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TYTY2ADERE

Eribulin Mesilate

* HyC—SOzH
H

C40H59NO11- CH403S : 826.00
(2R,3R,3aS,7R,8aS,95,10aR,11S,12R,13aR,13bS,15S,18S,21S,24S,
26R,28R,29aS)-2-[(2S)-3-Amino-2-hydroxypropyl]-3-methoxy-26-
methyl-20,27-dimethylidenehexacosahydro-11,15:18,21:24,28-
triepoxy-7,9-ethano-12,15-methano-9H,15H-
furo[3,2-i]furo[2',3":5,6]pyrano[4,3-b][1,4]dioxacyclopentacosin-
5(4H)-one monomethanesulfonate

[441045-17-6]

AREIERTDHEE, MR LML, =V TV
A VB (C4oHs5eNO11 - CH40sS) 95.0 ~ 102.0% K N A &
v ANVIR VR(CH40s8) 9.8 ~ 12.2% % & e,

HEEH

AITIMEORFIRFEZHT 20, FHEWERRIZB W
T, INHICERET 2B EREZ ST CE oz,
G R OE TREO PR L STRES BRI o &, fEEE
CHEMER K OSERE A I - EEE L, A OSSR
RET D Z &L AREOMEE IV T, FEREMEEE
TSR & RS U <1 B TR O KR K O R
THEIT 5. ZOEMEITRIEICTERL T\ 5HC340LD
PERTH 5 HBWEBR OEBERWECE £ ZE0.22%LL T
F0.68%LLF & L, ZDMo Rk % & TR 2 s
PEBME0.10%) L F 35, ZOBE, LWk LA 2
ZRRH U CARBPE S LD HEIELA T O L 5 (T8 B % FEii
T 5.

{EEW 1 I2BWT, C3fr, ClIfid%&FEEER, Cl26i0
cisrolefin & ONE O i D ik 1 L % A 35 1 TE oD 0 B 7 i
0.10%) AT T B L. E, LEWATRBWTIXCLITNL,
C290r D4 FLMEAR % 0.80% LA T, C200L 0 FL:44 % 0.50 % LA
T, C25(Ld BEMEEEZ0.40%LL T & L, C23fL, C274r,
C34f7 D EMER, C18/C1IALD endo-olefin K OV Ot O FE %
WVE A ISR E O LR BEO.10%)U T ET5Z L.

=72 L, C17iif, C20(z, C25{r, C29\LdD FEIEMRIZ SN
T A1 LAY 200 % O T CHERS IR E O M B0 B
E0.10%)LL T, & O OBRFWE LR 2 IERR O LB 72 B
E(0.15%) LA F&RAET D Z &

Fo, TNHLOEEMIRCMEEM2% /R H L WEaix
LRUICHERL U 7B A TS .
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R, AREEEECTHWDZY 7 U R UV O E
FERUTICRT. AMPEFEIEEDEICHIE L THWS
NoHHDOTHY, ZNEIFELDORES N DHEERS &
BEELPE AR,

31
H3C <

* HyC—SOzH

T T A VIR O RE B O EE 5

HiK ARTACROHETHS.

ASIAK, A% =, =& ) —=1(995) KT A F /LA
JLARF Y RICETROT 0.

ASIRIBETH S
RAER

(1) ALOEEBIRIE AT MVEIEREAELA X ) —
MRTR(A—=20012 0%, BEEIE A~ FVHIE A EKSE
b A% 7 —)VITIRIET 2K F KA NI E L L, 20
AFIVEOFET T %S 3.3 ppm & L TSI 2~
FABIERE 20 12XV HENET A L&, §1.1 ppmflil
I EmROT 7T VA, § 2.7 ppmfTITIC L B O S LB,
6 2.7 ppm I —HREDO > 7L C, § 3.4 ppmfIiTic—E
WMo 7 FAD, § 3.7 ppmftiTic ~EHE DOV 7 FIVE, §
4.5 ppmATITEIC “EHARO T 7 FILE, § 4.6 ppmfHiTIC = HAR
DY TFNGKUE 4.7 ppmfHLic Z@HREO Y 7 FVHE R
L, &7 FNVOmEBEHRERA : B+C:D:E: F:G: Hix
FF3:5:3:1:1:1:1THBHF=7L, 400 MHz# L <
XRSELL B JE L CRIE Lz & X).

