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1. FXOREA-ALERITES:

N~ ™~ !

R—N N— (CH2)7—S N NH,

n/

£+,
RREAETF. C.BE, C. BEEAX = (C.. RAE)RE(CL
x), |
R EZABFHRE 1-34%8 C. A C.laE —(Cak
B)AEEA. BARRRTFHRKERASG A,
n 99144 2. 3 X 4,
AEHFrtEammiit.

&

9. HEZX 1MEXREA-RAXERITES, KT

RERESRF. Cu A, CLRBAR - (C A REATE,

RERELRETFERM1I-3A%E Coa A, CLBRAE. = (Cu
R R AR R BT RARERK 6 FE,

n ¥{EA 2. 3 X4,

BEBZFEE T GBIk,

3. RAEZXR 1 ERREA-RAEXERTES, LT

RRAAREF. —FEEE(CE)XCoImBE,

R EEABTFHME 1-340%8 CoE. CLRAK, =(C . Kk
BRA. AAFRRTHRKARRSFE,

n #9484 2 & 3,

BEHFLETGBR MR,



4, BAELIMELRARBR - RALERIT LS, KT
RREALAR TR - FERE(CRL),

R AT# CLREEIARRFRARGFL

n LA 2,

ERHFLERGRMARRE.

5. —#HEX ITHREARALAEIHADRI LG FLERH
B ey, EFR. R FneBANER1HEZL, LHFEE
FRAEIATHREGEAE: TXE 2-3 e

AP R b2z, AA&HLEE BTANAREARSE
/N 1l

R—N N—( CH, )n———ng
__/

Ed RAFnl L&, HIgREARBRTF, &S ARNBERT,
XL @BmRE, FB, PREE, X I HLEIELREHFE
EEHEMmRE, IALSE MR PEIEE.

6. —FHOERX I REEAKEARERMTADWI A G FLEERLY
AR EEAERRS, PR EHFTABASGEHALEY, LT
R', R®* e ndeB ALK 1 PrE L.

7. BAZR 6 HEXOEHALY, CHEFAFTEARSTHX 1
QRBEARARAERITEDIAGFLEAGHEmARL, LT R,
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R® #on B A £K 3 FFEX.

. HMAEX 7T HELEGEHALY, AEGAETRRTHAX I
W REABE BRERTEDRIAGFEE TR MmRE , LT
R', R® ## n e F| £ K 4 F1i&.

9. —FFFEk, EVPRALEMN X I ksl RAEER
AR ESEPLEROBRELAHANREATENZLZEAR
BB, EFR. RPfnBAER 1 L.

10. X IMREERE-BREXMTEDILGF LETHRM
REATHEEAREBERGEHAEGHG AR, X+ R.RFn
R A K 1A EX.
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HeonaARARERITAEY. &4
CHEHBAS B RNEREEN RN T &

AEXWFR—HHAREEARALERTEN . SACHERA
SAREBERD RGOSR, AHUNEHEEATHRFIT TR
HEEREFFHROER.

AR, AEARFE—FHTXGHAREE-RALER
FrEW

NH,

R2

N~ i
e X

N — —
. N—(CHz)7—=S  N° °"NH,

£

RAREEEF. Culik, C. AR = (C k&) EE (C
WAk,

REKESBEFRZE1-3A%8 CoolAE. CLLRAKE., —(C
BYRE. FEAFARTHORKRERKSTE,

n 89484 2. 3 & 4,

AAHFEETHEmARLE.

4+ A P55 W0 97/16429 Skt A RALERT LS, K
F, RER 4 A0 RRTHRERRTEARRK. % et 46945 )
ETFRFTRAZEGARDL, A ARAGRALFR. ZO
bt oW E B e R R KA ik E %K (5-HTa, 5-HT.) LATRILE
KR, Gttt ERRBETAARTRAESEAGLGHE
EAZEERBEFR. Bit, SetobhEHAAEMK Adik
HNTHEFERATEREROEGHS.
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oooooooooooooooooo

AEZPEAGETHNEHOGLAY, GG BEIEZEALGEY
HRABRAER, FAMARBGTARARCLEYH TART.

CEARERAAREBERGX T iRl gwiTt
WERZAY. 22, ZHtsPhhFEFhEFRAREEM
#m, mBEREER R,

AHWEE, CLBRAXTRE. TE. ERA, FREA ETHE.
TR, RTAXFTHA ik CLoRADTERFTRE.

CoLoRPEEZHAFTARE CREA. ERARKET AL, #Hid
AP Rk,

BETFT—HAR. AXNERT, RAAIARTIRART.

ColrmAgwrmi. i, ERmit ETEHEASFS #i
ATwk.

X I ot tEsSg ittt stsytEnd
BEMEANR OCEFEBRBARABRMRE. KB MmR TN T
S iLERNEA. BRBRE BZRAE. ARE FHRi BR
¥ el Likmd sl ixeRIPXEm b,

AZPHOPHRAGEATX I LW REGFEETHR
e hmm, Kb

REKEEET. —FEREC, RE)K C. mBE,

RRAwEFXIHEZL ntgfLh 2 X 3.

AXPAENKAEGREARAESTITED X T 65L&
AEHFLrETHEmREAR, KT

RAXARTFR-TFEAREC . &BRA),

RRAE# C, RALKAERTFERASGTE,

n A4 2.

