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[0295]  fRft T S WEWHIAT 25 AR 29 MA &Y. A SV S Z Mk &4

Al 2 R A A AT B AR AT 2 SR
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[0298]  [O1]4n L Arid, “f 20E" 245 2 UL B EE 1 AE W) S 8ON (RAT AT & o 45 B AR Sk

AL T, 18I AE 2 FhE TS P AT IR B U R 2R, B Wy AR AR R R

B R AR E AR RIE ™ B R B A 7 20, v R SO T P B T IR T
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TM&\% AR B B A U A B DU S I H BB Tt 3 PR S
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J7 M-SR AL SR o1& A T AR B0 & AT PR AR SO Bk I & 25
HEWSAEAT HABH S o

(02991 i, % T AX G A& A H & 178 820,012 5w /kg/ R 21,0002 3¢ /kg/
Ko ERE R — IR B 22 Uit H 0 . 5 2502 v / kg 48 117 & ] P2 AR Y68 97 45 SR o AR 41 it FH
77 7, P 2 B R B DAk 3 J 30 Bl 4 B 13 BB 1) 245 07K 1 o A5 Ik A vt P T MRER —
MR B A BB R DR 2 AR o a0 SEAE XA 55 B T 6E SR AN A2 DU AT R
T2 O vy 1 ) B (BIGE e A (R ) B R 0 ) 18 e A S B ) 8 v ) ) B R T
PERVFIRRE . FH &R Z A7 & LS B S & 9 2 5 K.

[0300] S TARATALE WD, V69T B RCE AT S W) NS B Th i 58 o V9T A BORIE R RT NE
2 AE Nl B4 S AT 0 2 T H S AL 245 B2 3% 1 PRI A 5 A 407 2 G At A S 7 12 751 1
N B R E 0Tl 1B AN it AT RE 75 2 e B A B AT R T I FH A S P R AR S AR A RT
R FH R0 20 >R v B T o ) 7)o T T 2 R A A A 2 S ) JFC A T vk A ) 2 DL
B KA1 72 e AW ER N R RE 1 a N .

[0301]  Sf TR FH & , AR A4k & P mT LA BASE T 8055 [F] 1-0. 2 222,000 5 (mg) 4 &4/ T
i (kg) X AR E /R )&t H A ST LLULSE T 8055 [F] T2 222, 000mg b &4/ kg bt Gk
/R B E i A YR LRSS T 805 [ 120422, 000mg A& 4/ kg X GAd B/ K 1A 7 &
Jite FH o A &0 mT DL LSS T 8RS [R) T-50 22, 000me i &4/ kg ot G AR BB / K 0 3751 )it FH o AL & 40
A PLRLEE T A5 [R] 52100222, 000mg A 54/ kg hh A4 EE /R 1) 77 B i FH o A& 10T L DLSE T
BUAE (R T-200%2.2,000mg A& 4/ kg bt AR/ R 57 &0 FH 445 i FH A6 &4 B AR B AT 24
IF, FLLEE R T (RIE BL) 3% FiR & 1 &P &t .

[0302]  fk& 4R il 550 ] LA LAYE IT A6 R Tt FH T A6 G o BB 551 B 96 [ 9 290 01ug kg
PR/ R 22 2mg / kg B /R o A3 Jith FH 1A 24 ) 70 B ] B o T3 R 1) A8 &, 491 2 o () 2 28 AR
T FEE AR B T () B A i IR0 B i FH ()R 38 A6 &0« B T BC 12 A6 & 10 R R 771 A B
it FH A% o H S 56 AT T ARAATARTRE 8 A0S 0 IR 7R B AN 45 24000

[0303]  fL&H AT LALL£J0.001ng/ kg2 KT £1500mg/ ke i1 2t o 81 4, o 22 T DA S
0.001ug/kg.0.01ng/kg-0.050g/kg.0.1ng/kg-0.5ug/kg-1.0ug/kg.10.0ng/kg-.50.0ng/
kg.100.0ng/kg.500ng/kg-1.0mg/kg.5.0mg/kg.10.0mg/kg-15.0mg/kg.20.0mg/kg-
25.0mg/kg+30.0mg/kg+35.0mg/kg+40.0mg/kg45.0mg/kg50.0mg/kg-.60.0mg/kg-70.0mg/
kg.80.0mg/kg.90.0mg/kg-.100.0mg/kg+150.0mg/kg.200.0mg/kg.250.0mg/kg.300.0mg/
kg+350.0mg/kg.400.0mg/kg450.0mg/kg % KT 41500 . Omg/ kg B HAT A/ 48 B8 . B BR AR, &
TE IR 75 1% LEAEURN VG ] 2 18] Bl (R A6

[0304] L& AT LALLZ)0. 2mg/kg/ R 2R T £1100mg/kg/ X B 7 & i FH o 5 4, 741 &2 7T LA
#20.2mg/kg/ KA 100mg/kg/ K .0.2mg/kg/ KA 50mg/kg/ K .0.2mg/kg/ KA 25mg/kg/ K
0.2mg/kg/ X% 10mg/kg/K.0.2mg/kg/ RAE7.5mg/kg/FK.0.2mg/kg/ K% 5mg/kg/ K
0.25mg/kg/ R ZE100mg/kg/K0.25mg/kg/ K %50meg/keg/ K .0.25mg/kg/ KA 25mg/keg/ K
0.25mg/kg/ K% 10mg/kg/K.0.25mg/kg/KRET.5mg/kg/K.0.25mg/kg/ K &E5mg/kg/ K
0.5mg/kg/ K ZE50mg/kg/K.0.5mg/kg/ K E25mg/kg/K-0.5mg/kg/RKE20mg/kg/ K -
0.5mg/kg/ K% 15mg/kg/ R -0.5mg/kg/ RKE10mg/kg/K-0.5mg/kg/ RKET.5mg/kg/ K
0.5mg/kg/ K% 5mg/kg/K~0.75mg/kg/ K E50mg/kg/ K -0.75mg/kg/ K %E25mg/kg/ K

90



CN 116209673 A ﬁﬁ HH :I:; 55/103 11

0.75mg/kg/ K E20mg/kg/ KR .0.75mg/kg/ K2 15mg/kg/ K -0.75mg/kg/ K ZE10mg/kg/ K
0.75mg/kg/RZE7.5mg/kg/K.0.75mg/kg/ K E5mg/kg/ K 1.0mg/kg/ RKE50mg/kg/ K
1.0mg/kg/RKAE25mg/kg/ K 1.0mg/kg/KZE20mg/kg/K1.0mg/kg/KZE15mg/kg/ K
1.0mg/kg/ KA 10mg/kg/ K 1.0mg/kg/ K ZAE7.5mg/kg/K1.0mg/kg/ K Z5mg/kg/ K 2mg/
kg/ RZE50mg/kg/K2mg/kg/ K ZE25mg/kg/K.2mg/kg/ K ZE20mg/kg/K.2mg/kg/ RE
15mg/kg/ K 2mg/kg/ K& 10mg/kg/ K 2mg/kg/ K E7.5mg/kg/ K ii2mg/kg/ K £5mg/kg/
Ko

