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Eribulin Mesilate

* HyC—SOzH

C10H59NO11- CH403S : 826.00
(2R,3R,3aS,7R,8aS,95,10aR,11S,12R,13aR,13bS,15S,18S,21S,24S,26
R,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 (C4oHseNO11 - CH40sS) 95.0 ~ 102.0% K TN A &
VAR UE(CH40s8) 9.8 ~ 12.2% & & e,

HEEH

AITIMEORFIRFEZHT 20, FHEWERRIZB W
T, TNHICERNT 2 BMEREZ 2 TEFHMECE Rz,
i OGS TRE OB & TGRS - RH R Ic D &, Sk iafe
TRV KL OERE & HIHE - FEL, AR OSIIEHEEZ IR
AET D Z L AREOSEFHIRIKICRBW T, TR RS
TSR & RS U <1 B TR O KR K O R
TEMT L. TOEFEITFIEEHE LT 5 BAER(C340L)
ThHEBFMEBLOEGRWECE T NE0.22%LL T,
0.68%LL T & L, ZDfho ALK % &L fHininE & i iE R E
BIE(0.10%)AF & 9%, ZD, {bam1k M2t
L CARMPEE SN DG TO X 5 ICEE Eid 5.

LA 1I2BWT, C3fi, CLILOK MK, Cl2fi(cis
olefin) & "% D il DG E % M1 R E BE(0.10%) & 35
e F 7, ALAEWATRB W TIXCLITAL, C29h D4 BAER
%0.30%LL T, C2007FMEKEZ0.50% LA, C257 0 Sk
%#040% LI T & L, C23hL, C27{ir, C34hL o H (K,
C18/C19fiz(endo-olefin) & N % Dt O XEFZ ) E % H i Ik & B
H0.10%) T 52 &.

7272 L, C17{z, C20f%, C25(, C290id EIEKIZ DN
TIHEEW LR ML A W 2000 0 TA2 CHk & R & BIE LA T
(0.10%), *OMOMEZEDE TR EMEOMIE0.15%)LL T &
PRAET D Z &

Flo, INHOEMIK AW 2% fEH LR WA T
RIS HEIL U - B A FE TS

ok, AREEECHWDZY 7Y v A VABREON B
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BEUTIORT. AMNEFEIEEYEICLIE L THYS
NHLOTHY, TNETIULFELADDHRESNAMEE T L
BEEME 172\,

31
H3C <

e H;C—SO3H

T T A VIR O RE B O EE 5

B ARTAROHETHS.

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

ASIRIBETH S
(1) ALOEEBIRINE AT MVEIEREAELA X ) —
NMRIR(1—=20012 0%, BEREEIEE A~ N VHEIE I EKSE
b A% 7 —)VITIRIET KB R A NI E L L, 20
AFIVEOFET T %S 3.3 ppm & L TSI 2~
FAHIERE @20 ICX W HERES S L&, §1.1 ppmflil
I EmROT T FIVA, § 2.7 ppmfTITIC L EREO T S LB,
6 2.7 ppmFHEI—HRED > 7V C, § 3.4 ppmfHiTic—&E
o7 FAD, § 3.7 ppmfiTic ~EMHRE OV 7 FIVE, §
4.5 ppmATITIC “EHARO T 7 FILE, § 4.6 ppmfHiTIC = HEAR
DY TFNGKRUE 4.7 ppmfhiric Z@EREO Y 7 FVHE R
L, &7 FNVOmEE#RENRA:B: C:D:E:F:G: Hix
1F1¥F3:2:3:3:1:1:1:1THH(G=7ZL, 600MHz# L
IFEZEL Lo EFEECRIET ).
(2)  EEEQ) TR BURHAIR & OFEER 15 pLic o X,
WOSKETHIKZ o~ 7577 40— o1 12X vikEra
119 &, FORHAIR K ONEEIRIR D DI To A 4 2 AV Ik
B — 7 ORI L.

RS

EREQORBRSEEEZMERT 5.
VAT MEA
ERIEQD L AT MEA AR T 5.

BERE 249  (a)2 1 —160 ~ —210° (Bik K OBLASD I
WEL7-H D50 mg, YAFNLALKRFTR, 10 mL, 100
(1) H=EERE HICHETD.

