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Av A& E= A e Cp-dA2NE Adudnh) 258 Adesa,

R< G, Wd, CFy, OH, OCH,Cells , 0-Cy-¥Z, Cl ¥ FEREH ey,

17 18

R A R® 242t & =0z H, F, Cl, Br, I, CHF, CHF,, CFs, OH, SH, OR", OCFs, SR, NR' R, SOCHs,

SOCFs: SO.CHs, SO.CFs, CN, COOR™, NO,, CONR'R': EAE AL A5 okx, ¥a57A a5 o 23
54 @0 A2 ws SR -0 0 85 @0 AF EE g ddere Ay

714, R'E Com2; 22t A 84 @AY 928 B gX8

ﬁ
E
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R725E e, o714, R7E QEE-0000.-22, WE-CHNR"), £ eh-CNR 003, o714, R'e
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o EekEA gor], (@54 @) dAF mE gAEE S ogdom, ROY RS 474 AR SPHoR I
PANAY BANA @, LaHAL E5EA e, AfHA @G AAF me o 02 2 7t

9 10 10 11
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S Agsi
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Ry R
CHy

S1e] shahy mel A,
X Ofl, F, Cl, Il % OC(OR (1714, R'& RAHAL 2454 @3, ZasA} To1517] e, AD54 @
At 918 EE GABE C,-LRLYE A RE Aes,
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R U= R & 44 A= 5¥¥e= H, F, Cl, Br, I, CH,F, CHF,, CF;, OH, SH, OR , OCF;, SR , NR R ,

17 18

SOCH;, SOCF;; SOCHs, SO.CF;, N, COOR ', NO,, CONR'R'; RAS|AY BAsx 93, %8570 w845
, AR GAY dX3 e A 3E G-, 2 AFHA FAY IAF E= oA 3E Hd25E
AuEa, o714, RYE G2 27 EE A AL 9N £ o ega v2d, gold, golEd, ¥
g, WA wE #ol"; PO(0-Coy-2),, C0(0C~2H2), CONH-CoH,~(CrsH2), CO(Crs-2+7), CO-CHR -NHR'
9 C0-CH, R ERE AEE I, 6714, RUE Q2 E-0000,~22, WE-CHNR), Ei= Fe-CHNR)0] 3, o]

16

714, R CL-97 EE 4-meZvolm, @z R, R O2 RO 47 a8 EXgAY 2

o, ESEAL E3hEA 2or, ABHA @AY AAF mE oxad & gon, R % RS 24 A=
Ewoz B BASAY BASA @a, madAG maHA e, AdEA WAL ANF £E g @
Gl B A7 ABHA S A4S EE dAE Y, 0 Bt AP ety A6,

R'9} R’ == R % RS 34, OCH0, OCH,CHO, OCH=CH, CH=CHO, CH=C(CH,)0, OC(CHs)=CH, (CHj), T OCH=CHO

_26_



<161>

<162>

<163>

<164>

<165>

<166>

<167>

<168>

<169>

<170>

<171>

<172>

<173>

<174>

SS=50ol 10-0891438

5o P, o R, ROD R oo Holl sl@sta, ROwF RT 29 st Hol slwahd. uwA] c18e] 0CHol
AFetes A9, XE OHY 5 fltt.

FEoll 2olA, (a) LFdA9] 33E AVF EdtvlE, (HD-Edgvts, (H-0-dWeEEgets 9 (+)-0-H
M-V dE-EelE 2 Y, g AaE EduhE 0 (D-EgelERre, 53 uhgEaAs Sev
AusE 497t 53 ngsi,

g wjgEe oM, IF (b)owﬁ SIRHE AZF ZHQl, YAEZZZIAG, C3lo|=R
| %

oE, dumEn, PEAE, BrE, APUidgy), ed, HvE, PESHS A}
&4 % e wH, WAL 29, AAERELEAR, Gelmzad, G ¢
W, "y L prdeagonyy AeH: 397t 58 sy,

