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(Eﬂzl; A 4 ! Ry Ry
e, @(—‘ /u
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2'n \“ N r’l]
ERRMEAR P
% (1) it (11)

#® » a2 R R, R, Re b
01 1 3 CHCH, CH,CH, CH, CH, 057 30
02 1 3 CHCH;CH CHCHCH CH, CH; 135 30
03 1 12 cﬂ,(ai,),gz CHyCH),GH, CH, CH, 08 30
04 1 3 CHyCH CHy(CH)JCH, CHy, CHy, 041 30
05 | 3 (CHy (cdg;l . Ci CH, 097 30
06 2 3 CHyCHCH, CH,CH,CH, CH, CH, 09 30
07 1 3 CHyCH,CH, CH,CH,CH, H H 152 30
08 1| 3 CH,CHy CH,CH,CH, CH, H 102 30
9 1 3 CHCHCH)CH CH; CHy, CH, 1271 30
0 1 3 s CH,CH((CH)CH CH; CH; 284 &0
1 3 G CHyCHp,cl, CH, CH 1I5 1S
12 1 3 CHycHp,cH, CHiCH CH, CHy, 400 30
13 i 3 CH,(CH,)yCH, CH CH, 078 30
4 1 3 H cyclohexyl CHi, G 038 30
15 1 3 H (CH;3)sC CH, CH, 0.31 30
6 13 (@pe H CH, CH, 0.9 30
7 1 3 CH,,CH,CH,CH,- CH, CH, 170 60
8 1 3 cHGEGE, EHEH,cH,  CH,CH, CHJCH, 142 30
19 1 3 CHyCH;CH; CHyCHACH, CHy(ClL),CHy- © 189 30
21 1 5 \CHICH; CH;CH,CH; CH; CH, 082 30
22 1 6 CHyCHCH; CH,CH,CH, CH; CH, 128 30
23 1| 7 CH;CHCH; CHCH;CH, CH, CH, 157 30
24 1 3  Spiroadamantanc CH, CH, 676 30
25 I 3  Adamantane CH, CH, 033 30
26 1 3 Bicyclo(3.3.1)nonan-9-one CH CH 0.92 30
27 1 3 CH]CH:C!’!: CH]CHICHI —Cliz(CH,)ZCH;- 1.03 30
28 1 6 CH,CH;CH; CH;CH:CH; 'CHz(CZHQ)ICHz* .63 30
29 1 6 CH,CH2CH1 CH;CHZG'{Z - CH;(CHZ);,CHI- n.t.

30 1 3 CH3CH; CHJCHz mz(CHz)zcr"z- n.t.

3 1 3 CH,CH; CH;CH: -CH (CH;);CH:- n.t.

32 1 3 CH;CH: CH;CH: CH Jtﬂz C.H,CH: n.t.

n.t.- KR

a) #- Lo, LeWBOEBRIENETAN) YT
bIAAKRY EERIFEH A HNIMEER (16 X)
c & (mg/kg)

21



% 1(%)

d)MC B e/ BB

A—XETARBERTORKTH( BABRKLY) ¥80.75
mgs M.butyricum FMBEMR( £) WREN. WEHHNANFTE K
(B K) HE-S RAZBRARE( WPHHE) . ERFTHEW
ME, s EAURP TN m. EERRAIOREEHIRHEF X
R B kvtrd) HFUEFRBAAEN) X, KERBEY
ERWE NSRS — 5 KN HE.

FENURRRAY, EEMGANSEXTE, KLAEITRFRT
4,5 . NANERZARAY, KEXRANIXRAERNITRAYL. Axt
BWXYFR(EBH) &, hBABEREBRURAERNE ( N,
FIR)MB_K(ERN, Bl6X) ltFE. HEMRRERIARY
HIDRAARRLENEDN ( KSK) X, LR EFRHER.

e ) BBy B AL 3L (=)

BEREXTRP R et, wR—-HextFRAEM
HWHNEREAGEB R AXF Xt 4K F LA
(P<0.05) BIKEAZZ+(30%) RUL, BATRAXAAWE
ARXFRMOEeE. Al 5RRAZ AN AERHNELEHTR
't T RBREAEN. AEXERENRTRERTE LS X Kt
Bamtg. K1) #R( L) A WAEZ 6RM% WHER( HN)
HEICREAEURBRT A4 — MR EEE. #: AXBTR P,
Akl PHLAW QNIRRT AR EIRHE SCHEHFE. KR
iR A2 thSGH B E LT 35, Bk, BiIARE MR E
Wk 35XABEFTERLHSCHR®E.



® 2

A1) fR( 1) o™

045 Ay 4 0 O A
(AR AoE Iebmme®

1 30 mg/kg 88
2 30 mg/kg 172
3 30 mg/kg 176
4 7.5mg/kg 118
5 30 mg/kg 162
6 30 mg/kg 158
7 30 mg/kg 217
8 15 mg/kg 67
9 30 mg/kg 132
10 30 mg/kg 112
11 15 mg/kg 139
12 15 mg/kg 172
13 15 mg/kg 96
14 n.t

15 n.t

16 n.t
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k 2(%)

RE() BA(T) oty

24

0 %5 Ao £ W i85 3
fra 4 5(a) el o e
#
17 n.t.
18 30 mg/kg 201
19 30 mg/kg 241
20 30 mg/kg 178
21 30 mg/kg 177
22 15 mg/kg 141
23 30 mg/kg 146
24 30 mg/kg 84
25 30 mg/kg 52
26 30 mg/kg 7
27 30 mg/kg 139
28 30 mg/kg 24
29 30 mg/kg 22
10 30 mg/kg 77
31 30 mg/kg 64
32 30 mg/kg 83
n.t. = X%