ERHEZLP, CLRART TR,

AKERGLLb Pl THREREF &

T X&) 2-AER
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AP RwALEEL, RABLEE, ETAHIRE%RSE

1 / \ , i
R—N N—( CH, )——Hig
__/

AP RFnhA B, HIgRABRT, REARXXRERT,
XEEBmERE, FEPREE KX I LG HHAAAHFE
TEBRGOMRE IAESmRETHIEE.

wREE, TUEHHGX I LG HELAX T G G
B, XEmBEBALTAE NGy X#T. ARTARFHG KL
FPHRAZERTHR I AL HRACFHNEFHRAKELC KA
X T e, Tkt £ R AL O R AL R B AL) @ &
Ao RRASKRARLZEAIRBAGX T LSS, &I MK
et — e, AR ENE TN RRAHREFEAX I ML
LHMHAELTORRARAEATFTAGX I 9 od, RFABEK
BARHETHORATEANX IGLA DO EARMESEFHR
ABTFHXIHLEY.

AEKPF AR EDEEGANENRENREGD T
. Blde, TRAERAKG B TE., 08, —RiAsk HK&—
PRPEAE. KALREGW. RAXII Y 2-R L EROBLEL,
REBEANGELATHAX IT o 111 SS BB R E. AHE
8, TR ERNBRLILEERL, PEREAAPEKRBELYW, BT
4B AR EALS, ARERRE, ZCEXALCERERK.

G BREAS MR A B, RBRITIERN.
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ik, RABALAZERAE. TIZRXARLSEILDI X BHLE
BB (eatib by, FAL4F. RLA R RALES) 4N AL AL

%k EBLAFHEARN G A ETHATER L.

HERLYRGERE REEERFRAEREGHAH LI E
ET#IT, EAEBRTHAETRTHA, ELCHRATRERR
#itH 60-80C, BMERBYRAGERFMAGEE, REHNAA
2-20 ]~ B,

TUBAEEFEHX IR IIIHRENLEGY, RENHRALE
BAYHTeX IIIHARARERSTE 10%. RAZBRBEGNT
BREHEA, METRI0EISHER. SERLVWRAREILEY
BN, —BEEZHEVIHNBRELSN. TERTHEERGX 11 & 2-
AR AR — A 0.1-0.2 BR; KXZREEO0. 1 BRY
AL R o) A T HAT.

DB ALBRERSY. HAREATHE SN
B REMRTHENE T B EER, RETEARKER, FAK
IAMEMNTFTERAEY, REXERALBEREYFHPANE, &
AR Ak AmEEIENE, BRES—FoTHRE, FRARESHHM
AkFARELNE, RERRESTHRALERES . #XE
Z, WCHiLT ik ELRREEFLLTY.

TUSBRERGSHFEE TR MAEBLAGX 1 946
Y, REEBIAGHEABGX I QLS PERBEEAN T EORA
Bl BmmRE. ZATUAALE mREJ#ELHHE,
KERFAHLR A —BimRHE.

X Il SR HAEXK TR GG, ENTReEH 5 WO
07/16429 ¥ AT &, X IIIHREARELZ L, RTHETH
R EFALGLSH., ST AHAE US-P2,851,458 ¥ AT £ &) 7
EHE. ATHRAKATFTHRAN RS Y EH &£ X F Arznein.
Forsch., 12,937-942(1962) ¥ Fiik, ML ey R' 45 Zseihed g
4 i BE-P 645 602 J A&,
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XIGLLUYERTEFEAZRZE, FEARNARGFERAH
%R .
AR THREEPRX IS B LEHHER:

1. 54+ -XTHE

A& 220-260g #9 4 HE SPRD X A L# T K%, &F45Hd 8-
10 RRAAKR. RBW, ¥ALEEGH R H (B ZBAK
0.4% PR EEER) Al /kgh RO ERIEFRORL T I
HY.

S8+ - %% (elevated plus—maze) WA F 36 Fo h #5 A~
A0cm ARG ETFHKRUEANGHAERT (50(15cn) H k.
FlEM A i, TwAMAFHEEBRTSHEFH KR (16 x
15cm). ENBEWEAFE SOcn FEMAMHR, SFALEARL
B, A5 SO ARREGENEGEMBE, I THFAZN
PEEGMBEARERAZ LM AGHAREFZAE LAAGHE £
7%, EARBEHEAGREBTARAEE RGN EFHAL LAY
B AEFAFHEAHRE., THFIELARKGTHHE, FELHTS
¥z, MEZH s ik Ah &H = [Pelow, S., Chopin, P.,
File, S. E., Briley, M. :iE £ A GA+ - F T FHAFZ: HHA
BEXAEEHR Z (Validation of open: closed arm entries
in an elevated plus—maze as a measure of anxiety in the rat) ,
W% HFF k£ E (] Neurosci. Methods. ) , 14, 149-
167 (1985) 1.

i F i THF. 2[T-&8-1,3-—8-1-FE-5-X %K
~2H-1, 4-%(F—RF-2-WMIAKLEY.



) 1

o (FH15) =/ NA A F (mg/kg p. 0.)
1(R8 &%) 1
1(% LB %) 3

2 1
4 1
5 3
6 0. 03
7 <1
8 3
9 3
10 1
12 1
13 1
14 1
16 3
17 1
18 1
19 0.01
26 0.3
52 1

MREITITAFEEEZRBRTALANLEDEAE R AMARL
e - EHAT, HEB LK, RESAA.

