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ARlcEARR T A% B — AN AT 6 (el 722em Y #7F TH
SRESHE A AR B LR RRRER B, BRGRAES- TR,

F& 3

fi—/-60nL &4 pokt i+ A 11,079 (10, 6mmol) #4GLUCAM
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E-20 (—H 2, B AL T £ K483 4208 R ¢9 IR AL k- wAmerchol
42.5]), 25qCH,Cla, Aviiit&#hF8i4h(100-150ng), SLiERE 3
IR E TR B BRA T, A G, Aottt SgCH
Clikik, AARMAZHATRAORAFRI00H, EidhA
B Fs A E2270em UK i K RRGR B, AUOREY
B ET- 20K TR,

REERE, A HBALETRAELEHTFL—Hrk
Eaei ik, &N THEL R,

Et 2
100%PS513s ES TR M 0 51 &
FIk 1
f—-AEE#EpL, TR HE AR EBABR R LS T A
80g (4. 79nmol) #4PS513, —HPM & ElHuls NGB ARALA
3R 893 = F Ak REATR (W 16700g/mol), TARECH: CL - (
200g) #21000ppnEaMetQIE AN B R BT . H 3 s R IR
AEERR, 61 o#E-F T AsASgCHoCLaA27430g (4. 78mmol) #4 IEM,
o £ Aot i B AR IS T AT
ﬁm%&ﬁ%ﬂ%ﬁ&mwﬁ#,%wmzé,mﬁ%%mmmz
Clikik, AAEBEAML FRUNEGLEIEAT,
Fik 2
E-NEERAML FH2 HAASEEAFGRLE T A
834mg (4. 79mmol) #4TDI#225CHACl2, P A LR TR 1
WiRAdh, E6DHR, GRAMORESETEMm, BTG
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Jodh ik A 259CH.CLlo ik ik, R AEE AR BB E ALY R2MmA
B,

FRk 3

AFRARIEE AFL "i%ﬁﬁx&&iﬁﬂ]é RREEREET
T el 729 (1. 65mmol) GLUCAM E-20, SqCH.CL A= #950mg 85 4%
, FAARE 20 AR R R T AL P HE 893N,

EMNELBAE, HEEHA—Hbbak, ATHELR,

EA 3
75%PS510/25%PS5135: SR AR dnh #l&
PRk 1
E—-AEEHEAL, TR éﬁ)iﬂ&aé-#ﬂﬂéﬁ}iﬂéi*tu)\ |
75g (28, 8nmol) #PS510, 25gPS513(1.5mmol), 100mgMeHQ, 4@
2509CH,Cla, Aokt ¥ mAL5GCH,CLoAo4, 70g(30. 3nmol) 491,
E2NRR, Jobhi b ek i B R ARG NE BT,
it A2 PR E ORISR, MHBFRASICHLLR R, RE
R B RAEBEAAL, FRIMEHTLEE,
F& 2
gL, FRHAEE T AAS. 299(30, 3mmol) #9TDI Ho
30g#4CHCla, Aottt T AL FRIGRSY, REXAT
ik 58 A BITDI - CHCLIE R P, BB A R, REEMH
% AmA25GCHCLy, HER BV RERERGIL, YRR,
FH 3
&1 hokk i AaA10. 9g (10. 4mmol) #5GLUCAM E-20, 20g#4CH
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2Clz#4ﬁ4’(,:§'éﬁ%§i%(100-150mg)° A4LNRR, RERBA
N F B2 R ARAHT, ERLME, ikt A25gCHLCL 5
Aok, RER BT ARBE AL T RIMARLT,

E A ¢
50%PS510/50%PS5134 fk TR A ¢ #1&

® 1 |

E-ANEL#HL FEL PRAHREHRAGRLE TN
50g (19, 2mmol) #yPS510, 50g(3.0mmol) #PS513,  100mgMeHQ #o
2509CH.Cl2, E150mL &4 Aui i@+ AmALSgCHClaAe 3. 44g( 22,
ommol) #9IEM, ERALEHT, s pukt i 635 A i e 3
RRHAASHT, BmAELM TR, TR HoktF-+ A
SqCHCLaid ik, G, Y RMR BiLARBEARHL FHL A
& AT,

YK 2 |

G ELAL, FH2 ANEEHREE T A 3. 879( 22,
ommol) #5TDI A230g#4CH,Cl,, MudtihF A Lid FRIEGRCH,
%BE&&%&#T,%ﬂﬁ%ﬁﬁmﬂmumgbﬁéﬁ¢o
i mE I ER, KEHE, Aokt F I 25gCHCL ik
tER BEBEANL, FR2AAT,