(@) Bxl Wyteathsth



(b)) HTRFEH NP DEEEN. LRTHNMM( ZER)
MR EREE ( BER) AR Efe)WXRAMER, BBk
HHWHELARFHES R (AUC) TEHERZ BT RM AN H L.
RABBERGRBHF %, BHANTREAUC ABBHTLHEER
RESLE T RGEP M E RN XEL. WA REEAN BRI
(SC)¥roft. ZE—esLIow, Wkl B fhadh#2ME 4Rk G 1 A R4 1E
AEH . EWE BT T A2 SCHF L 726, Bk, BaRU
XA BT B A B A E M AL SGHRAE ( BISG-100s fb-& 442
=172)

(c) AREBA() k(1) HathxtiE a4kl 0e
A ¥k Z BBadger HABA#EH — M F Z (Inmunopharmacolgy,10,
201-207(1985)1. FHEHAE T :

f# B Charles River ¥FH X% % (Wilminton MA,U.S AWM ITE
KB Lewis AR. HARRBELAEAY AR AWIHA6 3 A
#(160-180 g) WEERE. CEAAZWNERTREARR. HAF
Bt Ao AR . 18 B Pharmacia Fine Chemicals (Piscatamay NJ)
BT EREGA(con A), B -FRPMI-1640(Flow Laboratories,)
Rockville MD)W, ZBAATAMAEEE. BELEIL-AH (Grand
Istand Biological Co.,Grand Island NY) F0dffol0% $hih- LEM
B (56 C,30 24b) ML F ik, XMAFE TP HARPMI-10 -
WMATEERAREN NV EWE T SIEERPHEFIOR—%. #IRA
WA A () A (1) KEWREHMAEN, FERPMI-10 P EHKS
X 10°/ml AT R 30140 4000 04 W B SR RAAT I F - 4 AT B
H BRI (0.15 FS5 x 10 VwA9s L b & B 2 4
(Linbor Flow Labs ) EEY100 ul . RPMI-10 . )5 #5327
v- ANEAOF 13T Co X TERE (2000 H11E) . X BBHRPF NS
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x10° EXMMARELREHCon A(S pghal) HHRAKRMEE
200 a1 MR EITTESI KA PN 72/ M43 5%
WRJE 16405 wCiC HINMWRB A ( LLFEEL.9 Ci/mmal
Schwarz/Mann ,Orangeburg NY) X =& R, A—RH B 09 %A
B Wi g8 2 OO 40 0 3 Pl Bockman RUEK AT S BT 5 M 4 A oy HOH
W, BABARTH N KB, RRAAARKN BN S HEWAEY
4 I SE R dcpe KRR EIMHENK.

LRE2 KR TAHR() FR( 1) BLAWEF4EFERAINH
WaEMF K. FAENNESER" WEERLEWEXNINE
WM B, i, EASNEERYREY, —HRENP—HEY
M kAR AN, EWRichfPierce FF#([J Exp.Med., 137,
649(1973)1. W HUAENSHRFINE BRI EFE O ERERT FH
W, XS E A ER L SRR E RN, fitke R K
R A Yt M R

ARALHRETHATHRNEAZERA oIy (1) K
A(L) haamysned.

R RA(T) b ewRUSAANBHAEAE, IRETAH
BHARERA() RA( 1) et ( "BFHHL" ) ybFARE
(F—HERGREETE) SHEEGHHEERBRENRE Y AN F
ERAWRIA. IBFETUCFRS. EUPERRTELE LI
AR BT % R

B Ao 85 A 4 T LU Rl — M AR AR . S oy B 2 AL
B.EWW. BB ATH. BE. B BE. 2400, Wiai.
eSS EBAAGEAERR. H4H. M. XE%. A#
o, FRAGBRERBRATUCE S VAR R ERBENWE, H
WEERRH AR R T AR 5, T4 E. REXE
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HEAGE. FERNARPRE ENRFHRH HE.

VUBRAZWERGHHE, B, wR A EEER, U HA
TURFH . REFREFEOMALA AR F UEH A, B&
HARNENBER ERENOEAA2S ug E41 g - WREARKE
W, BMTUERE. A& REE. CHENAFEHARE AR
AR FA

ATEGE—HREWABERANEHRR, #R0) RA( 1) &
G AT EG RPN A YR TANRR TR AR, 0,
IMWRBBRARR R AT RBAR, wEFRRI—HTERSE
MR, MTHERA) KR ( 1) ehET—ELsis i
REWT. ARHRELHBEFNKHFEE(ELRTR) 28, F2B.
RL-M300 . EUARES. HEE, ERECHEHANERERO-
60%

FEHETHENHNERURTZEHH0.1 og EA500 mgty 7 M4
HE. BROROANELURTZEH A ngE1000 ng BAEMAR
tiE.

URBALAW T ERXEMEWHATEEXNRER Y 5
(BFAZE) B, (1) FR( L) HhEYLTRERZATHE
Ao “REFEFH Z—4ANEXREHR1) XX ( 1) el
RS ET RN TR DB FRERER AEWHER( X
2 PRAWCNENHWBEI T RAHERTILR) v/ FBALE
HELFLHXFTRMMF, ARG ERERNEERENENE K&
BEitE LR B RAFRAZIEER( Lk AREEEH A
FTBERRE ( EHFRTRT) 2t TFI RN R E:

ERExH K

FENLBRE
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B A %S hERD

A8 RE M AT R

J 3% 7

FEREBREAMAR(N) KA (1) WXL REE LK
Vst AEAXTAR LY, XL EEE X B Wk A K
WA () RRA( 1) A9 RENGTHRERNE. Kot Erk
W, £ “RE" MEBRRAGRABTHFNET. $X(1) RXA( 1)
CEWURF AR ETRAGRENIARER T EANEERTE
ERAPVLENS Y. THEHA (1) RA(I) LEWUERSH
AR TR, IRNEBRENA) KA (1) Hiads
HETHATHHNERTREARECHNEARCTHERN . A
RABBEHARB AR TELG N T EAGREKBERN O A
BERBAXRBONENALNE. BENREVAAEHGTERE
KAREH.