2. MEARABEFDEN

MTFiEE%, AEH 20-25g 94 NMRL DR, B FAWE
10 AR Ak, X%9, FAELZGHAXBRE A (B A48 KK
0.4% PR B EFEBE)A 200l / kg ARHOBERIBFRORLE TZX
LY, GAERANEATHRENB AN BaREFE S —
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BEE, AREFEABTTHRGAHEA. EREBHHEAT,
REBHARETHABMAGALEITAL(BEARNE). HT#%
T8, RAEA I0AMNZEEZANE “HFEFHH" . FIHHhE
HEFTHEAMNRZLEELG ARSI ARG T, FHAEMNERE
Gre., AHARNZAEEMNEZDBGET N, REFEZZBGLEXR, 3
H IDs #9144 (BF & &£ 50%# 4] 89 7 =) [Borsy, I., Csanyi, E.,
Lazar, 1., BEFR2% & F# R (Arch. Int. Pharmacodyn.), 124,
180-190(1960) : Stille, G., Leuener, H. # Eichenberger, E.,
II Farmaco Ed. Pr., 26,603-625(1971)]. Mi#f & #Ewk II A

£ 11
oM (EH5) IDso ( mg/kg p. o.)

1(Kah i) >90
1(g L& i) >100
2 >100

4 32.8

5 >100

6 >100

7 >100

8 >100

16 >100

17 >100

18 >100

19 >100

26 >100

i 7 6.9

MEIT P TAS, KAALEGHFEANTAEASBRALS
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------------------

Mg e D& 144X PP RGIEFHENR,

Bz, TARPBEALUHALSHETEZTOREENSM, 2,
AR ERNEHEZTHRELGMN EZEHA N L AR EH A H 3
% .

AERBSEREPEHNRELARALERTEDORER
HRWEER Fr2EROE_RFL24, BAE—HPHH
METHAHAEAR.

Hit, X T HREEARBEAERITEDTARANGHAEHG
EHER L.

AENEEHAL WL AL EREGX I LGB RAGF
LETBROMRERR R EHFHEA.

AEXRmasdwEToR. AR AMESE, XAATAH
LS, HT ek B R EAK.

ETFoRLEGEAAED AL D TAREMN. KE. A A, BB
BARRM. BEESTE, FTUROCHEAARAGESH K. b
AR B(LHERESREF)E HAMNLLE. HIHH. &H. B8
BE, ATRAEAGHBBYREREE. 6. RE(L=8). =&
¥, BEANARRKRRATSF.

EToRLEGRAGHASHTALER. BFRILAN, i
TROEMEAB ARG EMN AR, BFEAHEETSF AL
AL EBEEHBRESF; Ehek. b, b, A8, TEFF
GRAMTRESEAEXTRETF.

ETFTHESLHEGHE DALY BB THERIOLRERA
2.

TR AMNAFAECHNEALAERC o, HiLETRHRE
## ¥ (Remington’ s Pharmaceutical Sciences), 18th J&, Mack
it B &, Easton, USA(1990).

AZPBHEHELH—ELH0.1-95.0 80 ATHXIH4L
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b LG FEETBRO AL, RFELZ RV EXIMNEZR
0.1-1000 mg X, I WGP A GHF LETRGm &, AEHNZE
TA—REHLLYE. FTHRAMNERETEINEE, SFTHELRA
7.

AZPHE B AL HEEEATRLX T L4 BRAHFL
EEBROMRELE —-REFHER, FRAAGFCHEFTARHAEFHR
LB RAB DALY, XK TOCARGT &, P LEHFTH
R GHHF.

ARXPEGHE B AL PR AL ANALETRASGX I t9%ksi
wERAER AR, AT

REEEAETF. —FEAEACHRE)R CBuBEE,

RP4m X, T PFsE 3L,

n f{EA 2 & 3,

XEHFLEETHG A E.

ALXRHNEES B DAL B OEEAETERSIEGA [ %%
Ak srad , L&

RAXARTFR-FEEL (C BE),

RPAR A4 Cob B R AR F IR 6 2K,

n 69484 2,

XREHFLEETRG AL

E—F W, AAAFA—HAEARGLT 7%, COELTALE
HAPBRAZLZAEARYELZLAFTLARXAFZTAX 1 %REAR
BAERITADRAHF LE ARG R A,

b, ALXPBoEX IHNRELARBEATRITEDR A B FLE
THOMAEBTRHEEALEEARAG S AL B AR,

Wi AT Faasl—F A ALY,

5 e 1
4,6-—fE-5--FAEAFH)-2- [2-Q-%FERX)LHAELA]E
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b

¥571g(19 BER)H 4, 6-—R/E-2-% KA -5-C-FREFE)
wivy B F 4 120 nl KPP ARAA T, 25CTRABARELXTH
4.43 g(20 ZER)1-C-RCR)%E 8 A B HFHETR
f, TRTHAEBSYER 3 IH, KEMA 140 nl &K 200
ml 8 FE, J¥RSMmAEHRE REHEHKTE, OCTHERSE
. BB 130 g & Kieselgel 603 A8 AL, £MA 1:1 ENF
Bl PEGROVENMGHHREITEZ LML, A 1:1 IWENLE
RO ROBTELEL Y, FT8OCHRRETELKALS LT
. XHIFH 4.69 g(60%) 6gIRAALE .

