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HEAOAERMEO—RE LT, BNIEBERAORED SN2 9—azamorphinan{1) & Z & i<
AN T3 —substituted 1,2, 3. 4, 5, 6 —hexahydro —2/8 — dihydroxy —4 —ox0— 2,3 —
benzodiazocin — 6 — spiro—1—cyclohexane(2) XU 2—substituted 1, 2, 3, 4— tetrahydro—
2/ 7 —dihydroxy —5H — 2—benzazepin—5—spiro —1~cyclohexane(3) =&k 35 BT 2—

(N—amino—N-phene thylcarbamoylmethyl ) —2 — (3—benzyloxyphenyl) cyclohexanol

HO HQ _~ } HO
N m
N y_r OHY_R ouN—R
0

(2) (3)

CeHsCHz O C6H5CH20 O
N~
CHz CH,CsHs R

5) a, R=CH,Ce¢Hs
" b, R=(CHp,C¢Hs

(5a) kU'%Z®D N—phenethyl &k (5b) OMannich KIGIC & BRI IGEZR A7, LU
BB FHEICK LT (5a, b) & cyclohexanone & @ KT i3 /kER 2 CHR L 7z dibenzopyran
FERO)DEONB LY Lico - OMICT MLICKREAET 2 27 M0 HA
i, Fd =) YRUKBERG I €5 ECXD, KBEOBRETFRT T I FOERE T B

RO O CeHs CH:O O CsH;CH,O O
0 OH 0
H H ‘\N
N\R N\R \R
0

0

w>i§&g?ﬂH (7) a. R=CH, (8) a. R=CHj
=CH,;CeHs» R'= b. R=CH, CgHs b. R=CH,CsHjs
¢. R=(CHy),CeHs, R =CH,CeHs ¢. R=(CH;);C¢Hs ¢. R=(CH2),Céels

d. R=(CH,),CeHs» R'=H
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AFUVETHAL, TERDL, 3—oxazepin—4—onel8)1B SN BT MBS H &1L 12,
ZCTANKBCHRKRAR S, B RETEMA T,

%9 (8a, by c) AHEMBITICID 7 =/ —EKOIELEDE (9a, b) 2HBREET n—
T, =i nE Ltk Zh, 2—benzazepine BB ANEEHBIN I LERHML, Q0 RUAD

e e L
1 NR + NR
7
0 OH OH
N<
(T (% (H
0

9 a. R= CH3 (10) a. RZCI'Ia (11) a, R=CH3
b R= CH2C6H5 b. R=CH2C6H5 b. R=CH2C5H5
c. R= (CH2);CeHs

EZBLELEMTEL, 22 TZh oDk ERA L, UWEMEL -{tEH(3) (R=CH;) %

0 N-CHs 1O N-CH: N—CH,
OH

a2 13)

Galanthamine

&%, galanthamine analogue (12) RU UDERE T oo TbH (11a) 3K ICERA
D tepBEFAH  lithiom aluminum hydride W TEITL, (12) 2B, T (10ayeEiE
lithium aluminum hydride CEITT 52 &KX D (3I(R=CHy) 3B, (133 (10a) 2 &

Br Br
O 1)
(10a) —> HO N—CH, —_—> 0 N—CH, — (13)
(3 (K

as s
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FL, MWELLDL, EBREETAA) YARGILHEBE 15 & L, 5T lithium
aluminum hydride K TRILT A CLICLDBEICEBTE . ThHEDS B, (12) BI S
BRIC2/T IV W) LOERTHETH S EWHBL

O OH O OH OH
Br Br O
H - H T N—CH
HQ HO 3
e N\CHg e N\CHg HO, e

as) an a8

a2

THbE (16) KN T R LKL 72/ —MEKEED T MICREEZHAL, SDITK
W) YROEBRICK 5 Mannich BUSCAT T &ick 0 40% QIR THIBRA (18) 218 5T & 1
T& 1o R{IF/N7 VY ARFBAMBE &9 28MBTICKD (12) ~EBWn, —H2HET IV
(16) ZE#E <) Y RUKEERIC X 5 Mannich KIBIC LA IC3BE RUEH%R TOMRER