[0305]  fbA&Wm] LALLZ)0.25mg/ keg/ R & £)25mg/kg/ K 171 & it B o 1, 71 & ] DL =&
0.25mg/kg/RK.0.5mg/kg/K.0.75mg/kg/K1.0mg/kg/K1.25mg/kg/RK1.5mg/kg/ K\
1.75mg/kg/RK~2.0mg/kg/K.2.25mg/kg/R2.5mg/kg/ K~ 2.75mg/kg/K-3.0mg/kg/ K
3.25mg/kg/ R 3.5mg/kg/K-3.75mg/kg/ K 4.0mg/kg/ K 4.25mg/kg/ R 4.5mg/kg/ K
4.75mg/kg/ X bmg/kg/ K .5.5mg/kg/ R 6.0mg/kg/ R 6.5mg/kg/ K 7.0mg/kg/ K 7.5mg/
kg/K.8.0mg/kg/K8.5mg/kg/K.9.0mg/kg/K.9.5mg/kg/ K 10mg/kg/ K 11mg/kg/ K \
12mg/kg/ K 13mg/kg/ K 14mg/kg/ K 15mg/kg/ K 16mg/kg/ K 1Tmg/kg/ R 18mg/kg/ K«
19mg/kg/ K 20mg/kg/ K 21mg/kg/ K 22mg/kg/ R 23mg/kg/ K 24mg/kg/ R 25mg/kg/ R <
26mg/kg/ K 2Tmg/kg/ R} 28mg/kg/ K 29mg/kg/ K 30mg/kg/ R 31mg/kg/ K 32mg/kg/ K~
33mg/kg/ K~ 34mg/kg/ K 35mg/kg/ K 36mg/kg/ K 37mg/kg/ K 38mg/kg/ K 39mg/kg/ K |
40mg/kg/ K 41mg/kg/ K 42mg/kg/ K 43mg/kg/ K 44mg/kg/ K 45mg/kg/ K 46mg/kg/ K -
47Tmg/kg/ K 48mg/kg/ K 49mg/kg/ K 550mg/ kg/ K -

[0306] A& El HL AT AT LLLLO . O 1uM A KT~ 555 T-500M At 94« B2 it FH o 451 4, 741 & 7] LA
0.01eM.0.02uM.0.05uM.0. 1uM.0.158M.0.28M.0.58M 0. 7uM 1. 0uM 3. 0uM 5. 0uM. 7. OuM,
10.0uM.15.0uM.20.0uM.25.0uM.30.0uM.35.0uM.40.0uM.45.0uM.50.0uM.60.0uM.70.0uM,
80.0uM.90.0uM.100.0uM.150.0uM.200.0uM.250.0uM.300.0uM.350.0uM.400.0uM.450.0uM
2R T21500 . OuMBHAT 0] 14 S AH o W FEAF , 50 7E 1R 2 X LB AN Yo el 2 [8] 1 BT A (LA S
[0307] b &4l AT AT LALLO . 10ng/mL 500 . Ong/mL K3 B fite F o 491 2, 94 B mf DA
0.10ug/mL.0.50ug/mL1ng/mL2.00g/mL.5.00g/mL.10.0ung/mL.20ug/mL25ug/mL.30ug/
mL.35ung/mL.40ng/mL.450g/mL.50ug/mL.60.0ug/mL.70.0ng/mL.80.0ug/mL.90.0ug/mL+
100.0ug/mL+150.0ng/mL.200.0ng/mL.250.0g/mL250. 0445 ,/mL.300.0ng/mL.350.0ug/
mL400.0ug/mL+450.0ng/mL , & K F£1500. Oug/mL sk HAT A 3 5 E o N HEAA , 728 70 1 751X 4k
{ELFRSE B 22 8] i BT B A A YE L

[0308] il 751 AT £ AT 24 FH VA Hh it FH 5 ks w245 FH 3 30 PT i R A 25 AT 24 RO B2 ) 6 L 22
MR 7 7 AH A B R R A% B FARIE T )

(03091 R 7 W T¥6IT , nl i@ I KA A a2k 28 B EE 3R i (A A 07 20K A RE AL & it
FH 05 it FH 2540 206 4 Pl 3 e AR Sk RN 53 2 50 AR AR] 7 20578 B it FH 18 44 0 45 1H
ANPR T A N LN BRI B N (B E) 28 10 W B B BRI (A, 3k N PR Bk
Ji) b B (1 an , B TR RN FNERTH]

[0310] XMk P AN AR i 15 A1t B ads 428, mRs AL & W C il B2k T 1 571 < i Joid 4k ik N B
A3 TS AL B P VR T 57 K PR B R TR R S BUER 2 A W) - R T ) R E AR
it FH 2 WA ATE B 3 B 7K (540, 2 JC B 7K B kK ) B .
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[0311] b2 it , vl @ IR i AL S 4 5 A I 2A J0 1 v 245 FH AR 21 6 SR 25 & i i
AL B4 o T PR B AR S 730 5 W 3 A0 408 TS A1) RS0 791 KL 7R BB AL S 7] VAR 711 o IR
FIHEIR ) WGR) (sLurry) TREFGE , FH T AR N RE DRI FH T4 N 2
Wi AT AR R AR 71345 , ATk Bt B P43 98 54, F Hoan SRR I , ZE I I 1&E 1
BhF) 2 J5 I ROV A ) CASRAS R 77 SO A ALCs o A 3d [T T 771 Rie 1) A S 78 571, 4 G e ,
FEFLBE RO T ER MR e L BRI P 4EZ ), a0 ROKVER N2 TE R R RTE R L SR
EVER VIR PEIE R I AR R R ISR IR A 4R 2 R H R A 4R Z AN/ BUCR 2 e
N St i (PVP) o 2 SRS B2 IR , WIS 00 3 g 91 4910 40 S8 B 3R 0 M v o I B i 8 TR
Hoih (BN EERREN) o AT e, 28 171 1) 50t T 7 R 7K A B T H A PN SR 1 2% AR B G b il
(5140, EDTA) HRBC ] , B AT R A AR AT 204 1 L T it

[0312] & & T HWEYIRIE DR AL o] 6k & Wit AT L 80, AR AT AR B 2 ki
T R I8 SR UL, BT B AL B 2 > — AN S E YA B iR, b ik
53 FoVE () I ER AR 5 A1 (b) A B B8 48 B 2] i 7 H o 3 B B8 92 s A 6 4 ) A A e MR 5
A N AIE A I TB] o TR A )50 2 1) — S S B R O TR L O SRR R R SRR R
HL AL 2 G TR I 58 G I S 3R £ 0 ML s o B DA 2 R JF 208 - Abuchowski #lDavis,
“Soluble Polymer-Enzyme Adducts” In:Enzymes as Drugs,HocenbergfliRoberts, 4%,
Wiley-Interscience,New York,N.Y.,38367£ 3837 (1981) ;Newmark et al.,J Appl
Biochem 4:185-189(1982) o A FH 5 — L8R GWR TR -1,3- AR LIFME-1,3,6-
SRR T A&, W R, R O R R AIE

[0313]  AEMRMIALE AT LUZ B /I (=36 B M sl ml ) 5K 1 « A8 AR
N R ARG AN AR B RIS RE 276 1 38 W sl b i Ay b 77 R T80 ot ) 1 771 R TS0 mT 1
R S ElaE i E B IR AN (B 1E i ) BT & 1) A8 e B A B 1 5 5 .
[0314] N T HIfRSEE R BIRPUM:, /£ 2 /DpH 5.0 FARBE R EACE BB . HIER T
A0 AR B B LS M R ) — e S IR A 4E R WK — TR IR (cellulose acetate
trimellitate,CAT) £ 79 3 FH 3L 2T 4k 240 K — R BE (hydroxypropylmethylcellulose
phthalate,HPMCP) \HPMCP 50.HPMCP 55.%% .8 Z a4k 75 — iR HE (polyvinyl acetate

phthalate,PVAP) \Eudragit® L300, Aquateric® . 2,z 4 4 2545 % — H RHEE (cellulose

acetate phthalate,CAP) . Eudragit® L. Eudragit® s#i i (shellac) o iX L4404 A A
TEIR G

[0315] o n[fE fr A1) B AR B AR &), KA B AR A B S ORI o 1X T (45 b
A BRASE Fr 71 B 25 5 A R ) AK o e 37 ] E T 38k T YR T R (8 ke AR (R RE 52 (f31]
W) ZH A8 s X TR TE 20, nT A FH X IR 5%« i ZE 771 (cachet) [ 52 KL AT DL 2 13 #y
A% B FC At AT FH R AR 6 T AL S B 7R AR B AR BE ) (tablet triturate) , AT
FH2: 58 4 (moist massing) FEAR .

