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Reference), # 50 &, Medical Economics 23], NJ(1996). A4
EwAiZ, BALSRELABGERANGHNARTREREANEH
W AT, BARMH, A @EREMNGOEEFEETAHHRY “MH
B, MRBEEHMARFEARL IR RXFERRTHEGHKY.
GRARVBFTRERARBETY, R EMFALRTHE.

HTHROBEREGWREZGRER, BFFEL 2-4%(E2/4KR)
EBERERN T RERGAZT OV EER TR TESORE.
o LAT R ARAH, XHREGRGEEMNSAFLETE. B,
FERREROAFNREGHERTHERER A FL AT RAK
AR TP H A

K A

PHACKART —AABHERN, CNEERSURETHER
BHARSHIFEAZTHRESTAATRZHAMNGRS. £XX
R — A LT ET, RET—H BB HHN, €5 Gk
B % (echinocandin) 4% (REHFLETHESHE) . (1i)H
FETESHRBKREEABEERN (FleB L EER. FHEK. =27
. BALHERBRALRAGY) . HUIDLEGEKERN. 5H
Vs BB R T AT RIS R —F RS HIEZHN. KEMN( tonicity
agent) fr/RXEHH. RERFLHAGERANGEZ ALY 1:1.75
EY 1:25(F Rkl H2y 1:2 54 1:3), Bizka B /04051
XKTXRFT lmg/ml ¥EHL. A@EREHMNBFAKRT 19E 2 /4R
0 E G4

EAKRG—AERTEF, BET—FHAEATFEHHHAN, €04
DHROEEZRES D (A GBFLETHESLOE) . (DBFLETHES
BRI R EBEREN (FloB LA R, K. RitH. B8 2
WEREALRESY) . F#(1ii)3¥% 27 (bulking agent) . BRI
REGEREMNEZEAT PR PRAXT 0 ESH AL, BB E
SEEA@mERMNGUH AL 1:1.75 54 1:25 (RAERFA AL 1:2 £
21:3) . RHEDETHANTRAERBES A —FR BN F/3
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ZAH. ERLETAZATHNHNEG R B GHHH .

EAEPHX—AEwmTEF, RETHETHISRNGT &,
GHFEOEFROUFREY (KRG BEZ/BEIEGY) 5 F L
TH 2 R R R @ ERA A KERN FRA.

BAERAR —ANERTEF, RETHEATHANG 7 X,
BREATHAGILATE: ODFKRGBLZLEY (REH **‘/7%&
RELY) ESFLETESHRBRALADERNGAELET ERE L
KEMNY, AP ERARKT WE2/AB2HEAL; (DL
W EZER PUAIDAETRZER., 8%, EAEATERER
HWMA¥ SR, Fikd, TALATEGiID)ZIHA—FRSEHEAF
. ABEM. KEM. RE4E.

ARETH—FHHLEETHAA TR, caEOBLEFLLKE
FME+HEpHA. 05 5. 021, ABREFER;, ((DWMEEFTHE
BRPWMABFETESHRBREATEEA; (i) HFFEGD)FEH
WMERANEREASEI5CZN (4h2ET7C3E 10CZH) , ¥
WA ER;, (v)SZAFERPRA—FFAE, ¢2khaR
LR BB E/BELAYRE HAFEKEMN, VAR
MY B Gv) FR G RE R, Fo (vi)%\é%ﬁ%A&&%(v)’“ 2] 84
FrikER., ATEOZITTAER AN —FXEHEEAN. BT
i o /KK A .

EAERA R —ANFERFET, RET—HEBIAES, 480
AU TIEMES: OFRGBEILEYS (BRGAF/BE
A48 EHFETRESORKAEAGERRNGELETERE 2K
AAPHRER, AVTEA@EREANAKRT 19T /KRB H4E;
(i) ABTEZER RUIDAATREFHM T HZER, LT
ROBEE A @EBRAGETHRAY 1:1.75 £4 1:25, B &4
e, @ZEHR T RALELKEAMN.

EAEPH—ANFRATEY, RETEFEZEN BT AR
FHOR AR REGFTE, COENE AWML LEF W H
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FMXBIRBFETELHLSKEMN AR LR X —F Ak FTHA P
A6 8 B ok A
RIEFHALN, TUALFHAG TP L HS A ET .
Ri&E “BREBE” BOXALATHEXEHGLED:

R2 R1
)
R3 /——\ Q
N .
Rd,,, : N
o ;:o
uo>-_ko HN R11
0:2——g

Fod RARA, A, A FR, LFR XAASE; R
Rsw Rs. Rev Rife R B 304 ERA KA RZA. F A K-CH.C(0)NH,;
RsFo R, 2% 30 4 F 3L 3, & Rs & —-OH. —~OPO;H,. —OPO;HCH;. —OPO,HCH.
#-0S0:H; Re&-H. —OH & -0SO0;H.

MAEB AV, FHRE “BA” HAZL2A 1L E30NMEKRT
68 XA Cl BRE. AT HEHEA., 8. KK ZHH.
Bk T R AR R AR R, R, b RIR 34 b B 6 e AR R
S BEAYE EminE e L.

K& “HHL BARLSAZYV —AB-BREHELRRE. HRE
ATl A4, 4. RERRNEHRG. HEATIERA R KRN
.

RiE A BHORAAEZV—AB-BZHGLHRE. AT
AR AR, BT R R ARAK .

Ri&E “FRBAXEALRF (Flekh) IMEELE (R
B, %) 9F &K FATARRKXARKYG., RAFLCHE

27



00805696. X o P EE5/27W

— AN FERFSEE (Pl BER, ZBX XEAEXL9PEE) .

RiERFR BEORETHREZAETEREV —ALRTHEA
AR (Bl wbek, b, vk, K9, wkwh. Eibekwh. skl %
e, R, FbvkeE, B F) . BFAEATUTERIMIIKELEL
AR, FF TR R KRG,

EAPAF AN, AR EANEDLFHAEA, @A
L EENBRRELEFRALEEZRAAYG. EALXRAF, Hlid
AFBRRAGAREREZERGRA, #Fo TR, Tk Fai.
FTH, &RTH, THA. FFA +2RE. +ABEF. KEL
MBI AFERAABETFRARELRK, #FoiEh F
. WwaKL. ZEHR. A, B. carbamato F, L EIEARKGE
K. 2R, RGRBRAARELREH, HAFORKARE A
%%”’5&%%%1"&3\“% B FERARTHREGDGHEA. T L
@A AT kAR EGRAR A A, A Hi,
ZRh. BE. BA. BREA. FHERIL. mL BEL. IR
ok Rk, Fad RARAALA. BARAZEL. &
aAFeA, BAX HHi. sk, HR&EE. BEE. B
Eas,

“BRaBZ/ ALY RORIROBFTLEHBEGHLETNR
AT ELZMHARGR FRAO D BELERNBANERILLY
(Complex). AR AW A/ MBEILSWH LML TAR Larew
FT 1995 3ASERIGEA “RAaRBRE/BELAY .