FH 3

& padt i P Sun8. 0g (7. 66mmol) #9GLUCAM  E-20, 20g44CH
_Cl A4, 100-150ng#s Fakdh, stisik 441 AN KA
B P BB R BRASNT, EMEE, AT R25CHCl 20

-22-



% RARBELANL, FEISERT,

E A 5
25%PS510/75%PS51 35+ FUiR K 40 44 414

F& 1

E-AMHE#RGL FERL aé—#ﬂﬂé‘:}iﬂﬁﬁu)\ 25g (
62mmol) #9PS510, 75g(4.49mmol) ¢PS513, 100mgMeHQ7Fa2509CH 2
Cla, 1Auhig-+% MASCHCL.A22, 199 (14, 1mmol) #9IRM, f£3%
RGBT, mdB+TasaddmiBRRRAREDT,
EmTAE (L), Ao#HiEd ASgCHClifik, REHBE S
1, T8k BT,

YR 2 .

G5 EHAML, FER2RAMEHRAE T A2, 469(14, rmol) 69
TDIA015q#CHLCla, Aoktid-F A LE FRIFE RS, £
AN, SRA A E A FTDL/CHCLR A T, BT E
JodbiBF M25qCH.CloA vk, BB EBRABIL, FIR2GBLEAT,

P& 3

&1 puh i AuAS. 129 (4. 9mmol) 45GLUCAM  E-20, 10g#4CH
LCLAEALF 44 (100-150mg) ¢ F854h, AHLINA, HLBERR
i YR A AR MY, EMLE, B RASgCHCLa%
&, REHRBEAGL FRIGLERT,

EHAH 6
100%PS5555: R AR M 85 414

-23-



Y& 1
 EAERRSL FRIRGHENHELE T A 80g( 57,
Tmmol) #PS555, —A¥M £ ElHuls/ &35 e TR A A R —F
Hoak B AR IS (MW1386g/mol) , 200gCH,CLa, 1000ppmMeHQA= 11L&
9 F B4R (150-200mg).  RELE P &5 A 5 40k 38 A 3| s Bk
[ LA R, #1ukiBA20gCH,CLFu8, 95 (57, Tmmol) 45TEM,
EBAGBET, Rkl BIPS555/CHLCL LA BRA P,
WG EIN HTE, PoAtRL R AN L0gCHCLaE ik, REE
BEaHL, FRIGE}AT,

TR 2 | ,

@ EEAGL T2 AHREARRE T WA 12, 8g( 57.
8mmol) #4554k 4% 89— F+ AL A% (IPDI) . 125gCH,Cl,Av100mgk 8k
%, WHEFTRATRIFEORERSS, EHTIHA, &
HmIARFEARAH T, FRE, HEHFM509CHCLF ik,
FARAMTRAMIEI0N4H, RARBEANL, FRgkLE
7,

FIK 3

&) pudt ik JaA20,8g(19. 9mmol) #9GLUCAM E-20, 25¢ &)

CH,Cl., Feifib-&¢5(100mg)Fae4y. 453 /N, RIEERBE
M3 Bk FRAHEHRERANT, FEmTE, Hetti-F F59CH
Cloikik, BARAA TR0 FHINH, R ALREREAHL
FIIF B,

FAH T

.24_



AT
; -

100%PS5565 IR TR 4 414

FR 1

E-ANEEAFL, FRIAEHAGRLE T A 80g( 50.
smmol) #9PS556, —AFM £ BHulsA R HNFTHARLNR=F
£ s B 5 IE (MWL575g/mol) , 200gCH,CL,, 1000ppmMeHQA (i1t &
WEak4 (150-200mg), R AR T 9N A Bl B 2 BLH B st Rboh!
R ARE. ¢ itE A 20gCH,Cl, A7, 889 (50, 8mmol) 45 IEM,
RE, EINEA, REREEmIARRAATHF, 3 DEHZ
B ho#tBHmA S sM0gCHCla, RE, RAKRERAGL, ¥
WP A6 ik i AT,

- YR 2

GEEAML, TH2 AMAESUREZ T A 11, 3g( 50
gnmol) #9IPDI, 125qCH.Cl.Fwsomgél¥ak4h, EMFtiE-+TmA
LR FBISEGRAY, £ T DEA . RRAHEE
IPDI/CH,Cl./ EM AR MY, HmA G vkt MS0gCH.Cl,

Fike RAEBBEAML, JRMELIHAT,

TR 3

& foktiB-F ¥ AuA18. 3g (17, Smmol) #9GLUCAM  E-20, 409 #)
CH.Cla, #2100mgeyFhsh, ZLINEA, HEREE I IR
HEHRERAMT, HEmEE, it ASeCHLLF R, RE
BEaGL, TRIGF ESERT,

A 8
100%JEFFAMINE D- 2000752 45 &4 41 8-

.25.