(2) BEWE AHK0.1 gZBICRY, WIREKIZED
L, IEREIZ25 mLE L, RERARE 3 5. Bl 7 U 2
OVEEERERE S IR A S & [FIRR D Fik TRy (248 A RIE
LCTROMO0.1 g fBImIcEY, BWIRKICENL, Elc25
mLET 5. ORI mLEEMICREY, BEAREEZINZ CTER
12100 mL& U, BEEEKE 5. BN &K O HERTRS
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134

pLTOZEMIZE D, ROFMTHE I v~ ~7 T 7 1 —
01 IZXVRBREAT S . REHRIRO %K < OHRME O v —
7 R AN CBHESIR O ) 7 ) D ¥ — 7 i As % H &)
BMEICZVAEL, RAUTLVEEWEOREZRD D L X,
Y 7Y AT DA R FR R K 0. 20 DS H A D B
0.15%LLF, KI0.87TDHFMEBD&®IF0.22%LLF, #1.07
DEIRWECHOEIF0.68% LT, K1.200HBE M EADO &I
0.50% L0 T, KI1.3TOHFMWEED E®IF0.156%, #I1.67DHH
BEFD®IT0.19% U T TH Y, ZTOMOBHBZEWE O &I
0.10%UTTH L. £, HEWEOAFEIFZ.0%LTT
H5.

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

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

W - Kk v~ o7 40—RA7E =YL/
U U ERIR (6500 : 3500 : DD =T v E =T K(28)
(1—5) %1 moVLifieskik & N % TpH 6.9 ~ 7.1
YD,

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

D ORBEGEFE2ERT 5.
TR ERH - B Y — 7 0% N HIEAESSE T
VAT LA
VAT AOMWREREREQODO VAT AEAEMEEYER T
5.

M OMER - BEYERRIR] mLA ERICEY, AR %N
Z CIEfEIZ20 mLE 3 5. Z OS5 L 6G-xY
TV O — 7 HEDN, EERRO=Y) T v OEr—
JHFED3.5 ~ 6.5%I7D Z LRI .

AT AOEBUE - EEIEQO AT KA A R A
WIS pLIic &, EROSM CRERA 5EM 0 R &
&, U7V rOY—7 EEOHIHEERZEL1.0%
UTThb.

(3) ZRBGHEE BICHET D.

K5 248  3.0%LL TGRS0 ~ 50 mgZ HE#ICED, Koy
WEMAA S 7 —V5 mLIZENT, ZO#K1 mLu EfEIC®D,
REREIT ). BEWEER.

EEE
(1) =V TV AVVER KEKOTY 7Y oA VER
WAEER0.1 gT o2 RBEICEY, TNTNERRRIZE
AL, IEREIC25 mLe U, 3EHRRME O ERERE 35, &)
BRI e ORE YIRS uLT™ & IEMEIC L 0, ROEIETIR
ko< 7T 7 40— o) ICLVERREITY, ThEh
DEDO=TY 7'V D —2 HEAKL RAsE JIET 5.

U 7Y A Y VEEH (CaoH50NO11 - CH4038) D £ (mg)
=Ms X Ar/ As
Ms : BARPICHE L U 7 ) v A S OVERIATE f O FF
& (mg)
BRI . KK e~ 7o 7 0—HA7® =0/
U U ERIR(6500 : 3500 @ 7) IZHED T =T K(28)

135
136
137
138
139
140
141
142
143
144
145
146
147
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

001-1909-4.pdf

(1—5) X% 1 mol/L¥GEAFAIE % i 2 TpH 6.9 ~ 7. 1127
BT 5.
RBR S

R 2% - SRIMRE LB R QI E I % © 200 nm)

BT A N3 mm, £315 ecm®D AT > L AEIZS pm
D7 v~ V777 4—HA 72Ty )by
U b TN E TR D,

BT LRE - 4A0°CHHI O —EIRE

BEMHA: N LA R RAZ ALKV BET V=T A
7.0 gZ& /K760 mLIZIEN LTI Y VIR KET + T
TFNT =0 MEEAT—50) 3.0 mL& ONEIR 7 v
~ 7T 74 —H7E =RV N240 mLEMZ, #
W=7 =7 k(28 (1-5) %1 mol/LiFEEHK %
MZTpH 6.9 ~ 7.1LICHIET 5.

BEEB: MY LA B AL ARV ERT =T A
7.0 g% 7Kk300 mLIZVE L2 ) VB KHET b T
TFNT =T MEHQAT-50) 3.0 mL, HEKY o<
cZ 74 —H7E F=HFVULT00 mLEU2-7 12X
7 =20 mLEM %, =7 E=7/k(28) (1-5)
MIE1 molV/L¥ERER Kk Z N %2 CpH 6.9 ~ 7.LIHES
5.