“BE” B/HZHXCH0) KA S LEARXBITES (4
o R GHE, CH0)s; EHE, C.M0),) . BEEKEALFMILHF
GALed, @ (FleltE —BF), DEAXST (L)
PR, HmEd. BRAEGHEL SHE. BEX LA LR AX (CHO), 8
# % (saccharides) R E M 2474, REMEGELRE G H4H)
WEA S FABKE, #4 HOCH,~ (CHOH) (—CHO 4 T 8 4% (Hl e B &
#) %, # HOCH,— (CHOH) ,—CO-CH,OH 4 2-BA 4% (#dm R #8), {2 £ il %

28

-

—
~

T
. A

i
B OF



00805696. X oW P sEe/27m

Bk b (k) X 6 (b $E) TR KB, H) 4

HO OH
0 O OH
OH
HO OH
HO OH 53(‘ OH

RE“RIBREBEERN BOLRALF TERGRKELEE
SR HEDIR. XTREREARF R REGEENGF LG F
megheE AN Attwood 89 K K BMERN A%, N FE. & F
Fe £ # 5 , Chapman & Hall(1983). £At & E AL TH 5 # &
ERVEAZPEEHN T REMRIFH T, B, RERELEREY
AEERERBE R A BE®RFNGALLA.

RE“HBFETEZG BEAIFPAAHRE AN, T8
SHEERERFREARELEY.

¥k

ATAKNAFRTABLRFTRRAGRED LN E. B THRE
WETKAGEGEGRATHRACKERGR LB OB L C #
BEZED HREEE A FREEE. RTAERE
(Sporiofungin)A. A X # % (Pneumocandin)A,. WF11899A #= Ak %
HEB. — Mk, XARTUMELAERLARZ — LT ABILER
BRIk, KRR E 6 RIE— &R IR B BOISBEAL Y R & -4
sE, REXFBAGTH L HEL (linoleoyl) (BB H E
B. CH D) . #ME (HFauh 4 & Ayfe WF11899A) . A SEL. 12-
FTEARNZEBR (458 F). 10,12-—FHAASZE (LTFALH
AAFHREE A) FEF.

F BB AT A By 5T vA 8 it g B B AR 48 R SR Bk B B R A R
HRKA (B ZAMBEEACOR) £H%. ZHEBRAERAEY
MAEHBA, Hlde, ROBEBEMELERR TGN HE
BT THSRABAN. K2R, B £8 %4 4,293, 489.
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AARBBEARAR AL 2] N-BLRNE QIR T S oo g B 7 B4
WAy, SENMLESQERRPARKRGELE. SHL.
A FR, RFEABRALELY. REFNEOF EHWAINRTE
RMARARR, ARAMALGEHN. REGBRLMMAHRY
KU LI THI4EMeg R K

OO,
O—=Cr
00O

AF A B CRDBmImBEA. C-Cotii. C-Coleit. C-C.
HEEA. C-Cobtsit. B&. R-0-(CH) .- [0~ (CH).],~0-(C,—Cp, 3%
A)X-0-(CH)~X-B; mA& 2, 3K 4; n&2. 3K 4;, pROK1; g
£ 2. 3K 4; XAEARERTFE (pyrrolidino) . RRF AR KETF
X (piperazino) ; MERE. C-Cuii. C-CLHEL. FEX
C:o—Cu BRI A F 4.

3o B AT, sbL#E A SRAR T A B it do KA F AT ik 3 S 4tk &
HNEBERG G, MEYPLBAE R — R A BLBLES B 1T R AR b AT ik
8 Lo AR e ik BEAR AT,

Blhe, RE$H]4,293,482#RXTHF R ReFeRuAFLE. R
AE. Riv Riv Rov Rv Row ReFe R B A ABENK I KWK BLA
#E. LB 4,299,763 RETHF R AR, AIFTLA. AL
A .RFRHIE. R Ros Rew ReF R0 EAIBENX T R HE
Fodld., REEA 3,978,210 A THRAGEEW4 L. LEBE+4
4,304,716 #&E T ¥ R, A-CH,CO)NH,. Ru b3 F 4. R AR H &
Riv Riv Rsv Rev Riv Ry R B AABREEFARKERMGBE AR
EREBN K [ RSP A4 &,

EF RAREADEHIIKTAR LA a4 (£ + R,
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R EBARLE BERBaRETAZHERKARBAN) £-5C
FIOCZAGRETAAENEMNFEXBRALIRALRAEL. &
EHBRROEZRLE. —RLERZANMELSY. KGR
RXEZRLE. GENERMNOIEREMAMAR = LI AR, Kk
BERFNAZCARR. SEHAEMNOE_RATR. |G XNTE,

Kt 8 FR. BEROAELESTAY 2 %X 60nol/mol R B4, MR
NG EESHY 2 £ 60nol/mol R B 4. BRE BRI EFHBHRE
G R) #F % R) #E&K.

BERBELEGo-RAHBUTUARARGEBERAR R0 &
FxRXETR. Flde, RETRETEE SR G BER R L MBI,
R EBREFENELRE (flo=0CFK) SFLETHIT. ZRAHE—
BAEH-20CE 25CZ R BRETHA. CENRBEMN SIEBER
FHEERN, #e R FATEE. ERGEFR L RTHY,
R BB A A T AT P 5 R R L VR0 BB R A R R4 L R,
Fir % BB PP +T .

AAEZETARLEBHENGALT HELRNAGRBR N KB
., i MABTEH 63 3R A S AL = B (DCC). N, N -3 I ==k
w3 (2- B A -3 ek g 2 kOB BE R (BOP-C1). N-ZAE K -2-T
Ak-1, 2-= A%k (BEDQ) . R JF = -1-JL - = b8 e~ RBE R
£% (PyBOP) YA & 4 )& .

%4, BAETARBLBRGERRRBAL, #Hexis ARk,
2,4, 5-Z & XL, FIEH =K 4E4 (HOBT H,0). Z @K F N-
FRBEBGTREEBR. LB T 2,4, 5-= KK I F HOBT
BB, BRARA—REHOCEINCHBRETERTHEEMN ¥
71-65 08, %EZBABAEY 15CECHBRETHANBFTEY
24 F A8 MR E TR SEMEMOEw ARl TR TR XL
BAYW, RABFAMAEREFERUAAELEIEAH BT EH
2k,

R—COOH #] 4k B i i& K #F X, R—CN #9 Jif 3k X, R-C00 (C,—C,}t A& ) 9 B
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k&, FARETAARTAEARAGRTH ST ENE. #ld,
Ed RARABEFTERS G Al FRAKTAME AT 5 ARA % B
&

ZixA F1EEGREE REBAISTEXRRE AR AL
F 200-300m1 Z ff (CH:CN) ¥ 854 A 1 4 F 53k 2o 3 T BE 47 X 8K B 4T
(KLO)Fo 1 T 2R AF RS REHT. ZRERESDEALG
IEr, REAZREF/IASLY, KHET Et.0/2N NaOH R4 4.
B FEGEELE, ANERBERSE MgS0,) T8, SEFTFBRA
AmARFTEEY.