CH,OH
1
(16) ——— 0 N—CHj
19

BORBICT 2/ —vDAN PIKESICE FoFyx Faoftenrbiy (19) BF ot
(19) DBEICDO TR (13) & DBBF — 2 OWBE B EDSHES N BEDESICLTL, 3~
oxazepin—4 —one (8) & ¥ galanthamine analogue D& RRICHKII U 7zo

TRy fIKBEERT 225K 7 1 FLe® (D MERFA T L= ) YEDRET 1,3-
oxazepin—4 —one HFHEK (8)%BX o &, FLARBREBHMO L THENT L8 EM

R _on R,
o ~ ©
(CH\zr)(nN R (CHg\)nn/ N
R ~N
O 0 R
@) oD

n=0 R and R’: CH; HiC.H;,H; CH;CeHs H; (CH3),CeHs, H; CH2CsHs » CHjy:
CH,CeHs,CeHs; (CH2)2CeHs» CeHs

n=1 R and R’: CHj;,H; C,Hs.H; CeHs, H; CH; C¢Hs,H; (CH2);CeHs H

n=2 R and R': CHs;.H,; C;Hs, H; CH,Ce¢Hs.H; (CH;),C¢Hs,» H
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5, TO—MUEERBCLEEBNELT FTAFLLTO2HT I FTra - (Q0) kD0
THMLTAFE FiCkE 5, 6RO T BROMBKISE R Lo KIB&HELTE, /€7
WEZYANKVEBBREETF, bW vE@F b v hraTrie FARD I$ 258480
B, CORBTREALTRTORIBDBET L. LELENBLINEDIHE, N—T7 2=
TIRT AT - M BN TREGHEHE LS 5RU T AR LAMOAREBT> CENTEF 6 R
BREBEAROAB SN, COEBHRB7 x =VEOBTRIIHRICLZbDLEEbNI, £ TN
VEVRIECETFRERABTAEBR 7 =TI FTLra - QD DRV LTATFE Fitk 268

OH 0
RI&H Rﬁrw
N— R, —> N — -
o @ i o @ e

(22) a, Rle’ RZZOCHQ (23) a, R1=I'L RFOCH:;
b. R1=CGH5 » Rg: OCH3 b. R1=C6H5 ) RFOCHg

RESZMELIcE A, SARMREK QA5 2, chicl/v5 = toEEEBA LLES
WWIERIEIICHK /e COBRRIXFRRBICBOT, 7 2=20E07 FEXRF~DEF
HHROVEERZRAALR L TOECEERL TS, IS EEHRREBEO—BEEH~ 50
TAA—NDPHLODRKFA—~NEBALL2ET I FFL—n () OV TOREDR 5% Bt

Lo
R_SH RS
Y el
(CHzp E - (CHZ)ID\I
T T
(24) (25)

n=0 R and R': CHsH; CH:Ce¢Hs, H; CegHs, CHs CH;CeHs» CHa

n=1 R and R': CHyH; CHy;CeHs, H

n=2 R and R’: CHsyH; CH,;Ce¢Hs, H

COB, TIFTLra—NERBICENZTNHEYT IHREK Q) 2 5L 52 EBHHL 7.
RICRFTHNLTNTFE FODPODILEADAH VK= LEYEER L CRKORIEZBRET Lo
TFe, AT MICKBEEBETL2H/TIFETATE FEORIBEDHEICE, 5 kU6
BRICHRUIREKOADEON, ey b VEAFRALLBAKRTIFONBREOAKE X
IKEDER &N, H35HBICE RV ARDERBEANE SN Ico KBREDHOD IKFA—E
ERVIBAICIIS KU 6 BRIKERDGON ST UL 1

