5- & % -2-(4- F
£ X - K 9 2
A )[1,2,4] = = HF
[L,5-a] b2 -7- % |- X

A)-TEmk

M+H"
(100)

379.4

92

64
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212

2-(5,6- — £ -4H- vk %k
2- A )T7-Q2- R - X
A )y1,2,4] = &
[1,5-a] ko -5- 2

M+H"
(100)

310.3

92

213

2-(5,6- = &, -4H- vk
2- £ )76 R -X
£ )[1,2,4] = = HF
[1,5-a] ko -5- 2 &

M+H'
(100)

310.3

92

214

2-(5,6- — &.-4H- vk "h

Cl2- X )-7-4- R - X

A )[1,24] = = ¥
[1,5-a]#koe -5- 2 B

M+H'
(100)

310.3

92

215

7-3- & 4- & - X
A)-2-(5,6-— &.-4H-7t
wh-2-3)-[1,2,4] == 5F
[1,5-a]#ttoe -5- 2 I

M (100)

344.8

92

216

7-(3- £ - X £)-2-(5,6-
= & -4H- it wh -2-
A )[1,2,4] = =&
[1,5-a]#koe -5- 2

M* (100)

326.8

92

217

7-(4- & - F £ )-2-(5,6-
= & -4H- %t Wk -2-
A )y[1,24] = = HF
[1,5-a]tkoZ -5- 2 A&

M* (100)

326.8

92

218

2-(5,6- — & -4H- vk ¥
2-F)7-A-FXE
-[1,2,4] = " 5 [1,5-a]

R -5- 2 B

M+H'
(100)

306.4

92

65




00812501. 5 o P SE5T/81m

219 2-(5,6- — &, -4H-#t | M+H" | 306.4 92
%@ 2- 4 )7-3-F KK (100)
X _[1,2,4] = H[1,5-a]
" -5- 2 Bk
220 2-(5,6- — &, -4H-wt % M+H' |360.3 92

5%; n  [FRTG-ZRTE (100)
e £ X [1,2,4] = o #
[1,5-a]tb o2 -5- A

%34 221

7-°G ok 4- X 2- X X [1,24] = & Hf [I,5-a] b % 5- K K&
(RO-69-0728/000)

3§ 40mg (0.138mmol) 7-3% -2-F 3 -[1,2,4] = 5f [1,5-a] 9L € -5- K K |
241pl (2.8mmol)*Lok 5 225mg (0.69mmol) Cs,COs £ 200l DMF ¥ &
BAWmBE 140CEA 20 10, HE, MELERMAEE#51L, A
TRE /KA T B, 133 20mg (49%)AFH 4044, MS m/s (%): 296
M+H' (100%).

B kA 221, Bt BRI A L) =Skt 5 SRR A,
ME2LRMEE#RSE, HUHIKBERK, 4R T =i
Pt SRICHBETERT, @S REH 222 T L4255 AEK
#4118 160CN-F A ubi i F(NMP)R#% 140CDMF. X £ T4
SRR B S G EBCNMP?#“DMF” & .

% &4 3 2 # MS | MW | &4
5 m/e
(%)

222 N7- — & % -1- & -2- X X| M+H' | 341.4 |[NMP

O pes -[1,2,4] = » 3 [1,5-a] "% %] (100)

o,
-5,7- =Bk

66
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223 Q. 2- K K -N7-(1,2,3,4-19 £.- 3| M+H" | 355.4 [NMP
Be% -1-%)-[1,2,4] =" 3F [1,5-a] %) (100)
o :
% -5,7- — B
224 N7-3- & - F £ )2- X %[ M* |349.8 NMP
D\’*(p—@ -[1,2,4] = =& ¥ [1,5-a] # *%| (100)
) -5,7-— B
225 2- X % N7-(1- X X - | M+H" | 329.4 |NMP
OTC?‘Q £)-[1,2,4] == I [1,5-a]%R| (100)
” -5,7-= Bk
226 " N7-3%F & A -N7-Z % -2-F & M+H" | 335.5 | NMP
CHID\) [1,2,4] = o 3 [1,5-a] 22| (100)
e -5,7-— M
227 ,& 2- % % -7-(1,3,4,9-99 &.-b-F| M+H" | 380.5 | NMP
AT (obk2-2)-[1,2,4] =2 HF[1,5-a]| (100
S0 %%5-;[& ] [1,5-a]} (100)
228 2- K & -7-vk w2 -1- £ -[1,2,4]| M+H' | 293.4 | NMP

Q—{*;(;’O Z ot [l,5-a]hoR-5- R | (100)

229 2- & & 7- ot & 3% -1- & M+H" | 279.3 |NMP
@-C(;’O [[1,2,4] =" 5 [1,5-a] R -5 (100)

£33
230 o 2- %k % -2- X -7-% %2 -1- X | M+H" | 283.3 | NMP
B $: -[1,2,4] == 5 [1,5-a] .22 -5-| (100)
N E&
231 | Q__, 2-vk -2 & -7-nb A R -1- ) MHH' | 269.3 |[NMP
CU?“@ -[1,2,4] = = 3 [1,5-a] H2Z-5-| (100)

A
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222 | e 2-vk w1 -2- % -7-(4-F X% % M+H' | 298.4 | NMP
T3 1-3)-[1,2,4] == 5 [1,5-a]%k| (100)

" BT -5- R Rk
233 | 2-wk wly-2- % -N7-— &, %-1-&| M+H" | 331.4 | NMP
@—Q@"‘E@ -[1,2,4] = = 3 [1,5-a] % %Z| (100)
" -5,7-= 1
234 2-vk % -2- % -N7-(4- ¥ . & - M+H' | 335.4 | NMP
O=XITT [FA)1,2,4) =25 L,5-a]%| (100)
-5,7-—1
235 | » N7-(2,4-= ¥ f. & -F X)2-| M+H" | 365.4 |NMP
\Q\"Q}—@ ok W -2- & -[1,2,4] = " 5F| (100)
) - [1,5-a]# -5,7- — &
236 (~L 2-%k wh -2- X -N7-(1,2,3,4- 9| M+H" | 345.4 | NMP
boll £, K 1o K )-[1,24] = % 5| (100)
(‘?@ [1,5-a] k% -5,7- — B
237 | N7-(4-f-F %)-2-%wg-2-%| M |339.8  NMP
%;_@ -[1,2,4] = =& 3 [1,5-a] %t 2| (100)
- -5,7-— Bk
238 . N7-2-8-F £)-2-sk#-2-%| M |339.8| NMP
E/H% [[1,2,4] = =& # [1,5-a] % 7| (100)
-5,7-=R&
239 | & N7-3,4- = F £ -F %)-2-| M+H' | 365.4 |[NMP
p\/(;r»@ o w -2- & -[1,2,4] = =& | (100)
B [1,5-a] L% -5,7- — A&
240 2-vk wh -2- & -N7-2- F & - M+H" | 335.4 | NMP
Q\”W;I’H\J ¥ 5 )-[1,2,4] == H[1,5-a] | (100)