FkB B _CLEABE_EZEE QS E)HAMAALT 200-
300ml THF 84 A HEAF AL H (1 L F). RABFQU S E)R=
FEABRQEB)HREY T, 1TINE, AR IENFIZAY,
¥ T Et,0. FridR44 M 2NNaOH ik so . A MgSo, T, i
EHREFA Y, REBEENEL)/ KRR EGHTES, XFXR
%A A BEYE, R 3k B 3 K T B (MeOH) /EtOAc %44 +
Zah. AFPRABEAFERGHEFEFRATAEA T CHE.

ik C BAAEL0Q %F). ﬁ%%m05ﬁg>'$%%
(0.1 % %), #LEH(0.026 T &) FotkE (1 Z )M RED LR
(N) FAmAZ] 1 3F6A4LT CHCN F 8§35 Kk iedh, ﬁ%%&—ﬁ

WaE B B P (600m1/0.1 mol SRR EY). HFHFRAHEE 17 )
B, REATRIEMNGFHEALY, K 300ml Et.0 ¥ RAERFERK
e g, BERM IN HCl kb . A MgSO, T3, L EIFFREH
B M., AP RAZIKEXI 6B F AT AL A % D4 4.

Z %D

1. WAR#ME (boronic acid) B u %y

BFTREA25F) AR 1L SHHLET THF 684 (-78C)
FRAF. 16046, MAZFEEAMEE Q38). 104545,
KizRpRSGHmHEETRIIFBEMAKU0) R ELEL, EFE
MmN IN HCL., ¥ AT AWM EY S, ANELTRSEFHEAK, X
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GRS & T PR 87

2. B R EBEF B

Ko (ZXEB)L0.03 L) mARAFET NFALTEFH
ARFR_EATHE (N %3). KC0,(1.5%8)H 4-BREFE
FEOALSE) BREREATRGZKAFXAB)GREAD Y. HEAE
RAVERTIE, REMHEREKCOIATTFREFANZAY. 4
AW CHON AP BHFLIEFAE 4. EXFEM A8 TR
TR ERTHEFBAIRBEAS LG ER.

FiE WFEMBIET A (BEtOH) #2265 50% NaOH & 5+ =
2D, BRRAZRERSGSFTAFEARILEE X, ZEAKE
WK E, AR B /6NHCL B4 WP, FHMERAB A
17080, S BRAEEAREZRE, BB FHiBE A H0 WML,
REaATIEKEF LT FE.

ik F i $45 2N NaOH WA B 4£ T MeOH F oy A B F, A
FAZRBER S D, REBEMALFHCL BB, FAMAEZAL
S FAINEKR (FB) K. ZHEBBETBKEF LT FE.
GEBITAERN TaA T ECHAIMEN 2,4, 5-Z 8 FKAB. &
SHEAERNTERAURLE.

ZiEGC WHETCHCLYWSAFZTAZEBE(Q EF). 2,4,5-=
AEB(Q HEE)FDCCA )W RAWHEI 17, KiELE.
ERERGEFINELY, BEETEL. SB. REMAXRALHE
T4, HEGHBIHEREFAE TR H5, BB TRAELE
A7 ik H 3G A AR B 6 F IR R OF =k B i 4L,

ZiEH FREEBROQLE)FHRIZTHN-FTREBEERKGEL
FHA=w (1.2 %3 2)ENT AR T EHHBE =T (Et:N) (1.3
YS)NGEETAEDM FRAAERE., SREZEN, REURFTESHRE
FHAAHOZRE. ANKRLMLOAE, REHAATHSH R
TAWIkE: (MTBE) 2 8. AT4F B4k A MTBE 2%, K6 A7 T#.

AR FEHTRARY>EHEALRE, A FATRALHF L

&R

&g

)2
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THRIOERKEGHEBX, RENABRGE LT/ BELILH. K&
“BFETEZOE” ZHRAINFAIBITEG L TR R .
LA O RS, A EmE, AEd RBEAEL,. 2R
R, TRERE. FASGERE RAABLE BRI FHBR—4A
#. B adk. R ARl #aRksd xRA4RE
#. FRAERRE. ToBE. EmE. NALREL. EVEE.
gREmE, HEERE. dwsggd A8E L ikmnd BB
#. ¥ FEsE RERE Y4B FARL. BaB
.68 HERYE BE&RE BERSERL. —HEBERL
ZRTEE, FF,

“BROREZ/BEIAY KORLSBAOBRETEBLEGAELETHA
AT ELGTERGBAFTNEYAEL (IB) AHBRGELE
. SHROAF/BERLAGYWHEF MmO E T AN Larew ¥ T
1999 F 3 A S HRRGAN “BROBEZ/BEELYH”, AAIANEL
ﬁbﬁﬁf"% EA%’fiﬁ]*Tf{mﬂaiﬁ‘iﬁ:%’&V &Kﬁ?k_k?maﬁ
kA RBATHRLERELTAR. ROV EDWRAPBELEL
¥BamtEmE (K4 45-60C, 4T 55C) THETFERMN. HER
REGRAFARNEHITHE., TOAAGH (Ee A TELGELS
VIRF BN R KL, GEGEN OIS THT LR
EHEBGREERHREEREGET RN ENROY, XE
MBBET —AZBRTEGEE RO B EHEH A6 564t
B, R TEMNXPENCLIEFTE, L8, 8, AAYXBL3
T EANGREY: VB, LB, EREE. FREE. ETE, 2-
TR, RT B, 2-XB. 2-FHA-1-#8. MEK. A&, T TE.
TR, L. REX. Z& Pk, AATR. XIFE# w35 X8 F 3R
OH., KEHEFCHETE. L., Y8, ARAFXBL5VLEHE. ¢
BLEA LKA REY.

CENBEEOET AL, MEMOE. MEAEE, RIXE.
w5 ¥, D-4 4% =4 (D-ellubiose). 2-BLA-D-Hr . ¥ L3,
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S)- (V) -F BB, M. EFME. FI0%. HHE. LB, L8,
JURAE. RAVE. XXMM, XFB. XF =4, HEBH. HE
P, A=, o8, MAHLE. FEFFME (palatinose) . F
KOEE, AT, AEE. BB, LA, LIUE, &R BB,
HENE. KRB, ABAL KRS, GEHBRLTOLIE LAY
49 D F= L 28 st B4R A Rofe Bin KR MR, Mt 6948 X 2 K28 (4
S Bk Fr —HE) .