RA) BRN( L) MYk RETUERY. EFHEN.
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HABRANRTFEMSRGH. AT Bl — 4 A EE RN,
MAER. RTHES. Aty RANRYEANES. W BEFHE
THENRGEE TERRNAEMGYR . A TFEA—RAEGWED
FREt A EF ERFEINRA0.] mgEH1000 wg - HHURAAE
FERITAH] mgEH2,000 ung-

R() PRA(L) HEEWETUABRNEXRER. "BAE" B
EERFEHAMOFNENEY . ZRAEGWELNEALIERNRT X
—RERHBEHEAN, TUHEAHBEARRER (1) RA( 1) &
WAEABENERY, FEHRENBERAA10 ng 24100 ng.

R() FRA(D) HRADETUNREFRES.

EREEHHERBAATHRAOHAA) AR 1) Wiadh( %
TXRREERAS) i, BARMTERBNLLY, REHRRN™
FEREOHE, FURTHAETANRTE. FHREARETEANR
B S, REAEGHA() RA( 1) LEAUWELHAEATHER
RETHEKEARML .S ug E500mg RAEZHAER ug E50 wg/kgsh
WHE, Flivs ug £25 mg/kgs HH2-Y K. EEATHEKN, X
MAMKL wg ElnglEWAL, BEREEAMAMI g £100 ug -

FEMHNERRERZHMEEHFEERRA) RA( 1) ke
WENSHEFBEE L. DEHEREIHLGWREATEA. BF. B
B, UREZLAYTHES KEHFN mﬁw@% F 4 o 2 R By
BREED DM, BRA. BBEARAILY A K TSNS,

ERTRUFEF ?ﬁun%?éf’ﬁﬁf%&mﬁﬁw ERFRUGHE
FHE. AFREWAGF Xt EHALEETUNA0.0012F 0% &
B/ R, IWARFERNIAEN, BATUGASE10MER/ B
B, BRUFHASER/ BB, MRTFEARIGO IVEIVEE
] BE.
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ERVHATRENEY , THERBEXTRAEARNEE, 44—
RERUAL SRR INTHTHANARE, BUETHELEREAR
RGBITHNA L. RELFR "TERN™ REERERTF R4
AR, FEXTRACHEEFEA K.

ETROAHGEF 0 TR L RAERH, FLPNETEEL
MREEABWEAEHBA, Fw: k. RH. LK. HFIMH AR
ETHRA TR, TRXRATFoHH-

RELXLAGBHTUE ST H ATy E R AR, 7HT
RENARERT - RESTREND/ ARXRERNP/ AARELY
BRAAERTTERTRECERTERAAAERF G E. BB
AHAENEREd R R, BREBE-HEAWARY, B
S 38 o 0 G Y MR R RFFAE90-100°C /b of R SITHE. B4,
BRATURARBARFALTENERKGREBY. B4 THA
MREAPREERGEME, ARERIMRER (0.0020) A ¥
(0.010X)F ZRRXAEIXMEK (0.01%) . &M T 54w B A0y EH
BiEHY. RBEHIBHNE 8.

REARAHAR, CEEATHRZRHA AR, —REA XK
TUEAERARR A REN B EACGEAE, HTRAEMUTFHERN S
FiERG A, AT E R g8 s 3R o AR A — A T A B R
WK, w—HEEE, o/ - HHEN, R K
R A A

WREARR AR ILH b W R NIRRT 5030 0978 M 41 10 0 3 B 4K
BY, EMTREREFATHRBEREFER >R B R B P RE
~Ep AR EAREBERY, HBELNHPRRE, 5—FHdlEd AR
FHFERRATIRAE. XXERTUCHBRADBHRGR AL
Hai, B, —HERE: —WHRH —BXBXRENH. it

W0



EKA. AN, EEERMRE. XENERTLS. KB
RyTRRE AR, UR—HNoF BRI -_®. BEFFTUEA
EHESHRATARANLARNT. WETFRERFTEGH, FwlAKL
ARBRERCHREIHETEY. BRHLARME ., FEETEYR
XA R oot SR RERK (silicaceous silicas) FRAMA LT m¥EENHL
TRELEAN.

AXAGRN THZHSARE, X)) K( 1) ekt
BANARREFES BREHRAEOR TN RE. AhiReE,
BAFHE, URBABHRGKIHHE, TRXLEENEETHEH
HEARKRFE . ABRABEN T L LERAREHLERR, W
E—EWREP, BRAEE5HR(1) KA 1) hahwnEde, 7
HERABRGHTEFEALAERTREHENREREY.

HREE AT RIBERGE T ELTUERAH B HRANERT,
MRAMENRAT T AR ARENAAARA. EET @R EESNTH
RANRZRAAKRA, TARUEMT RARA AL GHEHE .

S . #
£ &M 5L M
EHFA-BRAEY

REBY A AL AL YM e, RES0 mg R (U) BA( 1)
e, 110 mg B, 32 ng M8 mgBE R, Z2 A
AR ECHTEAKKRRE T XM & .