TR 1

E—ANEE#HHL FRIREABRGRELE T AN 100g( 76,
3mmol) #9JEFFAMINE D-2000, —fPAHuntsman /4 3] 4 2|49 vA ik 7
3R R A BEAHE (MW1310g/mol) #v250gCH,C1, & 1000mg égMeHQ,
1 At i <F AuA25gCHCL,A211, 89 (76, 3mmol) 49 1EM, JE3BALHE4
T SLiEiE 0 Ao B4 A JEFFAMINER G 69 K BLRA P, #HAE
6T AR, BT E, Mtk RL0gCHLlaiFik, BB, AR
BHEAGL, FRUTIEAY T &8 LR,

F;k 2

e EFEASL, FR2 ANREHAESE PN 13, 3g( 76,
ammol) £9TDI#9125gCHClo, A2 Ao+ P A L& F B #1649
A, EGNNA, LRAMEHE NI ERRRGASH T, &
MmEE, MRk AS0gCHLClik ik, R AEHEBERGIL, FR2 4
Bt AT,

YR 3

&1 oAt iRk Jun27, 99 (26, Tmmol) é9GLUCAM E-20, 60g #9
CH,Cl.Aw150mgé) FB854H, AL MR, SEEEEmE| F K24
BERAMY, #EmxE, m#iE RASgCHCloiFik, A LR
¥ S AR RA 3004, RERHL FRIGT &,
Bt 0 M5 RO 85 222700 R 6K & . RIEATR AL,

L 9
25%JEFFAMINE D-2000/75% PS513 T 40 g 414
FH& 1
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E-NEE#AL TR REAARIGRLZE F A 25g( 19,
1mmol) #5JEFFAMINE D-2000,56, 3g (21, 7mmol) #9PS513, 1000ppnm
¥5MeHQA72509CH,Cl ., @)t mALlSg— & F 15426, 37g( 41,
immol) HIEM, ERABHT, ks dme BARKT, #&i
TN EAR, WDE, b 5 3M0gE A (CHCLa) ik
RT®&F, #E5—TRAABMERGAART RS, RERES
WMARAF R0, RERTAATHE, RIAERE, K
BEHEBERGL, FRIYEA YT HBREHRAT,

FIk 2

G EE#GL, FREMEEHALE T AT, 3g(42, 0mmol)
$9TDIF240gCH.Clo, AEAbHE-+ T AT RIFGHREH, £ 6
&MW,mﬁﬁﬁﬁmﬂnmﬁﬁﬁ%w3%+,%miéuﬂu
#iE-dmsogaflEik, MTPREANRADIEI4, HBE
WL, YR FE, AL UNFRMEERE ORI, RRAT
BRL,

FIk 3

G160mL At iR+ F AuA15, 3 (14, Tmmol) ¢4GLUCAM E-20, 40g
HCHCL A S AL B o FBa ) (150mg), AHLIHA, SLE&REE
EFE2H R ERAHT, EhF G, Itk FSgCHCLF ik

RE, BABKTHNEHATREALFRINH, KEEHI
, B3 FE, B B AR RS A2T0en KR K, Rit
TR AL,

%A 10

-27-



S50%JEFFAMINE D-2000/37. 5%PS510/12.5%PS513 T % 4

64 1%,

F& 1

E—NEEAFL TR KEAARGBARE T A 50g9( 38,
2mmol) #JEFFAMINE D-2000,37,5g(14. 4mmol) #9PS510, 12,5g.(0 -~
. 75mmol) #9PS513,1000ppmésMetQ, #92509CH,Clo, 7 At i+ o
A20gCHCL, A8, 3g (53, 4mmol) 691EM, EBAUEH T, SR 4R
M| BEBAT, EwEI 0T ER, ENLE, m#tEA A
SP0gCHCloiE ik, T B+, BLEE-THREAWMRMEREGIK
VR, RERASHRAEAFR2004, RERTAERYHE,
B ESERE, RAERBEAGL, FRIGF HBEIRAT,

F&K 2

GEEAML, FHE2EMRALEHRLE T MAI. 3g(53. 3mmol)
#TDIAS0GCHCLa, AR F AT RIGRAY, £6 D
M. R A LA AR NS Y, BhEE, ik
S msogRAEk, ATRASLSRAHBA004, AiLlalt
Rag B iR g e K, SRITR BLIEAE,

FR 3

E160MLAwit B /uA19. 4g (18, 6mmol) ¢4GLUCAM E- 20,
40g#CH,CL A AL B 69 F 854D (49150ng), AL A, JLIER
WE B TR R BRA M, EmEE. it A59CHClz
Ek, RE, RARMY RS ATRAAFTRINH, &X
AL, FEOHFE, Wik BalkResE2270em K E A K
, SRIFR BLAL,

-28.