RAEBENSHTREL AT RZINAKXTFRF T lng/nl 64K
BEAETALANHFMNFT. BF, RABELSHHAALATERAR
M 1ng/ml £4 50mg/ml, HRETEHENY lng/nl £4
40mg/ml, EAHEMNY lng/ml £ 30mg/ml, HiEM% 8mg/nl £4
12mg/ml1,

AL PHKNSH RBREABEEN, CRLLA EmERKERTH
BERFGEBMGRKFFREAIXAGHF TR HHFRY
# . HLB4E 10-18 st THE R A B ENAMEFTRARA Y. RBF
MRAROEFSRAOESRANAEEAL LIS EH LS HEHR
EFHH S, BHRERHAL 1:2 24 1:3, mARFHPHEBER
Rl ERTARELEHHER ¥ HMHRMRE); Bsb, ERTARE
Frak A s R A B E MR AR, SEHATERN QIR LS

(Flde: RLELBEES 80, ROLALEEES 40, RLABE 20) . RATH
BARHITESY (Hlde: 7T BASF 1§49 Cremophors™ GEER.TH
(polyoxyl) 35 Bk, RATH 40 SLB b, FRRETH 60 &
WRHH) ) . RETHENEBRE (44T M BASF My4F 49 Solutol™HS
15(macrogol-660- X A8 AR BE EY) ) . BLAK LGRS = BBy, fait it
(Fl4ofedl. BLEALBR AR 3 (H] Bl R ALBR 40 R R PLASE L) ) .
SRR, FF. MR EHFEHM QR L ZEE 80, R SLEEES 40,
FOLSLEEER 20, Ao lAy MAARAGLLBAE A 69 R LM 2 A g BB (B3
Solutol™ HS 15). RABRIFIATHIEAER 69 HmEMN] 35K iAR A
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(poloxamers) W/, EMNARNLAFEFAELIHEHRELERY.
“BL BB ROYRBALAUTHEIXNLEHSGHR:

(OGH,CHy)xOH

?

HO(CH,CH,0)W .
\[>\<(OCH20H2);/OH

o) CHz(OCH2CH2)ZOZCC17H33

HF x+y+wrz FF 5 £ 20 H) g KK,
4 x+y+w+z=20 B L& sE M A A H o ekiB (Tween) ™ 20, 40 Fo
80 (FT A ICI Americas 49 A FR2~38), Wilmington, DL 4%).
“URBEIR” RIBEAATHEXLEMYYA:
0
L B N(CHy)s
R O/Y\z (I)-O/\/ |

0

g

0

R—ARARIR B . AR ALK o B K
“feitih” RIGAAATEAXLMHEG W
f

R12 c
cHa r

R3 R7

X% R, RF= R, H-0H, -H H%-S0, % H, R, &-0H %-C0,.
~C (0) NH (CH,) .S0," % —C (0) NH (CH.) .CO, ¢4 & B3k, mn¥F 1 £ 4
LESE -3 .38

RUVERFHNOCEROBELODFRRBREARGESRN. ¥iEA
CHEE, BARBREABOELN T RABEALTRATERLESHY
HEAR, MAMRTERGHERTHE., #HTAEhEOE—F X
SHBEAH. REMNP/RKREN., REAMNAERLX, NWEHL
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A, BABEEHAA A E LM Z o T ML B (CRAS) &9
B G RR E i, — R, ROBMRAEMGESKEN, #Hie
KFaHALT BT KR T HRKREAGRFEN . SEHEH LIEK,
LBE. R—BF. B L —B% (440 PEG400, PEG300) ¥ F AL R4,
it o B 2K,

REGATHANCERABENSY. BFLETHSHRBKEL
A HER o/ SRR . F T A 63— B B A
ZAR. PHEACLKE: WMARKRRAEERMN RAEKAT %
FHANERFEKEHNFTHER, REAETHRRBTHZENH
M,

BB AT HAARTERILSAAEHN . HEHNBF ALY 0. 5%
E Y 40% (wet. /vol ) WREAE, RARKRETLERZNRY 0.5 £ 10%,
BRGERETCEHZNYG 1%9F4 6%, RiE “FBEH” I E 4 H
FREEBSONEF o BREUGEF ETRELHRBA ., 2iEH
REMNCES AR B RL_BIPRA_BURBLELERE. &
RHE. R, ABAHERE). AARFPRABERANFLE LR
Befefert s, oA FTATHANGREH iz S, i,
RN, R, IBARLES, EERARY, ¥ROMBIHNL 2.
RTL_BEf R =B,

BB T R R TARTAE RS F L AR, LA H AN 0. 03%E
% 5. 0% (wet. /vol. ) SEB AR EAE, ERERECEZIMAL 0. 1%
E4 1. 0%, RiF QAN ZBEHFERY HRFEALEFEZGEHAY
AREEZ AN S ETRLHBHA . 464 pH T E L pH3. 0-7. 0.
ik pHIEEAZ 4.0-5.5, EHKik 4.0-5.0, SEHERF IETB .
ATHEBREE . BERR Y. Bomi. LB, HeE. EAKRS. i
R TFHERAMNGEFHNQIZTBE, ML, Boski, s
BEWA, STHETFHARN, RLENEFHZBEH,

BRFR T AESLIRART —FREHREN . REHN —BUANY
124 100mg/ml EAKREALE, EALRELERNYL IEY
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50mg/ml. K& “FKEH” RIEEERE hZRMENEFETESY
BERN., EEHAAFAMNTEEREN. ¢ENKENCETH, L
. OHEERE. A8, |RAH. BERMA. LEABES. hikek
EMOEEEER, LR L. SRR ELASE.

LATH, AN TRAERES AR ZN. HALEHAAN T ARY
2% % 45 10% (wgt. /vol. )SEH AR E AL, PHERETLEMNY 3%
24 6% KiE “WEAN LIFREBRB KA (bulk) mAFFH P4
FRAATERRIABRTHINHRDAB T ETETHRBAN. &
EHREMNOETERER. A&, LB, BB FEE HERE.
FLEEY. 7T (ficoll) Fefig. 2O TR OIEHEERE,
AR, BEEE. LBEALMASL.

AT AR FEREBAREST ERARHE, B, FXEHH
PR Bl ek OB FREDRBREOR T/ BELEGWAESFETE
THRBEREBEREMN TR —FREAE TN, 3. L
MA/REKERNGAEETETAFAKEN. iIFERAELATE
A TFRIMERNN. £L2EATRZW, R@EFHEHN—KAE
KBERKXT 19T EH L.

