YOUJI HUAXUE

.
-
O
7
&
=
@,
s
_—
~
S
S
=




h B EE

ABRULEN, BENBHRYAFSEEETABNE X 25
Wit s Heeie, AERE: EFLEY, BRLEY, BRRES
L&Y, T RANAY, FHEFRMLEY. &5, IR 8%,
B-MEBER G %, AT BRLWEBERN R REEFIT R 8 K
M —2,

ABEHLAVRY. SERGWEEXRETTENLES 5%
Rt THBEREOBHLE. BNEHR. BILESE £ %l
B, PHEERMBEBHRIE. EPRTEARS S,

D. Lednicer IL.. A. Mitscher
The Organic Chemistry of Drug Synthesis
John Wiley and Son.s, New York, 1977

B ERHFEHLE
B EWM EE
R RRE FR

FERE: ks
HEEH:  Er
*
®©33hk kiR
GERAFEER+HASE
o2 Tk H R ER R BRI
BRI R TR ET
*
FFZ850 X 1168Y/32E[15K 145/, H 400 T EHI%1—6,770
19854 7 HALB % 1 4R19854F 7 AALEE 1 (REIR)
Fi—F515063+3667E3.007T




F oA W&

—, Daniel LednicerfilLester A. Mitscherff& «Zi¥& %
A VALY Q7D RAE IR 2N AEN RBEY &R —FEE,
PR ERADRALF SRS 28, X5 —RAWLFERH1E
G EAE R A BAR . Bk %, WS M AAVUL
R NMMFEEED SRRV R G EYN A RBE, W
ARISLHA B YA o

EE N RAY L MERR SRR EEEA YN &
BIidhs Wi REERAMMSGEHBESIERN, B AGHHl
BRFR, NOIANBHRITRELEES, WHEARE. B, &4
BABEANEN., . GEERUBXREFERRE LS
GETE—RAMERNE, BRNNDIAREBELR. EEIF
Pk, 29k %. ZimaRSFRERENEN %4,

= FRERPMLEERX, LEBRTHERES, BEIR
PERE. BAOKS, NEMEE, TRAESHS, KBEE R
JRIE,

E. APREEE. URE. RREEERER, 2R BBEN
BRETRFITE, NERHENABETFS, fl—HF R
&

##41981.9.1




FoF

HAl, BRAVLELATEHRESHRBRE, 23204k
FHRRE, WUEXMBHNFSE RO BEREEEE, mE
BENEIL S TR R Y & B, HR R B 1 5 S8 S
B, BB —BE AR B, e TME—RE ety
RIER 24, BHEESRBERNE, RBXEER, BREELF—
EEITERERGY AR R SR BE, HAIBELYM
BHULZ SR BRI,

TSR SCIR P IR S B B IS A L S W A R A s
FHEHEABFRRERER, LESER—FEE. ATERBHNE
ARHEE, RIVERIENERB T BHE M4 (generic names)
i, WaRH, EAYHHIRPHE—R B, BIHEE AL
MEAREFRABRWETUNLELRELZ R4S (USAN Council)
B E SR BB B B A LAY AR B b BBk & 8, B
R — KR P EBR RA ML T IR R, HA LKL
HMEEREDET G EHE. RIOBERRBERS 20 IBRE
FEN AN ENERSRRCERNAY AR URR, I sk
— XS ES TR, RNMREBRREENHS L HENE
2y, IR A BN, R, TRERNEE—ELRA, 5E
TEAYHE—RELGHEE —XFBHRNEREBRENT.

hTHEFPHEREPEAETE, BIVBEREENRE %Y
BRI, NERGEER, WALSEWRERAE, X
B WEFS AW IEE E R, Wi, 5
P —H, BAVRIA, XEMHBHESHAUBTRAN 4 B B &
Ro BB RBWEER X HAEEBBIEOG LY, A1, E—
FRER G 254 AU B R 5 4 F RN R 8, ENNRTE




BERESS, REMBANRIMLAEY? ELERATF R, HTENY
LW S WEBEE S — AR —E X, OB EIEERE,
it BYAGRR AL SERRSS, dBERA- R EIR R
WEAIBEATRRMLINEE, RRKRY —2ERERERES
B, HERLLTEE X BB 2 R BB B T R