EEMELBZE, BH— B,

et 11
75%JEFFAMINE D-2000/18,7% PS510/6.3%PS513 i 4%

FR 1

E-EEHAHL TR L&ABRHRLE T A T5g( 57,
Immol) #JJEFFAMINE D-2000,18,7g(7. 20mmol) #4PS510, 6,259 (0
_37mmol) #9PS513,1000ppmésMetQ, A7250gCHCla, #1Audti-Au
A25gCH,CLo#v9. 859 (63, Smnol) HIEM, ARBABH T, HERK
i B H ALY, @3 0N R BTG R S
SMLOGCHLCLaid ik, R AFBFE AL, TR T &k AT,

FR 2

G EEAML, FERAMASHIL ZHAEARMT A 1L,
3g (64, 9mmol) 4 TDIA60gCH,CLo, bt A K18k
M, A4NEA, REERBENIILE KRG A TS T, #HvT
. AibiE MsogE AlEe, ATRAARAHIAI054,
Bt WA Rk A SR e K, SRERR LIRAE,

FR 3

G160mL okt -+ fun23, 7g (22, Tmmol) 4GLUCAM E-20, 509
HICH.CL A i F 58k (#9150mg), EHLNMA,  SRIERK
HmE FEHEERAYT, BmEE, AR RASICHCLH
& RE, REBAPARNSHATREAF RIS, Eilk
-5 Bk A2 L 2270cm ol dh ik & o SRIFELALILAR, |
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Ft 12
REBEAOHE

W EABILA I 2R TR 64 A 0. 239 —FrEE R
Darocurll73 (2-#2K-2-FRAEXLA L AR) RAOHE AR ALY,
REAGROMETETHIELI, RELSCT, ALEEHA
A& (< SmmHg) 2,0, 50\, MAFERAH T Lms R ELd
MBI F LR ERE,

B ESENERALE (1200, < SmmHg) R A LHERE |
RE, CAHAEEE W ATEL ¢ 54, FHREBEH
SSmW/cm &R AT A T EAENK, — MBS TN 6 A F)|
MhBRAL, ARREEHERDBYG, ERE LA D LERS
B, ARLIOHGHTEH (FRRINEL), BRAGHGW ik
M, RESERR, YRSV EABATIEL L. Kol
ZH BRABCHAREAP FH3X,

Rz 13
BRI AT A S .
BREAGLOTERIEREBER, RRZAZBATE
B RS TR 67950, 24gDarocur117365RA 4,

Fib 14
REBE NS
BREAGLATRIMERERSE SR, TRAILRRATE
#6695 EEFAR #1409 50, 14gDarocurl173edm A s, b,
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315 EMLEIE T S T St o 38 A A 75mH/cn,

g 15
$AE R R G HE

b E AL B s B TR 440,40, 16.2gF & ( AMEHLE
AREER, AR AR ) A00. 2089 Darocurll73RA$1& AR
ﬁ%.ﬁﬁﬁ%%ﬁiﬁT%ﬁﬁ#M%wKEE%TT.%&
AW JE (< Smutg) A0, S0, MAFBRAHTHLBLR
At AP WMBEAEAT F ARG R,

B EMENBHAALE (1250, < SmuHg) ¢ R AHFARR,
RE, LEAMGEAEE W ATEL ¢ 24, FHARLEEAN
nmkﬁ%%ihﬁﬂf%ﬁ@ﬁ,*¢#@f¢&ﬁ%ﬂﬁmﬁ
BHEREY, AARdE0EEnY, ARE LGRS IR
b, R RIAAPHTREAM (P RESNE), FRASHGIVELL,
RESEAE, AT8EE] PHEMMELPIGHER. ATR
FH TR PRI L PR, M, A E S CHAHE
BT £33 K.

