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B EF O , 091 , 596

J.Chem Soc¢ Perkin Trans, 1 , 74 (2) , .48 ,
P.219—21 |

ARALY RENFH T L=, AREMEAMERNCL I/
oy v ElR B T R (Vi ) &,

H i (IV1i)



ﬁ\:#" Ry« R faYWEXELE, FHHAEF

A% B TXEH,

3
)’k ] Fn \\N

~

S—-R_{
|

Ep xRELRBET, Rei RAEESGHBRIPNERETRAY
Ry o
AREPHELET REA P HREMEET E. w8y i T IL
# PR MR R Frik sy A AL al TR 4P,
TREFRAFRET ALZA, BEARALALGRE.
=41 1 —(4-—-RE-3-(ZRAFE)I)FE -3, 4, 4
ZWAERME -2, 5 -
£23cMm26CcxEH3.1781 —-(3"' ~ZRFE-4 -
WMEFEL) -4, 4 —_FHokbk—2, 5 ——H(HHREELF
2,329,276 W EHEIO3I2 cnd —FEFBKEAARNE
HMmE| 492 mg S50 DBALM (@ ) M3 end —_WAEFHEK
HRNEIRAE, BEHHML 544, AL MA0. 7 cms FE



WAE2cn® —WEFEBREYIWEMR. £2 4 CT2 8 CxHiRS
M2 50%, KEEAN200e 1 .1 APKERLSIH. Z8
AR TERER, Huma e#kEimnt, T8, tifrsss
THRET, RE36sHE", n.p. 11€°C,
RARVEELE S, B 2. 73 s WE™ W 2t dd &,

m.p, =116°C

TCE M .C13H12F3N304 = 331.25

SPHAME: CY 47.14 HY 3.65 Ft 17.20 Nt 12.68

5 3] i 47.0 3.5 17.1 12.5
grshiig (CHCL)

C=0 (1780, 1727 cm™ %)
ik (1615, 1596, 1497 cm™d)
NO, (1545, 1357 ca” %)

EH2 5, 5—-WHE-1-CE-3-(4-HE-3-(=
EEE )KL ket -2, 4 —

Besot] 1 Wy ik, WEEEH2 , 329 , 276 i F &6l &8
1el1—(3'-ZfFHE 4" —HERE) -4, 4 ——_FHE%%
Mgk — 2, 5——FHAHRLER, 50.33 cm? ZZE#EA 166 ug
50084 (IR, RE1.19eHE~W, m.p. =
110~ 111°C. kP 4ASHEEL S, 55034 na HPHW
e, m.p.=110~111°C,



TLE Ci4H14F4N4O, = 345.28
WHME: C¥ 48.70 HY 4.09  F% 16.51 N3 12,17
S 48.6 .0 16.8 12.1
T4 K (CHCL,)
C=0 (1777 cm™%, 1724 (F))
NO, (1545, 1356 cnm™ %)
FgkE (1614, 1596, 1497 cm~ i)

28

%3 5, 56— W -3 -(4-HE-3—(ZHFEIE

) -1 —FERUE -2, 4 ——F

WHEG LB FE, M1 el—-(3"' —=ZfFHE— 4 -HLEHS
— 4, 4 —_WHKef—2, 5 8 (HHEEFF
2,329,276 WHEWE) HiEEAH, 5155 ng 5054
At (LEwP ) P0.35 cmd 1 -BEARK P, BHEKEW, BHE
B, —fF5(1: 990)AERE 1. 087 e/ ( n.p.=
102°C D). ARVWEELZRERE 045 ng BEFH (o, p. =
102°c ).

TR CygHygFaNz04 =
rH: C¥ 50.14 HY 4.49 F¥ 15,86 Nt 11.69
5 50.1 4.4 15.9 11.5
4rih i (CHCly)

C=0 (1778, 1724 cm™ %)

NO, (1544, 1358 cm™1)
3£ (1615, 1596, 1497 ca™l)



=5 4 5, 50— ZWHE -1 —-(1-FH£ZH)~-3-(4—7Y
E—-3—ZRATE) FEE) skelBt- 2, 4 — —H
WEBI1HFTE, U1l —(3"' -ZFfFH£—4-EER)
— 4, 4 - FHvkebui— 2, 5 — 8 ( % 8iFESF
2,329,276 WHEHE) HkFM, T50C5166 s
50BN Ed¥ )0 .4 ems 2 —WFHEEE 1 8/Nif, 2
HREEN(A_SFR/EHEH(96: 1)Y%E)EBHAG85 g
BT, m.p.=130C - 5 WARABELS, 55 661

mg FFEFH, m.p.=130Ca

TEGN CygHygFaNqaOg = 359.31
FHEfH Ct 50.14  H: 4.49  F%¥ 15,
5L | 18 50.1 4.4 16.2

4T 4 1% (CHCl,)

c=Cc (1779, 1771, 1723 ecn”%)

NO, (1544, 1361 cm™ %)
24k (1615, 1596, 1497 ca™l)

86 N% 1L.69
1.6

541 5 5, 5—ZWH-—-3—-(4-E -3 - (ZHAFXIX

Z)—-1—-(2-—AKE) kot — 2, 4 — 5

Tl 1 WEE, M1l —( 3" —Z8FE—4 —sHEEXRE)
— 4, 4——FHkekedok—2, 5 — 8 (% HEEEHSAMN
2,329,276 HyFERE) Y RBIEE, 5166 na 50%=A
A (AWmP ) 0,35 cmd WHHARRE, 2BKEMN, AR
e, AH(99: 1)%MEREL 1Y, ARWEEL S
%2 1.01 sFA"™ 4, n.p. 105¢C,

~23~



TCESH CygHy(FaNa04 = 357.29
JtEE C% 50.42  HY 3.95 F% 15,95 Nt 11.76
o i 8 50.4 3.8
4T A HiE (CHCL,)
C=0 (1779, 1724 cn™ %)
NO, (1545, 1358 cm~1)
4 (1615, 1596, 1437 cm™3)

CH=CH, (1643, $30 cm™?1)

15'8 ¢ 11-7

5, 5——_WHk -3 - (4-#HE-3-—(=ZAFL£) X
) —1 —WERERBL— 2, 4 — 8

WAL FE, M281 (3" —ZAFE— 4 —#EXRE)
— 4, 4 ——_FEekebok —2, 5 -8 ( %HEFEEEA
2,329, 276 Wy EW A VRGEEH, 5332 ng 5%44
W OEHPIFO0.71 cms FEBR B, 2HKEN, A4 FK
JSWRE(99: 1)YEMEMAE 2 375 e/, ARAEBEL L

2|2.165 gsfrE™#H, n.r. =9 9%C.