[0316]  yAJ7 FI AT A AR 22 FHURE LA 24 T 5 PR 0K 551 5 FURE AR (pel let) IR AL S 7E
il o BT TR it FH AR i R mT DL R R 2E (1ightly compressed plug)
BB 7o YR YT R mIE I R A R ) 4%

[0317] 3 60 70 AR WK 75 35 W 055 76 P9 o 4910 4, mT FC 1) A0 4 (4] a3k g Joi A B 3k £
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), IEbE A — A A AT P S 60 SRR R R R A R R
[0318] W FH Mg PEAF B BEVE T 71 BRER SV I 7 AR AR o X L84 R 7 nT L5 il K AL &40
JCH R TR HEEE va- FURE TS /KFUNE (LT 4k 3R TENE A2 AT e BE T A1 VT A o S L TepL 3
APAHAEE AN, B SRS RN — R OR R 2
Fast-Flo® . Emdex® .STA-Rx 1500, Emcompress®7#1 Avicel® .
(03191 A fiff 7 P A0 5 FEKE V6 97 75 TRC 1) o ] s 70 24 ) ) 550w o FEAE o e R 0 A LB R (RS
B3 » A5 3 3k (4 72 ol 9 A7) Explotab® o ¥ 7, B i 4 AmberLite ™ 2
FRAFYEZ AN R SCREVE R R R AN B RS A R VBR PR IR FR R A 4k 2 L R AR R A A 3 T
155 FH o FA AR 5 — i Ko AT MERH & 128 e i - K KIS (powdered gum) BT A A fif
FUIFNEE A7, FF HX L n] G354 AR, B W B NG  AB AR I (Karaya) 870 3038 R - S R I H
BN AT FAE A
[0320] G 700 AT FH T4 96 97 SR ORFRAE — 2 LAE BB 771, 9F HLALHE SR B R SR 7= i 44
KL, B QBT R AR AR S PE i R SE R A R o — e FE H B AR 4E 2K (methyl cellulose,
MC) LA 4EE (ethyl cellulose,EC) IR EL 44 & (carboxymethyl cellulose,
CMC) o 2R LIt s be i (PVP) FHER TA 5k I R 4R 4k 2% (HPMC) — 38 ¥ I AE B v b FH T8 97
FkiAL o
[0321]  PUBEHEH (anti-frictional agent) RJELE 7R VAT 7 HIF7 h , LABH k78 Al il ik
EIAE & (sticking) o EVE A AT FAEIGYT R S L 2 (B )2, 9 HiX £ n] 3G HAR T
g e (R dh R A4S £8) VIR VUS 24 (PTFE) VAR AT I L R A7) 3oty ATt o 0 m] 4 ) m] v 1
TR, B0+ R R AN T e R R R L 2 M T2 IR £ % .Carbowax 4000#/
6000,
[0322] WIS INAEE C ) 4 1) W] e 245 s s A 2 1 A s 4 A 10 365 B 21 1) B i 551« B I 57
A ALREVER I AT BOA SR K SRR £
[0323] Dy 1 HE B IR T AR AR B K R EE b, TS 0 2 T v PR AR D i R R o R T
AP AL HE B B 70, 50 a0 B JE R R A« — < B A e i BRI R R RN S SRR TR s
F EL AT A8 FH B BH S e 70 T A dE R L S AR 2R S - T AR R e R D R i v MR
s A2 JE B 1 B R R B 45 SR AR 400 SRR L M40 R IR IR (polyoxyl 40stearate) ; 5
AOHEMNE R (polyoxyethylene hydrogenated castor oil) 10.50F160; FAg AR 1R H
THITE ; 58 1L AR R 4060 657180 ; fiE M g U7 FR I8 s F L 41 4 3R 38 W L 41 4 3% IR L3R 1 7
PEFR AT B AR TR S 1) DAAS R U BIAEAE TG S P s AT A M B 55
[0324] W 28 [0 f FH 1 24 4 i ) B0, 45 EHBA R i B R HEN - BIE & IR FE R (push-fit
capsule) , A A H BA R A G 98 551 (451 4am 3k 50 L) ROBR IEE) ) ol ) 2 2% A IR 3 771 o HE N - TBC 5 G
FEF AL B S M R 5 AR (B an FLBE) RE-A77) ( anye k) AN/ B i 75 (9 o v A e hs
NEBREE) UL A AT I i RS g 1) B TR & o R 3R FE T b, WA P AN WV e B A B 1) W
A HR A0 i 9 ek AR e EGRAAR B O . Sy A AT IS AR E TR o B AT A A A T4
15t FH B ARR o T AR TRl BSRAE A 38 B AR Bl i S o FH 48 111t FH 16 P A o ) A o
B T IR Tt 7 &
[0325]  Sxof -2 it FH , 2H & W ml R R DL B D7 R0 i) (0 v 77 s e 71 i T =X
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[0326] b33 i it FH , A4 & 470w TC 1) s G AR A3 2 SR DA 591 4 B 7 S8 711 S LB 5L
TRE TS 4 B RIS B A v B T Ik VST (10 B2 R VBRI N S LA < 3 P BSIEE p 9
SR it FH A, DL R 4 W vk T 48 R R A S L 48 11 Bl il it FH 1740 I £

[0327] B ZEEE T AW GG Bk . & ik RV A A& A IE TT e i FH 25
52 JE BRI, T AS 75 2201207 S DURRE i b o B 140 5238 3% 1) o) 771 0. 9 B A 6 2R
W BRI 1 1 751 o

[0328] 4 HAEA 4 5k AL GV, BT IR AL A o] e i1 s FH 38 e v S (48] dar o o e v B
S AT M B ANt o BT S 0 ) 500 AT R R 0 B TR R A S T LB R A T 5
() an e 2 B 2 R E A2 ) A7 1E o ZH -G W0 mT R B A5 an 7 v 4 3K 1 28070 A i VR &
AR B AL 2 B rT A A e i 770, 451 Gn Bl 2 S A AN/ B B

(03291 HH Tt 8 4 it FH 1 245 4 ) 55 A i K 1 T X D PR A & W R K W S &b, vl
TR A ) PR TR AR ] 28 DA 3 ) R 1 S VR TR o 5 3 TR 1 I A Y ) ek ) A 95 Mg 7
(8] a2 SRR YR B R 7 BRI (451 4n v R <G R B8 H Ve =88 BT oAk o ZK MR VR SR 85 ]
A0 B VR R TR R FE B BT, 9 a0 R HR A 4 2N 1L BB I A TR I AT H , VR AT
TR, B R AR E R B AR A B A e FEE L FR VI i % e FEE TR A T VBGR Rak R )

[0330] B, iEPEAL G ] L AT 3K, L TR0 2 /5 i 1 2870 (481 4n JG v
K K

[0331] Ak & Wik w] Be ) Bl B i 5% B 38 2H & 9, 5 ke 55 B OR BE #E W 77l (retention
enema) , {51 AL 5 FIUAR 7 35 5T , 48] ] el i e At H s

[0332] B BRI 4b, 18 APRAL A YO BC ) B fili 475157 (depot preparation) o XFEHHE
R 770 AT A i 1) SR A s K L (48] A D el 42 52 9 v R FL5RD) B A S i
SRECH], B H N A TE (sparingly soluble) fiTAEWY) (Bl anisiaE L) ©

[0333]  Z4W)2H & i vl 5 A3 1) ] A B8 P A 8 AR SO T 771 o X 1A 8 A Bt T 741) 1)
— LS ) A0 FEH AN PR TR ER ES  BEIRES 2 FiE e AR AER AT AR IR AR &, i dn
RO

[0334] &3 1R A B ] 4 245 W ] 30 =X 0, g, FH W N (%) 7K P B8 3R 7KV R s Tk 34k
KL EF AT (encochleated) ALK T 0 4 5L (microscopic gold particle) FHJALE
TEMG PR ) Z AT (nebulized) 55 FH TN B R 8 L BT R = A8 44 DA
Al B JBk A ) ALRL A o 25 W) 2H 5 Wk B SORE 1) S BRI R BRI (TR Tl 2] A
BT FLFR TR B FLE R T R B R A T TR S Y S R TR ) 7R, AR LR R
3 i o 3 I w8 Y w2 S N Bl S e iy S o 2 S e e | I O e e | I = g R
TR TR B R BV 71« 29 A G038 F T 2 Pl 251038838 FR G50 0 T 24 W3 32 T 1 1Y) i 2
23R, % Jllanger R,Science 249:1527-1533(1990)