BERORE - BEHAR OCBEIHABORE L EZ RO &
INTE 2 CREABHIET 2.

HEATE DR BEFEA BHEEB
() (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 X DI 5.

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

VIR RS CREYE L2 mg & VAR YA L, 50

mLET %, ZOELl mLICT Y 7Y > A L LR U

§h20 mgAE M 7=, WMIRZEMZ THHML, 5 mL

LL, VAT AHEEWRBARKE T5. VAT Al

APERBRMIANES iz %, LROSMETHRIET S

Lx, VTV, BEMECOIREIZELL, 205y

BEEE X150 ECTHD. £z, =V TV DE—I 0

PEEREE B L OV v A U — 1R EKiE, E 135008
Pk, 1.BUTFTHS.

AT LADOHBNE . VAT AEAERBRAAKS plic

2%, FREOKHETHRBESEMRYIETLE, =Y T

U v O — 7 mEOHMEERZEIL1.0% U T TH 5.

(2) RAZUANKUEE KBS0 mgx EHICED, Bl

WARK v~ 7 F7 4 —H7® b=V VIRKEA3 : 7)

WML, IEFEIZI0 mLE L, EHARKRE T 5. Bl A&

ALK CEBKIS0 mg B ERICE Y, BEH Rk v~ N7
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77 4—MA7% b= NULRKEAS : DITEM L, EREIC
100 mL& U, fEAERIE & 5. sEHA K OFE YR 15
pLTOZERICE D, ROFMHETRIKZ n< b7 T 7 4 —
(200 IZRVREBREATVY, ZRENDRED A FZ 2 ALK Tk
DY — 7 A P AsHEPNET 5.

A H 2 2R U IE(CH40sS) D Hi(mg) = Ms X Ar/ As X 10
Ms : A B 2 AR RO R (mg)

RS

ites . BRASEE R

BT A NfE4.6 mm, £ X25 ecmD AT L RAEILS
pmOEE s a~ V777 4 —HT7 I ey
L) B AN EFEIET D,

BT LR 40°CHHT O —E IR E

BEH . U KET b U U A—KFI2.8 g% /K950
mLIZ#EL, U U1l pLa iz, HEDSLT,
U A A CpH 4.2 ~ 43123 L7=%, 50
mLOWEEKE I v~ N7 7 4 —HAT7E M= NUAE

z25.
W A X AN VRO RFEREEA 6551070 D X
IS S,

VAT LA

VAT LOVERE  EYEEIR LS pLic 0%, EFEROFMT
BET D L&, AXUVANKUVEEA A O —7 O
B L N v A Y —REE, 120008 2
F, 07T~15Th5.

VAT AOBBUE  FERIKLS pLicox, RRoSMt
TR Z ARV KT L &, A X ANVKRUEEA A
D — 7 HFEOHAEERZIL3.0% L FTH 5.

frik

IRAFZIE M LT —65CRL FTRAFT 5.

Z 0t

LA : (2R 4a8,687R,85,8a9-7,8- £ A {[(1,1-¥ A F /L
TF V)P RAF L Y IR UE-6-[(1528)-1-(Q,1- A F v
TF IV AF NI FU-3-T— R R-2-m 0 -1-4
MA T Ze RavT /[8,2-bE T o -2-A /LIEHSR A F /v

{t&™Hm2 : 3-[(2559-5-12-[(2S4R,6 B)-6-(1(25,354R,5R)-5-
[29-2,3-2{[(1,1-P A FILTF )P AF L U NIAF )
FEENL]4 A FE 3T 2= VALK =) AF AT R
FSERRT T2 A NMATFA)4-AF N5 A FUF T b
Fe Fa2HY T V24 VZFAL4-AF YT T R Tt
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K7 J0-2-A V] FasR-1-F—)b

HQ oy
R= —Si

CH,
H3C><CH3
HigWEA - (1R35,85115145,16R,18R,20522R 23R,
24,528R,315,335,34R,355379-22-[(29-3-7 3 /-2-t K =r
X7 EN]-84,37-V FuF-23- A hF o164 F -
10,17-Y A F VU 5 2--2,21,32,36,38,39-~F V- FF Y~ 7 &
v 7 1[26.6.2.1%%.181 11418 0202 03] ) F Ly T a L x
-5,26-U A