S 6

T AT CqgHygNaF30 = 407.3
M E C% 56.02 HY 3.96 N%¥ 10.31 F$ 14.00
10.2 13.9

5208 56,1 3.8
41 Sh i
C=0 (1799 em™* (m), 1723 cr~ ¥ (F))
% (1608 cm™?1)
+ (1524 cm~* (m))
NO, (1545 em™% (F))
(1497 cm™ %)



=47 4—-(4, 4——_FWH-5-FHLE-2 ~5K—1—3
My ) —2 —ZHFEEH

E5CH6.632 —=ZRAFTEEH—4 —FiBE (ATXHT
FEWEA)EL0 cnd? —RATHRFWERZEMH 2 638 2 -£F —
2 -REFW. 36 cm3 1, 2——RLER0.9 cms =204
RERY. BeDT 8B 6/ ite BEEALRET, b
(7.78) 2t REMN, A_QF6HE " WH( 85: 15k, #
213.54 s HEW W, n.p =228 Ca

# 300 mg LtRTHAHARTEEL &, 75207 ng FEF
MR, m.p. =228 C.

it & {E €% 52.71 H% 3.74 F% 19.24 N% 18.91

5 R 52.7 3.6 19.1 18
s ( AEE ) -
NH/OH (3340, 3250 cm™ )
cmN 2240 cm™?
C~0 1760 cm™>
C=N 1655 cm™1
' (1606, 1570, 1502 cm 1)

&2 —ZfAFEXE -4 —FREKE:
¥10g4—RE—-3 - =ZAFEEIZ(HHERNFA

EP 0,002 , 892 i FE®&)ET 30 cn® ZERTZEW

FO~5'CE20404AEiZEAME33.6 cnd 1.93 M ALAH

HEREF., BAHTOochs cxAfE#3 0oas, REFLAR

~ 2 5~

.6

?



E25C. MEMBEELY, MFERNAHLEET AL, &
ERBEEAZELIOC « AERARECUEREANEAZTE &
HACE (4 ). BEMWER T8, LF. T 5G9 &4
RERRTLHBMA TR, HY Lk 3Kk, FX10 cmd | %5
ERETARET. 26 0°Ch#k 1 /bit, BREKETEE3, &
2l11.6 e a, AAT UTHE,

AR\
-N=C=0 2268 cm~21
~CN 2233 en~?t

S 8 4—(4, 4——FH—2, 5 AR -1~z it)
—2—ZRAYETH |
H2. 76 s EBI T HIFNTWARBENKLE L/ 288860
cmd HRHERHMBEIRS 5. RS HEN 1008 Kk,
M TBOBER, EREHKER, TBHAZLZETF, B3 2 70¢s
BT~ , . =210"°C.
400 mg Lﬁﬁ‘%ﬁlﬁfﬁ &, 1531383 mg HE&Y
W4 ATAES, m,p. =210~211°C
THMH C¥ 52.53 HY¥ 3.39 F¥ 19.17 K% 14.14
9 1R 52.4 3.2 19.4 13.9
a1 4hHiE (CHCl,)
C=N 2245 cm™?
C=0 (1788, 1722 cm™1)
4 (1610, 1572, 1502 cm”1)
NH (max) 3340 cm™*



EH 9 S—(4—-ARE-3 - (ZHFHX)IEHE) -5, 5 -—=

FE—-2, 4 -8R~ 1 kel 28

# 600 mg B 8FFM&TME 6 cms  —F LT r s ayiz

BmE 210 mg BAM(50%BEET) I ems —FAHEK
HARAEIT A, BEHWHL 598, 45 MA290 me BTE,
BeHTEEBHL 6 /Dit. WMA105 ng GUM, | 5H4EE
AN 145 mg RTB. ¥REG WA 3 044, BlAH 50 cmd
AKfe5cemd 2 NHLBARNEET. BEHA CBER, A i
PAAER LR, TR, LRAZRET, BH1. 22 a7, &
HEREN, A8, FE&E, ZE(90 :10 :0.5) &, &
3| 367 me FTET4.

LT4h K o=N 2238 cm—1

CABRMEE . ©=0 (1784, 1725, 1710 cm™1)
¥ (1616, 1580, 1508 cn™l)

#h

EtOH HCL uU.1 ¥ max 258 - 13300

€
infl 277 nm ¢ = 5000
infl 285 nm € = 2600
EtOH NaOH 0.1 N max 287 nm € = 19100
€

max 342 nn =~ 1900
610 S3—(4-RE-3-(ZHf¥FEIYEEL) S5, 65—

FE-—-2, 4 ——8NK— 1 —okedli X L8 R
¥ 600 mg SEFISHAWFTHES cn3 —_FEFTERERTHE
HME 100 mg 50RBEAM (LEmF I3 cnd —_HETFERE
MRWET A, BAMBEL 548, REECHEALS O CHEE
TEEHMAN0.25 cne BRLEIE. $RGHIH3 0mw, F



BAB 0 sAMfKC1: 1) #BEGHFH, MAQ.Ss@ B 949,
BemACBMER. gMAKEER, TEAZLRET, #21.1 &
ey, aEKEM (A% %. /A8 97: 3) %K), 75
709 mg HIYWFEH, m.p.=152Ca