EHAB-TESNTEE BN &Y

RERTFEMHABHANARANG WA Y, B HEEHR
(1) HA( L) AdEi0% BRHFH _Mi kP EBETHE. At
AR LA,

LHFIC- WA A
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1.0g R2(1) RR( 1) HASEEKEREIN.0g . ¥
(1) RA(I) v arREMEAREH T, BEFHpH AR
WRBH P LR R T RTHSTN T H. RERALLSEKUWENKLRAN+.
ENWD-kE AN A
R() XR( L) Wé&dw 1.0¢

Pola¥ GP 200 20.0 g
FoK¥FE M5 2.0 ¢
SRR 3 2.5¢
BEXPRT R 0.1¢
A K MEL00.0 g

FE60CHPolath, BB FEH—Rivih. MAREXTRFEH
ABERBERNTRE. ABKHEIEEST. BEMAR () KA
(1) WiaFrsol, RIREHEHERE WA

5% 5 B E- R T % 4 B

A1) XRA( 1) e 1.0¢g
LNy - JUE-Y 1 0.6 ¢
KRB0 0.6¢
M ERERER

(Cetostearyl Alcohol) 1.2¢
H 7 0.6 g
EEXFRFE 0.2 ¢

WK ( XBIHR) AE100.00 ul

AV CHEEZTREMHEETIO 0l K. E75CTHER =
KRUEEE, RURRNM20FGSTERENE —BEAH mE L&
KEHF. EHAANLEARY, AXENREPEZ R, HERHR

12



WAPHERERNGR (1) RA(I) REHPEARLKY. BRHENE

FHEAEARY.
5 M F- W IR A AH A

A RA(K) ket 0.5 g
REXTRTR 0.01 ¢
REXFRAN 0.04 ¢
A ( REHR) A E100.00 ml

S THEEKXPHTFRPAEETI0 ol SAKPHEHRNE
AR REWMARU) RRA( 1) #édy. Ba—ITEE0.22
m ofLAD) BREFHANLE, ALHEREHREANEARINEY
HWEHREEYF.

ERG-HRNEHI L4 S W

ATI15-20 ml ZRE—FHAER: A1omg A1) A1) 9tk
WG R EAN LR LRRESHARRES, AR H L
—HESF R AR, RIFRE 2-ZANEALEM_REAF R, ¥
BNETHREANRH O BRANAGHHELNRENER P,

LHPIH-ETENAHGHE AW

BERFI5-20 ml BREGKEFEE: 10 mg A(0) RA( L) 1
EWET LB (6-8 ml)F s WA0.1-0 20 HAN LR L ERBESSR M
B BLIRBRSBARSHN ORI, REREN,2- —AERLK
P_RRPRAREYT . HENESTHRARAREIRANAGH—
RELAGEEFERT.

I & B35

ETRLEAY, BRELELE(T) RT. RETREELEH

PRFEREHR0) R (L) e, ExEaFPBgA7 T
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3 M4 .,

s, RUEZPEEME. FRELHEEN. REZRTE. "IH.
EBeE. ZRALHRLY, K-4- B, T-5- B, +—kK-6- W, 4-
(1,1- ZFHZE) KO W, 4-FOETTH. K. HFRER. +-
TE. 2 3-ZFERE. 2-CATER. 2-ZE K. £RIKR. ZF(0,
3,0) F-9- W3- —PREERK. 3-“ZRERHH,. —RTEK.
2,6-—WHE-4- W, FEMW. ZHRE. Triton BI3-FEEL
FRCT Aldrich Chemicals (Milwaukee Nisconsin ,U.S.A)EE. 3-(]
- WRkPE) WRER M 1-REHEMF (Aldrich Chemicals: Milwaukee
Wisconsin ,U.SAVAERBESEN.

- WREETHAe-— WA ER KT dPfaltzfBauer
( Naterbury,Connecticut ,U.S AV, 5-ZWEER X Ef7-Fi
A R mKarl Industries (Aurora. Ohio,U.S.A) M%.

-REFHI-(1- %rEvE) WY HAlfa Chemicals (Danvers
Massachusetts ,U.S.A)H#. 6-(1- %K"E) CHEZ he-R O (Aldrich
Chemicals )5 R"EW R ENERTEA A ECEELIERNFRE £
JR o % o R B Ao ik v b DAAB LY O 3 A6 (1- i) TR

Fl ¥ 4,4- ZTRBIF T KB & A&

AEE| BETHTENER «, o- —HANBFHELENERY,
4-“HRWF CHE
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~EHE]

Rt ((CH,),S* O o BF;0Ey Rl 0
0 l ‘[> £\
NaH, DMSO > >

RZ IS benzene Rz H
Triton B o
methyl viny! ketone 0
tert-butanol .
H,, 10% P
— 2 C -

or cthyl acetate
methyl vinyl ketone
H,S0, (car) R R, Ry R,

TREMH -5 AEHFR T AE-4- BEK 4-ZHAFTH,
BRI FECEARMTES WM T & WEEET5HCH

I noW
2,6-—HEE-4- B 4,4-R(2- FPRHEFHE)-
£-5- W 4 4-=T F-
+—k%-6- ® 4 4-= K A-
HEH 5,61 T 5c-3- BEE-
2-4& K| ¢ ( FEk-1,2- =5

(3.3.1.177 1%4-4- W
LETFHAEY a0 a- —AHBRTEZENTS 4-—RKEHFD
Bk &miFE:
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# Y