(2)  EEEQ) TR BURHAIR & OFEERK 15 pLic > X,
WOLMETHIEZ v~ L 7T 74— 201 (&Y RBREIT
I Lx, FURNATR K ORI D DS T- A & v AV IR VEED
B — 7 ORI L.

ARG

EREQORBR ST ERT 5.
VAT LA
ERIEQD L AT MEA AR T 5.

BERE 249  (a)2 1 —160 ~ —210° (Bik R OIS
BEL7-H D50 mg, YAFLALKRFTR, 10 mL, 100
(1) H=EERE HICHETD.

(2) HEEWE AKBK0.1 galBIcR&Y, WRIRIEIZIED
L, IEREIZ25 mLE L, RERARE 3 5. Bl 7 U 2
SOVERYEREE S (BB AR L & [FIRE D 51Ty (2.48) ZIIE
LTHELM0.1 g isIciY, WIRRICIE» L, EMEIc25
mLET 5. ORI mLEEMICEY, BEHRIKZINZ CTER



84
85
86
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89
90
91
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93
94
95
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97
98
99

100
101
102
103
104
105
106
107
108
109
110
111
112
113
114
115
116
117
118
119
120
121
122
123
124
125
126
127
128
129
130

131
132

133
134

{2100 mL& U, FEMERK L T 2. dUBHE TR M OREHEIS IR 5
pLTOZEMIZE D, ROFMTHEI v~ v 7T 7 14—
01 IZXVRBREAT S . REHRIRO %K < OHBRME O v —
7 AR A R ORI O ) 7 OB — 7 i As%x B8
BMEICZVAEL, RAUCLVEEWEOREZRD D L X,
T 7Y AT D AR R FR R K 0. 20 D JEIR M H A D B
0.15%LLF, K0.87TDHFMEBD ®IF0.22%LLF, #1.07
DEIRWECHOEIF0.68% LT, K1.200HBE M EADO &I
0.50%LL T, K1.3TOHGMEEDRIT0.15%LL T, #1.67
DIEBIEFDREIZ0.19% U T TH Y, T OMMOIEBRME D
#T0.10% U FTH D, Fiz, HEMWEDOEF#IX3.0%LL
TThH5.

JEBAMEL D (%) =Ms, Mr X Ar/ As

Ms : BAKICHR L7 U 7' v A 3 VR FEHE 5L O R
& (mg)
M BRI U 7= AR OFF R (mg)

W Kk v~ o7 40—R7E =YL/
U U ERIR (6500 : 3500 : DD =T v E =T 7K(28)
(1—5) X% 1 mol/L¥gHERRIE 2 i %2 TpH 6.9 ~ 7.11Z7
YD,

RS
Wy, BT L, b7 NEEE, BEELOWEEILE &L

(D ORBEGF2ERT 5.
TR ERH - B Y — 7 0% N HIEAESS £ T
VAT LA
VAT AOMREIXEREREQO VAT AEEMEEYER T
5.

W ORERR - FEYER] mLA EREICE Y, WK EZ N
Z CIEfEIZ20 mLE 3 5. ZOE5 L 6&-xY
TV O =7 HED, BERROT) T o —
JERHD3.5 ~ 6.5%2725 2 & BHERT D

AT AOEBUE - EEEQO T AT A A R A
WIS pLIic &, EROSMCRERA 5EM D R &
X, =V TV o —7 mEOMHEERZIT1.0%
UTThb.

(3) ZRBGEE BICHET D.

K5 248  3.0%LL RS0 ~ 50 mgZ HE#ICED, Koy
WEMA A S 7 —V5 mLIZEENT, ZO#k1 mLu EfEIC®RY,
REBREITH . BEMER.