LA RWNEESE S, 73667 ne NEMBSHSE,

m.p. = }152'C

L4

TESM CyeHyFala0, = 383.33
PEM@ CY 53.21  I§ 4.21  Fi 14.82 K% 1C.S6
s e 52.3 4.0 14.5 1C.8

4K (CHCL;)
c=N 2225 cm~t
pkufly (1786, 1729 cm™®)
Co,Et 1751 cm™ 1)

$4 (1616, 1572, 1505 cm™ 1)

SEFL 1 4 (5—F&RXE—-2 -3, 4, 4 —=F&K—
1 —vkedbe ) — 2 —=H£FXLH
a ) W E&RABE
#2231 —=RAFE 4 -FEFE CHEBRHNEA

EP 0, 002 , 802 Fimy il &) Klxh/ms 22 cns  EH
Afa1 cm3 myﬁzmamm, WA L /e, B FER,
ARk, TRACRETERET, Rz ec/#, ATHELR
.

b)) WERR
3 gtk E51 .33 cms 2-—FHEHE -2 AEREK. 23



cmd WHERHAO.23 cm® ZZWG—REFEME 4 0458, 58
THEARET, AWM ( 3.07 ¢ ) BRERKENC HER . KRAcBT
C¥e,"CRCE(1: 1) R_4FE./ A8 (95 5) %),
142012 83 s 1Ly, ARWEELREH2. 63 e E-Y,
m.p. = 172-174°C.

P CY 51.53 HY 4.01 F¥ 17.17 N% 17.46 S% 9.82

523 51.7 3.9 17.2 17.2 8.9
AR N o5
C=NH (3308, 167% cm™?%)
C=S + Xk (1608, 1575, 1505, 1488 cm™t)

C=N 2230 cm 1
CFy = 1185 cm™?

LA 12 4—(5—8RMK-2 K3, 4, 4 —=ZFH—1—
hodir X ) —2 —ZRAFEXHE

¥2.21 g2l 1 1 GlRB T AkEHkEal 2088
44 cm3 —REFHEHL D, REREGHEIAN200g Kk
(1: 1) 8EASY, HoQFRER, A B kEms
#*, TRAZXRET, RRDEHKEN, AHoR, LR LE
C1: 1)ZM, #E 2. 1e/{m.p. 171°C ), ARFAE
EERFEH1.99 e BIE %, m.p.= 171°C,

~29~



 TLESHT CqHyaF4N40S = 327.33
JrHEME C©% 51.37 HY 3.63 F%¥ 12.84 N 17.51 St 9.79
s i K - 51.4 3.5 12.7 7.6 10.798

LT i (CHCLy)

C=0 (1761, 1756 cm™ 1}
FH# (1610, 1578, 1505 cm™3)
CmN 2230 cm~*

CFy 1178 cm™1

£ 13 4 —(2, 5——%mK—-3, 4, 4 —=ZFH -1 -k
g ) — 2 — =R FAEHE
839s Hl 1 2 BT 5 518 msg Lawessen IEF Ao
4.7 cmd FER-REKRHE2 4 /bt FREGDERETEALET,
BE 1,36 e, BHKEN, RKH QTR LROE
(99: 1)MAEK, LBCE(85: 1 5) ki, 9% 783
mg Y, ZFHARWAEEZSFE 690 ng BIES4,

m.p. = 211-212°C,

JLHAH  CrgH12F3N3Sy = 343.40
TTHE{ C% 48.97 HY 3.52 F%¥ 16.60 N% 12.24 5% 18.67
52 915 43.0 3.4 16.6 12.2 18.6
SIS (CHCL,)
C=N 2230 cm™?

e + hPi4kZ (1612, 1582, 1508 cn™1i)

CF, 1178 cm™?



E£H1 4 4—-(4, 4 —_FE-5-THE-—2-mf—1-
kL) —2 - SR FEEH
128X -2 -FEFEML cmd  WHkeE 03 2 54
sEFI11 ) FABHTHE2 0 cn’ WER=A0.2 cmd =7
BRARNRSHT, ZRGMTEETHHE. WEERET, 40
(3.58) ZREKEN, RAMTBTEFCK( 7. 3) KT

B, CEZEE( 1: 1), %% 040 mg FrE4, £ 300
mg FYHARNEELZE, 5263 ug ™4, m.p. = 296°C.

TTCFEAH Ci13HyaFaNys = 312.32
FE{g C% 50.00 HY¥ 3.55 F% 18.25 N% 17.54 St 10.27
e

5 E 49.9 .4 18.3 17.6 10.4
SLSN A (O fom i )
OH/NH 3260 cm™?
C=N 2230 cm™?®
C=S 1764 cm™?
#3 + C=C (1612, 1575, 1530, 1501 cm™3)
ERFHe R SR 1, 2 -2 s E,
MHAEHRE . REAHKFZHWTEH 6 0 %.
xHl15 4—-(4, 4 —FE -5 AR -2-smK-—1—%
bt ) — 2 —Z AT E TN
¥ 635 mg Ffl1 4 WAR M ARERBE A REH 1,7 248
B®14cen: —REEEE 1D, RBREHAHEMAL100 cns
K, WHER B CEZER, AdAukdEk, THRHAERET, 2 600
mg i, ZHKEN, A8 FW W ( 95: 51k, <5
590 mg HAZEWAY{( m.p_ = 160~191C ), HRrAEELE



faftE 490 me FFE~4, nm.p. = 1s0-19i°C.