A, HYERTAALBRETEH 3.0E T7.0048 4.0
£5.5, PHAELG40E5.0) G KREREFNS. PTRGLEFH
W VAT ST T B R AT — A G A . R BRI R A @ A e
ANBEEFERTIHHFERAHIELHS5CTE 15C (LY 7CZE 10
C) . ¥ HROBEZRE YRR OB L/ BRI EVWERLFEKEMNCT
ANEG A ERTHAGEMNMBARKTR) TR EmARZLA £
MEWF L ERY., EAETRINTARMER T A —H X
A ERN. BN/ RKEN. MIFEERRER AN EMNH
B, SEFETHAERAN.

SENLETEFTERET Nail FAX (HHARTHLET
BRAELELEY § 2%, Marcel Dekker 23], NY, % 163-233 W
(1993). #AKL‘AEEHBMYTAERTR, REECTHALELM,
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BERATMALELKENEATYRERERTAT R BN
FRERAOER., KGBRERARELHL: AKRENCGEXELAT
*m%ﬁw WEE (Fikak HABERE) .

, ATHAASAE SN, REETHALSA —FXEHEKE
ﬁoﬁﬂm*,ﬁ% —BEHFEREMN (RLTATHE), A
WwREL, E2GTH-FHE A TEAT SO ENT T X4
A% 10nl ZHAKFFD)mAEBR T RBBIKRDEER. —FK
MR T 104, REMBERASHWH—FTHETHRKREE
Eﬁ%%ﬁ#*%%%ﬁﬁﬂ%m

ERRY—BEHNRGHANE, AR EHEHNTEFEHNFAR
ABRBERGIEHARG TR, HANTRAELESMR0.1%E 60 2%
BEERS, FRFTAHY 10%EY 30 £ 2%,

AXFHAGRE “EHM” X “FLEMNET” HALLAFTET
FAMEARTERAAREZSTERRSOHESBEL., TEFNEM
Spethe, —BFEARELELR (REHM) THEZELL K.

%ﬁ%%Tuﬁﬁﬁkﬁiw%$ﬁAﬁﬁ%Pﬁﬁﬁa&m
T XEMATH, FTLERAGAAKANTEFTHELLS
[E T &5 3] BF R #h L

SEMEA. HHEANPREAZARAART R o8, Qi
k. B KEBRR/ZBKERESS. FRAXERD . BIR. @&
BER. KREWR. HRAGHFZEREK HHEAIBEBAFRE TERE
BRAyE Rz X468, AlfETaEEERN. BHEMN. LAH.
EFA. BREA. HeRA. BAMN. FARARAALLELSD.

LMW T AR ST ELY. AENFROIEESHS. A
R TETH Rk T4 RELEY,

ROWFRFERAROR ISP ERNREETERALARR
FAEYEW, FoWPHEFABRERARALEK, OGIE_/kE (FP: 4
CAKE. BFRAKNE. LEMARLIKE. LRSKE. AT
REUXN BT R/KW); Hmea O LHRRMEE); wEF O
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M E);, A XA RR); RBREAE: HPR
KRB FEAB G- XX FAH); % 7TH; £HA, Pseudallescheria
boydii, HHKFHE, PELKRETLHA, FF.

X FE K ML A T I B E T 7R R AT A AR R A Le B
gAYk K, #Fodpd AIDSFRARELLEEERAKA
FERMEE (FEREFEPCP)HmBE LY LK, RAaBEFH
o TG ERESHOtEERS. AHZRE, & &
¥k, FoFH L., £LFFHK L (Cyclosporaspp.). £EF K. &K
ok, F5.

Bk, AZBEHANTAR T HRASH AR R ERAKAH R
£, Bk, AAPEFTEFHNTARTHER THAHENE S
FERAGHY. Hli, AREFE (RAGELKAIBHEER) X
FEHERTABIE AL BHEASHHAN SN EATRFTAE
%%ﬁﬁﬁﬂﬁﬁo*%“%ﬁ”@%$i%%%%5%i%ﬁﬁ

BoHREbE. AELAARBIMEIER. ZRERELATEEY
ﬂ"ﬁlﬁ: T4, HehAHGNE. FERAZAOEBLILSE
WA CNBARFED R L RERGERLRFHTED AR
o &

ARBET AT ALER LG T, B F OB EZEIMNBFTOE
IBHARKTHORALAGEBRMN. KT EOEETEELHR
HaME TR, KiE “HEE” ARG HH LG ERGETRA
S, 2HRMNEEREFLEBREGERPSER. BENF
e — AL ERUA R B EARAA MG & T H ARATEA.
BALUFERAFLTHERBRIETEMAKXE. HHTAER E7
XR—H AN, BHTUAHFLEY 2-3 K54 2-3 AR FKuFH.
—HHFABMNE ALK SHNLHE) LA MAEY 0.01ng/ke i
100mg/ kg (R E) R ERFHFHALEY., KENEBNZAFTAY
0. Img/kg £ 60mg/kg, T ALEA Y 2.5mg/keg £ 40mg/kg

BEATEAFZATEEGRZRARALH. R I3 E 65
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H5HELRBRLESE®EAHLE.
52 36 b
A 3450 98 kK B A 6 k0 0 AL M T SR 4o AT
Ema s, LAGE, ATHANET A TASHORAEL
N TIOLTES I

S

AEBERARFERE, AT RAKPIG LES, THMERLL
B A A R kG W EAA T AR A R R R T AL WY
FPREAMEE LK THES T ERER. REFARA, TUA
AT &4 & b BT A 6 A A Aldrich 46 5 2 8] (Milwaukee,
Wisconsin) ¥j 4% .

¢ A4 oy ) %

WA 424 -XEAKKEX 1(a)

¥ LK K.CO, (416g, 3mol) mA 4-3%-4" -F KB X (300g,
1.2mol). 1-At4 &5% (234ml, 1.79mol) F» 2-T & (600ml) &5 R4
b, ZR B RASWER 44 08, AEF TLC(85:15 Tt /EtOAc) ¥+
EREOLTAHAE. KiZRAHAHEYL 30T, A CHCL(600ml)
WE, REE. ERMLOZERK, M NaCl KiFk Lk
#, A KK NaSO, Fig, TE, KEREFRFIAAK. ZEHKE
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WAESFH, BEZH 2L kA6 BIRR I & AR X T A 84K %,
R RE, REAGAZ T FRIA. KE: 340g(88%) & &8 XK.