EEE
(1) =V TV AVVER KEKOTY 7Y oA VER
WA v L (BR AT & RERO HIE TR (248) ZHIE L TR
K01 gT2EREICEY, THRENEIEMIRITIENL,
EfEIZ25 mLE L, RBHATRK ORRHERIR & T 5. sRRATK
K OMEERTRS pLT™ 2% EfECE 0, KOS Tkiks v
~ N NTT T 40— 01 IZXVRBREITV, TRENDOERD
U7V U OE—7 HEA K CAsE R IET .

U 7Y A Y EEH (CaoH50NO11 - CH4038) D £ (mg)
=Ms X Ar/ As
Ms : BAPICHE L U 7 ) v A S OVERIATE § O FF
& (mg)

135
136
137
138
139
140
141
142
143
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145
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148
149
150
151
152
153
154
155
156
157
158
159

160

161
162
163
164
165
166
167
168
169
170
171
172
173
174
175
176

TRIRIE - KWk v~ v 75974 —HT7® b=FU L/
U UEEIRIR(6500 : 3500 : 7) (iD= T =T K(28)
(1—5) X% 1 mol/L¥GEAFAIE % i %2 TpH 6.9 ~ 7.11Z7H#
YD,

B Gt
2% - SRIMRESEEE R G E I 200 nm)

BT A N3 mm, £315ecmD AT > L AEIZS pm
Dk v~ N7 77 4—HA 72Ty ) by
UB TN FIET D

BT LRE  40°CHHI O —EIRE

BEMHA: N A A R RAZ ALKV BET V=T A
7.0 gZ /K760 mLICIEN LIZHEICY VB KET b
TFNT =0 MEEAT50) 3.0 mL& ONEIR 7 v
~h 7774 —MT7E =1V 1240 mLEMZ, #
W=7 =7 k(28 (1—-5) %1 mol/LiFEEHAK %
M TpH 6.9 ~ 7.LIHHET 5.

BEFEB: N 7L A T RAZ U ANVRUEET =T A
7.0 g% 7/K300 mLIZY¥E) L7ZKIZ ) VB KHET b T
TFNT =T AREAT-50) 3.0 mL, Rk v~
FNZ274—HT7E =KV AT00 mLEO2—7 1
R =20 mLEMx, =7 T =7 K28
(1—5) 3% 1 mol/L¥EfEIE % M % TpH 6.9 ~ 7.1
T 5.

BERORE - BEHAR OCBEIHABORE L EZ RO &
INTE 2 TR EABHIET 2.

HEATE DR BEEA BEEB
() (vol%) (vol%)
0~ 55 100 0
55 ~ 75 100 — 0 0— 100
75 ~ 85 0 100
85 ~ 86 0— 100 100 — 0
86 ~ 105 100 0

Tk - RO XD IZHIET 5.

AR DR B
) (mL/4y)
0~ 55 0.50
55 ~ 75 0.50 — 0.63
75 ~ 105 0.63
VAT KA
VAT LOVERE VAT ABEAERBA=Y 7Y Ay

NI IR B CEEYE 2 mg & VAMRIRICYA )L, 50
mLET 5. ZOELl mLICT Y 7Y > A L VR HE
§h20 mgAE M 7=, WMIRZEMZ ML, 5 mL
LL, VAT AHEEWRBARKE 75, VAT Al
APERBRMIANES nLic o %, FROSMETHRIET S
Lx, 2TV, BEMECOIREIZELL, 205y
BEEE X150 ECTHD. £z, =V TV DOE—I 0D
BB KR O A B Y —R T, £ 11135008
PLE, 15T THD.
AT LADOHEBNE . AT AEAERBR RS plic
2%, FREOKHETHRBESEMRYIETLEE, =T
U O — 7 mEOHMEERZEZ1.0% U T TH 5.
(2) RAZUANVKUEE KBS0 mgx EHICRED, Bl
WARK v~ 7 F7 4 —H7 % b=tV VIRIKEA3 = 7)
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201
202
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205
206
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208
209
210
211
212
213
214
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216

IR L, EEMEIZ10 mLE L, BERARET 5. BlicA & v
ZOVIR VKIS0 mgA S IC R Y, BEE, ks u~ RS
77 4—MA7% b= MU LRKEAS : DITEM L, EREIC
100 mL& U, EHERIRE T 5. sRBHATR &K O HEETR 15
PLTOZEMIZE D, ROEHTRIEZ a~ N7 T 7 4 —
(200 IZRVREBREATVY, ZRENDRED A F 2 ALK T
DY — 7 A P AsHEPET 5.