TLBREGHBAR: $4.64g(12. 4 BER)NEZHREFT 50l
LEF, BESFARMAER, WMALG0 LEFH1.47 g(12.6 B
R)ELE. FRTERE, 52 6.02g(99%) F L&k airALs
4

M. p.: 195C (5 B&H#HT).

S ¥ 3T CuHaoNe0sS (490. 59)

#+H: C 53.86%, H 6.16%, N 17.13%, S 6.54% ;

K HM: C 53.54%, H 6.08%, N 16.97%, S 6.55%.

a3 A

#1.0 g2. 67T EBER)HEAREFAE20 0l T8, O0CTHE
2 ml ZEETH0.42 g(2,67T EBER)EXFGREBREF MIMFTNHE
NEb., TRTHBIEZRSYE 5 ey, KEedE. IHFH 1.2
g (88%) 9 X BB L ey A AL G W

M. p. : 173-174T.

5 3 TF ColsNe0,S: (532. 69)

#H: C 54.12%, H 6.06%, N 15.78%, S 12.04% ;

10



------

K H: C 54.01%, H6. 15%, N15. 59%, S12. 27%.

3 2
4,6-— AR -5-Q2-FAAEFH)-2- [2-(0-—%EH)LAEL]E
wE LR

#2.99 (9.5 EBR)E 4, 6-—RE-2-%KE-5-(2-TARXF
Aoz B AL T 60 ml KA F6 3.37 g(60 EER) AR E
W%, 26C FH#H /& 1oml A ¥e52.22 g(MOERRIN 1I-CATH)%
AL BEEFMANFIRFRT. EETRHZRERED 2
QB KEMA 50ml 69K F 100ml S FE. BREIMEEHE,
Btk 0CTHERER. AM 130 g 65 Kieselgel 60 A A
HE, FR 23 RENTEPTROGRSDBNFOH RALITE R
A, M 20ml ¥ EiA 20ml KBRS W T ELRMFELERTHAR
5 2.20 g HAFMENZKAYOHR. WA THEALSHET 40
nl 28 , FEEERMHE 150l T8V 0.64g 5 LBRIER,
FERTFTHEBER 2.56 g(53%) W4 Mo,

M. p. : 187-189 C

¥ M F CuuHiaNe0sS (504. 61)
#H: C 54.75%, H 6.39%, N 16.65%, S 6.35%;
£ W: C 54.72%, H 6.37%, N 16.93%, S 6.33%.

5% 764 3

4, 6-—fHh-2-[3-(4-FRh-1-%% X)) BHEL]-5-(2 FTRAEF
Ryww =g i

%5080 EBER)M 1-(3-RA\K)-4-FHRokd =38 % w3
£ 100ml 69 P ALY 6.0 g(20 EER)4, 6-— R HE-2 #E-5-(2-
PEAFHR)ERHE. 2.76 g(Q0 EBER)HH4F 0.33 g2 £
BER LT Bk, FHRAERSHESR 20 W, FERED

11



------

AXErm, SEZANE, AEALER, ARTLHEATEH,
HRELKRPWEF TR FASLHARAHFAERMBORET
BbL53EEHANLARE.

XA 158 5. 5g(53. T%) 4R = .

M.P. : kX 280C

5 ¥ 3T CoHasCLNsOS (511. 95)

i+ H: C 46.92% H 6.50% N 16.42% S 6.26% CL(H
F)20. 78%;

£ W: C 46.31% H 6.54% N 16.14% S 6.26% Cl(H
F)20. 44%.

% 4

4,6-—fAE-2-[2-(4-FE-1-%hER)mamL]-5-Q-FTRE
F¥R)gw =L xEeH

¥ 4.71 g(20 EER)1-C-RK LK) -4-FRRE L& & wE
A 50nl WA BT 6.02(20 EER)I4, 6-—RE-2 sk~
5- (- FAAFR)Ew4FE. 5.52g(40 EER)EB4TA 0.66g(4
FZER)BALHE TR, SOCTRERAERSY 10 M., A3,
BimmosWmMmA 100 ml 9Kk, HEREKGERIF TR, £
Kieselgel 60 i A&94 L, KM 1:8 RS PRE _AFTREGRLS
MBI RO REATEE %L, RASARANAHFTRELELE T
KR sas 3EEHRALARE.

X 5% 6.84 g(65.9%) 4R A .

M. p. : 241-243C.

S H: 3 F CuHClaNe0:S (515. 94)

i H: C 44.23%, H 6.45% N 16.29%, S 6.21% , C1(&
+)20.61% ;

K #M: C 44.32% H 6.35% N 16.37%, S 6.22%,Cl1(5H
F)20. 92%.

12



I 34 5

4, 6-—fE-2- [2-(4-FFaEHE-1-%%H)LHEL]-5-2-F 4
A¥R)gm =g ikeh

# 6.0 g(20 EERI4, 6-—RfE-2-8 X -5-Q FEAATE)E
w47 5,52g(40 EER) BERA4F. 0.66g(4 B R)siL4r. 5.27
g(Q0EER) 1-2-R LK) -4-F ALk E AR L 150 nl V&
RS Ed 20 I, BE LR 3K FELEZRERED,
B JG APT AT 6 i o ATk 3.

X455 6.63 g(61. 1% S48 "%,

M. p. : 253-255T.

4 #: & F CuHsC1:Ns0.S (543. 99)

#+ H: C 46.37% H 6.86% N 15.45%, D 5.89%,CL( 5
F)19.55% ;

KX HM: C 45.98%, H 6.78% N 15.03% S 5.76%, Cl(%&
F)19.61%.