34 16
iR R O RE
B ARISAE TR BRI RS A RRZHARAT

T A3 89 s B TR 485,59, 34.29F A Av0, 42gDarocuril73ey
e,

Fedr 17
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RBBEHOHE
BEREAFLAETRSMERERSE R, RRILREAT
LA s B TAR 76,99, 30, 7gF £ 40, 38gDarocurl1734)
RA,

F 4 18
RiERYH 4% .
BEREAMISHEFRAERERSER, REAILREAT
A5 B TR 64, 09, 25, 69F K490, 31gDarocurl1734
A,

L 19
AR RS 4%
BBEAFLISAE T RAERESSE R, FRIALREAT
& 6453 69 2 RS TR 39,99, 15,59 2 H#90. 14gDarocur1l73
timA, H. BB KISk R A & 26mW/cn?,

M 20
HRidfb K 4% _
EBEAGLSHEFREESRERER, FRIAREAT
A A54 e sL B R TR 4740, 49, 16,29 L H#0. 14gDarocurll7s
HiRa,

3445 21
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IR R 5
BB AFLOE T RSMERIERGE R RRIZAZRRMAT
o 405 6 s B TR 440, 39, 16. 19K Lt 420, L4gDarocur1l73
HRA M,

F A 22
$RAERRAE R 91
EBLAFISHEFRAMERIERSE R, FRZRRRAT
L 741960 s BB M 4952, 29, 20.9g A 0.26gDarocur1l’s
HiRe,

EAH 23
AR RRAR K OB
B LA E T RS R FRZARRAT
T 10 ¢ B TR S0 59, 20, 29 TARA 0.25g
Darocurl 173 #9544,

EFbsh K e E
T A12-23F FE ik B A B T SR kR
ik R TR
Xkl EHRE T, FREFRR)
Sl BB AER R K, ARk ERER,
Lk AEAARTHT LAYV MRN G AE, HOR
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EEEERAERATRIEK, R TEA- AT $E, FKAFTH
BT, PP EARE vApsi (/£ T2) AR T,

XA k2. £EAALTE

GO9SR IBETEFEMNK: FASAEKFHT 4R
ME, AL CRET (< SmmHg) T4 K 208, TG4 A
BHE, AHETAHETEASE:

$7K=100X (Mwec Mary) /Muec
EP e RFREEARE (RAOWAERERAE) N ary RFF
RommE,

XA %3, Ribgh

FHEN T RRBFattFAL (BREREAGA) 9
AF28, 3A/4A, 1982, 76 B “KEREH Pttt ttid
Php g E” PREGTE, EAEkTRAT & A24dme
AR Aedh - AR faAE RILERE B B, MFHREE
P ADKA R, EPDRFRARAMMBTHIHAK, kK AFEE
BHHP IR RE, Bk (D) $ #4552 (en?/s) (ML 0,/mL” mm
Ha),
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P

*tH| wEH TS bear wiex! o f e o HALe
AE 'pay) LY Ipe1) {om)
pss10 | pss13 | pssss | Jp2o00
%) %) %} 4]
12 £ 100 - 197+23 | 97+16 {121+13 [10.3%0.) |41
13 % 100 5046 | )TTEET | 262 3.1+0.1 [ 519
14 £ 100 30416 | 4922 | 8924 40.920.3 [59.5
15 [40NYE 100 - 59417 {11641 | 4743 5.640.2 | 306 | 11.54+0.16
16 | 4P E 75 25 3822 | 23557 | s1+% 5.1+0.2 | 250 |11.76%0.27
17 |40V FE 50 50 95428 | 339+67 | 40+2 4.650.1 | 805 | 12.16+0.16
18 [ 4sFE 25 5 $1+5 | 422+59 | 25+% 3.6%+0.) |01 {12.254+0.12
|
i
19 | dovELH 75 25 129431 | 30+185] 5444 5.5+6.0 [ 457 [11.79%0.36
20 | 40NELM% 50 50 110442 {228412) | M9 43206 | 543 | 12.15490.17
2 KLY 25 7 5618 | 323+00 | 195 1503 [ 172 |12.23%0.12
22 | 4sFE 56,3 18.7 25,0 [222+3) |244%34 | 297242 | it.3k0.4)111
21 | 4P 3.5 125 50,0 200425 |235+36 134841 | 11.1+0.) (180
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RPFINGERFRAYN, BREALVMHEOEN LA S
O F M AR RIFAMMM AL 69787, BliihiRg, HkEH
HE,

B4Rk 6y F A F B FEAB ARLARE A4 B Fethrp,
FERAFTEPREANS T RELEAFRKGORCEAFTERT
AP HRAREHERERHAY, REFLERLAGE EZ
N, BEt, FZEBRUIRTH e fl 2K,
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