TCF M CqaHygFaN30S = 313.30
FEf C% 49.84 HY 3.22 Ft 18.19 Nt 12.41 5% 10.23
S4E 49.6 3.1 168.4 13.2 10.0
¢ 4h g (CHCLR)
=C=-NH 23430 cm™ %
caN 2230 cm™+
C=0 1766 cm *

HHER O+ Fk (1612, 1578, 1505 cm™T)

$H16 5, 5——HA-3-(4-BE-3-(ZHAFEL)
—FH) — 1 — A2, 4 — =

HeoEtl 18, ML el ~(3"' —Z8F%—4 -sfXEFKEL)
— 4, 4 ——_FEkALG—2, 5 — 8 ( %PEEEEH
2,329,276 W EWNE) ARKEH, 5170 usg F44™
0.47 cm3 1 —BREERE, SHKEN, ] F5k. 3% Ok
(8. 2)%MERE 1 23 s MEFH, HRWHEELEHE 005
mg FH, m.p. = s4a‘c.

TCRAHIT CyqHp004FaNy = 387.35
'STEME C% 52.71  HY 5.20 F% 14.71 N% 10.85
SE 30 18 52.8 5.1 14.8 10.7

£r5b it (CHCL,)
C=0 (1778, 1723 cm"?)
NO, (1544, 1360 cm™?1)



EH1 7T 5, 5——WHE-3-(4—-#E-3—( =Z8F%£)

’ —FKE) — 1 —FE k-2, 4 -8
BEGL1FE, M1l —-(3' —=ZfF&E— 4 -EERX)

— 4, 4——FHRkdo— 2, 5— 8 ( FHEEEEA

2, 829,276 MFERE) ARKBEH, 5170 ng 50%E

S CEmF ) M0.7 cnd 1 —B ERK N ZHERENE1FE

1.08 s, m.p. =6 3%Ca

THESH C21H290,FaNy = 443.46
THE c% 56.87 HY 6.36 F% 12.85 N$ S.48
6

SRR e 57.0 .5 12.8 9.5
41 5 ki (CHCl3)

C=0 (1788, 1723 cm™ %)

NO, (1544, 1359 cn™1)

LHl1 8 4—-(3, 4, 4 —=¥%—-2, 5——&AK-1—-%
ML) — 2 —ZRTFEEH
S 1 B iR, W 300e B8 TR W ST Y R
FEH, %3275 ng HWENTH (m.p. = 158°C).

a5 ki (CHCL,):
C=0 (1780, 1727 cm™?)

' F# (1615, 1574, 1505 cm~d)
CmN: 2238 cmp—+
E#19 4—(5—E—2—-8K-—3, 4, 4 —=ZF&E~-1-
skekBE L) — 2 —=SRFEFH(FWA)

~33~



- 4—(5-8R-2-%K~-3, 4, 4 —=Z¥FH—1—
et be ) — 2 — AT EFH (7 8)

4—-(2, 5——_#MHK~-3, 4, 4 —=ZFHE—-1 —=
Wit ) —2 —ZRAFETH (&4 c)

#2300 mg 61 8WBHFHEL 4 cud FEMTE ng
Lawesson R ARKGEZEMBE K Iat, A EZE, KE
ZERET. FE M 330 ng FHEERENG( A-_8FKR, B
B(99: 1)® M.

WIERNF 2w 4 -

46 mg P4 C (Re = 0.63, m.p. = 210-211°C) , Hic
#l 1 3 FrR By = hAa .

26 mé P B (Rg = 0.49, m.p. = 170-171°C) , F5£
%l 1 2 Prik o 7= 4 A8 R, |

42 mg FH A (Rg = 0.34, m.p. = 194°C).

STSME  (CHCl,):  Cc=0: 1760 cm™d
-C=N: 2235 cm™3
.\ ¥ (1615, 1580, 1508 cm™¥)

Bk zm) .

max 228 nm ¢ = 19400
256 nm ¢ = 12100
298 nm ¢ - 8600
390 nm ¢ = 70



EF20 - 4—-(4, B—ZF -4, 4 ——FHE -2 - (FiL)
~5—FAMKR—~1H—k—1-3) -2 —ZHFLER
#626 mg L1 SWFWAG cnd —FRAFELEHEL
WE 108 mg 5 0BEMM (L P I M1 8 cns —WHETHL
HEMERAY. YEANKEFEER 0.3 end —F X FE AL AT
ik, ARBEGHPHL 04, REAL T EMO. 19 cns Fi
Bl cm3 WA WELR Y W AL
RE4540%EHREMENESHO b B_EWH50 gk
S ARBA S, ACBERL k. AL KRS, 2558 Te
HERZET. FiRM 668 ne FHBHMEN M ( A CH,CL ,—
ACOEt 95 . 5 ¥ ). '
172 640 mg T4, BAHEKEWN ( IR EH - AcOEL
7: 3BM), BEEANLBIZE B2 507 ng HE&H,
m,p, =062Co

21 S

C=0: 1747 cm™?

c=N M  E%k (1614, 1581, 1569, 1503 cm™?)
M Ak (EtOH)

waxX 209 nm € - 26000

infl 236 nm ¢ = 11500

infl 264 nm ¢ = 8700

421 4~ (4, 5——8—4, 4——_F&£-5-8K-2—-
(CEEFEIHR) — 1 H—sfkup—1 -] -2-=ZRF
P Y

~ 35~



313 mg HEF1 5WFERHEN4L— (4, 4 ——FH—5-
AR— 2R~ 1~k E) —2 —ZAFEEMET 3 on
—HWEAWBEY, E54#AEEME 53 ns S4HEO0. 5 cns
“HETRENRE AT, RRSDOHEL 09, A0l cms
FER, BB EHE 3 0404, HBRERAHEANE 500 ng
RBRE AR, ATBMER, IS KES. TRALZREN.
351 450 mg M4, SHKEN (HEH:. —8 T, 28L&
97.5 :2.58), % 316 nz FE~#, H¢ - 0.38.