®"-5,7- =&
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241

2-ok h-2- K -N7-(1- R £- T
g)'[1’2’4’] = "gi‘ff' [l,5-a] A
-5,7- =1

M+H"
(100)

319.4 | NMP

242

N7-3 & & -N7- T & -2-% %
-2- % -[1,2,4] ==& 5 [1,5-a] %
»Z-5,7-— Bk

M+H"
(100)

325.4 |NMP

243

2-vk wh-2- % -7-(1,3,4,9- vy &
-b-"Fok-2-%)-[1,2,4] = =
[1,5-a]#ko -5- 2 Rk

M+H'
(100)

370.4 |NMP

244

N7-¥ % -2-skwh-2- % -N7- %
A -[1,2,4] = # 3[1,5-a] %
-5,7-— R

M+H"
(100)

381.4 |NMP

245

N7-F X -N7-F £ -2-X X%
-[1,2,4] = *& Jf [1,5-a] b =X
-5,7-—R&

M+H'
(100)

329.4 | DMF

246

N7-¥ X 2- %% [1,2,4] =
#[1,5-a] 7R -5,7-= Bk

M+H"
(100)

315.4 | DMF

247

N7- ¥ % 2-3- & - ¥
£ )-[1,2,4] == 5 [1,5-a] L%
-5,7- =Bk

M+H"
(100)

333.4 |[NMP

248

N7-H A -N7- T &-2-3- &
* 2 )[1,2,4] == H[1,5-a] %
%Z-5,7-— &

M+H"
(100)

353.4 |NMP

249

N7- ¥ % 2-2- & - X
’E‘)'[lszﬂl-—:—"i?f‘[l,s-a]'tt'ﬁ
-5,7-— R

M+H'
(100)

333.4 |NMP
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250 @v N7-2- f.-F %£)-2-3-#-X| M" |367.8 NMP
OO0 #2424 n5aR] (100)
" 5,7 R
251 , N7-2- &-F %)-2-2- &-¥X| M" |367.8 | NMP
%*Q #)-[1,2,4] = o 5 [1,5-a] | (100)
) 57—
252 7- 9% "R -1- & -2-wb % -2- X | M+H" | 294.4 |NMP
O\@@—Q [[1,2,4] =" 3 [1,5-a] %t -5 (100)
L i&.
253 N7-2-f.-F A )2-ab-2-%| M" [350.8 | NMP
U7 U0 H1,24] = & 3 [1,5-a] % R| (100)
" -5,7-— Bk
254 N7-2-F f.-F £)-2-wb°%| M+H" | 346.4 |NMP
,E}AQ,\O—@ -2- X -[1,2,4] == 5 [1,5-a]8k| (100)
) w-5,7-— B
255 Q, N7-¥ & -2-thoz-2- X [1,2,4]| M+H" | 316.4 |NMP
*q_:\c}—{‘} = o [1,5-a]boR-5,7-— 8 | (100)
% &4 256

2-wk ol -2- 2 -7-(4-F EA - K B HE)-[1,2,4] == H[1,5-a] M2 -5- K

¥ leq. 7-38-2-kvh-2-%K-[1,2,4] =& H[1,5-a] o2 -5- K. Seq.%t-
WA LKA 5L E 6 Cs,COs ££ 200p] N-F & -abed 5288 P 44 R4
m#ZE 160CRA 2 b, HTRE, RAHBTIRfEE#ELL, AT
W 1K e B, R B IFHALA %, MS m/e (%): 322 M+H' (100%).

&34 257

T-(4-R-FRE)-2- K25

-[1,2,4) == 5 [1,5-a] R -5- K

¥ leq. 7-i-2-wk wh-2-K [1,2,4] == 5 [1,5-a] bR -5- K . Seq.%f-
B R B 5 F 6 Cs,COs 8 200pl N-F 2 -wbok 5588 o 64 R4 3 Ao b
£ 160Cik 2 ). HEE, RAO-WZiEIRIAEEEHIL, A TH/
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KA E B, 3244 H, MSm/e(%): 371 M (100%).

% 364 258

2-vk wh-2- K -7-(5,6,7,8-v9 &,-F-1- £ B X)-[1,2,4] ==& H[1,5-a] "R
5- % B

# leq. 7-i-2-7kwh-2-X -[1,2,4] =" H[L,5-a]Hk-5- X M. Seq.
5,6,7,8-W9 £.-FE-1-B 5L F 4 Cs,COs £ 200u] N-F A -vbeg 5o 8 4
RS MME 160CEA 2 8. HEE, RO RfEE#L
1, B THEIRBELP, FEiaMLa4%, MS m/e (%): 346 M+H'
(100%).

k34 259

2-vkwh 2- K -7-5F -9 R R E[1,2,4] = 5 [L,5-a] bR -5- A B
(RO-69-2954/000)

3 leq. 7-if-2-wkwh-2-2-[1,2,4] == 5 [1,5-a] R -5- B . Seq.%f-
WA -XE 5B TFH Cs,CO;3 48 200pl N-F 2 -wbe& S5 8 F 69 R4 e
#E160CH 2 0. HRE, ROWZHEANE G, B TH/
KB LB, F2 4704, MS m/e(%): 306 M+H' (100%).

%364 260

7-(3- - K f 2 )-2-7k h-2- % -[1,2,4] == H[1,5-a) R -5- X Bk

3§ leq. 7-iR-2-mkvh-2-% -[1,2,4] == ¥ [1,5-a]boe-5- L B, Seq. /-
- EB 50 F 8 Cs,COs3 /2 200l N-F & - o8- 50 8 b 69 A4 Am 24
£ 160Cik 2 br, HEE, BRAWBERAEEEGNL, A TH/
KA E B, 1524, MS m/e (%): 310 M+H' (100%).

% 364 261

2-7k o -2- % -7-(5,6,7,8-99 .- 3 -2- K K )-[1,2,4] = H[1,5-a]
-5- ‘

% leq. 7-3-2-vkh-2-K-[1,2,4] == H[1,5-a]®oT-5- K . Seq.
5,6,7,8-W £,-3-2-Br 5 LFH Cs;COs £ 200pl N-F X -abog S8 ¥
RAMMAZE 160CA 2 e}, HEE, RAWBERfaE E#E4
&, B TREIKMERBL, 152478144, MS m/e (%): 346 M+H'
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(100%).

% 7641 262

7-(6-F A -vthor 2- 4 F R A )2k ok -2- 35 -[1,2,4] = = 5 [1,5-a] R
5-E

¥ leq. 7-if-2-%bot-2-% -[1,2,4] =" 5 [1,5-a] 52 -5- K BE . Seq. (6-
WA aber 2 K) FEEELEL Cs,CO;s 4 200pl N-F X -wbeg 58 F
BRSO WMAE 160CE 2 Iit, LRE, ROWEHLEAMEEHRL
1, B TR E B, F3iFML4%, MS m/e (%): 332 M+H"
(100%).