L4 6

4,6-—F K -2-[2-/4-2-—FTRARETLE)-1-%%EX/-LR
A1-5-Q-FREAFR)ERWEBRE —KEY

HASETH1.0gBEER)I4, 6-—RE-2-8HE-5-2-FTH
E¥A)egerdpdh. 1.65 g(12 EFR)BH4. 0.1 g(0.6 EER)
Bitsr. 1.1g(BEER) 1-Q-ACH) 4+ -FRAEL) THE%K
R BERSHA 20 nl PHAEGRESHRALE 12 M. RIEX
bl A FERERERAY, BAREE LT, RAKEN
11 P EF_RPROBREGY, FRAALA 4 S ZTRAHLANFA
Bt AT 2.

XA, 4% 0.82 g(41.2%) 947 M4 M.

13



M. p.: 254-257 TC.

- 3T CpHisC1uN:0,S (627. 51)

i+ H: C 42.11% H 6.91% N 15.62%, S 5.11% Cl1(#H
F)22.60% ;

% #: C 42.75% H 6.85% N 15.38%, S 5.26% Cl1(H
F)22. 18%.

L bl T

4,6-— & & -2-[3-(4-FBEA-1-REX)RBEL]-5-C-T A
B R)E

80C FH## 3.14 g(10 EAKR) 4,5-—&A-2-%E-5-(2-C
SAFR)Ew4TE. 2.76g(20 EER)HEA4. 0.33g2EER)
dit4w. 1.9 g(10 TER) 1-FH#A-4-3-£FX)%%EF 30 nl
—PAPEEGRAY 9. SERIZANLESY, RAER
H AR Kieselgel 60 AL, KALENH 1.8 ATk
PENRSHENFTOHRALATEEKLL.

XM, 1535 1.83 g(42.5%) #FALED.

M. p. : 154-156T

45 3T C.HsNs0.S (430. 58)

#+5: C 58.58%, H 7.02%, N 19.52%, S 7.45% ;

£H: C 58.10% H 6.99% N 19.39%, S 7.33%.

5 #4] 8

4,6-—f A -2-[4-(4-FHA-1-E L) THEEA]--C-FALE
FR)FER = EBERSY

de L 7 FFiE, 140C T4 2.6 g(8.6 BR) 4, 6-—RKHi-
- A -5-(2-WaAKFH)ERwAFR. 2.4g(17 BER) B4, 0.15
g(0.9 TER)BEAS. 2.26 g(8.6 TER)1I-FH-4-(4-ATH)

14



------------------

ok — R B Ef 40l —FPEFTEHEEGRESBRA L 20 I F., #REEL
P T RBEAERSY, AERMANRETLE, 5443 %
TARALANY T ARFRE.

XA, 4% 1.85 g(39.5%) A&,

M. p. : 202 C.

5%: T CuHiCLliNe0,S (543. 99)

i+ H: C 46.37% H 6.86%, N 15.45%, S 5.89%,Cl( &
F)19. 55%; |

K HM: C 46.82%, H 6.82%, N 15.38%, S 5.74%, Cl( &
F)19. 35%.

x4 9

4,6-—f A -2- [3-(4-FEA-1-%2A)BHEA]-5-Q2-F L
AFR)ER

AL T TR F R 3.94g(13 EHER)4, 6—— AL -2-3 K-
5Q-FEEFE)ERHE. 1.8g(I3EER) M. 0.22¢(1.3
EHER) B4y, 2.5 g(I3 EER)1I-PE8E-4-G-RA"HX) %%
Fo50pl —FAFEHRENRESVARLTIN. EEALY BRE, A 150m]
BARRPERINFN TS, SEZEE&KF TR

XA, 4% 4.8 g(88.6%) FHE.

M. p. : 174-176 T,

4 3 F CaoHasNsO.S (416. 55)

#+F: C 57.67%, H 6.78%, N 20.18%, S 7.70 ;

K M: C 57.23%, H 6.81%, N 19.88%, S 7.64%.

E #4410

4,6- =K E-2- [3-(1-%$A)mAL]-5-Q-FRAFE) S
w R E

% #% a)

15
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BAH AL TR FAENHA 200l 285 F65 2.3 g(5.5
BER)4, 6-—RAE-2-[3-(4 PEE-1-%EX)RAL] -(2-F4A
RFER )z BTk, FRERSHAH 2.5 0. A¥FE, itk
ZERBRFRA =t ARABEEk.

A, 452 1.89 g(66.6%)iFALe,

M. p. : 198T.

4% : 3F CHsCL:N:OS (497. 92)

it Ji: C 45.83%, H 6.28% N 16.88%, S 6.44%,Cl( &
F)21. 36% ;

AXM: C 45.41%, H 6.34% N 16.38%, S 6.33% CIl(H
F)21. 69%.

7 % b)

LB TR X 3.0 g(l0 ZEERI, 6-——KA-2-%
A-5-(2-PRAFR)ErirH. 2.76 g0 EER)HE K4, 0.33
g(2BER) Biitdr. 2.36 g(LOEER)1-B-AF L) kE 4 &
g4 30 nl —FRAFEBENRSGWRAE 5 . EEAATREM
120m1 Bk K FLERZRH %, FHEM Kieselgel 60 HAME
E, A 82 WEG —_AFRFFERARGHHAROH RLITE
HHL., BHBOARETLHEIFESGA 3 3 ERANANTFABR
Bigslim = e,

XA, 153 2.1 g(42. 2% FFALES 0.

M. p. : 197-1987T.

45#: 3 F CHsC1aNs0S (497. 92)

# B : C 45.83%, H 6.28% N 16.88% S 6.44% Cl1( &
F)21. 36%

K W: C 45.38% H 6.30% N 16.43%, S 6.32% CL(H

F)21. 30%.