BNHE, —FRMILRERA, 2 HRH A RB RIS R
RIREER TS, ESEEA T, AT e EILPEERLR, &2
B A2 7 BT LY 5 s, B W B R AR 2 M B s T AR N T35 05 TB I
EFA RABENE R, ATHRBEMRLEE, BB
BRI AT EEHNYRE, ARXF AT —RASET,

Fhbs AT HEABEYIRE, ERHAWHAEEISRBLSE
BRAGIRE, WA — R RAEEREEN, BXRUAHBH
MBI, —RBOER, RN ERmReEdh
HETEREY, MTRNAHEE, EEX LY MES AT
BELERE, BEPRFIBBABHARSHRBERICE, XBH
LR RBER B RS, PEEAIEERTE, BEEENBE—
Wi X B B A, RATEUAT DA% D 2 4k 32 B 45 vh 7 B iy
EREES % H, WA %K (Burger) B «Z % 1k 2, & & 3%
(Rushing) F1ZHHHHE (Ehrhard) B<EHEY,

ABRET REEBAVUR LB RMEY S W 2 5l &
Wo RINHE, SRTHAERGWRITER. ZiYWERE. 4o
Tk BRGIRURCRELY NSRBI A A L R34
PBrEEXE, RNBFE, HOEMEBR, B UEEDER,
- MHESHNBEERAEH AN AL KBRS,

®Jg, RAVER Upjohn ARMEF WK, BHFLLRRELR
W, MAEETHHET/AEPHEREAERTS, WEELHT A
Bogm, ‘

FHRIR « EERHE
FERTHE - A RBIR
19754E10 B




FE
#-8 4

- o - E%ﬁﬁﬁ__ﬁ$uﬁm_Amﬁ;ﬂ.m””mm"”“m

1.%%#@@?%%@%%%
a. ZHEENTHLEY -

b.@ﬁﬁm%m%wﬁ%.m"“m"mmmum“m"”m.

90 BERERFIBEIEILHS oo v v ssrn s st s
3.£E%m%@mm“"mmmmmmmmm”“"mm.“mmmm
ggiﬁ.HQHMWWWMMMMWMWMMMMUM verreerans
S=E BIREBIR(LAM ovooreoerr e
1.ﬁw%%mmmmmmmmmmmmmmmm_m".mmmmmm

R T
.28
eeed7
54
56
veees59
veee79
veene8l
ongs
94
everrestrssasarsesnsensssnserransessassraenvas 1)

ﬁ}\ﬁ iﬁ%ﬁ{‘t‘b% S IR ITR T
Lo BERTEEI covereereverscsesemreers s biu e st e b e
20 ABBLEEAEIRAG oo rerrsrms et oms s s

a%iﬁ

M *&R_ﬁﬁﬁﬁiw
,w“%@@%mA%

2. FRRLEY -
_.:mmﬁﬁwA%
BETH -

BIE EZ&EE%&%RA%

. BEILR -
Ay %ZE&%ﬁ@ﬁﬁAm
SR - trteeseeteiesessierotyennadans
stE %Zﬁ&ﬂﬁﬁ?%
&% - TR

- - -
M . H .
GO 00 e s

o1l
13

17

veeene 20

22
-33

101
101
103

22



3. ﬂgﬁ;@. e h A Se e N e Eaaee e e EES EEN AN b ra ek A te iR ek bhsnhaa s i e e e aes

Ao ZEBYRGHEN] covvvererememiereesinenn e

o

o2

. UBEBEREEEIER oo

[¢]

e':%ﬁm% sreevrorreane

1. Bk e rrearensenterenttiersenseee
a. AfRMERRERER -

b. BB -

. ZHEEER-

-:m%%%%ﬁ“m#ﬂﬁ BB -

4o BRAKANGE -
BEIR -
ﬁ+ﬁ gkikey -

o BEWEY, B BRI T RN BE L oo

2. FHHEAIFREAE -
3. 19-FHIEAE -

a, 19-FB BB FAL et i s s s st s e s e
b. é:’%ﬁﬁ}ﬂ{lw-i%ﬁa%?@"“"" D P,
c. 19—é§ﬁ3ﬁﬁé&§%§$-" B