5% 7.4 263

7-¥ 8 A& 2-wbew2- A [1,2,4] = v [1,5-a] b2 -5- R B

3 leq. 7-3 -2-9b72 -2-4 [1,2,4] =" HF[1,5-a] R -5- K B | Seq. K &
541 ¥ 8 Cs;CO; 4 200p1 N-F X -abeB Silh F 4 RSB E 160
Tik 2 8, BEE, BROWBERMEEESL, ATH/IKBE
BB, B iMAAY, MSm/e(%): 303 M+H' (100%).

5364 264

4-3,4-—F-FHE)-E-2,6- =&

3 40.5mg (0.21mmol) 2,6- =& ¥ -4-i -4t . 90.5mg (0.47mmol)
34-—f-E L M. 7.8mg (0.01lmmol)=RK(1,’- (=X X) = X&)
EID=—RKFEmEHY5 0.3ml 2M Na,CO; £ Iml —FREA TR T
RAoMHMmKE S80CE 17 I K. Ro4BE—AbidR, A
MeOH/DCM bk, #4%. ¥ &E4LWET Iml DMF, 2354 &#
sh4, A TRE /KA B 2L, 43 3] 29mg (52%)47 M 1L4-4 , MS m/e (%):
254 M" (100).

HB L& 264 FrEF ik, ART et sy, HH=25f
AT AE W P EK. ERICHAETERT, ANEHH 265 £X%Eb
300.

5 364 M & AR MW |MS m/e

- o

Kl (%)
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265 L a2k R R)woR26-8 2133 | MHT
NSl (100)

266 o :sr“ 4-3,4-—F A - X X)-wb¥-2,6-| 245.3 | M+H*
& = S (100)

267 Q’&‘ o [4-G- - KK )b -2,6-— Bk 203.2 | M+H'
r (100)

268 Eﬁﬁ“ 42,4-= F B E-KE) R 2,6 2453 | MAH?
4 =B (100)

269 \Q’&- 1-[4-(2,6- = & 2 -k -4- X )- X[ 2273 | M+H"
L X]-z® (100)

270 L @-R-E)wm-26-=8  [2032| M+
o (100)

271 “7% 4312 R 2,6-— B 2353 | M+H*
| (100)
272 :? 4-(4-Z B F R -E X)-wbo2-2,6-=( 253.2 | M+H"
Tk (100)

273 Q’é‘ 4-(3-F-F 1) -2,6-— 219.7| M*
I (100)

274 L 4@ TARE-FR) MR 2,6-= 0 | 2313 | MeH'
weh (100)

275 L, a7 R A R-2,6-— B 199.3 | M+H*
o (100)

276 & /m} 4-48-F AR -2,6-— B 199.3 | M+H'
) (100)

277 ;} 4-(4- T3 - K)o -2,6-— 1 | 211.3 | M+H'
s " (100)

278 Py 4-Ewy-3- oo -2,6- — I 191.3 | M+H'
L (100)
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279 Q)ﬁ”‘ G- AT AR E)hR2,6-=| 2532 | MAH*
I B (100)

280 ey A 4-(2-F RA-F )b -2,6-— B | 215.3 | M+H*
S (100)

281 Of")i\ 4-(4-F E K X )ho-2,6- 20k | 2153 | M+HT
™ (100)

282 ﬁ&‘ 4-(d-F-KR)HR26-—B 2032 | M+H'
o (100)

283 /Q/(E\ 4-G-f-4-B-F X )-whe-2,6-— M| 237.7| M
{ (100

8 | \Q/& 4-(3-LEA-F K)o -2,6-= Bk | 229.3 | M+HT
" (100)

285 X 4-(4-F-RE)RR26-= 8 2197 M
) (100)

286 :m] 4-2-R-F )R -2,6- — Bk 219.7| M'
. | (100)

287 L G- T RE-RR) R -2,6- =B | 2153 | M+H'
R Ol (100)

288 L INB-@6-= RA R4 K ) F2423 | MAHT
T ™ |g o (100)

289 J@’é 4-(4-= B F EA-EK)-H52-2,6- 260.2 | MHH'
e Tz (100)

290 :»,: 4-3F - R R bR -2,6-—fik 199.3 | M+H'
" (100)

291 MUF‘H“ 1-[5-(2,6-= B A ot -4- X )-E | 2333 | M+HT*
e 2-A)- LM (100)

292 : 4-(2,6-— R AL -4- X)X F 8| 2573 | M+H"
¢ L8 (100)
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293 :...: N-[4-(2,6- = R E -tk -4-%)- X! 2423 | M+H'
5 E-TEE (100)
294 Céi‘ 2-(2,6-— | A& -4-K)-F 8 | 210.2 | M+H'
N | (100)
295 : 4-(4-=F RE-EL)-wb2-2,6-= 2283 | M+H"
“‘;Ob\ Ji& (100)
296 ,ﬁ)’g\ 4-(2,6- = R & -t -4-%)-N-F £ 242.3 | M+H'
= X Bk (100)
297 | L. I 2-(2,6- = R A2 -4- %) KT 8| 2573 | M+H'
ES/G"‘ . (100)
298 :@,&“ 5-(2,6- = F A& R -4-%)-2-F 8, 231.3 | M+H"
L X-X& (100)
299 E/& 2,6- = F 8 X -[3,4] Kt oZ X|246.3 | M+H'
4 -2°,6°- =B (100)
300 A 4G-RE-ER) MR 268 (2002 | MH
RO (100)

5% 3641 301

2-(5-# -k -2-5)-7-G-R-F 5)-[1,2,4] =" [1,5-a] i -5- e

£ 5CTF, A 28.7mg (0.11mmol) 4-(3-F- KX)o -2,6-— Mty
0.1ml —"S5E & F A 26.7mg (0.12mmol) O-3) = F X # Bt X £

(M o-¥ = F XHBE LB AT, T A HCIO, (70%) % & )4 0.2ml

—vERiER, KEF 1K, B E 50CHE, A 25.1mg (0.14mmol) 5-
B -2-wkvh F &4 0.25ml —"EiRE & A 0.05ml 1M KOH # — &%
B, ESOCTHRETERA2Z M) mAFTRE, B R 404E E#L4L,
B TREIKME B, 52 6.7mg (15%)47H1L.4-4, MS m/e (%): 389
M+H" (100).