F—RFERNE4E-4L-REAKE 1@a):

B 4-8-4 -F KB X (12. 5g, 50. 2mmol) /e A NaOH (2. 28g, 97%
%%, 55.2mmol) #5% & -F K% % (150m1) ¥, FEHMA -84 XK
(11.9g, 60.2mmol) F= 4t vy T 4 (0. 82g, 2.51mmol). ZEREWE
%CT&#375¢H AR BFKEMR. RE, MERM 4317,

}‘i%ﬂ“}“m‘o&ﬂii}i ’}%'TAII:C %‘%:Tx/‘i? &)é?&dg ﬁ'][g]'ﬁk,
Eﬁlé&%%rfc%:&, AEEERGPpHETH, REE3OCTEATHE
b B 16 A B

B 15.41g (96%) #952. Rc0.5 (97:3 24t /Et0AC) 'HNMR: 8 0.93 (t, 3H,
J=6.9Hz): 1.41 (m, 4H): 1.79 (m. 2H): 3.97 (1, 2H, J= 6.6Hz); 6.98 (m. 2H); 7.23 (m.6H).
BCNMR: 814.03;22.43;28.22:28.98;68.12; 114.91; 120.71: 127.93; 128.27; 131.77,
132.24: 139.82; 159.03. MS(FAB"): m/z 320. IR(CHCl,): 2960, 2936, 2874. 1608, 1518,

1485, 1475 e’ & C HiBr0 ¢4 4-47: 3+ F-4h: C, 63.96; H. 6.00: Br. 25.0;5 ;|44 : C,
64.10; H. 5.97; Br, 25.28.

W& 4-# B (boronic acid) 4 -XEAAIKXK 2(a):

£ N, F, &4ts4 1(a) (100g, 0.31mol) A& T FiLEk
(MTBE) (1L) P #5% (-20C)RAH T4 B # mw £ T A 42 (150m1 2. 5M
EFi@i&, 0.37mol), F B 4&NIFRELE-19C £-18CZ 1. A

FRABAE-1TCHR-16CZRBH 3.5 D, FEXRITEEER.

KizE kA I E-T8CH A 100nl LK THF #H#, FA e &k, &
Jo, BEATALSDEANFM=F&KEMEE (145m1, 0.62mol)
A£ MTBE (200m1) ¥ 694 (-78C) % &, FAHBFEFRA L BEAL-T8CH
~T4CZ 0, iR EEMAE-TSCTHBE 1.5, REHLE1
DRI E-50C, REBREAFE, FHizRASWHEI TR (16-21
DB, FABERIE. FHRAWA 2M HC1(1000ml) A A3k 5 4
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4, RERMSERNELELE, ANERETRAANKGY. %K
44 JA MTBE (100ml) ##, £ 4% M gk (800nl) #HHF 2 & &8 K,
Haad R k45 &I A &K (300ml) #h% 3 K.

P& 88g(98%). R,0.45 (95:5 CH,Cl,/MeOH). 'H NMR: §0.92 (m. 3H); 1.41
(m. 4H); 1.80 (m. 2H); 4.00 (m. 2H): 6.99 (m. 2H); 7.45-7.63 (m. 3H): 7.67 (m. 2H): 8.24
(d. 1H. J=8.3Hz). "C NMR: 14.01: 22.26; 28.03; 28.77; 39.61; 39.89; 40.17; 40.45; 67.82;
114.77:125.32; 127.83; 132.93; 134.84; 141.88; 158.71. MS(FD"): m/z 284. IR(CHCL,):
2959. 2952, 2874, 1606. 1526. 1500 cm.

F &Y 3(a):

CH=C
Q / \ Q OC:H”
o — AR

3(a)

TR (174ml) o & B 75 % (20m]) @ *F 5 ik A hm 20-30 # L2 6
AN FHRMmBLA 3 K. 2M Na,CO, LT HA. BF X/ AR
# (97Tml) m N 4-AER K F B F &7 (14. 12g, 53. 9mmol) e ft &4
2 (a) (15. 0g, 52. 8mmol) ¥R &GW ¥, HFH MAZI B A 2M Na,CO,
Kk (29m1, 58.0mmol). PfEFRAMALEEN THA 2L, HK
20-30 47, 3= F M N\ B ER 48 (11) (0. 24g, 1. 1mmol) F= = K FL A% (0. 84g,
3.2mmol), RERMAWMK., ZERANREGWHWAENTEIRKS I,
FAEARGZERAGY. FERAGMAFHE23CHEBRRE, LEdid
EACE, WA A PR (123ml). 2:1 MTBE/EtOAc(143ml). * & F 4
(123m1)#2 2:1 MTBE/EtOAc (42ml)#t %, KRG A 5CTFAATHEHA
8 16 B g & 18. Tg(94%). R: 0. 48 ().

'HNMR: §0.93 (t, 3H, J=6.80Hz); 1.42

(m. 4H); 1.81 (m, 2H); 3.95 (s, 3H); 4.00 (t, 2H, J= 6.48 Hz); 6.97 (d, 2H. J=8.52Hz); 7.55
(d, 2H. J= 8.52Hz); 7.66 (m, 6H), 8.10 (d. 2H, J=8.20Hz). MS(FD"): m/z 374. IR(KBr):
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2938, 1723 cm™ 24 CosHau0s 89 47+ F4f: C.80.18; H. 7.00:5 R 4: C, 79.91; H.
6.94.
&SP 4(a):

4 (a)

.64 3(a) (80g, 0.21mol). SMKOH(160ml) Foifft.+ Sk =
¥ 4% (4. 8g, 0.013mol) &£ =W % (800ml) P9 R4 @k 3 I iF, &K
JEE#HEI0CHITERFHEGEBEKR. ZBEKRM L0 2k 3 K (FX
500ml) A L 4EAL R o K % sk, P44 R A DME (500ml) & 32, v
A 6M HC1(100ml) ¥ %% #% 6 pH A ¥ £ pH. FIERESWEIE 30 5
o, FINEREE pH A RELEHBRE, REAFiFLE. AR
AKX A MTBE (400m1) A= 7K (4x400m1) #b%, HF AW A 6&HK
AP, KFE: 76g(98% £),

'HNMR & 0.89 (t, 3H. J=
6.82Hz), 1.38 (m, 4H), 1.73 (m, 2H), 3.96 (1, 2H. J= 6.3Hz), 6.95 (d, 2H, J=8.56Hz), 7.57
(d. 2H, J=8.54Hz), 7.64-7.74 (m, 6H), 8.00 (d, 2H, J=8.21Hz), 8.09 (s, 1H). MS(FD") m/z
360. IR(KBr): 2958, 2937, 2872, 1688 em™. 2} CoiHa0, 89 47 : 3+ A45:  C, 79.97: H.
6.71;53 W44 :C, 80.50; H. 6.77.