TR
WHE cv s9.54 vy ¢.o r2 14.12 s 10.41
- SEWME 59.6 4.0 14.1 10.2
143 (CHCL,)
C=0: 1746 em™3
CaN: 2236 cm™?! | |
KR v Ex 1614, 1580, 1570, 1503,

1499 cm”~1

FH2 2 4— (4, 4——FE£-3-(2-KZE)-5—-T
BE~-2-HAK -1 —vkdleE) —2 -ZFFEELHE
£0.5 cn? Z7RHFEAT, ¥e&H2. 11 s L1 1 a) F
HAWREABRE, 1.1822—- ((2-B7&))8£)-—2-F£F
ERn2, 2 - —WEELEHORESH 8. 2) MUK 20cms HWE
ok AR MAEIE 3 04 B, AREN, RAWBEKEN (MK
Fl: —AFH/FAEHO5. 5), B2 1.26 e/~ #f 686 ng
N— (4 —RE-2-(=ZRFEIXEL) -2, 2-—FX -3~



T LR B K. 14 686 me ZFEHET 10 cnd  LELEW,
WA 30 cms HREHE, KERSGHEL cnd |, HEATE, B
518 mg FAMMET M. MFEHET20cm: BHE, KEE

5cms , i€ TH. 731 04 s HEWZ 4, M.p. = 181°C.

TR AT
- JtE M C% 50.55 HY 4.24 F3 16.00 N¥ 15.72 5% 9.00
ST {E 50.4 4.1 15.9 15.6 9.0

£ K (CHCLy)

- OH: 3630 em™%
>=NH: 3314, 1677 cn™%
CmN: 2230 cm™ %
¥k 1611, 1576, 1504 cm~

sl 2MREm2 — ((2—RZEYEE) -2 -FEHF
kT

Z20CH3I 0 CZHAM12.3 cn? FRLGRALEFHMS

cm3 ZEK, RSB 8/, #RETXYE, B2 2. 34
BT pf 2, 2-—_FEYSENRESY, HATHE P E,

EH2 38 4— (4, 4 ——FHX -3 (2-8Z&)-5-4

R—2-R-1 —Kkedff X)) -2 -=ZHAFEXHF (g

Ai)fﬁ |
4—(4,4~:$£~2,5—:ﬁﬁ~3~(2—

MTAE) k¥t ) —2-ZAFETH (%5 |

£7 cnd RMEET, %680 ms EH2 28 BHENET

~3 T~



7Tcemd KE, MAEKL O, BA9ANETE, ALBLE
W, AYEA SRS TRALZGEN. RAWEHKENKE
CHEMBA: RO TBZE1: 1), H5 119 mg 48,
2, 5——8HK-3-(2-%T*) 4%, R¢ 0.35, f
569 mg A, IS -AR-2-%R-3-(2-8BZE) #
AH, Rg = 0.14; m.p. = 130°C

TGRAUT CyeHygF3N40,5 = 357.36
i :CY 50.42 HY 3.95 F¥ 15.95 N% 11.76 St 8.97

T A
SRR 50.7 4.0 15.7 11.5 9.1
Nl B:F
SR 1R - 50.6 3.8 15.9 11.6 $.1
5ot (CHCl,4)
P A
OH : 3626 cm™*
caN. : 2236 cn™?
C=0 : 1763 cm™1
k. 1615, 1578, 1504 cm™t
i B .
OH F
CaN : 2228 cm™?
C=0 : 1780, 1726 cm~?

% t 1615, 1578, 1505 cm™?

WRER1~2 SR FiE:
A BRAEHIsb&Wa—(4, 4 ——FH—2, 5-—HK—1—
s r R ) — 2 ~-SHRFEE ML EHEA, HEUTEMLs A,

~ 38~



SEH 2 4 4—-(4, 4 —=—¥H#-2, 5 ——_BAK-3 - %—
1 —skbi ) — 2 —ZAFEEE

M.p. = 100-101°C.

TCESHT CygHyaFaN30, = 325.29
IHEME ©V 55.39  HE 4.34 F% 17.52 N% 12.92

SEE - 55.7 4.3 17.6 12.8
(LA K (CHCLy)
C=N : 2238 cn™?t
C=0 : 1777, 1724 cn™?

¥¥. 1617, 1575, 1505 cm~?

%25 4—-(4, 4——_FH%-2, b—-——8K—-3—-(2— .
WHEXE) — 1 -kt ) — 2 -ZAFELH

M.p. = 109-110°C.

TEEAHT C1eH14FaN30 = 337.35
HHAE ©¥ 56.97 HY 4.18  F¥ 16.50 Nt 12.46
SR 57.0 4.1 16. 2 123
Lok (CHCly)
CaN : 2238 cm™?
C=0 : 1728, 1725 em™?
HC=CH, ¢ 1645 cm™?
Fk : 1616, 1575, 1505 cm~%
EHl2 6 4—(4, 4—=-F£—-2, 5 ——8R-3 - (F%

Fak) — 1 skt ) —2 -ZRFEFXE



M.p. = 98=99"C,
T4 CopHygFaN4;0, = 387.36
" iFHM Cx 62.01 H% 4.16 F¥ 14.71 N% 10.85
5318 62.0 4.1 14.7 10.8

£y sh e (CHCL,4)

=C=NH : 3430 em™t
CEN : 2238 ecm~i
C=0 | : 1779, 1724 cm~}

a3 : 1615, 1605, 1575, 1504, 1497 cm™?t

54 2 7 4— (4, 4—-¥W*-2, 5 -—8K-3 - [(4-
AEXEIFE) -1 —skbig ) — 2 —-ZHFRFH

M.p. = 101=-102°C,
7‘"5%’;5};9? ChpoHyeFyNa0; = 405.35

YHEM c% 59.26 H%¥ 3.73  F¥ 1B.75  N% 10.37
o 5 48 59.1 3.5 18.9 10.3
r5h i (CHCL,)

C=N : 2238 cm”*

C=0 : 1780, 1724 cm~%

4% : 1615, 1612, 1505 cm *

42 8 4— (4, 4——FH-2, 5——8RK-3— (44—
FEXEXEIFR) —1 —vkedlg &) -2 —=ZRAFTEFH



M.p. = 95-96°C.