BRBEHY 301 TR F &, R THEA =g fiTE 4y, 24X
CRETAY, @4 5%kb) 302 £ L4646 314,
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5% 3% 1) 8H £ AR MW [MS m/e
5 (%)
302 7 2-(5-# -k -2-K)-7-19) - F 3 K| 369.2 | M+H'

%Hj -[1,2,4] = 5 [1,5-a]nhoZ -5- X B (100)
303 2-(S-if -vk v -2-K)-7-48-F K X 369.2 | M+H"
C%}—U' [[1,2,4] = -[1,5-a] LR -5- R Bk (100)
304 A 2-(5-ik -k -2-4)-7-3- = R T A | 423.2 | M+H'
%ﬂ - X X )[1,2,4] == H[1,5-a] ko (100)

T sk
305 = 2-(5-38 -k -2- 4 )-7-2- F &2 - 385.2 | M+H*
Cftp-cr' ¥ A& )[1,2,4] == ¥ [1,5-a] =R (100)

B 5K B
306 2-(5- i - vk b -2- & )-7-(4- & - XK|[373.2 | M+HY
%H:L X )-[1,2,4] = =& 5 [1,5-a] b % -5- (100)

LT R
307 2-(5- 1% - vk wh -2- 3 )-7-(4- £ - X 389.6 | M+H"
\CL?I:' A )-[1,2,4] = # 5 [1,5-a] otk R -5- (100)
N g

308 "y 2-(5- & -wk v -2-X)-7-(3- F £ & -| 385.2 | M+H'
%@' A )(1,2,4] == 5 [1,5-a] b= (100)

B 5
309 . 2-(5-if-skwh-2-£)-7-4-Z R T £ 439.2 | M+H'
Orgul_ A X X )[1,2,4] =& 5 [1,5-a] (100)

" -5- 3
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310 g 2-(5- i - vk 0 -2- 2 )-7-(3- F.-4- - 407.6 | M+H"
é\CQ—Q E £ )-[1,2,4] == ¥ [1,5-a] %R (100)

B e §
311 T 2-(5- 3 -sk v -2- % )-7-3- T R A - 399.3 | M+H*
%G, & )[1,2,4] =& ¥ [1,5-a] %t E (100)

" 5K B
312 2-(5-3f vk vy -2- K )-7-32F - F K K| 369.2 | M+H"
%@ [[1,2,4] = H-[1,5-a]Hh o2 -5- K A (100)
313 . 4-[5- & X -2-(5- & - % W 2-( 4273 | M+H'
‘NDW;I*G’ £ )-[1,2,4] = ok 5 [1,5-a] B 7% -7- (100)

B A XTRLE
314 o 2-(5-3f -k wh-2-2)-7-2,6-= ¥ 4. 416.2 | M+H*
A@,\;ﬁg Aot 3% )[1,24] = % 5 (100)
" [1,5-a] 9ot -5- 2 B
%34 315

7-(5-T & -whog-2-2)-2-vk wh-2- K [1,2,4] = =& 5 [1,5-a] ko2 -5- X

a) (E)-5(Z)-3-(5-T A -2 -2-X)- AN YRS

%1 1.66g (0.038mol) &1L 44(60%, £ 3 F)4§ 70ml W &%k % 5 70ml
A PR &R T A 21.2g (0.063mo)FAL(RFA)= X4, A
TEFHE 1 IHE, A 683g (0.042mol) 5-T A -2-4b F 8
150ml —"&briEk, S 1506, REMA 40ml FE, ZREF
F, RewBidadikt g, ALRUE/TI 1/4 %B, 5% 4.39
(56%) (EY(Z)-3-(5-T X-wbsg-2-X)-AMA, AH—Fi, MS m/e (%):
186 (M*, 47), 143 (100).

b) 7-(5-T A-uts2-2-3)-2-7k wh-2-2 -[1,2,4] =" 5 [1,5-a) 72 -5- 4
i 3

BB EAH) 16938 A 7 ik, AN 3-Ea s P K -5-2k wh-2-2-1H-[1,2,4]
Z v fa(E)-3-(5-T A -wbue-2-2)- % 3 I 4 & 4784044, MS m/e (%):
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334 (M+H", 100).

%34 316

7-(2- Bt -4- 3 )-2-7k v -2- 2 [1,2,4] =& H-[1,5-a]#ber -5 B

a) (E)-5 (Z)-3-(2- Fo- o2 -4- 15 )- A 3 I

é 2.80g (0.038mol) E.4L44(60%, £ F)4 120ml WE kw5
120ml = F X ¥ 8B &% & b A 21.6g (0.064mol) FAL(FF E)=%
B, EEBTHIELINE, A 4.00g (0.032mol) 2- f-4-4t5E F &4
35ml WEHERE, B2 K. REMA30m] FE, HLEM,
ReWBit B € g, A L8 TE/T R 112 3B, /2] 0.45g (10%)
(E)-5(Z)-3-2- -t -4-K)- AW b, ) FEx E B4, MS m/e (%): 148
(M, 100), 128 (43).

b) 7-(2- Bt -4- 5 )-2-vk wh-2- 5 - [1 2,4] = »& ¥ [1,5-a] b -5- 2 B

B R 1698 M 7 ik, A 3- KB T A-5-sk v -2-X -1H-[1,2,4]
Z e fo 3-2- - -4- 1K) W B B SAR AL, MS m/e (%): 296
(M+H", 100).

%34 317

7-(5-F-bo 2-5 )-2-vk wh-2- 2 -[1,2,4] = HF[1,5-a] e -5- K

a) (E)-3-(5-f.-#bo-2-2 )- % MW b

%1 1.97g (0.045mol) £.4L.44(60%, & 3 F )% 60ml v &7k #h 5 60ml
ZW R PR R R T A 15.25g (0.045mol) RAL(RF £ )= % 8% £
TRTFHFELIHE, A 639 (0.045mol) 5-F.-2-#L°Z F 845 25ml
WEkRER, SE&HEFH2 K. REMA 15ml T8, RKXEM, &
Bt E s &8k, A LB LB/ T 3/7 BB, 15 3] 4.09g (55%)
(E)-3-5-R-wtox-2-2)-" M, AHa E&E&K, MS mle (%): 164 (M,
100), 137 (17), 113 (45).

b) 7-(5-f.-beE-2-%)- z-mﬁ 2-% -[1,2,4] = 5 [1,5-a] o2 -5- 2k

BB LK) 16538 A F ik, A 3-KRB T A -5-kwh-2-2-1H-[1,2,4]
=it 3-(5-F - -2-K)-F N 4 & AR LA, MS m/e (%): 312
(M+H", 100).
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5364 318
2-vk v -2- A -7-(6-F FA - -3-K)-[1,2,4] =" 5 [1,5-a] 5 -5-4

a) (E)-5 (Z)-3-(6-F A AL -3-35)-% M i

3 5.94g (0.03mol) 5-i& -2-F f. & wkoz . 2.38ml (0.036mol) & 3 A -
15.1ml (0.108mol)= Z#:5 0.42g (0.0006mol) AL (= KB (IN) £
120ml —F X FEE:F 09 RAMAE 120C FH I 48 1. ReHALe
FeBBEAKERER, AARMATR. 288K E#4L, ATK
| LB TS 85/15 #uBl, 3] 2.47g (51%) (E)(Z)-3-(6-F A -wt7-3-
£)-AHH, b EE&K, MS m/e (%): 160 (M, 76), 159 (100), 131
(49).

b) 2-wkwf-2-%-7-(6-F F X -wtoE-3-5)-[1,2,4] = »# i [1,5-a] = -5-
AR

BB LS 16938 M ik, A 3- KB T K -5-sk v -2-2-1H-[1,2,4]
Z ek 3-(6-F SR -2 -3-2K)-7A W M B EAFEAS W, MS m/e (%):
307 (M*, 100).