-7ATH 4 4-— 7 FH-
-7 E B 4 - TH-4- TH-
2,3-Z XK 4-FH-4-(1-PHF )-

B_ANBFHAEFRESN RS -TERBEE T REE P,
FELRKHS fre FHER TS K%,
B HE2

O toluene
/\/Y + J‘\ )
\/L reflux, -H;O
H HN
/l\ 1) allyl bromide \
>
\/’\ acetonitrile

AN 2) H;0*

H,, 10% Pd/C
>

EtOAc

36



LM 2-H%-1,2- FERK

HoPETR( |/nole) BB ERESATHARRBHNY
MU I4E) RAZFERAKOLE) RAIP. AERAW
LSRN, FTFAKEBERN, mAEK-4- M0 44E) FHE RN
RAMEISCThoNn3-244 0. MENREHEAKG-SEKE) PHALT
MIUEBER. ARBRETRANERY, AR REUGHHEEN”
Hss % FR) TFEEH#—FHMKHTUEA

LKA  -HEXE

WwEEH 1 FrAwbl gy, £AFE0 TH2-HE-1,2- FEXE
K (SR OEERP AR R (0 SHE) WERBHP.
WENBEWEE 28 FMANKERLRE, EHXTHIEE, AR
TREREAKERRKERAVA, ARRE TR, SRRETHHE
Koty YR ETNRETNH~0, 2N Eethd, %7157, %
A (b.p.)60-63 * /0 .lmm .

EEHI: 4 4-"HEFD-2- HW

Kkl E—#B (Triton B,0.0OSYE) WRTHEAAPALEE M
B DHARMMAN-HERE (SR, HLhF2 FikwH%)
MRECHER(24E) HLBEEFEISTUT, ME, ERNE
EMFmARER(0.02-0.2 U&) HFERAAREER M AR, Kk
BTFLRLEY, HAHO S M AEMABALRATA. ARRETRA
Putd, £ HAKugelrohr REZFARHARETRAFTTEN S b P,
75- 80°C/0.05 mm, &% 20-35%.

FELEL-FEAB(LE) PRRXRZHEXEM(UE) K (440
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ml/ mol JERPWANRHER (3 ul/mol ), M HDean-Stark KK EEEE
RTmAE RGN, BEEFKI-5 MK, REBZAR—F 28 HE
K. HEECHENRAWAHEZER, HFRAMPEREARR. ARR
BTERANAN, TRFRETHEFIRFEGH. Hingelrohr Rt
AR — e KT TR, HET5-85 * /0.075mms F<HE65-75%.

LHkB4: 4 4-ZHEAF W

FEI10% LR I4E) WIRIHHREIR P NWEER B
RIEEFENL 4-—HXFD-2- W, B THEAParr AL EE
300 NN B R AWK NREY, BRI EARHRREL(0.5-548) . &
orEg R MR RN, RERAR—H L ROAE Y.
MATR— PN LA . FFE98% .

ERES5 - - A& R E-4- B

WA, KBOS%E) R THKU- 2&) &, iHADean-
Stark KGWUEBEER Tk, SR ERKERFURFIAG
(WER) YEK) Ak, BRERGWAHEER, ERETREF
Ko EXREHBEE WP ANTHE (500 nl/mol), EFEWAEFEE( S
YE)  BREBRGWERKm#16-24 B

RAEARA( ( T (60m) )/ ZBRH (30 g)/ A (300 ml))/mol 1L
BMBEGWHERmPS Mo, HABNBERECERREER, BivA
LB T8 (300 ml/mol )R EA (150 ml/mol ), MJEH10% HBAEAK.
K., BIPRBRENKEAPREKEEANA. ARRETEANER
. DRFRETEDN Mg, 2L ETEIATEG S &
£.68-73 " /30 mms FHS50% .

L Hl6 - E KB

E—ParrELERAMPENIO: LK1 LE) LB
B o MANREZEGS B E&H-TEKX-4- FBH IR IHER.
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E—ParrERERAZEEY, EERTAI0 N/ B LA RESHEE
FLRYEA Y. BRI R AR RN, FRARETH 2
—REEHROGFTBN. LAWARE - SRR TEA.

FIAY: 4- RAWKCHENER

EEHHT PRAET4-REFCEG SR, THRMER B EE.
XEEF o- RAKRH LRS- TR OHE

LB 7: 4-HEFOHE AR

E-—HERRBENAATHRRT(1SE) O (33 ) B9&
EWRHE-5C, BFILNMHARNT KB (LE) . EANELY
HETRFFERNI-6 M. MNTBEF T EFRETEE M W
ok, HREWARETRINEN T, HE103-108 °/0.07
mms FEFE 0% .

E—HERAEREAAT, LR R—BRISE) PELE
EF(.05 4B) RENEERRHIR. BN —HEH R (THH
(70 g)/ Z.B (700 ml)/ ZB (525 wl)/ A (171-ml )}/ mol ZEERK T4
#a-6 Mot. EBRETHREERAGHEWHNFE MR T WE LR 8
fXZERER. AAfREERANM, AGRE TR, FRFEET
ERKFEE . Augelrohr REREXHGHAI—FH AL
MBS HE122-135 °/ 0.22 nmi FR40% .

WLEARNROEAZERGC T A RO ik B4 R4-F
ARCH. KW FFR—FPHARTHA.