4o BREE LG oervrrervinmririnn

8. HpHiz...
BH3CH -

B+—8 mFRELEW -

BHXM -

ﬁ.l.__t sFﬂ:mﬁ-% TrerrEatestrsasaseeie e saras

~ 108
L N IR T E TR TR TS P 107

5o JEHHBRIT AR covrevrerenrrmrenrmieremtnenn e eas it s esbr s s ae e aee e
s TEBEREEE corvrrerrerrrnenrrie i e e e s e e b
L LY T R e 123

. TRBLREZEAEHERIG woeverroerrrersrrermmesisinniosiennsios e rneosnssnnne
do BABEIRIE covvveesrernerernmini e

112

» 112

125

sassesss 126
Errr T R I Ls e ORI AR B a s srtesvevsssenus 130

B TUER  cvvvee et i e s e e s e s e e s
;- ggﬁgmA%.mwmnmmmmumummwmm..

131

- 134
134
vene 134
« 135
« 136
veee 137
e 140
veee 141
-+ 143
ve 143
148
- 150
e 150

153

cee 156
. D R P I S SO - 158

5, E@m%‘%mﬁé%" B T T S

5. BH&}&@%............. D

164

171

173

- 189
e 191
«+ 195
- 199
e 201




BEIER corerrererenrirerieainins

IR L Y T L N N P N R R Y Y

BI=T FERBIFEGY orverrerrmrerrrmrn i

1.
2.

3. MERBHK RS MERE I covvererirtrtnntinanientis e e ses e s re nea e
ALY Sl R i RSO SP PP
BRI G « v vevotesnntnnaniiseiineiseinareniioieoseionsenanieresiiereasessecsnsonsnes

4,
b
6o
7e
8.

1.
2.
3
4.
5.
6.
7e

W W K AT 2 g <o o

Eﬁ%ﬂj&ﬂﬁ%.............. B T T T

H}iﬁpﬂémgg..... D T T T N

ZPIBEIR L +ovverereererentnrtnetnnatentnaninieni i se e rrerre s e e sren s

HEH R ZEIRE et e e
BBE R cvreerererrnrme ittt ittt et st st nag sen e daa s e
- 235

mﬁ%jﬁ&{%. PR

BEIEYE <ovevemrnnrenrsersrnsnesonnnnsrerorssnens
B H BB LRI v vvevererenarenes

207
208

- 208

210

- 213

214 .

- 218

221

+ 225

226

Le 230

L N N N YN T Y

SHEILR -

FTaR BESTEY. BHERE,

1.
2
3.

%%Iﬁ
BHAR FEHIARFLEY -

1.

3, BINE BRI o v
B[RS oo evrvaemnnninine i

4.
b.
6.

P R -

HED I 425 306 «ov enewmevoeonesnenmesntnesnsane st ne oue s st s s e
AL R G wveeenererenrensseenennsnnnasnens

232
232

238
239

vaee 245

2h4

- 257

e ete 260

E R4 FERRIL Y - onen

Gbuddesegrng Nl tEssas st RRY

_.KEWR%;@................ e

AR -

s ave

262
263

+ 268
veens 271

273

vere 284
. 286

- 286
20 MBJIEZE corenecrtarenrini ittt ssrere s e s s e sr s dar s

ﬁ#%@;@.. B T T

289
<0 201

293

seee 295

295




8. FEHMEMEA o vevimeriiriaiiinas
%+ti EXARERLED -

—

BEXW -

BHAR FH_EEALEY -

S -

EHXM -

ey o 3 mﬁﬁﬁﬂﬁmbw

1o ZHIFupmE -
20 U(BEZ corvrreererernssvecnans

2, “EHERER oo

:;‘;ﬁlgglé ChesteereasEataTrEa e esestaang et ennan

5. “HREJREE -
6. A HER
7.m%ﬁ%%$%
BEILER -

. BRELX-
2. %m%%%
BETHR - vesevanin

ZEXM -
Eﬁﬁﬂ(%ﬂﬁm)