%34 319

4-(5- K -2-k 0 -2- 2 [1,2,4] =4 I [1,5-a] 5 -7- K )-N-F L -5
B8 (69-0030)

a) 4-2-FE - T E)-N-F A - KRBk

3 2.88g (0.009mol) 4-3f-N-¥ & K # 8B, 0.59g (0.011mol)%& 3
A% . 4.65ml (0.033mol) = Z B 5 0.129g (0.0002mol) F.AL X (= FK B¥)4e(II)
ESom —FEAFBRBEYHRSHE 10CTHIF 2NN, REBDA
iR EAKERER, AARATR. sk E#sh, AT
B/ L8 T 73 kb, %3] 1.73g (69%) (E)(Z)-4-Q2-R I -TH X )-N-
XA XS, HaEB4K, MSm/e(%): 283 (M-H, 100).

b) 4-(5- R -2-%k 2K -[1,2,4] = " S [1,5-a] o -T- 2 )-N-FE-F
L5 3783

BB L&A 1698 M F ik, A3-KAB T A-5-kd-2-K-1H-[1,2,4]
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o fe 4-Q-RE-THE)N-F A -EB B4 47844, MS m/e
(%): 430 (M-H’, 100).

£ #4320

2-wk wf-2-2 -7-[4-(4-F - B -1-m B )- K K )-[1,2,4] == 5[1,5-a]
e -5- X Bk

a) 3-[4-(4-F A v %-1-5 5L 2 )- X A |- 5 8 B

# 24.1g (0.068mol) 1-[(4-3& F X )58t K ]-4-F R -%%. 538ml &
i+ 18.9ml (0.26mol)= Z B L 0.95g (0.001mol) R AL X (= E B )4e(1D)
£ 380ml —F A TR T HRASBE 120CTHRFE 72 0. RAWA
MARBREAKERER, ARARATR. 218K 6#%54b, A=
FF 50/ F 5% 98/2 #Bl, 32| 15.2g (77%) (E)(Z)-3-[4-(4-F % % E-1-
s )R A-AWHE, HH K EFK, MSm/e (%): 292 (M+H', 100).

b) 2-wkwhy-2-K-7-[4-(4-F X% B-1-5 B K )- KA )-[1,24] == 5f
[1,5-a]eHkse -5- 3 &

BB LA 1698 B F ik, K 3- X8 T A5k wh-2- 2 -1H-[1,2,4]
Zvgfe 3-[4-(4-F A -%E-1-BE)-FXX]-RH SN H,
MS m/e (%): 439 (M+H", 100).

% 3#%.4) 321

2-(2,4-= B-F X )-7-9b5% -4- % -[1,2,4] =" - [1,5-a]®oZ -5- K B

a) 2,4-— B - K FB(1-RE2- X A-T T X)-Bu M

¥ 15.3g (0.058mol) 2-(E A Bb AL )- T T B 8 85 3 8% 3 49 125ml £
45 &% & A 58.1ml IN & B4 KE R A, o\ 18ml 465258 B 844
RER, REWARGER, 2FRE, AARATR, ABAT
ARBREEN. £50CT, HAFLEHDS 10.0g (0.058mol) 2,4-= £
FPBB—RE 110ml K45 FHRAFLA. BEHFRE, TR, £3)
8.50g (42%) 2,4-— #-FK F B (1-RA-2-KRBLA-T T A )-Bubr, Ha
& B4k, MSm/e(%): 354 (M+H', 100).

b) 3- K BBt T X -5-2,4-— f-F ) 1H-[1,2,4] ==

3 8.0g (0.023mol) 2,4-— F-FK F B (1- R A -2-F B X -F T K)-B
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BHAE 210C FAn#k 20 547, RERBERBRHESIH, 5T 30ml # L5,
EERTHRLTA, Bhprnre ik, TI&, 532 535 (71%) 3-
EHABTRA S Q4= R-EE)1H-[1,24] =, H&aE&E4k, MS m/e
(%): 336 (M+H", 100).

€) 2-(2,4-= B-FE R)-7-0b 7% -4- 3 [1,2,4] = »& 5 [1,5-a] sk -5- 2 B

BERE#H 1 BAFTE, KN I3-XRBRFTES5Q4-—K-%X
£)-1H-[1,2,4] = F2 (E)/(Z)-3-"L2 -4- 2 - R 35 B %) S A7 044, MS
m/e (%): 323 (M*, 100), 303 (60).

%364 322

2-(2,4-= - F 3K )-T-wbeg -2- K -[1,2,4] =" HF[1,5-a] Bt -5- 2

BREXRS) 1 HBAFE, N I-EXBBRTFTEASQEl—R-X
£)-1H-[1,2,4] = & F2 (E)(Z)-3-4L72 2- 2 - 5 36 B ) £-47 M2 %, MS
m/e (%): 324 (M+H", 100).

%7641 323

2-(2- B R )-7-0072 -4- 2 [1,2,4] == 5 [1,5-a) b7 -5- K &

2) 2-F- K FRO-BAE-2-XRB L -2 TR )-Bubr

3% 15.2g (0.058mol) 2-(K BB A )- T L RRER L85 3 &R 3 49 160ml £
45 &% % A 57.7ml IN £ A KER L E, Ao\ 80ml 48 F 2K BR .44
KER, ROWARFER., 44 ERER, ARABRATR, ARAT
ABREEN. £50CT, $HHFLEHSE 9.98g (0.063mol) 2-AXK
W ELBE—A AL 65Sml RAF P BITA. B BRI, TR, 732 14.6g
2-B-EVBA-BA2- KB A-T LE)-BB, HEaEEHK, MS m/e
(%): 336 (M+H", 100).

b) 3-F BBt F K -5-2- M- K X)-1H-[1,2,4] ==

¥ 14g (0.042mol) 2-F- X F B (1-RA2- X5 Bt A - TX)-B M £
210C Fhmék 20 947, RERBERBpdd, BT 40m A TEH, £F
BTHEEA., BEARRGRKEK, TR, 53 11.4g (86%) 3-X&%
B A-5-2-A-FKA)-1H-[1,2,4] =", AHKEEK, MS m/e (%): 317
(MY, 2), 253 (68), 176 (100), 122 (61).
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c) 2-(2-F-F 2 )-7-2 -4- 2 -[1,2,4] = " HF[1,5-a]H2-5- 2 B

BEREHG 1 GBAFE, N 3-EXBRBTFESQRK-X
£)-1H-[1,2,4] = »& Fa (E)(Z)-3-#7 -4- 3 - A 3 B 4] & 45 4L 44, MS
m/e (%): 306 (M+H", 100).