£2 a1 WR, R, FRH BB (1) &N

FEEI MR THELRANFCOHERKRHFER (1) oA 7K
EARAN—REKE, A¥n RURFR FRE, Wn . R TR, HE
X
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O NC COOEt
NCCH,COQEt KCN
— P
acetic acid EtOH, 959 — -
R sodium acetate
1 R
? R) R,
COCH
COOH R o
HCIV/HOAc/H,0 Ac,0 "
: e
R, 0
AN 0
R, R,
H,N(CH,),NR,R,
— - R, - \’?O R, 1) LIAIH,
R N N/ 2} HCl
2
d hvt \g,
R
X X1~
Ry N/ N N
M \g
<HCI 3
L&
LEH

TEHEEFAS-12RE TN 4-ZZEFROHEK2-3- —FHEA
HEH)-8 8- H-2- AAEIR4.5) B8k, Ae Y
#, ATHRFEREGEIER] Laley L0y mEdy, wiF:



4, 4-—HERTH

44-— TR

4,4-— A ECH

4.4-X(2- PEHEE) KOW

4-Z%-4- THERTMW

4-FE-4-(1-PEHE) KW

4-FTER W

4- R X W

4-(1,1- —WXTHE) FOW

ERFINBET —HRFS _FPERREFTRRNARTTEN L5
Be. RABMAR K&, #4 4-—HEROHE-1- RE-1- ZRFS5 TAA
SRS

- W RBETHK

S-Z R AEE R

6-—HEREXEOHE

- FERE LK

- EBEAK

3-(1- "K€) WRK

6-(1- MmE) TRk

3-(1- Hegx) Wik

6-(1- i) oR
B WX EA NRGHTER, FNAERCUYGHRTEAFRTE
ol

DA A E YRR OETA W ETRE, TR LT
HO MR B MR R TR T RE T EERR AN
i .
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EHHS: a- ME- - 4-ZZEFTOE) LRLHE

B4 4-—ZEROMIUE) WPXEARTARETRTE (12
E) . ZR0.25%) ZREO.15E) . KR4 ERMH, &
Ria%- FAREBRENREFHEBHEBR WAL, k2 LB
KRR, MEERAWADFA KB WERAAXER LR, A%
RUETRANE, HRHFRE. N AKugelrohr ZXEBHLAMHRTY
g, HRE-FLeHRNHE~S, HH92-98 /015 nm &
80-95%.

EHER9: 4 4-—CHEFOI-1- HE-1- LR

A LFRFAEN - RE- «-U4-—ZEKRTCE) ZRTHE
(ISE) WZRBRFWANRCHFHAER(L 15 4&) . 7£50-58 -
MR E B RAWI-9 M, REREET. AERAERYWIHALE
CEER. ARRETRAFGAINERA, HRIFRE. HRTHE
T8/ &8/ K ((4.5L/20/0 21/uol ) BIRAWEAE ERKwH#2-5
K. EBETHREELRG, BHERREWAEAF LR LEY LB,
RSB TRANERY , BRIRETRE—HECEKNTE R,
RIRIHEEGTAZ - FaWERER BEIS-152 °, F&
75-85%.

SEHH 10 4,4-—ZHERCIx-1- RE-1- LRE

Vi EWA9 PR T ER AN - —CRROE-1- £E-1- T
ROUE) BTTREPHERI-6 Mot ABEXAERELEN TR
B, EoxPERYHELR, BRI-93 - FHI0-95%.

H: EREOACEN-LLHBRARESHENEALT, RAMRE
MERBETHOK CRIUERAWERNNEvaters S00H&REL
RAeiltrm.

XEH1: -(3- —HEBRERE)-8,8-27%-2-
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KAERH4,5] B%-1,3- — W

4 4-—CEKTIK-1- RE-1- ZRF(QSE) HFEERF
AI-ZPEKERR(.05 SK), AR~ Bk 30 B8 o B 3K X
BRath. GNEURBETREAR(I4E) KEXRRANEERTR
H, ERETREEN. FER—FPAMRTEEEHRE Y.

EHH12: - B-—HRAREHR)-8 8-_LE-2-

AWK 4,5] B s

EEMNBEGUE) S5TRIENRY T RmA XEA 11IFTEN
FEWNEN2-3- —FEAXEFE)-8,8-—Z%-2- K#HK4,5] B
K-13- —HUAE) I MER. mEZE, $RERSGWEHE2-6
M. ARRATACHELT R ECHREER, BHRHRA YT
BHNRARETRD P EE, %90-95%.

Kt FRARH XK TBYHFWANRALEN THAER. £
AKEHZRE, BR-—HaEHIR, AdESALEN. ZBPH#
heewEAEL R, HA298-299 (M) FE90% .

%3 Wkl R, R EH WEX (1) LW

AEE MRTHELARANFOMERTER (1) HALERR
B — e Rt ok R,. RBH WHn . R . R,MEX U,

FEE4
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HZN (CHZ)n-l
R, 0 > RZW CN
o 0 n-l
1) Li R H
w . X XA
2) HCVE(OH R,

N_ N
2na R \y

EHE 13 14MRT b4 4-—HEKOH-1- RE-1- TREHE
2-(3- BEFH)-8 8- WHE-2- AL BR_HRUY.

RISEMB 1380 14480 i, B SRR OMER E
RHRW T ETERERNTS o- BEREEE (-4-7) REARHE
EHAREARMEH ( APR, R, -H)

SEHEH13: 2-(2- MTH)-8,8-F#-2-

A& [(4,5]-R%-1,3- W

WP FEET 0P 864 4- = LETE W F EFH B0 4-—F
ARTKE-1- RE-1- ZREQSE) wAZ-EXWHER (. 14E)
FREY. BRARE - HARKESEANRER L RAY. KEAR
(14&) G, WRNREAYUAHNEER. AARE TR BN, A6 g
BE( DR/ CRULEQ/N)RERYDTEE —HaeERK KA
[17-117.5 * *&95% .