TLEMM CoqH1gF3Na0q = 417.39
TTEME C% 60.43 HY 4.35 F$ 13.65 N% 10.07

52 fE 59.1 3.5 18.9 10.3
4réh e (CHCL,)

C=N . 2238 cn”*

C=0 . 1778, 1723 cm™?

& : 1615, 1584, 1514, 1505 cm™*

45 2 9 4— (4, 4——_F%—-2, 5 —Z8K-3- (-
(ZEHFE)EXFE) — 1 —vklgE) -2 -=ZAF XK
¥

M.p. » 89-90°C.

HHEE C% 55.39 HY 3.32 Ft 25.03 Nt 9.23

S )18 55.2 3.2 25.3 9.2
| arsht (CHCLy)
caN : 2238 cm™¥
C= : 1615, 1505 cm~ %

34 : 1615, 1505 cm™ %

/30 4— (4, 4——F# -2, 5——8AR-3-(2—
FEFE) — 1 %A ) -2 - =ZAFEYXH



M.p. = 112=113°C.

TLH AT C1eH14F3N303 = 353.30
TTEM# C% 54.39  H% 3.99 F% 16.13 N% 11.8%

5z i 54,7 4.0 16.1 11.8
LM (CHCL,)
csN : 2235 cm™?
C=0 : 1781, 1725 em™?®

4t 1615, 1576, 1505 cm™*

EH31  4-~(4, 4——Fx—2, 5 —HR—-3 -FHE—
1 H—uvkupid) — 2 - =FFLEERE

M.p. = 113-114°cC.
_—i. —
TTH{ C% 56.64 HY 4.75 F% 16.80 N% 12.38

-'7“'_1\:513{'@ 56.7 4.7 16.7 12.2
2réhAge (CHCl,)
CaN : 2236 cm™?
C=0 : 1778, 1725 em~%
¥  : 1616, 1505 cm~i

xHi3 2 4— (4, 4——9%-2, 5 ——8K-3-(1-
FEZE) — 1 —okebiE ) -2 —ZRATFEFH

~42~



M.p. = 138-139°C.
5ﬁi§ﬁfﬂf C16H16F3N302 -~ 339.3:z
-H—ﬁf]ﬁ C¥ 56.64 H% 4.75 F¥ 16.80 NY 12.38
SEME 56.5 a.7 17.1 12.3
LrSh i (CHCLy)

- ¢=N : 2236 co™*
C=0 : 1778, 1724 cm™1
4 1 1616, 1575, 1505 cm~}

B)MAZLF 1 5%EH4 —(4, 4 ——FX-—5-FEK-2—-%
R—1 -kt ) -2 —=ZFFEFHA4 ERNRAA, MEUTL
4o
EH 3 3 4— (4, 5——8—4, 4——-FHX-2—Fwit-
58K —1H—vkk—1—%K) -2 -—=fFEXH
Ry =0.35 (PEMA: —R¥FE, % LEOS7.5 :2.5)
54 3 4 4— (4, 65— —48—-4, 4—-FE-2-((3-
AEEIH) -5 -ER—-1H—kg -1 —X]—2-=
R
Re =0.17 (3HH: —8FK - THLES. 2)
=435 ((1— (4-RE-3-(ZAFE£)IEL) —4,
-8 —4, 4—_FFE -5 -ER—-1H—2k—1—
EI®) TRLE
Rr =0.20 ( 3MH: Ok, L8R CE 65 : 35)
c) MAZH 11 HENRAREISENAA, WEUTEH.

~4 3~



L5 3 6 4—(4, 4-"FHX-3-CLE-5~-THAHE—-2-
MR- 1 kel ) — 2 —=HFEEXH
Re = 0,16 (MA. —RFK HE95: 5)
EF3 T 4—(4, 4 —FE-5--FTHAE—-3 f£4—2—
WA -1 —vkeklE ) —2 —ZRFETH
Re = 0,35 (PEMA: BB/ "ACHSE: 2)
D) HERAEH 36 EHL (4, 4——FX-3-0%—-5-
TEE—-2-HAR-1 —sklg ) —2 -=ZRKFEFTHEMLG 3 7
Wleama—(4, 4 ——FEX-5-TEXE—3 K& -2 WL
1 —skedig ) —2 —ZRWEA TR UIGRE AR LR 1/ 2w,
# & U T .
238 4-—-(4, 4——_FE£-3-2LE-5-AK-2-%
R—1 —skebi ) — 2 —ZHFEEH
Re =0.38 (PN ZE®ZEHCHK1: 1)
£#39 4 — (4, 4-——FH-5-8R-—3-K#*-—2—%
-1 —skebg ) — 2 —ZRF A
m.p.=78C, R =0.66 (EM#Hl. LERLE/IC
% 8. 2)
e)mMAXF200Ew4 -4, 5——H—-4, 4 —_FX2-
HpEk 5 —@fRK— 10—kt —1-3%) -2 -=ZRKFEFHME
o1l &Ahda— (4, 5——5F—4, 4——_FE-5-4ERK-2—
((EEFXEIH) — 1 H—skek— 1 —%) -2 -=ZRFEFHU
K rawesson #Hl, #lEUTED.