%34 324

2-(2- Fu- K £ )-7-(6-F fA b -3-2)-[1,2,4] = & ¥ [1,5-a] & -5-
-9 3

BRI 1 GBAAF]R, KN 3-EBBRTEASQ-RA-X
#)-1H-[1,2,4] = ™ F2 (E)/(Z)-3-(6- F F & -k o2 -3- XK )- 7 3 5 4] & 454
4%, MS m/e (%): 336 (M+H", 100).

x4 325

7-(2- T A b -4- 3 )-2-9b o -2- X -[1,2,4] = = - [1,5-a] b -5- 2K B

BB ERS 1GBAFTE, K 2-5-EBBT A 2H-[1,2,4] =-3-
A ) Fo(E)-3-(2- T A -7 -4-1)-FA W B 4 & 4784 4%, MS m/e
(%): 316 (M, 100).

%34 326

7-(2-F R b -4-3)-2-0b5 -2- 5 -[1,2,4] = =& HF [1,5-a]wb o -5- R B

BB LS 1 HBA Tk, K 2-G-FKHHB T A-2H-[1,2,4] ==-3-
2o Fo(E)(Z)-3-(2- F £ -who2-4-2)- 5 W i 4 & 47 M 044, MS
m/e (%): 303 (M+H", 100).

%364 327

7-(5- TR b -2- )20k -2- 5 - [1,2,4] = " 5 [1,5-a] b -5- K

a) (E)(Z)-3-(5- T A& -wboe -2- 55 )- A 3 Af

A THF $M 5-ZA 2R FEREARTLZEZHMALAHFT
B|(E(Z)-3-(5-T A& -wtm2 2-X)- A MW B, h &4k, MS m/e (%): 158 (M,
100).

b) 7-(5-T & -wbrr-2- )20k -2- 4 -[1,2,4] = H[1,5-a] ko -5- K
;3

BRBEAES 1 HERFE, A 2-(5-KBABT L 2H-[1,2,4] ="-3-
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£ )-wb 2 o (E)(Z)-3-(5- T A -wtb w2 -2- 25 )- R 0% B 4 & 47 ML 2%, MS
m/e (%): 317 (M+H*, 100). |

5 3.4 328

2,7- =R -2- 3 -[1,2,4] =" ¥ [1,5-a] R -5- B &

BR L& 16588 F ik, M 2-(5-FB T A 2H-[1,2,4] ="-3-
E)-ubmR o (E)(Z)-3-67 -2- - A 3 il 4] & 47 AL 4%, MS m/e (%):
289 (M+H", 100).

%364 329

2-vtber 2- K 7w n -3- 2 -[1,2,4] = ¥ [1,5-a] b -5- 2 B

BB EEH 1 GEBRFE, K 2-(5-FH8 T A -2H-[1,2,4] =£-3-
£)-wbm2 fo (E)(Z)-3-4R -3-% - A % i 4l & Ar 4%, MS m/e (%):
288 (M", 100).

% 36.4] 330

2-wk o -3-A 7wk 2- A [1,2,4] == H[1,5-a] e -5- K

a) BB (1-RE-2-XR®EA-T LK)-Bub

3% 23.6g (0.089mol) 2-(E A Bh A )- T T Bk T8 3 & 3 49 300ml &
45 % %A 98ml IN S FALSAKE R L E, N 200ml fofo 5% B8 2,54
KER, REBARFER, 2HERK, ARARBTR, EBET
EBREEN. £50CTF, HHRAEHLE 13.5g (0.098mol)# B Ft
—A2fE 500ml = Sk HEHEA. BREAFRE, TR, 53 155g
(55%)MB(1-R A 2- X% L -F L X)-8M, HaEEHK, MS m/e
(%): 319 (M+H", 100).

b) 3-(5-F BBt F A -2H-[1,2,4] = &-3-2 )=

3 15.0g (0.047mol)x8 8 (1- R/ A -2- X B8t X -3 T X )-Be b & 220C
Fhdk 20 4F. REKBRPAI, BT 100m A TE, AEERT
Bt A, RERRMGHK, TR, F3 13.6g (96%) 3-5-F 58k
P A 2H-[1,2,4] = -3-£ )7, 4 & & B4R, MS m/e (%): 300 (M, 8),
236 (99), 159 (100), 105 (43), 77(35).

C) 2-#b7R -3- A 7wk -2- 5 -[1,2,4] = - [1,5-a] o2 -5 A
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BREA&H 1 B AFE, A 3-G-FEBTE2H-[1,2,4] =-3-
A )-wbot o (E)/(Z)-2-7652 -2- 25 - A W B 4] & 47 ML 4%, MS m/e (%):
289 (M+H", 100).

%364 331

7-(5-R-Hm2-2- 2 )-2-4b g 2- K [1,2,4] = " 5 [1,5-a] e -5- K K

a) 3-(5-R-o-2-K)-A M A

Z£ THF % A 5-R-07 F B o fUF X B8 — T8/ S04a7 2 3-5-
f-bor2-4)-AMAE, A& EEK, MS m/e (%): 164 (M', 100), 137
(17), 113 (45). |

b) 7-(5-F.-abo-2- 2 )-2-wbew -2- & [1,2,4] = H-[1,5-a]7b 5L -5- K B

BBEHXS 1 HBERAFE, A 2-(5-Fo5 T A -2H-[1,2,4] =4-3-
A )bk Fo(E)(Z)-3-(5-R-b2e -2-K )- 7 1y B #) & 47 M4 2-% , MS m/e
(%): 323 (M+H", 100).

%364 332

7-(6- -7 -3- 5 )-2-7b o -2- K -[1,2,4] = "8 5 [1,5-a] b T -5- 2 B

BRBEKRB) 1 GERFE, A 2-(5-FBB T EA-2H-[1,2,4] ==4-3-
2 )b Fo (E)(Z)-3-(6- Rtk -3- 2 )- A M B 4] &- 474044, MS m/e
(%): 323 (M+H", 100).

% 364] 333

7-(6-"G ok -4- K vt o -3- 4 )-2-wk o -2- K -[1,2,4] = " 5 [1,5-a] "= -5-
PSS

¥ 0.10g (0.0003mol) 7-(6-F -7 -3-2)-2-uk7k -2- 4 -[1,2,4] =4 5F
[1,5-a]#b5 -5-F BE 6 15ml "Gk &k £ 130C FHIF 4 1. BRI,
it AR &%, A R F 5/ F 5 9/1 2BL, 45 %] 0.07g (62%) 7-(6-
"ok -4- 2 oo -3- )29 -2- K -[1,2,4] = " 5 [1,5-a] -5 B,
X & B4, MSm/e(%): 374 (M+H', 100).

k4] 334

T-(6-F P R E - T -3- 35 )-2-wh o -2- K -[1,2,4] = =& Hf [1,5-a] #L=E -5-
E- S 3
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EBEEA, & 0.16g (0.00035mol) 7-(6-F.-5T-3-5)-2-#k2 -2-
A [1,2,4] == 5 [1,5-a] T -5- B 44 80ml J+ A EE &R E 150C FHEH
150 . Brkhe, itk &%k, A-RTR/TE 91 &M,
1% %] 0.05g (29%) 7-(6-FF A BRI bz -3-K)-2-ubvT -2- K -[1,2,4] == ¥
[1,5-a]#%2-5-% B, A K ERB4K, MSm/e(%): 346 (M+H", 100).