A % 2 Z )k i (CH4038) D £ (mg)

=Ms X Ar/As X 1,10

Mz : A X2 2R CHEOFRE(mg)

RS

g BRASEE RN

BT A NEE4.6 mm, K I25 emD AT L AF|TH
wmOEE s e~ N7 4 —fAT7 I Faeirvy
ME Y PNV EFRIRT 5.

BT LRFE © 40°CHHE O —E iR E

BN U VERTKET N U U A—IKFI#2.8 g% K950
mLIZE2 L, Vg1l pLE Nz, SEICSCT,
TIZYU VERENZ TpH 4.2 ~ 4.31CFHE& L7, 50
mEOW K7 o~ 777 4—HA7 & =k U JL5E0
mLZEMZ5.

W : A F AR RO RFIRE 396,557 12 78 5 &
IS 5.

VAT KA

VAT LOVERE  BEERIR LS pLic 0¥, ERROLKMGT
BET 2 L&, AZURANLKRUFBEO Y — 7 OFGHEBH
KO A MY —{2¥1E, £ 1200080 F,
0.7~15Th5.

AT LOFEME - RS pLIZ o &, ERROEMt
THEBRZ 6V IRT L&, AZ LV ANVRVBOE—
7 HRE O SHENER Z123.0% L F TH 5.

Brik
1RAESME YL T—65CUL T TIRIET 5.
K KBRS

Z Dt
LA : (2R,4a5657R85,8a9-7,8- £ A{(1,1-¥ x F /L
TF )T AF N U AE R -6-[(182H)-1-{(1,1-2 A F v
TF IV AFAL YN X )-8-9— R s8-2-m-1-A
WA 7 Ze Rae'T /[3,2-DE T -2-A LIEEE A F v

217

218
219
220
221
222
223

224

225
226
227
228
229
230

231

232
233
234
235
236
237

a2 : 3-12559-5-12-[(2S4R6R)-6-(1(25.354R5R)-5-
[(29-2,3- £ 2{(1,1-F A F AL ZF L) AF LT U AIFF o}
Fa e ]4- A FFT-3 (T ==L ALK = ) A TF LT R
St Ra7T -2 A NAFN)4-AFN-5-2AFVF T K
St Fu-2HEI -2 A NV]ZFAL4-AFVF T hS5¢E
Kr 7722 AN T as-1-4—)1

OH

H3C
3% CHs
R=—Si

><CH3
CHj

HaC

HigmEA : (1R3S85118514S516R,18R,2085,22R,23R,
245,28 R,315,335,34R,355,379-22-[(29-3-7 2 /-2-& Fu
X 7Fu]-34,37-P RE ¥ -23-4 ¥ -16-2A F -
10,17-2 A F U 5 --2,21,32,36,38,39-~F% Y F F Y~ 7 ¥
T 7 1 [26.6.2.1%% 1311 11418 0202 0P ) ;R Y T a L
-5,26-UA

HixmEB : 2R3R,3a57R8a859510ak 118512k 13akR,
13bS5,155,185,215,24526 R 28R,29a.9)-2-[((2R)-3-7 I / -2-
ERrXy 7 n]3- A F&x 262 FL-2027-F A F Y
FoaFHate Fu-11,15:18,21:24,28- F U =R ¥ -7,9-
T 7-12,15- A % /-9H,156H- 7 1 [3,2-17 = [2,3":5,6] & 5
4,3-b1, 44 x>y ao g ay -5(4H-4
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239
240
241
242
243
244