&1 e 4(a) ¥ HOBT &S :

A. 7% & HOBT P &% B BS

W # IR F =4 K E&4 (200g, 1.48mol) 4£ £ 7K CH,CL, (1. 5L) ¥
WA OC)REWFTLEEBMA LK ELN(268nl, 1.92mol), F B E#
mEA 0-10C, HEHMmANFPaEL (126m], 1.63m0l), FHAEEER
EAEO-BC.MAREHAIC THIF I, FERAMAK(2x1.2L)
A diK (L 2L) k. At B v A M E ORI E RS 33 B K. 3%
[E] R A CH.C1. (100m1) A= & bt (1L) ¥ £ 45 dhy. & di@d RIEKEFA
EFA LG ERRAL gk, REEGAEZ (0.5 mHeg) FFEAA.
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B A 245g (78%). R, 0.55(1:1 T /CH.CL,).
'"H NMR: 6 3.58 (s. 3H). 7.46 (1, I1H.I=7.60Hz), 7.60 (d. 1H. J=8.28
Hz). 7.65 (d. 1H. J= 8.56Hz). 7.68 (d,1H. I= 8.20 Hz). 8.05 (d. 1H. J=8.41Hz).
B. % & HOBT B (44 5(a) )
A% 4(a) (50g, 0.14mol)Fo Lk A 34 F A7k 6540 A (364,
0. 17mol) 4 DMF (650m1) F 49 &~ £ N, T ¥ mw Et,N(25m1, 0. 18mol)
HATRE, FERADATRETHME 48, AZARIE TLC(95:5
CH,Cl,/MeOH) M Z i A I BB E A T. S AYBREBHTH, —
ROy BRERSW(~3FH)S A 3ml 1:1 4 CHCL/THF #H &8 = £
BEAGBYIER. BARRSHREATE GO HE, AKX
(500ml) B, A HE (BA BAEH)AK (500nl)HE &M EH
JA69 MTBE it 8. Z B4/ MTBE(2 x 400ml) # % F AZ THRFHG
BEERNEABEK. 2E: BBRTAET THF L B LMK
AL ETH. K 61g(92%). R 0.68(1:1CH,CL/TH). 'H
NMR: & 0.93 (1, 3H,J=7.0Hz), 1.42 (m, 4H), 1.81 (m, 2H), 4.00 (t, 2H, J=6.53Hz), 6.99 (d,
2H,'J=8.6Hz), 7.42-7.59 (m, 5H), 7.71 (dd, 4H, J=13.91Hz, 8.40Hz), 7.86 (d, 2H,
J=8.30Hz), 8.11 (d, 1H, J=8.31Hz), 8.35 (d, 2H, J=8.33Hz). 13C NMR: 6 14.03, 22.44,
28.18, 28.94, 40.10, 40.37,68.11, 108.45, 110.11, 114.95, 118.71, 120.48, 123.04, 124.94,
124.99, 127.00, 127.23, 127.51, 12;1.73, 128.06, 128.82, 128.86, 131.35, 132.30, 137.15,
141.43, 143.54, 147.85, 159.15, 162.73. MS(FD"): m/z 477. IR(CHCI,):' 2960, 2936,

2874, 1783, 1606 cm. #% IC3H;,N,0, 84 447 : i ¥-4ii: C,7545; H, 5.70; N, 8.80;
R4l C, 75.69; H,5.58; N, 8.92.

HEH AR 6(a):

AEAIBTERAESTA. 44% 5(a) (11g, 23mmol) Fo b
% 6 (a) 69 4 (3L & R b £,-HPLC &% 8k & % 92%, 19. 25g, 22. 2mmol)
XA DMF(275nl) ¥ 65 R4 WA N, TRH# 4 8 ( A3 HPLC 8%
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FHERHOLTEHHR) . AREGPWEAIHEELRIE, EHRAESIT
TRERGAETAKD GH K. K% 8K 4 4 MTBE (500m1)
oty Ko, RBXATLERKEFTFTRFE 21g B K. ZH
B R Fo A K, MY R QCOmD) A RERK S5 454, &
E(EEEE), A MBEUOOnL) ik, REALZT THRMAR % E EK,
¥ &: 23g(HPLC 27 46 B 24 95%, 4% & B 18=7.79 54F).

A—rw, TAERAITEHFRRE (1.1 Z2)HATHA, SHE
HPLC 2 = R p i A L F 45, ¥R (10gH K)o mA R A N
BHEN 91 REB/ KR4 (60nl)F. HaEL (2.5¢ FLEA 9:1
A/ KREHRE)MASFETRY. BFE 2085, ZRAE
AT EFLIR LA 91 B/ AuE)TE, SKHA 9:1 &8
/7K (10ml) # R, HERERBAREA LB T K (200n]) & B4k P,
FlE ZRe R FRTEGR. ZREETREKRE, A
H,0(4 x 26ml) 72k, RELAERTASTTE. K& 6.81g(HPLC
BFREEH 9TY).

%A AR & HPLC & 3% k3t — & %46, R 0. 29
(80:20 CHCI1,/MeOH). MS(FAB"): C53H,4N;0, 9 m/z, HAE:1140.5141; 55 M{44;
1140.5103. IR(KBr): 3365, 2934, 1632, 1518 cem™.

25 4 ) )

T o gaabl METRKELHGHMNAZ G HEF . X FEh4
AT AT o7 X PR R K 80 6956 B OF AR B AF X AR o) I,

THRAMATFEA THEBRFECHAHE. Lo 6(a) e A
vl R LR EGEARNFAZMAR LSS R
(as—is) ” HPLC &k # Z.

Z A ¥ o50ml O. IMATHBR L 4 & Ak ey pHiAY £ pH4
Jo, MmN 2.5g B ELELRS 80, KA RAMRASLEREMR, B EM
ANlgH &0 6@ (BN, BB RAVWRSHLEER, B
N 3g HEEE (BEM) fo2g HEHE (BLH) . HERES
VHRRRECALEREMB. MR ERESEMRTMAAHSFE 100nl. F
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GERA M BEEHBAETHMP, REEAE TR FAT.

FHEB A INAANAEZRRE 0.3005g BE B &) 50m]l KIE &R &
pHA ¥ % pH4. 0. — A RA—L A 2.5 B LA AEE 80 = 5. 0g H
EHE (BEN), BAERGYRSALEEMR, BE5MAN 1gihsds
W6 (EN). ViBREWRARLGAEER. MBEREL T
FRAKHEZE 100n], W&, RERALHEHM T, XEETHMAT
ALK TR A TFRELSCTTHA.