B#ICa hIC kR EAE T % hydrazide 26D H v 4T A7 b FiCk 5 Rk OEAR KUG % Bt
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CeHsHCOC, R
OH N—N
CeHs CHCONHNHR —> < >
N_ N OH
7 \
R COCHC4H;
@) a. R=CH;

b. R=CH; <] @n a. R=CHs
c. R=CH.C¢Hs b. R=CH2<]
d, R=(CHy),CsHs c. R=CH;C¢Hs

d. R=(CHy).CeHs

Cs Oj

28
Ulco KEIGTIE, @6)DEEMAETIERMT EABELVSBELT, 2 TRFARICLD 1,

3, 4—oxadiazine FEAEK ) 2515 dDETFER LI, LOLUMBOERICIZ (D BELNT,
FE @)D 2 3FBAENLTNHNF e FICXDEAL TERLU hexahydro—1, 2, 4, 5 —tetraz—
ine FEk Q1) BB oSNz KR 1, 4 —dibenzyl —hexahydro —1, 2. 4, 5—tetrazine(29 iC

(])Ac

CHZCGHS OAC CsI‘IaCHCO CHz C6H5

< > CHCHCOC1(30) < >
N N —N

CeHsCHZ CeHs CHz CO(rZHCGHs
OAc

@9 €]))

IC a—acetoxyphenylacetyl chloride B0) % Schotten—Baumaun RIETHE SIS T Lick
BN B &, QOATEFNMET EC LICKVELAHE—RT I LKLY ZOBE
EHERL o

PR XA R BHICEK B2/ TIFTAI BT I FF 4 —VEORE
BR BB & D # 3R 18 oxazolidine, thiazolidine, 1, 3—oxazine, 1, 3—oxazepine & %\ i

1, 3—thiazepine %1% 5 & & biC, APIGOWEEZWISPICT HT EMT &t /1,3 —
oxazepin—4—one (9) & ¥ 2 —benzazepine (10,11) ~NOEMIIEE Rl 9 & B8TE, ARG
ZFA LT, galanthamine analogue D&KRAET ST LB TE t,
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ITPBERAEZAE T2 HOFEXFEMNE LT Mannich RIGIC &% benzodiazocin RU 2 ~
benzazepine OSKEZRET L, ZOMIC Mamich RIG&HE Tic/k#E TR L /- dibenzopyran
BEBON, ZTOMEEBELASHIKTE T ENTE I, DE XX LFIE S 130 9 ALICKERE %
B9 5% 2-benzazepine %, Hwo~< ) YRUOEBRAFAL 2 Mannich KIBiCkD 7 =/ -k
KEBEDZ N FIADHBAETT > TARL, FATAICOKBEEET L 2H/T I Fichve) v
RUOERERBI LA, KBEOBRIERTFRUT I FORRFFBA F L /#ETHESL,
7TABROD 1, 3—oxazepin—4 —one PEBLNBT EBHSLLEN 5/, T bBRDEH KL TH
54721, 3—oxazepin—4—one ZMEETMATELE T =/ —VEEKBREDFT V FRU,F 4]
~HMRL T 2—benzazepine BBV T LM TE, AHid galanthamine analogue O
SRICEAE N, VLEOHFEIR2—-benzazepine BROFLWEARELBbh 3,

LTATIRTI FTa— ORI, XBRLEASNED, 2HT I FTOMEBEL, £
CTCCORIGOERERAEZRIRER, 2HBT I FTALI—LD56 RUTAROERSHIV L
TATFe FICKOETT 2 EARRL oo TRAMRRIIGZ2HKT I FFAL—VICERL, &
WATVFEFIKES56KRUTEARERRIGOETAHA L, IO eIt/ KBEEZETS
E NS Y FCORBKORIEETT, 1,245 —tetrazine FEEXDOBL BT EERBL I,

REBCEEDR VLTV FE FERVZHRRIGZEE AV K= L&% ERY 5 IGICSR
B34, RKRICS kU 6 BRIIGHHETT 5T L 2R L 12

PIED X HCKRAREA VK = LB LD 2T I FHHVRB T FFd —VEORER
IS OEEA RS »IcT 5 &3k, SEBABEROBLADLS BERE galanthamine analogue D
BARICEBLIbDTHY, BRI ELTERDLHDTH %o
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