16
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F 11
—RfE-2-12-0- %% X)LHEA]--QC-TAEAFR)ER
- S
#0,25g(11 TER)ALEZE T 50nl T8, KEmAk 50ml
LEFH 3.6 g(10 TER) 4,6 —8E-2- [2-(1-%% ) LA
J.;E]—s—(z—;’é%%%)vﬁﬁ‘i, BHEBBRESY 20 54, REZFHMA
g(10 EBR)ETA:SE, EHhSLBEHEER 12 1H. &F
iﬁ&%%, kA, KL ER, £ Kieselgel 60 A4
, £A 82 hEH_FFTRFTHRGRSHEAFHRTEEL
., BHBHABRETLE, T5448 3 3FAANTABAR
#a =%k,
A, 157 2.54 g(45. 2%) AR AALSH .
M. p.: 180 T,
¥ x5 F CuHseClLaNg05S (562. 01)
#HH: C 44.88% H 6.99% N 14.95%, S 5.71%, CI(H
F)18.92% ;
% #: C 45.00% H 7.04%, N 14.81%, S 5.82%, Cl(#H
F)18. 76%.

£ A4 12
4,6-—f k-2~ [3-(4-TwE-1kER)mAEKE]--2-FA
I FR)ER

¥ 2.056(10 TER)I-TZHAE-4-G-RAK)-%%. 2.8
g(9.5 EER) 4, 6-—RA-2-EA-5-Q-FREFTR)E=RFEp
10 ml ZEGRESWAEH2IH. A E, FREBHEA 40 nl
K, dEREEGFH, MKk#&E%, TR, HHEMKieselgel 60 KL
ik, £A8 19 RENTEATEGRSDJITEF L, KT
By ELmmAaady.

A, 53 1.34 g(33.0%) 4 AE4LE .

17
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M. p. : 208-209T.

45 2 F CuHsoNs0:S (430. 58%)

#H: C 58.58%, H 7.02%, N 19.52%, S 7.45% ;
KHM: C 58.95% H 6.88%, N 19.42%, S 7.51%.

L34 13

4,6-—RfE-2-[4-4-FH-1-%42 X)) LHEL]-5-2-T AL
FR)FR A BARESH

e T 3 PR 3.14 g(10 EER)4, 6-—RKE-2-% K-
5-(2-Z A A - FR)Eer4rE. 2. 76 g(20 EER) HE47.0.33 g(2
ZER) Bt 474 2.36 g0 ZER)I-FE-4--RTHE)%RE—
dEiE 25 ml FEFTRAE 28 MM, HIFAHAEAAKXERA AKX
B ek Kieselgel 60 A AEL, A 8:2 WEH K
HhRPHEGRSDHRTHHTEELL. BAFOLEBE LA 3
L RALANFABER AL

XA, 9L 1.93 g(36.4%) S D,

M. p. : 121TC,

S 3 F CooHssCL:Ns0,S (529. 964)

i+ 5: C 45.33%, H6.66% N15.86%, S6.0:%,Cl(%H-F)20.07%;

K BM: C 44.99% H 6.75% N 15.78% S 5.96%,C1( &
F)19. 57%.

-5

534 14

4,6-—F5 A -2- [3-(1-%ER)ZHEX]--C-TREAFE)E
I ERE=AKED

120-125CTF A0 nl —FPEAPEE TR 4.73 g(15 T ER) 4,
6-— R A -2-3A-5-C-CAKA- FR)FERE. 2.08 g5 EH
FRYBE47. 0.25 g(1.5 EER) #itérf 3.57 g(15 THER)1-
B-A@R) Rk —LmERIF 20 0. i 7THELBEER

18



BiadY. £B Kieselgel 60 i th4 L, KM 8:2 FEH K
PRAFEGRIOPEMBSOHRTEESRL, FHFOLTHE
LETEASA 3 EFTRMNAYFARAERAE.

XA, 53 3.92 g(46. 17%) A 6.

M. p. : 116TC.

S 2T CuHaeC1:Ne0,S (565. 995)

#H: C 42.44% H 6.95% N 14.85%. S 5.67%, Cl(&
F)18. 79%; |

K HW: C 42.46%, H 7.04%, N 14.74% S 5.77%, Cl( &
F)19. 60%.

4] 15

4, 6-—fKh-2-[3-(1-%=HX)FAKL]-5-(3,4,5-ZFAET
B)ygw = mE = KEW

60-80C FA 30 nl —FAVER P 3.6 g(10 EFEKR)4, 6-
— R A-2-%%-5-(3,4,5- tri PAAFE)Ew4pd. 2.76 g(20
EZRER)BEEA. 0.33 gQEHER)BRLAFF 2.36 g(10 T ER)1-
G-8F7A)%RE—_SBIRES IH. bFEH THELEZRE
oM. M Kieselgel 60 A MEL, XM 8:2 hEH_AVF
i PEGROMEMGHRLITEZEL. BHHESETHET
BPE54H 3L FTALAHTRBERERE.