[0335] A& WA Tzt 1) — Fh BlBE 22 b A VR 97 550 0T DA A B (4lif)) 5 DLaT 24 B 31
T 2t FH o 475 25900 Hh A5 B, 3 I ] 24 FH A, (L ] D7 58 s P A T 24 FH 1 35 DA ) 46 T
2 ER X FE R SR FRE AR Tt DL R R 5 AR L - EhR L SRR VIR IR A AH IR B IR \ E ok
R R KR 0 FE R TR P A TR AT AR IR  FH TR . IR A R BRI IR \ 2% - 2- T TR
FIZRREER o [FFF , X FF 1 5 0T 1) 46 0 4 i Bl - 26 , 9 dn R e ik A ) A 2 B SR sl 3
[0336] A& ML FIELEE : ABRANER (1% 2% w/v) s FrEERAI L (1% 23 % w/v) s TR A1
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H(0.5%F2.5%w/v) ; LL BB FIZE (0.8% B2% w/v) o 41 [ 57 T 77 40,365 2% 4L 5 4%
(0.003% Z£0.03%w/v) ;& T EE (0.3% %£0.9%w/v) ; M FE I HEZHE (0.01% £0.25%w/
v) FIBRAIR (0.004% 220.02%w/V) .
[0337] 25 -& W& A B & A8 mT 25 BUAR A & i an A S0 prid 40 & M AL ik
) — Pl BE 22 Fh ARG 7 71 o AR “PT 245 AR B4R IE A i T N B A HES Y I — Fh
B 22 P 5k P[] A Bl VR A T 7 7 4 R ) B B A BT o R AR KR R AR EE L
BT 6 T o 5 20 A DA S - 94 S P A o i v 54 EP0iR G, LA
KGHIIRE , DA AAEAE 2 BB 10 F W B 25380 B BAE 8977 .
[0338] ¥y 5 (R AR B 5 EABR T E4) AT DA 9ok 52 (it . “BORE” =48 mT 4 5B el
53 HH TR A 0 B A ST R BT ) AR R T 77 4 R R 4l KR B ORE (BRAE — 2845 0 R B R
[RIRIRL) o FIORL AT 7E 4 AR (R HEAEAS B T i i A A) A el A% 6 Hh B B ¥ 97 7 ¥R 97 7RI AT
S TR B AN UKL AR o VT 700 A8 R Al R o 38 SR o SR T LA AT AT R R s 772, AL FE
TRRET ~— PRI ORI A IR RS TR FR BRI LRI I R AR A 55 B TR IT
FZ AN, BRI AT A5 24 2 A0 2 3 o o FASE FH R IR e ok} vh B — A, B AR R AN R T
AR AN TR A ] AR I i ) BT R AR R A A R B AH A R AT DAL N
VTR B [ A2 RS B A B ) B U 2 ks S B b a] DLRAE AT AR
(03391 W] A=W Ba i FH R A= 47 I At 1) 3R & WA ek — 25 350 ] FH Tl & T a8 38 8 97 77 1)
TIRL o IXAE ) W] LA RIRB A AR A 2 T B R ) B T8) BESR IR B R A0 - 5 )
A NI AV BB 5B &Y B FEfESawhney et al.,Macromolecules 26:581-587
(1993) HH$ I8 1 AT A P4 Tl R 7K R I , 20 5 e )t Jd et 51 B 9 N AR O o 3X e A0 45 2R 0% A
AR B S AR VIR E B VRE R NG ER EER Eh SR BN VR (R IE IR ) 3R
(R NIETR Ol 3R (REWNIAER TR 3R (HEWNER R T IR VR (FRENEER R
B HRENER TN R (PRENER AN R (FRENEER RN R (REER T ) .
R (NIRRT AR R (W& T B8 AR (W& +/\l8) -
[0340]  yRIT AT AL S TEIEHI B AR G  ARIE “BEHIRE O B AR fa AT B & 259 1 11570,
FL R 259 DA 00 H R TS ORR B 52 B4 1) o 3% i 192 7 RVRE T 7R AT 3 S R R ) 7
oA | 7 RTRE TR AL FEAE AN PR T 5 SR JEORN ZE IR R R 77 o ARAE “RE SRR (AR A “IE
KARER) DA I S S /2 FR 78 1K 1 B[R] B N 3 L 25 W R B s o LT S 8UE &K
N T) B P 2 A 1) 24 0 T 7K T ) 2 ) 7)o AR “REIR RIS DAL i S A, =2
i L H L 1) 70t P 5 2440 I\ AR RE B0 TR A7 AR B T) B3R (1) 25 il 711 o “REIRRE TR ]9 B B
AT Je A AT [R] B N R IZHRE T8, I DRI AT DA B AT DAAS & “FREBERE T o
[0341]  KIHKFSRETHE AN (implant) B FH AT R RIE & T 1697 B M AE « “K I B
BN B AN LBk IR T A EPE S R D TR , HE H 2 230560 K . K
RSB TIOH ANY) e A B B AR N R AR H AR — 2% ERBEIR RS
[0342] E X
[0343] Sy 1 5 fa ke DL, 75 LR VSCEE 1 3 BH 5 S it 491 AR Bt B ASCR 22 SR A5 A R ) — LR
T 5 SR A A A T PN 25 10 L A0 43 SR Il ik HLAn A SIS R R N 3 BT B - R R 5 o
S A5 AL A S ) BT SR R R} 22 R T B A 5 AR St a8 5 AR N 3 B X R ()
o
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[0344] AT FH IV B IAE I () 44 ) 2 4a — /AP e T — AN/ Bl (B, = —AN/
) T2 R 2SR UL, “TOER B AR A/ s RS E TN/ TR

[0345] 5 BH 5 FUASCR) B R 45w i 208 “F0 /B0 N B AR N B iR Wt B B E = e —
B B S A — Lo B 0L N AL RARAE T AE 53— S4B 00 N 20 AR AE . F TN /807 31 24 1 22
ANELZ N DU [R] 77 A, ROt e 223 i “— AN ECE 2 AN JBR 1 /B TR A
PRI T HR I 23R 24, Hofl R wI AR IR M A7 AE , o185 FAAHb P 48 W 1) I8 6 22 3 AH 5C Bl
ANFHIR o PR 5 A 9 — AN AR BR i M S48, 24 5 01 &5 a0 R0 48 455 I, 38 S AR/
BUB” AT A (R B G BRBZ AN EE2R) 5 AN AEB (R AL G BRAZ AN 2R s B FRA
MBZ# (et G HARE R) ;55

[0346]  7E 6 WA FIACR ZR v, “Bl/B0E” N By B 540 B e SR “Hn /887 FIR
(R S n , 24 4y B 21 R h I H I, “BR/ BE” B3 R /B BB DN B B AdE 2 A
BRWERTNEZ P 20— BRI AR 2 T A, IF HAR R A 51 A1 AR 51 %5
TH AR TE A S IR TE , 0“1z —" B i 2 7, B S AR RO ZE 5k A v A R i)
“Hpeeee MR RN RBEIE SN ERRERVIR PR R RIS, AniEa
HABPEAREB 0 M 27 N7 BRI 2 7 I, RAE “Bl/ BT N B AR N RN
Hefh e (R, “— A —MEARIAT) o« JAERCR R b IS, “FEA Bl
R W FoA FLAE T )2 A rp i A P 1) 15 S

[0347]  FEULEHFAACH EZ KA rh JEiE “ 2D — AN/ M7 AR A ECE 2N ER YR
INf R A O S AR N EL R A R P A — AN e E 2 A ER PN 2> AN ER EIFA—E
BRFERIERBEIAEPENERZFR R E D —, WAHER BRI R P ER MM
B o 1%E SOGE RV PR AR AR BRAE RIS “ /D — A P K E R VIR h BRI 2R
AN E R oI H 5 FLARER H IR S8 B E A ¢ BUANAE 5% o DRt VR D — AN R PR il P s 4]
“AFIBHR ) &b — AN (B 5E Rl Hb, “ABBH Y 2220 — AN, BUSE A, “AR/ BB ) &2 /b —
A7) R 2B A IR 2 T — A HAELEB OF BAR G A S BRBZ AN ) |
HR 20— B R a2 T — B AEAFEA OF HAR L AFERAZ SR ER) BUE
O M ARERMATEZ T — DA, UL 2D DB ARG 2 T — 4B OF HAR G A,
FEHAMZLE) s 555%.