~ 4 4~



LH 40 4— (4, 5—="4A -4, 4 - _FH -2 -FpL-
5—mf— 1E—wkok—1~%K) -2 -=ZH#FETH
Re = 0,36 (eMAl: —&F%. 8B LEEQ7.5 : 2.5 )
4 1 4— (4, 5—=—8 -4, 4——_FFH-2—- ((XE
HEIR) -5 -1 a—vkek—1~-%) —2-=H
FEFHE
Re =0,62 (JEMA: —8FH/ &% Z8E98: 2)
EHl4 2 S—- (4—-RE-3-—(ZHFEXIE£XL) -5, 5—-
—HE -2, 44—y —FE-N-(1-FEZE)
— 1 — vk bE ZEL
235 mg HMEFHIMBHN3I - (4 -AE -3 -( ZRAF X
XE) -5, 5—-_HHx -2, 4 ——ERK-1 KR EIEREFT
4cm? —&FEY, AmEdMAN0. 1 cmd v -FEDR, FEH
KAKRAHE—10C, Hmo. 1 cus RFRETE, BeAT
—~10CH20494, A0, 15 cn® ¥ -—FE-N-RBRELIR,
KA 4 O SAK RS MKEEER, MAS cnd  HfowHa
SMABER, REDVIS 008, A_FRER, AHAEHKIE
%. TRAERETAREN, SEKEN(EHH. —&FK A
o 6. 4)FEE2 147 mg HENFH.

£L5b KX (CHCL,)

CmN . 2236 cm™?

Z,PE]EEBE’( C=0 : 1783, 1728 cn”d

Bk c=0 : 1661 cm~?

¥ ik : 1615, 1575, 1505 cm *

~4 5~



L4 3 4— (4, 4——-F#%—-2, s ——8K-3-(2-
ROHE) -1 i £ ) -2 -=ZHAFETH
a ) B4
HRREF 9k, K900 my ?%8%?%@191mu
2 —R7ZENTE_FEAFEEER yREEMN, F2 1 s Fik
EBTEH. ZEREN (M : T /Z@L%?;S)E,
m,p. =8 6~87°7C.
b )

% 380 meg LFRFHET 4 cnd FEML cmd —AFKH
B, mERMANL cnd 28 BB, BAWEZEETHH4 00
4, BIAN1 5 cmd K, HoGFWRER, ERAAAKGRREK, TE
REBREN. BeM2ERENESA (REH: —RF%R CRLE
7. 3), Rp=0.9, HAEZHBEE, RE270 ng HEHF
M., ARAELEZHEEn. P, =109~1107C.

TEAH
SEM C©% 52.79 HY 4.23 F%¥ 16.70 H% 12.31
52 A 52.5 4.2 16.7 12.1

| BB RN E, M2 -RABKTE-FEF R F & AR IE
F, fEUTHED,
444 4— (4, 4——F%—-2, 5 ——8AK-8-( 3~
BHEA) — 1 —kdpRE) -2 —=ZRAFEFHR
m p,=131~132C, R =0.13 CEbiA:
CH,Cl, ACOEt 75 : 25 )



L4 5 4— (3—-(2-ZEBEELEX) —4, 4 —ZFEK—
2, 5-ZRAR—1—skehi ] —2 —=ZFFEFTMH
TEETH 215 ng LH 4 3854, 15 ng 4 ——_HEAHE
WheE, 1 cm3 depwEfu0 5 cmd ZE RIS 008, KERA
MBEIAN2 0 cm3 WREGEBENAERE, HH2 049, AL
BOEER, FRAAKGE, FELRET. AR LBl
KMkE, A aERENSEACRRA:. —8¥ &%, L& L8
65: 35), Bew( Ry =0.35 ) 8AFHEY, BoME%E
FRKAW, ¥EKT®E, TRERE 210 ng PEHTP.

M.p. = 89-100°C.

o
g ct 53.27 HY 4,21 Ft 14.87 N¥ 10.56
“sr e 53.5 4.3 15.2 10.9

R Ty, ®E&UT ™.

5%l 4 6 4— (4, 4 ——FF -2, 6——AK-3-(5-
BRE) -1 —vklE) -2 - ZRAFEFHR
m. p.=101~102C.

S 4 7 4— (4, 4 ——_FH -2, 5——8ARK-3-(2—
HEEZH) — 1 —skEE) -2 -=ZAFEFE
m.p,=68~697C.

EHl4 8 4— (4, 4——F#k -2, 5 -—ARK-3 -AET
E— 1 —vhuiE ) —2 —ZRAFETHR
m,p. =186~ 187°C.

’\..4?*\.,



P49 4— (4, 4—=—¥%£-2, 5-=—8&—-3-((1,
S—ZR8RF -2 -F)FE) — 1 —vkkfg ) —2 - =
ATFEXH
m.p. =135~ 136 C.