EHH14: 2-(3- BAEFE)-8,8-—HH-2-



KR 451-RE_dmdd

ERAMBEGYUE) WIRBAW P MMmA ZEB 13 TR Y EHE
H2-(2- MTE)-8,8-—H¥-2- HA14,4] B¥K-1,3- —MO%E)
BZMENR, mEE, FUHENRAWRH2-4 M. AREBRH T AL
HES RO EWEARE. SRFGANRLWIHRERA. ARE
MAREHE ( ER2VERCEPRAN) SARNRK, B8
REEHMEHRRE FR% .

UhdETFROEHLEKIEY, BOANERG AR, HEHK
RETRE— M EEBEMEK: BE245-249 ° ( 28), FHI5% .

%4 ¥kl WR,ARH R RH WEX () MéH

TEES MRTAELRANFCWERR (1) HALEF XY
W— Kb Ak nkl R IR Z—EH FIR G —MFREn . R R, M
X T

T~ EHES

3
%4 \R4
1) LiAIH,
—
2) HCI/E1OH

2HCI V \R4

45



EHH: 15F16BRT M 4-—FHERDOK-1- RE-1- ZRFE
B2-(3- FPREXWHE)-8 8-—FE-2- AF&% (45 BR_ARM
W%,

WA ST 1B %, FANRYELHRANIFOEXHN
AEATERTRSE o- EREREEX (n-4-8) KA, £HR,- K&
WiR, ~HEY B R AFAT 4 4 .

EHH15: 2-(3- WHEEXETH)-8, 8- HHE-2-

A -14,51%%-1,3- —H

4 4-—HEFOH-1- BE-1- ZRE(SE) HFXERF o
ANI-HEBEFRE (.05 48) . RAERE- BE CEE#HE 5k
KERaeW. KOHKE(NLE) 5, BRERAWAR T EZRIIBE
RE. FHRA—FHARTHALREY.

EHEH16: 2-(3- WREARFEH)-8,8-—WE-2-

BaE-[4 512K _HRAY

EENBEULE) 5TRWRAW T ER AL EZEA 5P R
T & B2-(3- PRRETE)-8 8-ZHH-2- AEHE -4 518)%-1,
- ZH(IHE) WOBBER. mEEH4AREREEK. AEEiE
R 0.5% LRMETFRAR) REFYTWRE N AeWa, &
E6T% .

B TR BOAKCE SNSRI THER. LR46
BR-FaelNE, dREHLAR, BHE258-260 ° ( M)
F84% .
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®5 ¥k AR (1) HE4Y
AEE6 MR T NIE X B GIR O MR T M0 4502 BR

[5,51 +—RXMNhehiks.
~ X6

O
R, R 0O
OH A 1
o —-—-»-ozo o HzN(CHz),,NR,R)‘.
OH o
\( N
4zma Ry \4 Ry

-2HAQ

TRENRM17-21 KR T hd 4-—FHEFOMHEI-03- —FER
) HE-4,9- —FHE-I- KK [5,5] TR -y,

PlARGLBY 3, R ASRM( RFL ¥ I1aAMm2)E YRR HIFL
MEFARTLENEROEXRTHRBE, TULTRE:

a5k #2 ¥PHAREEF RN T X, 5§ ERXREBRHAT
BB, RER,R, —HEWRERATLY.

by #3 YHAREENFTRG TR, SREEEMERTRA,
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B BR Ry -H B S RGEAT 4 4 -

c)EE4 VHARKMAHRM TR, GHEREEEEXHETR
Bi, A KRy EE TR, -HEY B AN 4 Yy

EHP17: 9,9-—HX-1,5- —#,-3- A%

% 05,51-F%-2,4- _H

ERAE) CH4 - —FHEFCHOLE) PREZRZEQEE)
WZEBERY, WA RAER. EXARCWHREEIHETE
0 CRE2 £7 X. RU-MXTHENaEird, FE, ALRE
RIHTHRZ. FTHEBRTFRIENR AT HRALE. HPREAH
ARBERRA, AHEARIBHIAR Y, RAFEEH LR, &
#£33% .

XM 18: 4 4-—HEXOK-1,1- ZLRB

VARB N 1709 5 HH &9 9-— A1 5- —HE-3- ALK
5,50 t—ik2 4-—HETRER/ T8/ K@/7/1) ¥EHF, #
W EREEMNB2-3 K. BRUEEBAWRNEER, AREARE
LREBRUR. RREWEAP IR IHZEALE. AAEAA%RA
A, A THR, dRFIXETNHIANTENR, BHLRE LR
LR/ TP ELER, FERI5-50%.

EHH19: 4 4-—FHEKXRTK-1,1- —ZREK

WA 18T R H A4 - —HEDK-1,1- —ZRETLR
B HERLI-6 ot MEXMUR L EGTRE, BAWHEDK
PELER, BA9-93 Ty FE0-95%.

EHF20: 3-(3- —HEBEFH)-9,9-—FHX-3-

BA&E (5,5 +t—;k-2,4- - W

BEBHNFTHBWEUF &, HEEHIOTREEH9,9-—HE

Rok-1,1- —ZRFQ4E) A-—FREAENR(LE) HAEH
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B, FR—REenhd, THEHR-FALRTHEA.

kM2 -(3- —HEREFHE)-9,9-—FHE-3-

R (551t RK_ERLY

S 1248 REUF b BB E o LK 165734 7T # & 3
(—FEEE) HE-9,9- —FHE-3- &8 (5,51 +—5E-2,4- =
W RAFEE. PAZRERFAHACEKTRE YR, FELBTE
Bl BE> 320 ° (28 T EB5-90%,

o ¥: HMA( 1) WEFALETTENNER

WhEE FPHR, BeNRMALR4 4-BXRRNKOE, ME
BRE) YRR FE( ShAS-12) B4R CRITEEN AL
HIR X4 18K 329-330 .