« 296

ceee 208
- 299

 BEEEAGE CTEZER) e

R 1 TR O O i AP

R =1 ] T Y RN

5. 1,2, p%j{:@:@&ﬁﬂ:ﬁﬁ:% Cteteresaete e ata it arstessansatsoorisens

301

307

316
319

- 322
voer 326
-~ 328
2 h B UL L B3I P
- 353
- 355
- 355
veses 357
B0 BRZUTHIE crvvvarrrrorroerrerneatentmui i toreesrie e rreersess seebes ne veesrenarnn
4. :mﬁgﬁ............ e
- 361
e 363
- 364

veeer 364

~ 365
.g 5 Bmﬁmﬁigﬁ Cerere e e s b e b se b

teen L T T I N o 36‘7

- 373
- el Bk g ﬁ%ﬁ%kAm S SOOI

o Serceracresrernstsnststiestsasverrescecaneerrses 337

336

358
361

367

380

T T T N TR LI 388
E%?Eﬂ*gl B e e E s I EE e e Aea s NE I AR Rl STt NN Y eN e RE PR s RT s searenEs
*iﬁﬁitﬁ D L T T T T T T T Ty

425
453




¥ & it

Wy A AR, AT RIME . MRAAILE
SO e B AR T Rk R T M A% B WERED
B R A TS AE, (R, B I RITERT -4
18 Ry 3

HHL R P B T AR A B A B R R WD
AT WUAL 22 205 A RO KRS 4 TRIBGE, T &R G Y
Uik o 4 PR R E B, 763X 05 H A 4 BRREmil Fisher FEBHK
2 RUE B R T BT & Paul Ehrlich B SHAFIRTT. K
% R R A RGN E, TERCELG M URRBRA LD L
ayfdiEas, BHERRETAPL2E, XRLREFERZINAY
2K TR, R Se bR b N A B E A AR R, X —E
sy TR BT, R ERS 2R AEILERAEN, B
MBS RS DENARNER AR BN AEEERA. R
R0 7 BLAL 22 B 50 2 M4k 27 B AE 55 R BN

MRS RAENILE, REENKBUANRTR
NERLERFABRHITT

RAETRR 2 IS TEZH, RANSRBTRR. 1
R EBEERITT AR, HPRETAOERLHXS
BRI Y, REARSELAN, BXEHFHATHEDS
MERRAr. PTHR. KR, AI-REAmEkAAR A XS R R R E. W
W, YL —TARERES RAEERNAEYTE, XER
ORI, BAREIM TR T R, RERBENSG
BT & R B R A RN TR, HSIREF LT
R T



#% CEV R R DA R, B T 8 AT A 2
BECOMEE R, ik T AR, N R, RNy S )
i} *"i o LUH L BRE A S M 0 02 0 0 41 0B 52 0 0 o i i
MABBER RGN A2, BURBK AR 2%, 90 & 5 A 25
H T2 R PLEE R & M AT, B 3, TH I B0 4 157 1 A 1 4R
ERMEYER ML G, PHT —F 2R, Saims TR
VIS, BT — BRI b4 258, XM REBT
B4 L‘ﬁ‘?‘lﬁ’()iﬂi‘fﬁ, SFECE AR ER IR G AT B o B
‘P A PVEE I LA o X SR TR ST T PR R R B i i

G2 155’.

By ARG ARE BRI ST 24002 RS H 4 %A
A AT 2 TR M I S I B A I 5 AW R BRI
MRS, %2 5 B SCTR BORE 20 A 4 S0 K 1 4% M 45 1E
M EE RIS R, BT B T S, ¢ 22k H g ok
ZRAEEMNMEMT RS RKSCRER, HanRS rAETHEA,
W R T R A% 0 YR, T RN RBIT BTN B
S MU TRENRE, TUB b, % e
Ft‘iﬁ’]ﬁi%ﬂ%’_ﬁﬁi}iﬂ) BERETAEREASDPRIE R -k

TN H,

P g 0 355 o 10 30 1 SR o DI BE AT RO R R DL &%
FEFAYNEL, BREBERIALERE —5, M HRE %t
HARESMBEIMRR. WFEE BT R, B brgl R ik
B’-J%E?E“%*‘f GiIEMBOE, SEBEMT — B0 T BIrR M4 25 1 25
Jo FHIGIRIRMMPAZE ¥e, NP2 T —RA5)A 5 W E RS,
IJiZT —REHRFEMHRERZ,