XA, 5% 2.2 g(35.95%) AR LA

M. p. : 175TC,

¥ #-F CyHaC1:Ne06S (612, 021)

W H: C 41.21% H 6.75% N 13.73%, S 5.24% CL(&
F)17. 38% ;

K P: C 41.99%, H 6.72% N 13.78%, S 5.44%, C1(H
F)17. 32%.
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F 4 16

4,6-—fAE-2-[2-(4-TE-1%EX) LAE]-5-C FAE
FR)EE

¥ 2.22 g(10 EER)2-RCEA%E I BERET 10 nl K,
BizmEANEOC, MALIHE-S5 CTH 1.60 g(40 EER) AR
R ERY, REAEWNAA, Z&FMA 1.4 nl(1.57 g, 20E
ERYLBE, ANEHEREASCAT. #—FEAZBETHEHIAR

BRAYM 5 04, REALBLUERR, HAXANAA. Fieiti

3]t 1.64g(86%, 8.6 EHER) 4-T®E-1-(2-82H) C-RTH)
wEE T 15 ml 8. MEHERYS 2.46 g(8.2 THER) 4,6-—&
E-5-(2-FEAFTRA)-2-%EERHEF0.5Tg(L. 1 EBR)ER
a2, REMAZ60nl Ry, L&, FAKRERER. A
PERYTELELAFTERTD.

XA, 55 1.70 g(50%) AR LE,

M. p.: 198.5-199.5TC.

41 3T CaHasNs0,S (416. 55)

#+5: C 57.67%, H 6.78%, N 20.18%, S 7.70% ;

£8: C 57.57%, H 6.79%, N 20.15%, S 7.64%.

£ 17

4,6-—Fk-2- [3-(1-%EHR)AAKL]-S-(4-AFR)EwR =
=Ko

60-80C T/ 30 ml —FRA VB TIH 3.05g(10 EFR)4, 6-
ik -2-%A-5-(4-F- FHR)EwsE. 2.76 g(20 EER) &
47, 0.33g(2 EBR)BALHFF2.36 g(10 EER)1-B-RAAL)
vk —HER B T b, HERIANLESY, AXFR, AK
KB, i Kieselgel 60 EAMAEL, KM 8:2 b F 8=
AP RATEORSWNBEGHIETEELEN. $AROL 0 E
LEYLESA 3 TAMAMAY FARRA N R,

20
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XA, 58] 2.76 g(49. T%) AR AL G4

M. p. : 187TC.

S¥: T CieHsuC1.N:0,S (556. 39)

i3 C 38.86%, H6.16%, N15.10%, S 5. 76%, C1 (& &) 25. 49%,
C1(% 1)19. 12%;

£ #: C 39.20% H 6.24% N 15.22%, S 5.95%, Cl(%&
¥)25.77%, C1(&-F)19.05%.

54 18

4,6-—fE-2- [4-Q-%EX) TARA]-5--FEREAFHE) =
s

120130 C FTAOnl —F A PR FH3.0g(10EHER)4, 6-
—EmAE-2-mA-5-(-FAA-FR)FEEHE. 4.14 ¢(B0 ZTER)
BEAT.0.33gQEBER) B A 2. 5g(10E FER) 1- (4-A butyl)
ok —H B EEHE 22 K, SEREANASH. P EEHA TR
s Y. KT HEAS A 3L TRRAYNF AR RN,

XM, 53] 2.38 g(46. 6%) AR LG4

M. p. : 255TC.

S 3T CaoHsC1:N:0S (511. 949)

33 C 46.92% H 6.50%, N 16.42%, S 6.26%, C1( &
F)20.78% ;

% H: C 46.38% H 6.58% N 16.08%. S 6.08% Cl( &
) 20. 31%.

AP 19

4,6-—FHh-2- [2-(1-%EA) AR5 RFR)ER=
RgmExey

60— 80C F /A 30ml = P& P8k +4§ 2. 88 g (10 EER) 4, 6-
—fAk-2-FA-5-(4-f- FR)ERHE. 2.76gQ0ERR)ER

21
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47. 0.33 g(2 TER)BLA 2.22 g(10 TEER)1-C-RTH)
ok — h MR 6.5 K. TERELNALSY, EXER, I
£ Kieselgel 60 iZtgka L, £M 8:2 WEH KT KA T 5
BRESH N ERGHATEEEN. BHRHAL " HALETES
HI3ILZETRALEAGFTAERERNE.

A, 43 1.81 g(36.94%) 4R AL a4,

M. p. : 168-170TC.

¥ 3FF Ci:HaC1:FNsOS (489. 874)

#+H:C41.68%, H5.76%, N17.16%, S 6.55%, CL(& F)21.71% ;
K H: C 41.72% H 5.79%, N 17.26%, S 6.49%, C1 (& F)21. 54%.

£ F#A 20

4,6-= R A -2- [3-(1-%2X)ARE]-5-U-RFR)ER=
Bk ed

#5576 g(20 EERI4, 6-—RA-25HE-5-(4-RFE)ERAY
HmaE 140 ml Ky t95.6 g(LO0 ZEER) A AL ER, HEB
¥ 20ml APy 4.71 g(20 EER)I-G-ARB) kg —HR
AamdlzhiEgResPd. FRETHRZRERSHHEF 20 I H,
SRR TGS, AR TR, £A Kieselgel 60 AR L,
AR 82 EN_KATFRFTHARSUN FHEZEN. REH
iR LB T 45H8 352 RALAW & FLERE.

XA, 5% 6.6 g(65.5%) A EW.

M. p. : 269-271TC.

o#r: s T CiHuC1,FN:0S (503. 901)

5 C42.91%, H6.0% N16.68%, S6.36%, Cl(&-F)21.11%;

L M: C 42.74% H 6.07% N 16.36%, S 6.28% ClL(5H
F)20. 68%.