[0348] i B , KR AE BT 4R tHAH S, 5 WA SCE SR ORI B AL 36 2 T — DS A BR e 1k
HAEATT T3k v, 7 A8 SRR R AN — 58 BRT-BUR 2 7 V5 1 2 BR B A B -
[0349]  FERCHIZER AL LA L PA BBt B o, By o Y P R 05 ) dn “Bl 87 L s LI
HA” SR VWL AT Fo B S N A Dy T TR B SR B R EAN
R

[0350] ARiE“FM” ZIEHEES A (mirror image partner) b BA AEE SRR
I3 F TARTE GEFHE” ZIBHEHE R LR ATEB M1 9 RRFELF PO,
[0351]  ORE “SLAKR A A” 72 45 B AH R4k 5 2 i (H 78 iR 7 Bl T 1) 2 18] 4R 51 07 T AN [
&Y.

[0352]  “HEXFHAAAR” 248 HA A BUE 24 T M OF H L7 TR A 2 B AR I S A 7
R o A0 AR B AT AN [ (R P B ARE 1, A9 20 0 o o TS AR PR R B B2 o S AR (R VR 5 )
AILE S 3 R o AR e (2, FELKRT €4 38%) TR 40 5
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[0353]  “NXhmifA” 2484k S PR SLAR b A, HAR It R FEE B R

[0354] A Sz H A A S AR AL 22 58 SO 51 38 1§ S . P . Parker ,Ed . ,McGraw-Hill
Dictionary of Chemical Terms (1984)McGraw-Hill Book Company,New York; DL &
Eliel,E.and Wilen,S.,Stereochemistry of Organic Compounds, John Wiley&Sons,
Inc.,New York, 1994, 4% B AL & P ] A 23 AN PR BT 14 Aoty , 3 B R DUAS [R] (1) 37 4
ST AL B A, AR B VIR A SLAR AT 3 A FEH AR T 0 4 L xif e
PRFNBH 3 St 4R UL S HOR A () Qo SME BEIR &40 T8 AR K BRI —3 o i 2 A WAL &
VLA S T SAFAE , B LR A T e ~F T i 41 D' £0)~F T FK) 8 0 o AR R IR D 22 i A B )
ISF, B ZEDAIL BRRFIS H T3 70 1 o0 T H TP rpu O I 40 14 B o fi g d AN Ta (+) i () AT
PR PP TR RO e % (e R, Hor () BRI 484 S0 2 e i)« BT 80 (+) Bld
AW A BRI o R T45 78 B 2 4500 BR T BT TR A M ) B AR 2 b, I LU ST AR e i) 1 72
FH AT o 5 8 B S2AZ 7 A A2t R g 0 Bl A, I L IR 1) S5 ) 4 ) VR 5 A0 388 5 PR D 0o A T
B R AR K150 - 5OV SRR A S e TR G el A M e das , o] 7R A4k 57 S N B0 R i
A SLAR G BT AR SE [ PRI O I ARTE “SM I BEVR-A 7 0 M AR A2 48 P Ao
LA PSS I S EE R IR &, HO A L aid e

[0355]  AH-&WHh A& i 2 Mk & WAl LLVE 9 RE g 1 LART BRALAK S A T AR AE o A A TF N
BHELE T A RS, AR IR S 205 A2 R - RIS - o A4 L JEXT Ak | (D) - 5744
i\ (L) - et L AME e IR & A ARG, — FERAEAR AT N AT R Z N . 74
(AN B S - A A7 AE T BRI an e 22 v o BT B X FE R S p i, AR SR G0, R B TR R
FEEANTTNE .

[0356] {54, SR 301 B2 Ak & W 1 A E R B A, 0 JEC AT R S AN o PR ko ok T Bl R AT
A R 2%, T 43 B AR AR T AR G 4 HLEAT B A (A1 22 A DA A A0 1) S0 B8 50) Bl
B R TR SR B Re A an e B BiE IRV B RE B iR E IS DL T, F S E R
TG PR R BB F A ot AR B I8 i 30 e A SR 2 ) 23 R 8 i B T Bk 20 i F LR TR
BT B AA, Il i Bl WAl R0t A

[0357] ALl () 45 )ik B AE IR AR — DN EE AR R E R R TS T
AR A - 0, 3t R BT B AR U C- 8 e - B SR B AR AR I Ak A
KT NERTEE N

[0358] % 1# “RI 245 IR A1) B“RT 245 FHEUA” =48 7T 25 FH AR} 46 W 30, 191 an i
A Bl ] A TE 70 70 W 7 S RO 771 VR B R s A R, P R 32 AL ) o A B AR B — A
A B BB AL A5 AT BIE Y 2 BRI Iy — 4 B o AR AR AE 5 ) ) ) FL A R 23 A A )
BETE LLSIEAR BT 0 S R A AT Y W] AR AT 2 R R A R —
SO SAG A0 A = (1) WES, 490 T LR 060 26 R R RE 0 5 (2) Ve , B 4n T KT M A S R e K s (3)
YR S AT AW, BN R IR LT RN LR AT R LR 55 () T E s B) &
2 (6) BAKSs (1) 184 (8) WRIEFRI, 45 an my w] R AR 7RIS 5 (9) W2, 45 an e A= vilt R FF 3 21
TERFIH 2 R IHT RO T T Ky AN K S0 5 (10) 28, Bl % ; (11) 2 JolEs, il H
WL APERE  H BR MR AN IR £ Tl (12) BB, Bl anyh R £ B A H AR Sl s (13) B
(14) Z2 b3, Bl an S A BRI A AL SR s (16) BERR s (16) oHJEK s (17) S5k Eh7K s (18) Mk
s (19) W (20) BERR 22 MWL LA S (21) 254l 77 vh >R ) oA JC 35 AR 2P 0T« 24540
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HEV TR T, B Y5 T BB AT S BB R .

[0359]  Rif “PI 24 H 27 = 18 &V RIAR XS o8 B e LA LR N e 2 - X L Eh vl FE AL &
W B 26 4 2 AN Al A A 18] JEA i %, B s 22 A AL ) A S ) LA B e X A )
AT B N, 75 B0 TR R 3ok i 4% o — LeARRME ) SR R SR IR 31 L ER 1R
IR VORI A AR VIR 3 IR AL L SR B IR AL IR AL (AR AR R EL BRI £ HAE
R h R R 3 FLIR £R BRI 35  HH DR B IR 28 AT R IR 31 . BRIk 3 E IR AL VBRI IR £h 1
AR ZEIRER (naphthylate)  HUREMER 31 ] BEAR IR 1  FLPH IR b A0 A IR £ 55 - (=
U, 0, Berge et al. (1977) “Pharmaceutical Salts,”].Pharm.Sci.66:1-19.)