245

246
247
248
249
250
261

252

253
254
255
256
257
258

HixWHEC : 2R3R,3aS7R8a59510aRk118512k,13akR,
13b5,155,185,215,24526 R 28R,29a.9)-2-(QR)-2-7 X / -3-
EReXs 7 n]3- 4 F& 262 F1-2027-2 A F U
F X ade Ku-11,15:18,21:24,28- b U =R F3-7,9-
=X /-12,15-2 % / -9H15H 7 1 [3,2-]17 v (2,356 5
24,3-80[1,4 A F Yy aX g a5 H-F

H%HMED : 1R2535455S56R11514517S19R21R,
23S5,25R 26 R 275,31R,349)-25-[(29)-3-7 3 /-2-& Fux
ZrEL]-25-PE R %-26- A b F-19- X F/1-13,20-
PAF VY T -24,35,36,37,38,39-~F Y A F Y ~T X0
[29.8.1.1%6.1% 1" 117 0% ) 7 R U T 3 & 2 -8,29-
g

HRMEE - (1R25,3545,55,65115,145175,19R,21 23S,
25R,26 R 275,31 R 349-25-[(29-3-7 2 /-2-t FuXxi 7

EL]-2,5-U RE ¥ -26- A k% -19- A F/1-13,20- ¥ A

F U 72 -24,35,36,37,38,39- ~F ¥V A XY~ T X s

[29.3.1.1%6.1%3 111 1172 0% ) - K Y 7 3 & 2 -8,29-
e

259
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261
262
263
264
265

266

267

268

269
270

271

272
273
274
275
276
277
278
279
280
281
282

283

284
285
286
287
288
289
290
291

JUBBZKFRF b D L—KHIY NaHPO, -

TSI TFALTUEZDLY VBEZKRE

HixWEF . 2R3R,3a57R8a859510aRk 118512k 13akR,
13bS5,155,185,215,24526 R 28R,29a9)-2-[(29-2,3- Pt Fu
XL NS A FFT26-ATF L2027 AF YU F
FH P Fr-11,151821:124,28- k U =R F 2-7,9-= &
J-12,15- A % ) -9H15H- 7 2 (3,217 u[2.,356/ 5 /
[4,3-B[1,4 VA F 07 a2 as o-5(4H-F v

9. O1 BEZ(1)DEIZKEFLEMTS.

T U 7Y A VR Y
VAT LEAMRBRA T U 7Y A L VER IR CREYE

9. 41 RE-GLREDRIZRELEMTS.

FUTLABAZDRIVKRVEET VBV L ABORR XL

fEmEm R TH 5.

BB AR oZ, RN ARZ FVRIERE (225)

DATRIEICE W HIET 5 & &, #%3190cm™, 3090 cm’,

1227 cm™, 1164 cm™ K 001032 e MR ICRIN 230 % .

H.O0 Adhix

HEOREF UTFHMEOBRET, BRIZL Y OMfET 5.
AREIIAKICETROT L, =& ) —/(99.5)IT1F & A EiElT

72,

p H (254)

~45Th5.

AHh1.0 g /K20 mLIZIED LT-iE D pHIZ4.1

LT DR -FREERDLS/IZHDS.

(C4H9)41NH:PO4
HEOBHET, KIZRORPFETRTV. 72720, =Y T YR
UVEBRICAWDIEEE, T2 7Y U ATVERE ) OHME
REQ@QDO AT AEEWEAER L CGRBETI) L&, 7T
Dy MASICHET A E— 7 OFE &0, EHEEEN S5
NHTV T DOE—T OEIDOHFELL T TH D,

BE 97.0%U k. EEER AMLS gEMHEICEY, K
80 mLIZ¥E /L, 0.5 moVL/KEE{kF F U U LK CTHE
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295

296

(2500 ¥ % (BALEMED). FEEOFIETERBREIT, #
ETS.

0.5 mol/L/KE b7 R U ¥ A%#K1 mL

=169.7 mg (CsHo)sNH:2PO,4