273 wieheel glolA, a5 (o)A e] stdt= A7F

X7} OH, F, Cl, OC(O)CH; ¥ H, w}&&stAlE= OH, F, 0C(0)CH; ¥ HEZH-E] A& i/= AL,

Rel Zahea A89A gx, BARNAY 2AHA &2 0-D2, waAsAs sy, G, CH 2 33—
53] CH; % CH:ZH-E Aew] i/ A,
R Rol A% S8don i, @ ¥sjuy g4 e, $AEAY BANA e -2, vl

H, CHy, Gy, i-¥2%8 9 33-%€, 535 § 2 ClL23e A9un, wadsi s R'o] Hol A,

R’} R301 o, THHAG LA gx, ABEA @AY ANH B o
QA BE G OIZELD T, 53l Aol FRANE YA/,

RYuiA RVl 292 R A RY & 370 = 4707} Holojof at= A%, Mz = o= U, Cl, F, O, CR,
CFy, B Y553 A8H% 93, FAHAY A4 e (-2 R 2 SR 25 Hdaga, vats)
ﬂ%H,m,F,%,WM,W&OWSQSWﬁﬁgiﬁ@QE,ﬁﬂﬁ,f?ﬁ%ﬂﬂli@WV]%j,%ﬂﬂﬂ
U BAEA 9L AR E AdE AL, R g R o] 3,4-0CH=CH $& B4,
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=3, R, R 2 R o] HY A%, R 3 R 29 s 9l &9, vhvjx] ghrjzto] Cl, F, O, CRM, CFs, OR

o
ok

9 R ulAEAE OH, CFH, OCH, 2 SCH;25E] Aels] AL},

R 2 R70] HoliL R''6] OH, CHy, Cl = F, kg aA1= Clo] sigabs 49, R 3 R- 39 s}= Holo, 1}
W% gt)zbo] OH, OCH,, Cl ® F, wharasiA= Clo] AL},

R, R, R” 2 R0 HQl Z%, R'o] CFy, CRH, Cl % FEYE A8gm, nfgzais Fol A,
o] st Hol™, vzl ool OH, 0CH; 2 0CH,ZHE A8y,

af Wl SlelA, Reol HRl Beha T Shgheo]l 3k Tadl Ad wide Ze FEdAleldZAl
c} [e}

N
af Aol A ko]l v FEQAlAA ] dgEyg o xe EgEolAY, &

seba 19 SRl (D-oldEen Ful, 53 san saRe] ()-oldEer] Ferch (+)-o e en
Fol e EFBIAL, £5 (H-lTELmd IF (09 HEE P97 53w,
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stet4 T a
Gl WFelA, shetE A7 atEAEAlE A o2 A <
- (2RS,3RS)-1-t W & o}m] 13- (3-w| F Al -¥ d) -2~ D - -3~
- (2R, 3R)-1-T] w0} .e-3-(3-w| H A - ) -2- vl & - §h-3- &,
- (+)-(2R,3R)-1-t] W & o}v] :=-3-(3-H| EA] -7 ) -2~ &) - e}-3- &
- (2RS,3RS)-3-(3,4-T1F 2 2| d)-1-t e o}n| =-2-w| & - Bh-3- &,
- (2RS,3RS)-3-(3-H&EF 2 2w e - d)-1-t v o}n| =—2-w| &l - &-3-&,
- (2RS,3RS)-1-vH g opr] e-2-w g -3-(3-w| & A apd - ) - &-3-2,
- (3RS)-1-t] H[ & o] 1=-3-(3-H| FA| -9 I )-4 , 4-t] m -2 gh-3-Z,
- (2RS, 3RS)-3-(3-t]w| & opr] .=-1-of D -1-3 o] = F A -2-m D - 2 2 ) -7 35,
- (1RS,2RS)-3-(3-t g o}n] e-1-3fo] =5 A -1, 2-T] | - 2 I ) -5 35,
- (4)-(1R,2R)-3-(3-t] W opv] - 1-a o] =F A -1 2-t] v e - 2 3 ) -5 3=,
- ($)-(1R,2R)-3-(3-t] W opv] te-1-a o] =F A -1 2-t] v e - 2 3 ) -5 3=,
- (IR, 2R)-3-(3-v | Eolu| -1-o & -2-vf & -2 2 F ) -7 =
- (-)-(IR,2R)-3-(3-Tl v o} .- 1-of P -2-m & -Z 2 3 ) - 3=,
- (18,29)-3-(3-t v & ojr] e-1-o d-2-W & - 2 9 )- | 3,
- ($)-(18,29)-3-(3-tH o] e-1-o F-2-w & -Z 2 1) - 5=
- ($)-(1R,2R)-oH EAF 3-t]reolr| ie-1-oe-1-(3-m| S A - d)-2-med-Z 2 o|~HE,
- (IRS)-1-(1-t) e oln| e m g -ALo] 2 2 &) 21)-1-(3-H| A -9 ) - Z 2 H-1-&,
- (2RS,3RS)-3-(4-F 22 d)-1-t v ol e-2-m D - -3~ &
- ($)-(2R,3R)-3-(3-t]m & o}r] ;e-1-ol &-1-3} o | EF A -2-WD-Z 2 F)-H &,
- (2RS,3RS)—-4-t]H g opr] 1=-2-(3-H| H A -3 d ) -3-w P - F- §h-2-&
- ()-(2R, 3R)-4-t] v opm] wo-2-(3-w| H A -9 D) -3-v E-Het-2-2 2 HE] Mewe 497t 53] uhgA st