[0360]  7E 5 —L&iF AL T, ol H T 7R AL & el B & — A EE Z2 AR 1% Re 4], A
AT 5 AT 24 FBOY AT 245 F 3h o AE X S5 LT, R “T 245 FHER” 2 A M AR FE 1
TEAUFE WUHEIN Bk o 33X 8 2R [R5 AT 7E A 4 1) e 26 4 2 A i A B ) S A7 1) 4, Bl o
& 2l fb B0 & DAL B B X5 A i (91 o] 245 FH 4 i@ FH B8 7 I A A AL L Tk IR
EhEIRER A L) « S5 E B 5 0T 25 A WUA % « A 2 BORUEZ B s R ] 2% o — HeAR R 1)
Bkl - L B AR AR SR VB AR VS ER BE SR RIS R AR mT T I RN B R 1 — AR SR
BAHEAEE Ol = Ol O QB RE  — CBE R VIR SE (200, 454, Berge et al.,[d]
o

[0361]  mhiayT B S , S Va7 A R ECAE) 2 TEHH A Z &
a2, HOU AR I EE &7 SR — 53Tt A it FH T L, 1 an ) B, AR 3 £r v o B i B
TRE B S 25 B I B IR R AT 42 52 AR HE , 3R IR 20 o A B 1 92 903 9 R 1) & AR 5 48] DA
& AR B 2236097 6 B s / KU EE

[0362]  ORiE “Tly P BRI 17 V6 J7 & A< 048 A DA 1 9 B AL HE 1m) B8 i FH — sl 5 22
AANFFNERIAE) - an FEIHAE A B EE R0 E (91 an 1 = 3h 40 0 i B At A B EE PR AS)
(I R 30 2 mi ot L, Ve 2 T P ) (R, AR 1 32 T A AN B EE R ) 5 1 4n SR
FAE A BB B e R I fa it MR =67 R (B, B 72 jk /b | el slAs e A 1)
ANHA BB B hE BRI E D o

[0363] R “FE3E” B X B & 48 A SR RS BURE W AL 3h W) (835 BN Sn] DL
REEX RE RS R s BE B R S BRF L ZYIFEN S
(domesticated bird) ,BilHing. &R L2 &K (fowl) o BH B RATLLZ N .

[0364]  JETedst B0 5 UL N Bir e SCRR e  Js AT 3 S8 01 o B 1) A IR S FR Tk S AR 1) ik
HEH 3 o ARTE TR IE A J2 48 ELAE  SCEEBIIR IR IR R 3 , I HL A FE T A 5 AN AT 1) i e 2
A, e 5 s Bl

[0365]  “fedk” R fi e AN P PRIR BTG IR S B AR SO IR B 356 43 » T2 B A 48 78 1k
JRFHCH 8038 a0 AR AT 2 WA 2 2 304 S5 1. 181 4m , 1 228Nk i - 1) e 3 A2 48
SRR | 23 VPR TR R L U PR AT A DL A X e Ay AN B S A AR )
5 1030k B - ) e FE A FE 2SI L+ — e Jk - e s L = DO L
B S VAT S S i Y < N AN 7 S 7 S a7 SN i 17 SN U ¢ S
FE S AN A DU e J o B B S e A A L S mT 2L A 30 BCE /D 1 R - (B an L £ B
BEIC, -Cyy» BRI SCHERIC,-C,) B 201 BIBE 2D o B AT DR 2 U B BR 2 BIUAR Y
[0366] AR “Whidd” &4a A48 A B , B2 2 120k 5 1 1 e 5, HoAE H Kk
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BE AL S0 W AR AR S PR R o o R 1 — S S R o] A S 48] T -
(CH,) -\ . £, % - (CH,CH,) -\ IESF. A % - (CH,CH,CH,) - 5 W PR 2 - (CH,CH (CH,) ) - % . e v
PLA AR BTEIA S BAR AL R BEE R 73 » I H ARt s — > 8 22 A BRI AR
[0367]  “FRJedt” BAE 4 B AA 3E 128 51 X A BO0UA BUHF A BRI B 22 24 1 T AN
BRIAIR A Z AN TT T B A LA SR b B3 R 10N IR IR 1, BRAE A &5 b BT 356
AN o PR J B T DA 22 AR B R 2 B

[0368]  ERAR T AMEE KKK H , 15 W “RGbe ™ Bk n B e VB EaEai b A
110 B ZE 64N B J5l 7 (R e B, (9 an AR B L 2 B IE T BE R A R VIE T 46 3 T 4R A T
SERTEUT 2[RI, MR 2L AN RGO EE” BAT R BE R A di 5E e 2k 1 B,
UL AR e o

(03691 “Ji 2™ FE FRAE AT IR BTEIA L STAL B SCAL I AN AR B & 73, He AT 18 € KB
JE A B G R ORFE S R R 1A E PR AU A 2 26 R I T O HAE AR o B
AN ECE 220U . 6 28 26/ B ST IR R IR O B L B L I A L A AR
T tphi ik A2 (dodeny 1) =B 2 - DUBRMR 2 - Tulpedi ik o8Bl L+
QNI N AN TR N pVIR /3 TR N o /9B N pi /-3 1B N Y /9B Ny gt
W A0 A DU B AR 2, DL 22 b 5 A 1 3, i AN AN B m] 7 12 80 20 A O AT 67 B HL
LA TR (Z) 8 (B) #RE

(03701 “fRE” RARLENM I U B EAE % 0 o AT — DN ECE 2 = IR 0

(03711 ORE e A" 2 4 b5 SR kedk , L BAT 5 HOE R MG 0  “he b AL i
ST - (S) bt d - (S) ~JdE - (S) ~RIERI- (S) - (CH) -RIPH—Fheos, ok FCPRE 7
AR o — LA Mk ) dor o s B0, 935 FRE R 3 L 2 B S 45 RE “Be S8 (alkoxy ) ” B “Fe
A (alkoxy) " AR T € SCHIpEdk , A 5 HER K A 7 o — EACRIE M fe S 2t d5
ISR L 5 L U SRU3E RUT SRR AE . T R S I R B P A o BT B A e A
Pk 1) Joe 2k A 22 2 e L 2 B AL, g 8L, B nm] |y - 0- ek L - O~ M dk L - 0- R -0
(CH,) R, FF K — g, Fod "R SCHA 1 mAlIR, oo

[0372] R “Je” AR A R A I NI I HLE AR U IR A 22 U i — 3, i an
A SRR ) -

A2

5
[0373] 5N,
R

[0374]  JLrb, R AR 4% FI ST AR RS Bed it L - (CH,) Ry, BGER FIR, 55 L BTE
FRHONJR Y B G5 K T B 48N 7 (AR IR iR (RO 5 L 7 i IR B BRI 2
I FER Z I (polyeyelyl) ; I Hmje Fali# 1 28K B AL —L1F 4L T LR BRI —
F LR IRIE , BIINR R, I H SRR ATE B Z R FIR AT H SRR & e
B JEHHEE - (CHY -R o B, RIE “Bedi i ™ S an bog U ehs , KRG 5 HEEN A
HWAREAR 2 U e , BV, R | FIR |, 2820 — 5 e ko Sk e R e R v 1, Ao
HHEADPK >7. 00/ HLHERR , B L85 g 1 T 1A% 2 pK AR T 7K & - 297. 00,

[0375]  ARiF “Mhfe” 245 LA T3 1] -
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0
o /JLNI}E’R"E