NRAEEL PR T % ( ZHAL-12) HL R MR R
W R BT A, KK :300-302 " -

- RIEMETUR £ &S ¥R MR A TARe-2 AR
PTEW.

ME2 FRES YHHRTARN2-S N BT R REF, LM
WHETRA TRE M :

a)F VYHARXEATHRNF RS R ERERER L. &
BIR, R, - WE A 0y M AT A -

b)EE YHWEREEA TR A S BERERER N, /7
R,R, St E Wy AR ML S .

) Fd THERERATHRN TR EREREEBEXRN, #
BiR,- RETR, -HW KR MREFTLY .

RH[I3.1] FR-9- MRAHH? ¥ HUNKETAZFEE
WRARETE Y BE03-304 AWML TURECBRER2-2
SRR TG 4 AR R AT 4 -
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3,3-ZWEZIRI33.1) BIR-9- MA3 3,7, 7-WWE_K[3.3.1]
F¥%-9- W ( MY .Chan .Ph.D Dissertation University of Utah(19
72) Wl&) TG ERA T8 R K347 RR .

% 3
~ ~ A
REARERAG T ERLNHER (1) ER( 1) WL HyE
B (2RE) ]
#2) m.p.(°C)
01 300-302
02 299-300
03 299-301
8‘5‘ 301-302
06 50578
07 258-260
08 295-296
09 296-298
10 289-291
11 303-304
12 306-307
13 297-298
14 326-328
15 325-326
16 334-335
17 305-307
18 252-254
19 285-286
20 266-269
21 274-276
22 259-261
23 245-246
24 329.330
25 308-310
26 323-325
27 284286
28 287-289
29 293-296
30 271-272
31 275-278
32 240-245

(a) &1 th&#HR
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*x 4
REGRLEAG T EREHARX () PEA( 1) HREWHT

y Yol
S T = S E L 3

C: H: N: Ct C: H: N: CL:
01 CuHyuN,Cl; 3535 6117 1083 793 2006 6098 1078 7.64 2001
02 N,Cl, 381.8 6297 1110 734 18.%59 62.73 1097 17132 18.42
03 CupHeN,Cl, 4095 64.52 1132 684 1731 64.69 11.34 6.82
04 CyHgN,Cly 4376 6588 11.52 640 16.20 66.04 1142 631 1639
05 CpHN 409.5 64.52 11.32 6.84 17.31 64.23 - 1132 676 17.28
06 CygHy 2 3534 61.17 1084 793 19.30 61.03 1090 17.85 1997
07 G Cla 3674 62.11 1097 17.62 1930 6206 1095 17.58 1933
08 CuHN,Cl, 3955 6378 1121 708 1793 63.68 1107 708 18.12
09 CisHoNyCla 3674 6211 1097 7.62 19.30 62.06 1098 7.61 1935
10 CpHN.Cl; 3674 6211 1097 7.62 19.30 6199 1101 758 19.36
11 CyHaN.ChL 381.8 6297 1110 734 18.%9 6292 11.11 1730 18.64
12 CquNgClg 815 6297 1110 734 18.59 62.88 11.13 7.31 [8.65
13 CyuHgpN,Cl, 4376 6588 11.52 640 1620 6589 1152 638 16.17
14 CxHeeN,Cly 3795 6331 1062 17.38 1869 63.24 10.64 17137 18.68
15 C,HyN;Cl, 3534 6117 1084 793 2006 61.10 1077 802 20.07
16 C;sHyN,Cl, 3534 61.17 1084 793 2006 616 10.86 792 1994
17 CyHyN,Cly 3795 6331 1062 1738 138.69 63.22 10,67 735 18.70
18 CpHN,Cl, 4095 6452 1132 684 1731 64.42 1132 6.82 17.39
19 CnH“N,Clz 4215 65.51 1100 6.65 16.82 6542 11.03 664 16.89
20 CyHNiCl; 3955 6378 1121 708 1793 63.64 1099 696
21 GnH“N-,CI; 409.5 6452 1132 684 1731 64.59 1130 678 17.30
22 CuHuN;Cl; 4236 6522 1142 661 1674 6505 1129 657
23 CyuHgN,Cl; 4376 65.88 1152 640 1620 6591 1148 637 16.19
24 CuHEN,Cl, 4175 66.17 1014 671 1698 6621 1016 667 16.94
25 CiatlyN;C); 3494 6188 981 802 2029 6130 970  7.85
26 CpjHyNiCl, 3374 6052 1016 830 2102 60.55 1012 831
27 CpHN,Cl, 4075 6484 1088 687 1740 64.75 1089 6.87 17.34
28  CyHsoN,Cl, 4496 66.79 1121 623 1577 66.68 1131 630 1567
29 CyHgN;Cl, 4636 67.36 1130 604 1529 6739 1129 603 1524
30  CypHN,Cly 379.5 6331 1062 1738 18.69 63.284 1065 7.35 18.65
31 CuHuN,Cl, 393.5 6410 1076 7.12 1802 6001 1081 7.10 17.93
32 CWN;CJ; 381.5 6297 11.10 7.3 1859 62.83 1111 731 1B.52

E: RAMIAEH0.I L 20, 22, 25F26 A4 &Y
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EREESRYLEH R R T AR AR LR RSN,
18 b 2 38 R A K WA 3F R IR T 3 40 T 48 AR B R S B 9 i LR S22
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