4 wjEEo] glolA, 12 (d)olAe 3= A7}

X7} OH, F, Cl, OC(0O)CH; ¥ H, v}&A3 A= OH, F ¥ HEHFEH AUE /A, E3] OHolaL,

R%]Q4%§ CFs, OH, 0-Ci~¢Z, C1 2 F, vl2A& A= OH, CFy 2 CH,25-E Ao /%ALY,

RulA Rel, @62 R WA R F 370 B alv) Holojok ahi= A%, A= SgHo2 1, Cl, F, O, CRM,

CF, Tt E3bE)3 A9 23, BAGAY $ANA & 6 22 R P SR 2yE dena, vers
3, ST - 2t .

14 . .
A]'E" H, C1, F, OH, CF.H, CF3;, OCHj3 ‘j% SCH@EEE% /}jEu'E]:ﬂ_, 0:17]/\1‘ R = fﬁ@er]J—l Z]%E] ] %’J—l 11517-]
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U BAEA e O A2 E AEE AL, R 9 R o] 3,4-0CH=CH & @48k,
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53, K, RO¥ RO B A§, R# R Fe b Holm], vbwiA @eize] CI, F, OH, CRH, CFy, OR %
SR, WherAE Al O, CRM, OR' 2 SCH;, 58] OH 2 0C,-9+2, ulgaal7s O 2 OCH2 58 A8 A

10 12

R 2 Ro] HolxL R'o] OH, Cll;, Cl & F, whabaabll €12 4%, R 3R 9 shte Holw, voix) ghr)
Zro] OH, OCH;, Cl ®& F, ulga3tAE Clo] AL,

R, R, R” 2 R o] Hel Z<%-, R o] CFs, CFM, Cl @ F23E AagAL}, wietdseiiE Fol AL},

W 8 wEgaAE, R, RO2 R ol HYl A%, R'% R F] shux Holw], umA] @hrjzte] Cl, F, OH,
SH, CRH, CFs, OR 2 SR, W}I=rA3}7= OH 2 OR . 53] O 2 00,22, w228 A= O 2 OCH,= e

HEEe, e ol np2e st ey duds 497 58 sasi.

Fall Wel delA, sek 1o shghEo] ghshA Tae] Aol widS zbs FEdAlelddA Fejola, 53
Fall FTdA oA el v FEdAlEAA Y FFRT ¥ £2 TFEOIAY, ©Fd FEdAo
g A o] AL/ ol AL,

o149 sggel (H-oldElev] Fu, 53 vl HFBe (H-oldElevie] gare] (-)-ol el om o
FHRT & EFBAL, 58 (HW-lPEem 1§ (O HFE A5 53 wags

Gl MFelA, shgEol A7 uhEAEHAlE AAr oA <]
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- (1RS, 3RS, 6RS)-6-tl W Ho}ln| = |l -1-(3-3} o] EE A -5 D) -Alo]| F 2 AF-1,3-T] &,
- (IRS, 3SR, 6RS)-6-t] Wl & o}r] e w & -1-(3-H| H A - D) -Ato] 2 2 3 4F-1,3-1] &,

