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B % R N CC NNRZAZFRRE o] Fojn TFOoRNE SPHor HUFi; RS Fi EE PG
M &9); olel AR n= 2 IR 249 W9lolar; Eal ofel AR} p= oF 1 1R oF 169 Wslola, o7 A
7] 2B A 10 wt.% 2 124 FA FE AFANES FfrelaL
E3], 9oz AR Ertset o FElel 2 12 28 A 124 A oFE AFACEE, thge FRE
7H
0O, _OH o
HO” "0
CH NH
HoN OD/NH /?\P\
CHs
CO;H N Mg o

HN H n

Ab——8§ j\JL/
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[1287]
[1288]

[1289]

[1290]

[1291]

[1292]

[1293]

[1294]

SES06 10-2626498

46A. A 447 T 4BAS) ZAE EE HPE, o714 eElzEE obE wel: Al 989 Fx F ojx shy

& 7ML, 53], D A Dyps® TEE 7HAAL:

g 2 H
E_T N"'HLN N N‘-R‘IQB
o r% | o 0

QCH
\ OCHg 3 (D/e-s)

l

71 R= o] AXEW Wi —CH-CH(CHy)y; 183 R = —CH(CHs)-CH(OH)Ph, —-CH(COH)CH,Ph, —CH(CH,Ph)-
9-Eo}= ~CH(CH,Ph)-2-3] 2] 9, ~CH(CHy-p-C1-Ph) , ~CH(COMe)~CH;Ph, ~CH(COMe)~CHoCHoSCH;
CH(CH,CH,SCH3)C(=0)NH-3-F =& , =+ -CH(CH,Ph)C(=0)NH-p-C1-Ph,

He 53, D2 v 728 7kl

Pt k B
By TO
I o ' OmeO OMeO

ATA. Al 45A9] 2AE, 7| Jel® Ao 4rksd o FEil 4 12 2E3 4 128 FA| oFE

AspAlelEs, tae] 7325 7L

OH

BOEN
How_A NN N Mgt
2
: Me )\ Me OMe ome® R* R
OH O;,NH
M, OsNH 0
| Hy
HO.C S N W
2 HNj\g/Nﬁ ﬁ n
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[1295]
[1296]

[1297]

[1298]
[1299]
[1300]

[1301]

[1302]

[1303]

SES06 10-2626498

OH
B¢ L L H s
0 YN x,
o Me O A Me OMeO OMeO R: R
OH O

-

NH

05 o]
H
\ HoC l]l,nﬁ \MN o

)

53], Qo ohston S8sksd o AUl A 12 2e A 194 B ok AFAEL, ool TxE
7} 3L
e
& Me OMe
5
i
ozc HN H/J\/\O/\/O\/\Owoj
I/O\/\OAVD..\/\O
SNor~ O~

OJ\ i3 LI R X
NN
Me O Me OMeO OMe

o]
HO,C HNJ\(@—J“ WHJ\/\O/\/O\/\ONO
~ g T

P

40A. TAd 48A°] A E, 7|4 FY TE FPS HAE-FWH dwd = guwd Ayt A9 = e
Aze wdlow FAHI, 58] of7]q ME-gd dud i gumde gy AEe] AE-gd g
T guidoln, fE £33 Ay 2AES A dE AFACE 3gEd 93 A &) A 5+ 9l
= Aol

50A. TFAlo 44A-49A T oL St R2AE fFadh S F 3] NeLA ok FY

Ko
=
HEY = JEF, vS 53] BAE S EE 7= e A8k WY,

Al
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[1304]

[1305]

[1306]

[1307]

[1308]

SES06 10-2626498

advkd AR, ZE JPHoR o]8rtEdt B4 SuE Frte] AA §lo] AEsITh. A7t A MF254 (Agela
Technologies) Aol &4 wet gzulEaga)E F3s19tt. 28 a=2utE 189S Biotage SNAP" ultra
340g HP - T 25um AelA Falabeitt. A HPLCE Varian ProStar 330 PDA 7AZ7]2 AA¥ Varian

ProStar 210 & $w A28l Aol =35kt M ES (12 Phenomenex SynergiTM 2.0 x 150 mm, 4 pm,
80 A 9 Zel AollA &stAth. A oS4 0.05% EFEFREMAEL EE 0.1% EEA (#4H7he] 3}
e g BEAlE) F UE g55te oHAEYUEH 2 B2 FAFJY. FAF 1 ninolA5%Z5F-E, 11 minol
A 95%% AFA oAIEYEH, o]F 15 ninZtA] 589 95% oA EYUEYH (8 £% = 1.0 mL/min)9 A3 Fuj
2 3HES &gttt T e Aroldl Al AEl Ao A LC-MSE S sFtE. LC-MS A2~ 18 (12 Phenomenex
Synergi 2.0 x 150 mm, 4 pm, 80 A 2 28-S 7|3k HP Agilent 1100 HPLC Aw]ol A& 7D Micromass
A BAAZ FAEAT. A fIAAE 0.1% A4 FEA W 592 5E 10 minol Z2A 95%7HA] oA EUEH,
o]% 5 pin e S&u) 95% oM EUER (38 £% = 0.4 nl/nin)Y A8 FulE FAHAT. LC-MS Al~€