HEFYEB : (2R3R,3a8,7R,8a59510aR,11512R,13aR,
13bS5,155,185,215,24 526 R,28R,29a.9)-2-[(2R)-3-7 X / -2-
E Refs7an]-3- 2 %262 F/1-20,27-V A F Y
T roA~FYate Ke-11,15:18,21:24,28- b U =R % 2-7,9-
& /-12,15- A % /-9H,156H- 7 1 [3,2-17 1 [2,35,6] 5
7 [4,3-bl1,4l VA XY 7 a2 as 54 H)-F

HoC

HFWEC : 2R 3R,3a5,7R,8259510aR,115,12R,13aR,
13bS5,155,185,215,24 526 R,28R,29a.9)-2-[((2R)-2-7 X / -3-
E Ry 7 i]-3- £ FF-26- 2 F/1-20,27- A F U
TP ate Ku-11,15:18,21:24,28- b U =R % 2-7,9-
T /-12,15-A % /-9H,15H7 1 [3,2-17 1 [2,3"5,6]°F
4,3-b1, 414 x>y aoZay -5(4H-4
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H,C

HiamED : 1R 28354558,6R,115145,17S19R21R,
238,25 R,26R 278,31 R,349-25-[(29)-3-7 X /-2-& Fu ¥
Fu b N]-25-Y Ra¥i-26-4 kF-19- A F/1-13,20-
U AF Y F-24,35,36,37,38,39-~F H A X HF AT F 0
[29.3.1.1%6.1%% 111 11721 0%27) ) - L Y 7 = 7 2-8,29-
oA

HBWEE : (1R,28535485,55,651185,14517519R21R,23S,
25R,26 R 275,31 R,349-25-((29-3-7 X /-2- ku¥ v 7'n

1252k o i-26-4 k% -19- A F/1-13,20-2 A

F U 5 -24,35,36,37,38,39- ~F ¥ A X Y ~FF 7

[29.83.1.1%6.1%% 1" 17 0% ) 7 R U T 3 & 2 -8,29-
P avg

M WEF - QR3R,3a5TR,8a5,985,10ak,11S512R,13ak,
13b5,155,185,215,24526 R, 28R,29a.9)-2-[(29-2,3- & Fr
XL EN]-3 A FF 26" A F)L-20,27-F AF U T
XY ate Ke-11,15:18,21:24,28- h U =R F3-7,9-= X
7-12,15-A % /-9H15H-7 1 [3,2-17u[2,3"5,6]1°F /
[4,3-Bl[1,4] AWy aoxas -5(4H-F
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9. 01 FEZ (1) DB K FEMTB.

T U Y R LR
AT LAEAMRB AT Y 7 o A VRS R CRE HE Sy

9. 41 HF-HAEDBIZKZFEMTS.

FUILABARZDRIILKR VBT OEZ DL AGRORE XL
FEmMEM R TH 5.
HRRE AR oZ, FRIMRILALS FVEIERE (225)
DATRIEICE W HET 5 & %, #%%3190cm™, 3090 cm’,
1227 cm™, 1164 cm '} U032 em M T I IN A 3R 5 .
JUBZKEFF MY D L—KIY NaH:POs - H:O AfhiX
Fa O S TR R IE O R T, BAUC X o0y 5.
ASIAKITIETR9 LK, =& ) —L(99.5)IT1F & A EIET
20,
pH (254)
~45ThHAH.

A1.0 g% K20 mLICED Lo pHIZ4.1

LT DRE-FZBEFERDLS/IZH DB

FTESTFILTUOEZDLY) VBB KEFE (CsHo)NH:PO,

FEDOHART, KIZOPETOT V. 2L, =T VR
UVEBRICAW DG AE, T2 7 U U AU VERE ) OME
REQO AT LA EAER L CGRBEITI) L&, 7T
Ty MESICHBIT A E— 7 OB S D, [EERIERD DED
NHZTV TV OE—7 DEIDELULTTHS.
BE 97.0%L L. EFEE AMLS gEAREIZED, K
80 mLIZ¥&E 2> L, 0.5 moVL/KEE(LT b U w7 Ay Tl &
(250) 9~ 5 (BALZEMTEER). EEROIFIETERBREZIT, i
ET5.

0.5 moVL/KEz{t 7 ~ Y ¥ A1 mL=169.7 mg
(C4Hg9)sNH:PO,