-« (H)-(1R,2R,59)-3-(2-t W&o} = &l -1-3}o| = 2 A -5-w & -Alo]| F 2 & A ) -H 5= L

- (1IRS,2RS,5RS)-3-(2-t] H Ho}n| . -1-3}o] EFA|-5-EF EF Q2 F-Alo| 232 )-F 525  HHE
7Z9-7% 53] nlgA sl

23 el lolA, 25 (e)dlld e shgh= A7}

rr

X7} OH, F, Cl, OC(O)CH; 2 H, v}t sA= OH, F 2 H, 53] F © HEXE HAeis /= A}

B2 R OWA RS F 37 = 477} Hel sielortt s 4, R WA R o] A® E¥Ho® |, Cl, F, O,

CFM, CF;, % E8bs)m 2#5)4 @, BAH AL BASA @& 22 R % SR =27e Hes)m, v
@4a7E U, Cl, F, O, CFH, CFy, OCH; 2 SCL,ZY-E A8z, o714, R = 357 (857 91, &

AN AY BAHA] L O -dARRE ABHAY, R 2 R o] 3,4-0CH=CH $& HA i,

R = RTo) Hel slgelE A9, R mE R 9 st ma Hel slgeld, e @zl Cl, F,
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=
=
S
rlr
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OH, CFH, CFs, R 2 SR, w}ehA3hA1= OH, CRMH, OR 2 SCHy, 53] OH 2 0C.-+2, ulaaal4= o 2

OCH; 28] A== AL,

R* @ Rl Holl sl@alar R o] OH, OCHy, Cl ®i F, wikalalAs Clol slgais 45 R ®== R 59 s
=gk fell sigabe, v eriZe] OH, OCH;, Cl BEx= F, wbtAsiAlE Clol sidatA
R, R R™ 2 R0 Hol ajgabis A5, R ol CFy, (M, Cl i F, vigbeshlle e dusi,

0 1 12 L 9 . 13
R, R % R 7H 3gst= A9, R E=E R F

lo,
ol

P ek Hell si=shy, of& ghvze] OH, OCH; %
OCH, =58 A8y

9 11 10

e 53l vhegsble, KRR ROl Mol slgsbe A%, R OEE R e sht E@ Hol sigavl, e
ghtizke] CI, F, OH, SH, CRH, CFy, OR & % SR', whk=lA1= O 2 OR, 53] O 2 0C-27, uhat=ats

=00 % OCLEYE AHEe 5Y0R s, Sehd I et SRR Aust 497 53 neas

shgh=ol 3hehd I11ad] Adh widS 2t Aol d Al Fejol
H

R A EE ER Tt

Gel, 53 Ayl BFE] (D-oldElerie] F3Fo] (-)-ol el eviel
H-oldEl el 1F ()9 BFE A7t B3l mA s,

Fal WFellA, shEE AV utE A A A o2 9
- (+)-(IR,2R)-3-(2-H Hopr| = m D -1-ZF @ R -Alo] SR ) -3 =
- ($)-(18,25)-3-(2-H w H opr| mm D -A}o] &

- (1S,29)-3-(2-t v g ofr] e m I -ALo] SR 3 A ) -7 &,

28 4)-s,

- (-)-(1R,2R)-3-(2-t] W & o}n| :om| Bl -AL o] S 2 &) A ) -5 35|
- (IR, 2R)-3-(2-t) W g o}n] (- &l - A} o] SR & A ) -7 3|
- (-)-(1IR,2R)-[2-(3-W| EA|-H D) -Alo] S 23 A wd |-t o}yl 2