A 21
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4,6-—R8E-2- { 2- [4-Q=TFAKREATLHE)-1-%ERA]TLH
El-5-(4-RFR)ERwERE=XKEH

¥ 2.31 g(8EENRIMY 4, 6-—RKA-2-% K -5-U4-RFHA)E
WA mE A 50 nl KF s 2.6 g(48 EER) AR ER, HH
A30ml KFeh2.718g(BEER)I-2-R- TH)4- Q2 =FEK
R)E U BRSOV ERMIHFHORSD T, ERTHHRAE
RO 8 I, HEBARNEH, AKEE. IAWALLETS
AH3ILERMLANFAERERE.

XA, 4% 2.96 g(58.41%) FFH LS.

M. p. : 218-220TC.

2 #¥:  5F C.,H..C1,FN,0,S (633. 488)

# H: C 39.82% H 6.68% N 15.48%, S 5.06% Cl(#%
F)23.39% ;

K ®: C 39.84% H 6.50% N 15.59%, S 5.19%, Cl(H
F)22. 69%.

% ) 22

4,6-=—FHE-2- [3-(0-%ER)RAEE]-5-U-FREA-FE)-
A e S

60-80C T4 30 ml —F X P T4 3.0 g(10 EFER)4, 6-
—RE-2-mEA-S-U-FTRAFR)EwwE. 2.76 g(20 T ER)
HmEA47.0.33g QEBER)BLAT A 2.36g(10EBER)1-B-RAHE)
vhk —HBRER R 8. KGRI LS 17 875 k.

LA, 135 2.6 g(48. %) WAL &8,

M.p.:110-113T.

4-#: 3T CHssC1sNe05S (533. 95)

W H: C 42.74% H 6.61% N 15.74%, S 6.01%, Cl(#&
F)19. 92% ;

£ H: C 42.25% H 6.72% N 15.38%, S 5.95%, CL(%H

23



F)19. 27%.

x4 23

4,6-—fE-2- [2-(1-%RBEX)CAE]-S-G-FREXKL)ZE
KA

80CTA3Nnl —FAFTEETH3.0g(10ZER)I, 6-=K
E-3-zA-5-(4-FEE FR)E4HE. 2.76 g(20 EER)ER
47. 0.33 g(2 TER)BLATH 2.22 g(10 TER)1-2-A LK)
wEHBEREY 14 0 H. SEBRLENLLSY, AAFR, £A
Kieselgel 603iZ0oE L, FRAS2HEN _RFRPAFTEHRS
W o B G Y AT & B

XA, L 2.03 g(51. 72%) AR LA,

M. p.: 135-136T.

S 3T CisHueNe0,S (392. 527)

#H: C 55.08% H 7.19% N 21.41%, S 8.17% ;

KM: C 54. 8%, H 7. 17 N 21.11%, S8.11%.

%34 24

4,6-— R HE-2- [3-(-%EX)AAL]-S-U-ZFRARAEF
H)-wEerwm gk = KEeW

£ 50 ml PESHE 3.13 g(10 EER)4, 6-—fKIE-2-5Hk-
5-(4-—Wh-RAFHA)Ew4E. 2. 76 g(20 EER) B 47. 0. 33
g2 EER) BT 2.36 g0 EER)I-GB-&F/KX)%E —E R
o, TEBRELMACSY, RXFE, £ M Kieselgel 60
Hrtgal, £R 82 WEN _ ATV RPTEGRSDIARGHY
ITEEEN., MANRELETSESA 3 2 ALANTARERMY
A .

XA, 535 2.65 g(44. 06%) iR LS.

M. p. : 120-124TC.
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A A F CooHaC11uN:0:S (601. 47)

#HE: C 39.94% H 6.87% N 16.30% S 5.33%, Cl(H
F)23. 58%;

X W - C 40.32% H 6.82% N 15.85%, S 5.45%,Cl(%
F)23. 16%.

% 34 25

4,6-—fE-2- [2-(1-%EX)LHEAT-5-A-FREFTE)E
w2 2.0 g(7T EER)4, 6-—FA-2-%A-5-(4-FRE-FTHR)ER
60-80C FATH 2.9g(28 EER)HBK4EF. 0.33 g (2 EHER)#L
bpga 1.7 g(T TER)1I-2-RCH)%E—S@mERF 5 D E. i
BB EEMALSY, KX Fk, £ Kieselgel 60 HAMAEE, R
A 82 e — AP RATENGRSDAE G HRAT ELEAMN.

XA, 55 1.56 g(57.65%) AL SH.

M. p. : 63-64 C.

¥ 3T CoHaoNsS (386. 655)

#HE: C 62.14% H 7.82%, N 21.74%, S 8.29%;

£ 3 C61.94%, H7. 75%, N21. 8%, S8. 15%.

% 3645 26

4,6-—fE-2-{2- 4-GB-FHEARE)-1-%%EEA] LA
A)-5-Q-FAEFR)ERwmAREXRESY

#3.0 g(10 EER)4, 6-—RE-2-8E-5-2-FTAEFT L)%
vt 473 M A 60 ml K Pe 3.37 g(60 EER) AR ER,
FEWA 30 nl AP 3.61g(10 EER)1I-(2- RLHK)4-(3-=
PEAARR)REZABRERSHERMARFGRG ST, 2
THELERSY 30 I, TEBRAGLES, Ak £LH
PREBREASA 4SRN EANY FAERERNL.

XK, 49%3.31 g ALED.

M. p. : 262-264 TC.
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5’3\*&-- Xﬂ_;j—- C23H43C14N702S (623. 52 1)
i+ H: C 44.31%, H 6.95%, N 15.72%, S 5.14%, Cl(&F)

22. T4% ;
XM: C 44.21% H 6.90% N 15.19% S 5.0%, CL(&F)

22. 17%.
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