L4650 4— (4, 4— k-2, 5-—4dR-3-(2-—
ALE) -1 skt X ) —2 —=ZHfFRXEH
m,p,=120~121Ca

2456 1 1-(3, 4 ——8&XX)-5-T8%X-3, 4,

4 — =W — 2 — sk A
#£0.23 cm?® ZZRHFLET, H2 4 5H B3, 4 ——4X

W, 1.3 cm3 2—-HFHE -2 -RELEWHKM2 3 cnd WEHE— -

RWHBERL 6 /Dt ERETBREEN, #4022 KE N4

CHBH: RAA TR/ WY 6. 4 LB TE. TR

1: 13%M). AZLREEE/H2.54 s EWH&H, n.p, =

183<C. |

4652 3—(3, 4——8fFX£)-2-%mRR-1, 5, 5—
=W — 4 —vkvk bt

$1.88 s£#l 5 1 W= HET 14 cn3 6 NEBP, Fmk

Elk 4 544, REBEMANL4 cn3 6 N sk 2 e,

FEMm4cm® 6NZBRAUMAERKL.B PitE, BHRGHELEEE

B, WMA100gK, HBAMA LE ZEER., ANEAKEE, T

BAEGREN. 2EKENE (A Aok CBRIEL: 1),

BE 1.84 e MBFEH. ARFRESEEn. o, — 129°C,



TEME C€% 47.54 HY 3.99 Ft 23.38 N¥ 9.24 S% 10.57

;&g&»@'_ 47.5 3.8 23.2 9.3 10.5

frsh ki (CHCL,)
C=0: 1753 cm™%
C=S fr Fk : 1595, 1570, 1496 cn™ %

BRRUELA N, ReENmH R AH& LT e,
LH5 3 3—(3, 4——4%XxX)-3, 5—=-4—-5, 5—
“HE -2 -FHRE -4 H ke — 4 — &
m.p,=110°C
X554 1-(3, 4-ZRKE) -3, 4, 4 -—=FH-2,
5 — vkedt Bt — B
m,p,~146°C
%Hl 56 5 1 - (48 -3—-(=ZRAFHEIEX) -4, 4=
HE—-2 —#— 5 —vk it
m,p,=176C
245 6 1— (4—-8-3—(ZAFEIXE) —4, 4=
k-5 —THEEL - 2 —KkdbimE
m.p. =173~ 174°C
5 57 3-(8, 4-——8%%)-3, 5-_4-5, 5—
—HE -2 ((FREFEIR) — 4 5 —vket — 4 —F
. £ K (CHCl,)

c=0: 1736 cm™?
C=N fu Z#% 1578, 1456 cm~?1



B Lakp=a 5b, AL VAGEE AL LU FILT 4874, 5
T RETT &4 .

Q

N2C N&

) N\
CTB Y. R3

ﬁ#fAﬁﬁiﬁmﬁ%,Rm BERAT K&

A



+ =(CHy)pCl

. -(cnz)s4c:>-F
. —(citg)s0, <O

/CH3
™~

CHo,

CH,

~

. =(CHy) y=cH

CHj

. ={(CHy) p—C=N

alk | alk; Malk, RFXEHRSZANTHKETHRE, n FEH

1£4.,
24158  HERAUTHKSNFF

4—-(5—BR-2-#HK-3, 4, 4 —=ZFHE— 1 —skudsif



E)-2-(=ZAFX) ¥ 100 mg
EBBRPHERL AN SH 300 mg
(RBR AR g, 9. B oEREE)
KEAF PR FHRE
1) RRAFY i ESUWE o R
R E R

MR 2 4 D E| Bk E N 180~ 200 g HysPr ik ,\
Sprague Duwley MARAR, RHWFMAKE, UELAY
M8 ml ZAHKEELF, WAH 10 nm Tris , 0.25 uEE,
0.1 mM PMSF (%‘?’ﬁﬁ&ﬁ). 20 my HEEWMMHCL HRH
PH 7.4 WEAK, ARFHRET A CcHEGR. EFA2
mmol DTT ( DL — %R ) B EHENA,

REWVHRAEOCEHETINI05 , 000 e HEBEEN 4 54
e REWEER(WEMYE ) DRETER, MAKREES R
RIEWER( T ) Rk ER BWRAAEF XL
(0~2500x10"9% M), OCEFE3O0mf2 4 /M RJE
A% —WMRBRHENEF—RETI L6 WRIFCERKE (B,
HMaEeFMSH( RBA) BUTE:

LHTH-£dL. S84 9AKEERES  THES RS SE4
MERBEHANEB Y, URESWRATHEB/ THESHRSZ %
WA TR ENMBEE . AEFERA L0 =( BT max +
B/T min )/ 28k,

B/T max ZTFEMATEHBREAZKE ( T) HEREA KM
IR E P,



BT minRTZMARC WM EAZAE (T ) o, £AAEE
WRME( 2500 X1 079 W) BET, BEELHAARCEE%.

Tao EASAF AWM ZESEAME( cn ) A2k ey
(CX) WRERE, CNERFITHRES SHNE L2008 5 0 %,
77X RBA = 100( CH)/(CX) | % %X /= o0 WoAH 1t 4k 43 Fu
( RBA ).

REILURBA RTHWWTHR. USE5=4 ( £ ) hesa %
100,

BE 3 044 BE 24/ et
EH 1 Ea 27.5 3
ggﬁ 2 fh‘—% 22 6
£ 4 P 23 s
gl\:g.] 11 )ﬂ:% 28 8
;gg,] 12 = by 128 92
;gﬁ] 13 jﬂc%{y 31 39
;gﬁj 14 gcgy 27 7
ggﬁ] 15 )-g;% 69 24

2) HARMY R BRML R TR VIR ER S EEY
o

RAT2 4/t ElA 6 A4t swics MRAJTORABES
WARETH(BREO0. 5% FEAHEEDL ), S5HER, £ T
HEMEHFHRREI ng kg (T 5RATENTRWER), BME
WENBHR Y. AYFRIUEREAEMARESENF G TR



o
STUARGE Y REFRBRENEESH 1 0 nLke .
#BEE 1 6/be, AREH, MEEE, T 1 ok on
7.4 B50 mM Tris—HC1 &g ( BE 250 #M 5 Epvleg s,
0.1 mM EDTA Fommel ZHHFBEIR, HBEWERLKE 375
SIRBEOCHFHTHAIE. REHFHLL105 ,000 e EHEE
INY ST |
W e R . , |
E3TCAHBT, FLEBREBEALEBRMRFILE &8 Y
- BIAL RS B R B R AR TS .
BAARBEKEERBEMETFZHBH L, TRE, Ao . 1uEX
&SR, BEHERTTL WY ERM AL WA SE®K. THET
X4, mAAqualite FSREKE, 1ERZ4T T #.
SR UFEng B H /D YR MRARCHE KR tno 1o
(10~% M) &k |
REATRER:
EH 1154, #EHER( Po ) 3mg kg : 83.%
LBl 254, BHMEA(PO) 0.1 mg’kg :12%
0.3 mg kg . 36 %
1l mg, kg . 68 %
3mg k8 : 94 B
10 mg kg : 99 %
. ¥WBhER ( Po ) 10 mg kg : 0%
M 1 474 EHEAC o) 3mg ke ;87 %



SEBl1 6 4. FEuAER ( Po ) 0.3 meg/kKe : 4%
1 mg/kg . 82 %
2
ERRBEN, ARANE T YL ERAREYEE S, T
Tk 5 7
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