£ 335

7-(6- T R A oo -3-2)-2-0b e -2- £ [1,2,4] = *& - [1,5-a] e -5- 5
i 3

o ¥ L4 334 F7E, M 7-(6-R-bE-3-L)2-wkw-2-% [1,24] =
v 3 [1,5-a] o -5- B B e T4 &AL 4- %, MS m/e (%): 331 (M,
100).

L&) 336

T-(6- 8- -2- 2 )-2-uk o -2- 3K -[1,2,4] = & 5 [1,5-a] w2 -5- K &

a) E-3-(6-F.-wto2 -2- 2 )- % 3

# THF ¥ 6-R-2-%RFEARTEABRR - L8/E0H7 3
E-3-(6-f.-wbo-2-X)-A M i, & & B4k, MS m/e (%): 164 (M", 100),
137 (14), 113 (75).

b) 7-(6- 8- -2- 5 )-2-wk 7T -2- K -[1,2,4] =& FF [1,5-a] kT -5- K Bk

BB LS 1 GEBA TR, A 2-(5-EKBB T A 2H-[1,2,4] ="-3-
)-SR e E-3-(6-F -7 -2-15)- 7 W B 4 & AR M 1044 , MS m/e (%):
323 (M+H", 100).

% &4 337

7-(6- LRI -2 -2-35)-2-9k 72 -2- K -[1,2,4] = 5 [1,5-a] R -5-%
i 3

BT L6 4) 334 ATE, A 7-(6-F-HoT-2-5)-2-wkoe-2- K [1,2,4] =
o 3 [1,5-a] bR -5- 2 B fe T 4] & AR A2 4, MS m/e (%): 331 (M,
100).

% 3.4 338

2-F ALK -7-whme 2-K -[1,2,4] = »£ 5F[1,5-a] b -5- 2 B
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a) I-[I-R X 2(XBBREA)Z T EAIRA]2-FE2-AB K
(thiopseudourea)(X Z & 4&)

3% 211g (0.80mol) 2- (X BL)- L BB LB LML G 21 R &
%% A 801ml IN S A AHAKERLIE, A 350ml o8B E 4K
Bk, BRAWARGER., 2HEBR, AABRATR, ABRAEATE
REEN. KB HET 450ml T8, HiEFERMAZ 44.6g
(0.82mol) F 5544 5 187g (0.80mol) L ¥ it T pt L AR B T 85 Sk #k
BHBERTY. EEBT 15545, mA 4818 3/1 KitaFfegk R &
MKER, REVARGER., AWARAABRA TR, BREXEHN. A
1.81 ZE v &4 8, 53 121g (53%) 1-[[1-RA2- (K& E)T T A
RR]2-F R 2-ABBERKEEK), MS m/e (%): 287 (M+H", 100), 270
(28).

b) 3- X8 ¥ A-5-F A E-1H-[1,2,4] ==&

3% 83.0g (0.29mol) 1-[[1-B I -2-(KABi)E T K] RE]-2-F %-2-
BHAB N4 830ml INHCI $©1 7 30 54F. 85, FHaefhb k., &
h, AK%kE, ESOC/AETTHR. Kk#:67.4g(86%), & & E4K,
#% % 160-161TC.

) 2-F A A -7-wbw 2-K [1,2,4] =& 5 [1,5-a] bk -5- K A&

BRERS 1 HGBAFE, NI-XBBTLAS-FRE-1H-[1,2,4]
Z o fa(E)(Z)-3-#L" -2- 5 - A Wi i %) - A7 L4, MS m/e (%): 258
(M+H", 100).

% 7.4 339

2-vbek 12K -7k -2- K -[1,2,4] = = 3 [1,5-a] bR -5- R B

a) 2-F L A8 A -7-vkee -2- 2 [1,2,4] == 5 [1,5-a] o -5- 2

3% 8.66¢g (0.034mol) 2-F ALK -7-9buT -2- 3 -[1,2,4] = »& H[1,5-a] %R
5-F 49 850ml — K F RE & A 17.6g (0.067mol) 3-F KL 2-(K#ABR)
#,7 £, %" (oxaziridine)’y 150ml —F F AR it A . 2L H /b4
(—RFR/FE 97T FAER(TRTE/TE 9:1)E#skit, 735 5.2
(57%) 2-F T ax Bk -7-0b52 -2- 3 -[1,2,4] ==& 5F[1,5-a] b2 -5- 2 B, MS
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m/e (%): 274 (M+H", 100).

b) 2-vtb e -1-3 -7-vb e -2- 3K -[1,2,4] = =& 5 [1,5-a] b -5- 2 B

3% 0.50g (0.002mol) 2- ¥ & sz Bt K -7-9b 72 -2- 3 -[1,2,4] = & 5 [1,5-a]
whez-5- A s 0.33ml (0.002mol) 1,8-— K 2 —3K[5.4.0]+—#%-7-% £
MEHEH G 12.5g Bt b g RAMAE 120C THRFEA, HEE
H, B EEh, A TR LE/T B 95/5 BBl, 53] 0.13g (26%)
2-vbedt -1-K -7-wbo -2- K [1,2,4] = Hf[1,5-a|wbk-5- A B, AAEH
4, MS m/e (%): 278 (M+H", 100).

%364 340

7-whm2 2-4 2-[1,2,4] = v -1-2 -[1,2,4] = 5 [1,5-a] 4k " -5- 5 B

BB 364 339b)6 sk, £ 130C1,24-= 2 I 2-F B 5B A -7-
o -2- K -[1,2,4] =" 5 [1,5-a] b7 5- A e fe 1,8-— R & —3K[5.4.0]1
— BT &AL A%, MS m/e (%): 279 (M+H", 100).

%764 341

2-(2-F R-vked 1-5)-7-wb %2 -2- 3K [1,2,4] = 4 F[1,5-a]wboe -5- K B

BJB L3640 339b)8) ik, £ 170C2-F Aoked v A 2-F T AEBLA
7-bee 2- 3 -[1,2,4] = »& H[1,5-a] ke -5- A B Ao 1,8-— | F = K[5.4.0]
+ —8K-7-% &AM ALA %, MS m/e (%): 292 (M+H', 100).