- (IR, 2R)-[2-(3-HIF Al -3 d)-Ato] =28 v d |-t v d o}l &

45
Bouwe md, @ ouwe met 34 gEs Jos AT WA B/EE nad BES TPEe, uy
el Frkeke ae) B A ARg oHE Azar

Byl WMFeld A%E AbA W/EE mEA 2Ae, Qe Rope] A ske] ARIEA FAH, o
A ABe 57 A% BE BABeIT, olF madl BAe AUy AgHE wEAY Fe kAt 4
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Toguu, Bk, s, 2, wgd, P EE Sh FolHeAd AvEt. A, A48 3A,
sRe AAl, AEAl, HPA, AR, Fo EE A Feel APel AT Fole Ageta, AAl, @A
gulel AW, ATl @ A% AY L RTA WAT Fol, Fa Fol L F Folo Asict. A%
Folgozi fofo] Frhm st gA® Ful, Aelel AF, EE Y IFE FsE AANE Qo=
A7k A FeE dE(depot) B AHEIE RS AFH F Fol Fejol ol P Fol Felg nA
24 9 A7bAe s gelAl, SBA, ATA, FAA, olFA, Al W, gul, WA, F, 53 DA,
A, G, ASUAA Solh. HFFOoR 53 % Ei AW ol2E=s} A48 5 dx, WAT F
o zAFoIE Alelel B, WA % WG waA Fol Agd otk WAl FolEt B4 HHB
Fe B AF, Fol Wy @ AW Azl we spadolrt, B owde] net f3Ee 4T, 49
AT Rolg AY FEEYE A BHow wEY 4 vk ¥ Uyl mmi Hgdd, 4dg A
4 AY, 5319 1908 Bgaok sk 19 18" A Fe N3P Aol 53w

BAg mE 0E 482 A A9, B4 HUEL AE 0.05 YA 90.06, 58] e BHL 2-
$e Es : shbel sieka [ o) sggel FAHOE AF keP 0.1 A

=
4
Omg, 53] 1 W14 500mg, wlAspA= 2 WA 250mg Felflth. e, AT lked 0.01 WA 5mg, uhek

AsAE 0.03 WA 2mg, E3] 0.05 WA 1m

Rz 42, d8 89, =, A9, 2-ZE33, SAE, JdEd 29E, Z2dd 29F, e
=2, FYz2gd SdE, SFFas, TYEL, HEA FHaRA dAaEess g, AE, JdE AL,

= ;9 :
15, °ol=AE, HHE, VA AE2s, MddE2s, JHEAMEdERs, AER2S ofA

EESSS

E,
3 , gAg 2
EF d9d AdolE, A8f, ANF, ZmAh, GTH. OER, A8, GEF FeolE,
kil

Eodbgo wrE ofx) W ofA|ehE ZAES FEFI[FE: "Remington's Pharmaceutical Sciences", ed. A. R.

Gennaro, 17th ed., Mack Publishing Company, Easton, Pa. (1985), part 8, chapter 76 - 93]°] 7]&=¥ nje}

2o AT Aol @St Gl Eore] A3 YEe dE] FAHO U= AA, FA, WHH E FHES AFESH

Az},

kA, dE W, AAlet Z2 1y AP oA, Ao &4 IFELS AT Jlgle], d& EH, T
= T
=

a
of AAl Aol S AR, HEL, FARS, 2ENE, @4, vtadls SEHoRolE, ibel g Ei=
z 5]

, 4
SRS Ao Rt B3 kA SNA(d: B WA AYsel, BY FPREL #AR LEE XY
S nd 2AES AT & Avh. BN "#AW PE, B4 @B WA 24E da) A
BEHC] BAT 45L& 2E 99 Fol FE(el: A, BA Ex A Foldl UE + AeE ovs
t oz odigt. web 1% 2YBS 99 FolF FuE o, B owwe mEi okalel 4Al
Ei ) mE P owge] et 2YRe] gA Tt SA B3 B} E e PHoR WEH, 4
WY Rl e AT £E Y. AT AE 2B, 53 FEAY A L FEAY A3 A, A9
o Y/EE AFE2 obHolEs g B4 EFEolt

HE B owwe] mEt oA B Re £E9 $A8S dehiAw, oF 59, oy 54 9698 ds
7] 9181 BFE ASH HEE Be MFRA Fbse], mew A, 53 9RE, SEAE WEE duzey
& Abgate Alo] o feld & At

¥ ouge o ¥R A BFE Bl B MPRS 53 (47) AIHom B FolFoR AHgto]
bt a9 mE 04FS Aashs Pyel B ot

thee] AAelE B oume e oo Awsa owA ¥ une s A% Rl
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