ST SO LAERT S R I B A R IR, AN 3 R B
PLEz 13, B T AR B ESWAR Y EN RS, BT
GRMBEUNEBERREEMIRES SHLE, e sh, HERR T
Wi IR SR N, BB AR RN 4 5, B BN RE B A
Wi,



3

TREENABERY RS IR ETRAY L 4
By o BB SR, ﬁT%ﬁi@%ﬁkA%#WMTﬁ
EANDr TEOEMREE, - Ko XSy BEERMAESTE 1
HREAR, K H Hansch BF5 i BV B B 5 Box e
FORZERR R R R 2 T B B X —SURK BT A K,
xf 2 8 ) B A BR 1 R M AL TR0 BB e RUBY B,

B2, BEGYMERAHTERELSMHESEE, WRERE AN,
FEHEEEZH AN B SY RIASRA LY, FH5ETHRNER
RECRAGWH AT AR ST EMIE. BAEMAEYLY
RIFIEREH, PTUBRBARD BRIE—F4, HEREILFEHS
i, RRBEGBAERN T, RRRENTRAGYLF R BN
LY, MARRBEER. WREES LGS EHRETE
f - BRI EBBA R, WE2EHRNAYLEERNSB.

(G F e &)

a



R_E RBIPHED
-~ FRER) — T SE

ELERITYNABEZREM AT RBHMILTE, ARREF
WMRERAY. NEHBHERFEEEAMNBEHFEETHE WG & # M
¥y, Hir R RRE= S NGB, AT BRI RRN
M, MEFET AL m-ESRREAEY, M B T 47
. REEAUBEREHENRTREE, Fik, #HR&0BEER
THEWBT R, BE KRB (hashish), B -EEAE %4 S g b B
FREHYRNER. 24, BETPREWZREN B EDRE
R, MIAARBTENT IR EFRCHER,

T AL, BTEERENZE, 3 &MY >R
FEMAEMBIS. BECEARRY BB ERERG,
FAEWE b E g, BTFXEEVA S REAEYE 2
i, JFE AR S e M B B A B B R SR R Rk
ZIEFET BRG], B sk 248 e A R A48 ) IE W i 1
. HRENRBMIREMEHRE, 45X EENLEYER
S EaRITERNSG. Bit, H&EH LAY ERBOTETHE,
ﬁ#%ﬁ%ﬁﬁﬂiﬁﬁ%%ﬁﬂﬂﬁﬁ%%WWﬁoﬁﬁﬁﬁ%
TREE, RMUEHTHEEMEENLEN S TEHRE, A
RUT 2 FER, URATHLERESEFTIT V%K. AR %8S
55, UM EUIER 4] F b EERS R T R K.

M -REARS B R BURMREE R BH SRR, BiFEME
I THEMNTHRITHY LD T — A B BHE, W7 ik B
VR PE BEF B R AR AR DAk, BROSE S e &5 %2 + 2
N> T —FB AR (Erythroxylon CoCa) ByBEAM:, LIISK



5

B BIIRMIEE., Wohler ZBUER N H R b RIRHE Y
B —— T -1 B T ) B A T R AR R BRI
FETXFHERDEES B EREARBFRYBBERS. R
BPxResen REAMERERR. PEM—HAE2ARH
TAERT (ecgonine, 2)™ TN .

ERT (2) BHREEAERER (3). FrREAR # 8
HE AW (3) 5 A EMNMEERTREEE (tropinone,
NP, REHERERNICSE (5) &N ERNAXBRP RGN B
SERABIE B, RBTARAE L HEHETE—FHHIE: B
EEEHEARLETEERNERT, 28K, PERARHEES
Bk B AR g ml A,