%34 342

2-F T A7 -2- K [1,2,4] = =4 5F[1,5-a] 4t -5- K Bk

4 60C T, 3§ 0.06g (0.003mol)s4 /& 50ml2- X X 8 b it &,
A 0.2g (0.0007mol) 2-F I A BL R -7-whoe -2-K -[1,2,4] =& 5 [1,5-a]
eSS, Sk 160C FHH 16 1. RXEMN, 2H8EKE
#hit, MLRUEEM, 53] 028 (83%) 2-K T AL -7-wbw-2-%
-[1,2,4] ==& 5 [1,5-a] %R -5-% &, MS m/e (%): 332 (M+H", 100).

% 7.4 343

2-wh e -2- K 7w 3- K [1,2,4] = =k HF[1,5-a] o -5- K

BREAS 92 GEF, K T-8-2-52-2-K-[1,2,4] =& 5 [1,5-a]
O -5- K e 3R A AR ] AR AL A4, MS m/e (%): 294 (M+H,
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100).

k3.4 344

2-sthode_1-3 7-whee 3o [1,2,4] == HF[1,5-a]kee -5- K B

a) 2-F AR 7wk 3-4 [1,2,4] ==& 5 [1,5-a]wboe-5- L B

BREAES 1 GBAFE, NI-EXRBFTAS-FHRAE-1H-[1,2,4]
Z et fa(E)(Z)-3-7-3- K -A N & 2-F A7 -3- K -[1,2,4] =
"3 [1,5-a]%be-5-A 8, A EEK, B.E 161-163C.

b) 2-F T B A -7-9boE -3- K -[1,2,4] = » H[1,5-a] o -5- 2 B

B LAY 3392)89 F ik, A 2-FALE-7T-wbE-3-K-[1,2,4] =5
[1,5-a]%7% -5-A B e 3- KX 2 (RABE)R 2 LARHE 2-F B ats
A 7-wbe 3.4 [1,2,4] = #k HF[1,5-a] 0 -5-E B, MS m/e (%): 274
(M+H", 100).

c) 2-vbedt - 1-A -7-wbe -3-K -[1,2,4] == ¥ [1,5-a]tme -5- 2

BB L) 339b)6 F ik, FE 75°C ke P A 2-F BRBLA -7
-3-3-[1,2,4] =" 5 [1,5-a] bk -5- K e e 1,8-— R & = 3K [5.4.0]+— &
7-3% ) & FE A, MS m/e (%): 277 (M, 100).

%364 345

8- KB A -2-k wh-2- K -[1,2,4] =& 5 [1,5-a] T -5- K &

BB L34 1 6938 A 7 ik, AN 3-F A T A -5-mk v -2- 25 -1H-[1,2,4]
oo 3-F B -2-F M B &4 LAY, MS m/e (%): 341 (M+H',
100).

% 3641 346

8-F BBt A -2-0ber 2- 2 [1,2,4] = *& 5 [1,5-a] -5- 2 B

BREAS 1 GBERAFE, N 2-G-FEBT L 2H-[1,2,4] = -3-
)bk e 3-F 8K -2-5 0 i 4] & 47044, MS m/e (%): 351 (M7,
92), 286 (100), 171 (54).

53641 347

5- R A -2-FK R [1,2,4] ==& H[1,5-a]H"C-8-F B

BB KA 1658 A F ik, NG-KE2H-[1,2,4] =4-3-X)- L fo
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3-F § -2-% 5 B 4 &40 A %, MS m/e (%): 235 (M*, 100), 208
(10), 104 (16).

F364) 348 |

2-[1-(2,7-=-vt52 -2- % -[1,2,4] = & 5 [1,5-a] % -5- 2 )-1,4,5,6-79 £.-
e -2-K - KT AR

BREAH 27 QBERAFE, K 2,7-=-db-2-K-[1,2,4] =5
[1,5-a]#b5-5-K B fe N-3-£ ARX)-4R X = F Bt B4 & 4504,
MS m/e (%): 476 (M+H", 100).

% #4) 349 4

7-(5-F A -wbsz -2-2)-2-0b 2- 2 -[1,2,4] = »& 5 [1,5-a] e -5- %
B

a) (E)-5(Z)-3-(5-F fuik-wboe-2- K )-7 W ik

) 1.60g (0.036mol) E.4L.44(55% , £ 3% F)é9 70ml w9 &=k #h 5 50ml
—FATBEEFRT A 12.32g (0.036mo) RARTFE)= K4, £
ERTHIF1IHE, A 639 (0.045mol) 5-F.-2-#t7 F & 49 25ml
HARWER, BEBH 1R, REMA100ml K. ATBRTEER

ZR, AVMHESHBRATIR. RELEN, ZeHhedaik & #ban,

A LBRTE/TR 1/4 B, 53] 4.90g (65%) 3-(5-F A& -wbeoz-2-4)-
AW (E/Z=2/5), }% &, MS m/e (%): 160 (M*, 100), 109 (34), 90
(36).

b) 7-(5-F LAk -brg-2-2K)-2-9b 7 -2- 4 -[1,2,4] = £ 5 [1,5-a] 4R -5-
E-Y: 3

R ELHA) 1B F ik, A3- Ko BT A 50k -2-% -1H-[1,2,4]
Zed e 3-(5-F RA - -2-24)- A M H & AR A %, m.p.: 227-228
T.

% 764 350

7-Byoik-4- 25 -2 -2- 35 - [1,2,4] = = I [1,5-a] R -5- K Bk

H 7R -2-9 %R -2- K -[1,2,4] = 4 5 [1,5-a] %tk R -5- F B (S0mg,
0.17mmol)i% T 2ml "Gok, Aw#k £ 180Cik 16 oo, #EH K it Frggk,
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1 BAWEKE ZFF 5K 10m)Z [ 98 LA =K F 5 (10ml)
ERAL, AN, BARMTR. RELRR, BEADI—_RT
RoP g, 53] 7-Gek-4-A 2-whug-2- K [1,2,4) = 5 [1,5-a]Hbe -5
BB (33mg, 65%), % & & E4k, m.p.: 240-241C.

% 364 351

7-(4-F £ -vhof-1-3)- 2172 2- 2 [1,2,4] = " HF[1,5-a] R -5- K B

# 7-i 2-wb o2 2- K [1,2,4] = =& F [1,5-a] wt R -5- A B (15mg,
0.05mmol)iF T 2mIN-F X %%, WA ZE 180CRA 16 1 i, RLit ¥
N-FE-%%, REALHEKRS LB TLEG 10m)Z F458&. L
A-—RKFTRAMDERA R, N0, BARS TR, ALBR,
Rl E#N, ALRTE. FRA-KTR/75 91.
RER R FH/TE 4/1 EHHBN, 753 7-@-FE-%%E-1-£)2-
T -2-K -[1,2,4] = " ¥ [1,5-a] kT -5- X B (5.0mg, 31%), K& & B4k,
MS : (ISP) m/e332 (M+Na", 25%), 310 (M+H", 100%).

90



	ABSTRACT
	DESCRIPTION