Ris
[0377]  Horh %R UL F R R, 5iEH AR 5 H R RINJE 7 — T R 45 4
H B G 4R8NE T AR
[0378]  RIE “J5 A7 B HE3 R 120 8 HURBAR & HUR 19 530 05 T 2 ], H 3R 1 i 1
etk (B, B 05 38) B AR — AN EE 2 AN T2 44 i 7 (BRI, 205 3%) AEZ AN, 75 5
BFES R 12706 2 10 CH . RIE “F5 3" B A WA E Z N EZ R R, K
PR B 22 AN ot T B AN AH AR IR PR 2 3L I, AR B /D — AN IR TS T 1), 491l G o — e 3R m]
DLAE PR BE I BRI I S PR BRI L 95 JE L 4 05 S RN /B 30 0 o B PR 95 SR B HE 2R V28 L3R VIR L R
45 5 55 AL FR A BUR BR 2 B 5 23 B 12 0 IR 45 1) 5 B 12 0 R ERG B 10T, HIR
CERIL B 1 AN F4 5T o 24 75 JE AL 505 Tr v g LI I L gy | IR | PR i s | = e e |
ML ML R | ik P AR e 25 75 5 1 )% 5 5 ] DA BRSO B 22 BRI o 5 2 (1) A SE 45 ] DA
FE ST AT R L BAR K, Bl AR ZBUCH (“REBURKII5 ") B B — AN 5 2 AN IR 41
WITAE SN HUAREE I B AN PR AL L 12 3N AR 2E 1 22 U B B A BUR EE UR 1 (Y&
AR 5 2E7) o 5 IR FA AT AE — N BOE 2 AN B AL B — AR 2 AN R B, B it o 2
TN = A R/ N E- - N B N - S 7 N o E S E . S k= B N - N 12 B 1 | =
B Wh AL L L BRER TS L X BRER TG | R PRI P R e TR e S AR A I L L AR A 3 L
P T e PR O R B AR O R A RUe 2 (4] dn = gRU R ) IRV AR L dn, 5 B AT LR R A
HUARHIC,-C,, 7 FE A HURIAIC, -C, 77 B
[0379]  RGE “pi AR “RIALH)” BB R B 0 2 I B AR W DL R R T RO
FHE O P AR 20 R S TR I L R AT I B AR SRR
[0380]  RIE “ZuIRIL” B “ZIRFE” BAG3E 12 0G5 #) 52 12 05 2 10763, HiFR4E
B 1 E AN LR T 2438 0] DU BAFR XA B IR B 22 3, 24 R 0] DL ARURT (1 AN AT 1
JIRFEALFE , {51 U, DNy | AT IR | IR S5 IR €40 07 L e oy IR (kg e ook e |t
M | S me s | S PR T TR DR (IRATER | IR | SO e NG| NG| MELRA s | SR
PR SRR PP 2 e 1 R IR P A R IR R L PR e (PR IR L SEE Y I L T IE | SRS 1y
R i AL NN RS I 1 g1 ol P N e 0 2 N3 o L N 1
AR PAY 6 A B A 51 2 2 2 AR T I AR I g A i A T Y T P i A5 2 IR T DAFE — AN £
AN B 0 b B AR ) B EUAR , P B G 4] 2 i 2 L Joe 2k O e L B
IRGEdE R B VA B L I T A O R T R TS L IR IR T L AL R A
B e N Y AT L N o o e S L e SN N NI 2 N SN L 1 S [
4% -CF,-CN2%.,
[0381]  ORHE “BRIE” A A A I FF A FE W n] i GR35 4 -

O O

lo3g2] . M i

N R A /g
L' X' " _E_jz '2?1‘/ R15

[

(0383 HopX ol A AU I LR R A Kk AL - () R BT 24

[0376]
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R FORE BT R R R (CH) R, HmAIR a0 B BT E 7EX 2% JE R BR AR
AMEOT 2R B AEX 2RI HR a0 EFTRE IE LT S % E5B  AEA ST PRy
R I BRI, R A 2 UROR RIRT AEX A R EREAMIBA T Ak
R (Formate) ” B , 78 U R PR BB OL T , 2 AR BRI 2 4] .
FEX 2 df HR B8R AR ERIEN T, 120K il £ AEX & 6JF HR 2 28 H
N AU R BAUVRIR” FH]AEX 2 BJF AR REARE LT, 2R R AN R
(thioformate)” Kl 75— J7 1, FEX 28I HR  AREREI T, B XFR W7 B4 A2
X 2t R RERIEN T, bR B A .

[0384]  RifE “BHEE" A8 -NO, s AR5 “BUAL” 245 - SH: R TE “Fe 57 =48 -OH: Rl “BEIL AL =
i5-50,- s RIE “BEIL” BHAE-N, s RiE G B4 -ON; RiE “REIRIAE" B HE-NCO; R “Bi s
B B AR -SCN; RiE “Shi EE” B 48 -NCS; Hf HAE “BlaE L =45 -0CN,

[0385]  HpANFRIE (a0 ke dt sm n&E) M HAEALAT S5 44 H IR I — Ik, Hog X/ AE T
T AR — G50 h HoAt b 77 (1) 5E o

[0386]  RIE “REUAR 2R E EHER — B 2 Mk b BA BURE R BT 343 o B 24
PR, BT B2 BT CFE R B RT3, B ) BUA R AR 4 28 A - AU 1 e
VLA, I HLEU= A 5208 AL &9, a0, HoAs 2 3 R b A7 A an S5 7 V3R 4k T
FR &5 FUHARLE “G@ BT B FEE VAL S BT Sa v B 28T ST T, Jo VR R B
BFEAHAAE VDT FI IR IR SN EE ST A B B A R0 252 R 1 L 5 TG A0 A E 55 1k 1 BUAR
T EERANAED, VBRI AT g — AN B5E 2 AN B ol BLUAH R 3AS [A] o 2% S5
TN & T B SRR/ BATAT 70 VR AR ST BT IR B3 R % SR AL E I A DAL &)
(R B AR S o B2 T B, 455 AR ST v it (A AT ARG, 4510 iy 2 2 0 e ik (A1) AR i | b 2
P IR e ) AR (9 st B A S PR IR BB AR IR IR o S 25t L Bl I O T
FR I B ER I « VX B TR T « = L TR e 3 L R S 0 fide s T2 Vi 22 B R VB L e SR I L R IR
P T TR S el il 2 i R O R A | 5 6 L B O R Bl O IR o - 2 BUAR
e UL AT FC, b ke Cp FAbEdE 3R i EUR B R 2 B e 2 b ) B,
AT [ A B U B A AR ST R R N R AR, G0 SR A, AR AR B W AR B
A Uk B A R HCRE” 75 WA S 42 % 1) 44 273508 53 40k 28 e o B, 48 8 BIUAR R A2 1 . 491
T, B R 5 A7 B [ B 4 B A M L9 28 U I AR AR R R & AR AR Ak — 35

[0387] b2 0 = ARYE L N € : ;&K IR (Periodic Table of the Element) ,CASR
A Handbook of Chemistry and Physics, Z867/K,1986-87, %4 .

[0388] i B b S I A LR BRI HE ATF AT SCE R A A R B R R
AN TN BB AR I B RN 2 BT AR K o B XA 10 i 33 3 51 IR AN AR S, H
2 PE G [RI AR~ B MU HH R Bkt HL oot 48 7~ i 5| IR .

(03891 AL H 25 45 i B A b A () A O BH AT AE AN AE A SO R BLAR A I BOAT ] 22 21 8
i N R T S G B 45 R P 1 P Nl R R S 7R e R S N = B S R N NI
EERERRRE HE” F“Hy e R H AR — AN AT AR A ARE R AR — AN B e . AR HE, B AR
R SCA A BAEIE , 5 MR R RS ) A4 1 B AE — A/ PP e 2 AN/ FR BRI
P& TR A E — P 2 BT AN B SRR A HAE AR R IR A/ B AR AU
FiARN R REAR AT PR Z JG XA TR AR 1S B 2
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[0390] s FH A AR o A R 08 e FH A 68 38 A AT T AN A IR 3 P A1 o FE % 7 T, G SR e e
ARABAE € S NHEAT T IRAE , H HAE R BHVER” Fh ) HoAhth 77 55 PR E R 5t 8, A
A IXFERIBRE  HR A0 HR B AR T8 T X RE RIS o IX A (R R 18 A SR ikt 0 s HERR
FIT 7~ A4 IR FR AR A B8 0 AT AT 5 R4 o BB AN, BRARAE “IBHER” F A 1 9 an e SO
7 FRd AR XA AT AN 7T 255, IR B A% — 1 R TR AR AT & T N AR T
A s MR 48— AN TRRRE R BT AR (01T (0 FF PO 6 78R e i P A Hft T A T 0 24
A

[0391]  H S ARUE Hh ()5 I B RN BGRB8 Tl 1R N G2 E RS B, A ST B
I B 2H B AN T7 1 ) oAt 3 (142 CORT 250 A SC PR AL 25 1 A T N 25 IR R v 25 ) 1 3
L, I BT EEAN B A A T N A VS I O T AL D@ TR T AR TF NS, 18
it 27 DL SEHtARG 5 TS 2 AR AN A TF N A, i SIS Tl A5 AN 25450 30 BH 14 H B AL
A, FFA BEERBIA TN