CH,~- ' CH 4~ CH,=
L oc oH :
2 3

'
0
i

I

CH,- .
3
CH, Ok . z 7
H 2
I
—c—cn-{’ \

Il 0
0

4
5

BRT BB KRS WAL CATE, BRTHueE
N RGEHERTEEHR, RRLE, HXRRENBEHHNEE
fEREEBEEERNAZ AXESHHHE. TETHE D RS
(6) Curtins KRR (7), MLieyREes e i 5 R AR
®AAMAR AL EH, ARAELEY (7) BREC8);
PR AL T TS I R SRR S50, T DA R R B S R
EEBRK R,



s ;
7

&

CHjy CH37N
& CO,H —_> ﬂ’b NH,
S e
AV

FT R P 5 31 A A B R A B R SR A 17 S J i 32 T - N -
FACR L. KA N~ A R B (10), TR W REAhAb T, 2
HCER BERR (1D, B THER - RE S MR RRIR A 2
AU BE, Bl L-AEREAZETE (12) MEEXE
HE TR R A A0 B 2- (R)-F B -3-( S )-E W BER-1-(R)
E{EE?%EECISJO

0
-C=N A

N NH
I-> Co,cH, COZCH3 0
OCOC (H,

COzﬂ CH’

U

EW%E%%&M%?&E%MB‘JkﬁIVE, HYETEZLAY
HIEWEE PR RIRE NSRRI, BREMER LR
RN BN T UENER, BERSHRT, XHRHE TR

"CHJ

k]

2 — COZH



7

BB EN . BHEGHRRRBRY N R — RS RMFER,
SR FARBA RS AL B UMD LS5 S, XA B R E
BEHE -, BRELXGYN THERFAERERE, HE 5N
BRI 3R XA B P a8 a, DB o i
Fo MTRXRAWBER R UK TEURMAZE, R RE M RIH
{55 BRBITE 20 25 00 BN o 7S 200 J25 30 POR TR 25 40 3577 35 b i 2 i 43
e, AR RN SO 3, BTG — % R ME
TR, RERRH B B AN R RIRE, DS RTr
SRR W X AE AR H RS B RS
RLiG”, % — BT ZHT %,

RENERARER BN (epitropanol, 13), B I 35k
MERRERNZAR W h. ATHENRBE—IT R T £
(tropacocaine, 14) J3RA Wi 1E, o 0wy B A0 P AU L
FHAEE LT LTRREE ",

CHa"’ CHs-N
- Lﬁz — ﬂﬁ
oc’
. )
0
13 4

BR, ARUEEPARESEENEEIEREEN, 7£3HXH
HHBTELNEYREBE, #8587 —FFRBURE IE R &
Y1, RAEMNTERT S —HRBELSE L, RS S84 5 RER
B An, RORE (15 MEAERE NV TERMPERs 835
SCHENE, EREER (16), BRAldIR N, HMEEMEEL
&Y A7), WER 18) 5HERMEBLEY A9, RELH
PR B (20), HEERMSE T8 et £ B ¢lpha-
eucaine, 21, ARG BAFBHENE, BHE—RERLY B,

Pl (16) AERERSEZ®ES, B3k an »—4H
FEAMIER (22), ZEBAGRFEE FEA R RE 23), A%
HEL R E RS-k H (beta-eucaine, 24) V6173 —34 % (4




8
JR R R B2

CH; CHJ
~C~
i
CH CH,
;7
]
Q

15

CHjy y

N
)

OH

CH,

23

|

CH; y
H
CHj 10 N 3

L0
]

0

24

R CH,

CH
N
iR CHQ

0

17, R=H
18, R=CH3

l

CH,
CH 4

CH |
N
CH, CH,
HO CN

19
CH

CHy | 'CHs
R

Chy ~ CH,
Oygo
d
0
20, R=N

21, R=(=0), OCpH;

BT REINESRTFERUS N, FFERTRESTF PR
SARRLMBARRIEEREE, BT F RERSKEER
Wik kL, THEHRAHBHEERS FREEERAREEASR
B ERERR.

a. ZEBROTED
REAEENRBRRAEL LEW EEHL2BEHETZEH, &
EBRABERTY, SHANENNEAEXTFRCE—FEFRE
(benzocaine, 25)'"" B FRWKHEE. HFBHE, XAN4HT
1903 KA THRELR, ZAENE. WTREMS 4 8 # <

1. REE P REMBSEE IR