FiEC A 10%AAMiEE 0.113g B AR (tartaric)
8 50m] K6 pHA Y £ pHd. 3. — BB — A A 2.5g Bl 4L
BiRs B0 RAAZEM. Wi ERWBERIKE 5-15T, EHMA
BERPHRAEY 1gb446@) EM). IRREGDRARAAR
SHAEER, BEMNLOgRHE (BIZHN) 5. 0g HEHER (¥
TH) . ARGV AARSGALIER. MRERELEZM T AKX
AEEE 100ml, Xk, RERAINEHMA Y. ZLEFHBRTAES
ATFBEMNFAFRELELSCTHA. |

THHEMERS 12TAREERBREXFEAFRBHRTHLE. &
T ATFHRAARIMAHMN TR, AR 1B ENEET, AT
HETHAHE () RED) A ng/ml; CAREITHE; YREAL;
N EE: Man R EHEHE, Tre KEFEE, Col. KE M IRy 4f
K4 (collapse cake) ; CREFHRIE;, BAKREKN M, BRE
%R PEGAR T B PPG AR A B, SAREKBZHN, Ace &
B ER 3k, Poly 80,2 %y ZLEEE5 80; Com ZALA#; Suc 2 & 4%; His
XA E; Sur RAEMEMRA,; Lac AW, Fru LR 4; TALAB LG
B, AA % L.
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* 1

Ex- Comp Poly 80 BA B SA Col.
No 6(a)

1 1 2.5 Man (3) CA(0.960) Tre(2) Y
2 1 2.5 Man (3) CA{0.960) Suc(2) Y
3 1 2.5 - CA(0.960) Suc (5) 4
4 1 2.5 - CA{(0.960) Tre(5) o
5 1 2.5 - - Tre(5; ERH
6 1 2.5 - - Suc (&} R4
7 1 2.5 - - Lac(5) e
8 1 2.5 Man {5) - - N
9 1 2.5 Man (5) - Suc (1) N
10 1 2.5 Man (5) - Lac (1) N
11 1 2.5 Man (3} CA{0.096) Lac(1l) N
12 1 Z.5 Man{5) TA(0.113) Lac (1)} N
13 1 2.5 Man {9) TA(0.113) Fru(1l) N
14 1 2.5 Man (5) - PEG 80006 (1) N
15 1 2.5 Man (5) - PEG 6000 (2) N
16 1 2.5 Man (5) - His (0.5) N

Suc (0.5)

17 2 2.5 Man (5) CR(0.960) Suc(0.5) N
18 1 2.5 Man (%) CA{0.960) Suc (1) N
19 1 2.5 Man (5) AR (0. 3) - N
20 0.1 2.5 Man (5) AA (0. 3) - N
21 C.1. 2.5 Man (5) AR(0.6) - N
22 0.1 2.5 Man (S) AR (0.06) - N
23 0.1 2.5 Man (5) CA(1.92) - N
24 2.1 2.5 Man(5) Ca{0.19) - N
25 0.1 2.5 Man (5) CA(0.960) - N
26 0.5 1.25 Man (5) = Lac (13 N
27 0.3 2.0 Man (5) - Lac (1) N
i@ 1 B Rk m

AR

AU RAETRTAIY nl MXER(AELET AT G AT E
R, HREEFEEN. ZFHMNKXELZHN) & 50ng LE44 6(a)
MNEFEHAT FRAT, FREFRZIRAFREITEHEK., RS
SATZTERGXETATHN. ARSI TARGRXET T HMA
50mg &4 6(a), IR FEARITRY. TLZLHE, AHA
RETAMNBT ALK, AR SHE 1), i bdk, TE
JF# AT R & HPLC 447, A Z & nl mi&k TS 6 (a) 65 4.
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Sur (s) [Sur] Comp6 (a)
A
X - <0.1
Poly 80 5 1
Poly 80 10 4.4
Poly 80 15 7.2
Poly 80 25 13.2
Poly 20/ 5 -
Poly 80 5 4.8
Poly 20/ 5
Poly 80 10 8.0
TR SR ih
{cremophcr™ EL) 25 11.0
FPoly 20/ 5
pluronic™ F68 10 1.13
Foly 80/ 20
FELEA B4 20 43.12

VA ik TR R A AR M A A) B R %) HPLC £ T 40C T4 409
ARds. 2 Bl Ao 4 B ok BB B N A &6 A0 R R e 5 Sk AR
15 .

% 3

6(a) Sur B Ton. #| S5 ) EERE: S EX N
A (wgt&/vol)
(mg/ml) 0 2 4
wks wks wks
1 Poly 80(25; Cit(1.9) Man (50) - 3.42 8.91 | 18.04
1 Poly B80(25) Cit(9.6) Man {50) - 3.36 9.25 17.28
1 Poly 80(25) Cit(18.2 Man (50) - 3.47 .70 18.02
)
1 Poly 80(25) Ace (0. 6) Man (50) - 3.15 11.37 19.44
1 Poly 80(25) Ace (3) Man (50) - 3.33 12.20 | 18.29
1 Poly 80(2%) Ace (6) Man(50) - 2.27 11.07 18.59
10 Poly 80(25) Ace (3) - - 2.51 9.46 14.38
10 Poly 80(20) Ace (£) - - 2.65 11.06 | 15.44
Poly 20(5)
10 Poly 80(15) Ace (6) - - 2.70 10.55 15.34
Poly 20(10)
10 Poly 80(5) Ace (6) - - 2.67 .77 15.57
Poly 20(20) )
10 Poly 80 (25) Ace (6) - 20% PEG400 2.83 9.69 14.35
10 Poly 80(25) Ace (6) - 40% PEG400 2.57 10.38 13.36
10 Poly 80(25) Ace (6) - 20% PPG 2.71 10.58 | 13.40
10 Poly 80(25) hce (6) - 40% PPG 2.72 9.84 12.65
10 Poly 80(25) - - - 3.62 18.71 | 27.91
10 Poly B0(25) - Man (50) - 3.68 16.65 | 23.68
10 Poly 80(25%5) - - 40% PEG 400 3.73 15.26 | 23.99
10 Poly 80(25) ~ - % PEG 3350 3.68 21.56 -
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% 4
6(a) Sur B SA BA % 3
o LEEXY
0 wks 2 wks 4 wks
1 Poly 80(25) Cit(l.9) - Man (50) 3.22 10.24 12.16
1 Poly 80 (25) Cit (9.6) - Man (50) 3.36 11.74 18.63
1 Poly 80(25; Cit(19.2 - Man (50) 3.37 17.29 | 22.61
)
10 Poly 80(25) Cit(9.6) Suc (50) - 3.60 5.4 6.01
10 Poly 80(25) Cit(9.6) Tre (50) - 3.73 4.83 €.19
10 Poly 80(25) - - Man (50) 3.%8 4.85 5.45
10 Poly 80(25) Cit(4.6) Suc(5) Man (50) 3.70 5.60 €.01
10 Poly 80(25) Cit(9.6) Suc (10) Man (50) 2,77 5.41 5.88
10 Poly 80(25) Tar(l.13 rru(le) Man (50) 2.49 - 2.42
)
10 roly 80(25) - Suc (10) Man (50) 4.2¢ §.82 4.45
10 Poly 80(25) - Lac(10) Man (50) 4.56 4.51 4.83
10 roly B0(25) - Lac (10) Man (50) 4.06 5.47 5.17
5 Poly 80(12.5) - Lac(10) Man (50) 6.42 6.98 6.8BS
g Poly 80 - Lac (10) Man (50) 5.99 6.16 5.7¢4
(20)
10 Poly 80(2%) - | PEG8000(10) Man (50) 3.97 4.23 6€.73
10 Foly 80(25) - PEG600C (10) Man (50} 4.13 q.47 £.11
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