[0392] sty

[0393] A BRI @ IS 225 DL STt 51 > B 4 b BR AR L BT R SIS it 451 LA 2% 49 i B 1 7 203
it AR BAAS PR T A S0 25 () St

[0394] &S FERF

[0395] AR EHMIAL G P RT dn T 19 Birid & B

[0396] HZ1

HN—
Q. N N

NPah - \./,‘;:
D . i
HOT 0 Ugi- RN N @]
g {4 mN
i /}; -+ i

N l 1. H3O" {(R# T BuR HIRI £k

Ary O o

O
+
\

4 <:
g?)
A
[

[0397] - :
2. R (R-NHy) {8Ek

[0398] 2,4- —HAJE-N- (2- (B SRE) -2-84C-1- (kmg-3-38) 2.38) -N- (R) -1- (-
1-38%) 2.58) KB - 24
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H

(R ~ N /() —
H NH o o ,/>,/ \f ,(L)L OCH,
~. R Ny -
[0399] [/\/\ f/ﬁ) “OH rl\/"‘\\ ~H \ CHA0OH \g \U =
H + + i + - N ——— U S Z
’ AF N 74 “NTHC ~F N OCH,
NN H,00 TN 0OCH, N / N &3 #N OCH;
! 3 3 4 N
¢ 7

N

[0400]  [Fj2,4- —FAEIE AR R (1.0 =) 7 H EE BB FR v Bn R) -1- Gr-1-45)
Zi-1-J (1.0 5) FMHBREE (1.045) AE G (pivalonitrile) (1.0HE) , R T
VRS PIAE IR T AR 12/ o FEAZIN A) 2 5 TR S AR I T W 4 - K5 9 42 1) FINaHCO,
(5mL) ik, R IR A Y 4R 2.1 (2 X 5ml) ZEHL K & IF A HLZ ZeNa, SO, T8 R He v 771
R Al R A 3 (EtOACHI ) JEAT SlAL o X FR AL T ol Xof Bl S )
[0401]  HAESXFBLAAL: 'H NMR (400MHz,CDC1,) 88.1 (s, 2H) ,7.8-7.3 (m,9H) , 7.0 (m, 1H) ,6.6
(m,3H) ,5.7(m,1H) ,5.3 (brs,1H) ,4.5(brs,1H) ,4.0(brs.3H) ,3.85(s,3H) ,2.1 (brs,3H) ,
1.35 (brs,9H) ;LRMS-EST (m/z) :526. 21 [M+H] "
[0402]  fExtmiR2: 'H NMR (400MHz,CDC1,) 88.6 (s, 1H) ,8.5 (brs1H) ,7.8-7.3 (m, 10H) .
6.6 (m,2H) ,6.45 (m, 1H) ,5.6 (m, 1H) ,5.0 (m, 1H) ,4.0 (s,3H) ,3.9(s,3H) ,3.85,1.85 (brs,
3H) ,0.75 (brs,9H) ; LRMS-EST (n/z) :526. 2F1 [M+H] "
[0403] 5 [ SE i 7 58
[0404] st 7 13 B =X (D) b &4 :
RZ
RY

N7 Vxt

lo405] R

(D
[0406] B H.ATZ5H 3,
[0407] Hrh.
[0408]  RUJEA L PRAm L AL 4R PR AL 8T 100 WA KL \9F 1070 = Hh 4L, -C ()RR
Fre k- 5L ERN (R™) btk
[0409] R4 HE FRLR I 5 L L J5 R - T I P - A i P R - B
Tt e - 2B e L BT 2 N (RY)
[0410]  R'ALJEHE T AEHE-OR' . -OR BL I SEdE -N (R™) ,
(04111 &R S7 M HEk ke , 52 R B B0 T 5 L pr e B N — 2 B R 5 2 6 TCHE 5
[0412]  RMEMEFE e - F5 3 W e g - Z R 3L L -C(0) - F5 3K . -C(0) - ZF5 3 . -C(0) - 443F
Fedk IR J5 B 8 R 10T XA FE B9 2 1070 — FA A
[0413]  R*EJpdk P fpdh - Z4FR3E | JNFR3E L 5 0L R bR R B8 ZE 10 70 4 WUFF 4
[0414]  RURFHFIE P Edh - 5 KL JNFRIE P bR dE - A0 FAHE (8B 10 WA B9 E 10T =
A
[0415]  X'FIX*p 7 Hi 205k -CRR®; 3 H
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[0416]  ROFNROMS7 M H v Bk FR e i | J5 5L L Z8 T i | P Ay it - S i L 7 e it - 2 o ik L
H - Pbr B B e - eI e

[0417] Szt g 2205 J St 5 R1FTR LAY, Fo R - ZeFR 2k,

[0418]  Sizjifi /7 523 S St 7 R APk AL &4, Jerh R RS 2 1070 IR 4.

(04191 SiZjifi /7 5248 S 927 RAFTR I &4, JerhRYZ9ZE 1070 =R 3£,

[0420] Szt J7 259 K St 75 S LT IR AL &4, FerbR M2 -C () RVR™. 520t 77 5263 K S
W77 Z 1B — TR AL, FrPR R be e ER e IS e 05 e - S5
Je k- 95 L T e g - FR eI eI - F43RpE R B T e 2 -N (R,

[0421]  SZiifi 75 2785 M 92 77 16 AT — TR (AL &4, LR R e i L e -
OR' ‘BRI HEdE-NR"™)

[0422] Szt 77 5283 S St 77 26887 AT — IR TR BOAL S, L bR 37 b R Hl e
[0423] St J7 RO M 92t 77 SR 6Bk 7 AT — WU R B AL &4, 3 b BTk BANR 475 350 7]
5B IN— 2 5 26 T

[0424] St 75 G2 1095 I S5 R 1 B9 T — T iR AL &4, FL PR Z R4

[0425]1 St 75 52 1195 I St 5 S 1 RO — TR ik (R4 &4, He PR 2 75 2k

[0426]  Sizifi Ty G212 K SEii 7 8 1 B — BT iR (AL &, LA R* S F 10 7E XU 4
[0427]  Sifi Ty 32133 K SEii 7 21 B — BT iR (AL &4, Fe A R*R9E 1078 = Fh 4%
[0428] Szt 75 52 1495 I S 75 R 1 2 13T — TR AL &4, Horh RO S HUAR I % 4.
[04291  SEjifiJ7 21598 M2 52t 77 R 1 2 13— TPk 104k &4, Fo PR 2 HUR I 3 42
B,

[0430]  Szjiti 7 22163 b St 77 281 1 3H AT — T iR i A6 &1, 2L PR 8 2 1070 44 XUFR
B,

[0431]  Sijifi 7 BTV K St /7 R1FTIR I &Y, Hoh prid X (D &ML H -

/

.0 LY
10432] NN \/\it‘z\s’é\*o
SN J\fo NG
. Oox
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[0435]
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FLORCT O
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[0437]

CH,
, N0 3
6 H.\T"'\<T(Z)' HLCHC 0 oY

O C

ZiT
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H
(HA0)¢ -N
®
=
[0438]
F
| | SN2
P
HN o N /!
<\ \ ‘ HN 0 . ‘
A A K QH( K @
: < HN
o o i N K )
[0439]  Szfifi J7 21835 I St 7 RAFTR AL &4, Hrp prid X (D b &9k H -

*CN

/\o

HN
i\
[0440] ;
/"|\".\j
SN0
0

HN"'\
/] X
- NL

*CLI
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€
R \K

PN =
I\/ HNL, j\‘.\/\?

HO
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NT O * f
N 2 T D ° ’/We
P
| = N HN, L = HN
HN\E/\g ) N p N p
1 HO™ } HO \
HO == =
j HN""Q\ HN“‘\:\ N*"-\\\j
AN Z 2N y S
X | 2 |
N™ O N7 O N” 0
* * e
‘ \)\fo :l N 0 1 o =
HO’\‘%} hov ¢\ -
. ==/ Ot
[0441] HN

OH

[0442] Sty SR 1990 K St 7 R UTR itk &4, K prid =X (D L&k A -

0% Yo%
Cﬁi ,© Y ]’
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[0444]

\\/\N o X N o
% o

/VYO (‘\/\f @ N = &
: PN AN P I

P H
N N HN,,T/\\E//
N L NH N
HO \-, HO/\\/ ’ HO)\/’ \-
HN- HN-
QN N
i
NS0 N g
* *
YA (YO
Nz-’ HN \\E F\J HN[ L’\
H
HO' NS HOY
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