™

i ™ }
22 Waters 2996 Photodiode Array Detector = Z'E= Waters 2695 Separations Module ol H3F Waters Xevo
G2' T A% RIAR FAEUG: 2, o)A, T

™

UPLC BEH C18 2.1 x 50 mm, 1.7pm <A Z= (Milford, MA)Z M]3+ Waters Acquity H-Class Ultra

-

2 52 &£5= [C-MS A2~ 13 2Tl Acquity

)

Performance LC o] A& Waters Xevo G2 WAF A=k 2@ o8] IPLC-MSE Fadaholrt. A4 o 54 (0.1%
EEA L 3% oMAEYE-R/97% & WA 100% oMAEYEL (55 £% = 0.7 nl/min)9] Fo|& FAHJT. &
# & HPLCE Waters 2998 Photodiode Array DetectorE Zt+= Waters 2545 Binary Gradient Module 2ol A =33
stk & (Bl A) W 0.1% EFEFLEAEL B o AEVES (&1 B) U] 0.1% EESFORAELLS
2 883HA, Cl12 Phenomenex Synergi 250 x 10.0 mm, 4 pm, 80 A 9GA Z& (Z4 1) E+= (12
Phenomenex Synergi 250 x 50 mm, 10 pm, 80 A <A Z¥ (Z¥ 2) XA BAES AAI}. AA Wy
2 ARk o=z 90% 4 8vl A FE 10% 8w A 7pA 9] AALR, &ul A FE &n B7EH| o] A FHE T
Aot. TE &5 254 oA EYEHEHEA 4.6 mL/min T},

HE 1 HZdEd eE2EE FE A FFEY Ax: FEFIYUE 9o Avkd €@H3Z MDPr-PEG,-
GlucC-MMAES] H]- 9 A

FRFRZUE B9 ] B-AAZRE 1520 wt.% o] E4ES HAE AdstE FRFRU=-0uaEE o
297 8, wa 19 FA9 FAL TS g wSAd o8 ojAH 1, ol wHl 2w AEE oFE o
=4 MMAES 74Xt}
CO,M
- 2Me co,Me Q
o oo °
AcO, e )K/\ .Fmoc " A, g OJ\OPNP
Ao on HO N AcO¥ Y7 YO AcO 0
OAc Oy__NH - =
Aco¥ Y Yo ¢ PHE-zietifl= (1.8 OAc Oy_NH
w4 . DIPEA(2 eq.), DMF
ik Fmoc’NH 4Al2|7} 2! Biotage i _NH
moc
10A 11A
CO,Me o 0 OH
IR B Rt S s et b
eq.), Me O Me OMeO CH;0 O
_ homdaegy | AR T e S
DMF:m2| &l (4/1) ¢
Al2|7} 2 Biotage 12A
_NH

Fmoc
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S=50 10-2626498
[1309] HES-21 9.
CO.H OH
HO,, \'g( ﬁ'\/I\AW()YIW(H
- LiOH (6eq) - g Me OMeO CH;0 O
THF/MeOH/H20 (1/1/1) 6H O NH
0C, 2h
AcOH (Beq) = 2 13A
Prep HPLC
NH,
R CO,H
oj/o 0 HO,, J\ﬁﬁ% r’\@
Fmv::c‘H ""/\/\H)L(\/\O%z o /@(\ Me OMeO CH;0 O
R=H OH O __NH
NHS, DIC ( ;
101% R =Su 14A
O _NH -
DIPEA (4eq), DMF, RT, 1h Fmoc\Nj://\/\N)-Lé/\o}
AcOHZ DIPEA 24, prep HPLC H H B
[1310]
[1311] HES-2] 3.
CO,H
14A 1|H|2| ¢l /DMF HOQQ/QA Me O /ﬁLMe MeO CHgO o
RT,05h 6H Os_NH
prep HPLC
15A
Oj/NH °
HoN ""/\/\H)LL/\O%Z
Bbllt
HN.
) )\'(OR COM
e 5 o o
o Ho™™ O/Q/\ Me O Me OMeO CH;0 O
( =H OH Oy NH
NHS, EDCI — iRk TFA/DCM (1/1)
O 0y _NH
DIPEA (4eq)/DMF, rt, 3h o o 86 3h
AcOH = 24, prep HPLC q\)j\ﬁj/ N\uj(‘/\okz Prep HPLC
OH',J;
Boc
COH
Ho' : O/Q/\ Me [e] Ma Me O CH;,O [¢]
OH Oy _NH
j o’\/°\/\o/\/°\ MDPr-PEG ,-GlucC-MMAE
j/ o\/\o/\,o\/\o
q\)l\ D/\/o\/\o/\/o
[1312]
[1313] ud 2: HZ3td LEAEE oFE HA JPEY AR SFEFEYE T2 94 @1 3FZE MDPr-PEG.~GlucC-
MMAES] 3 A .
[1314] B-AA EvTES Ad¥o=m AaN7Ie dHdstd S2FFR2UE-LY B SE-¥HA e, £ 19 T
Ao AL, T W WAl o Bune] wetd dAHx:, ol mu Selswhdl oFE W= MBS
7kt (3h8= 10A, 21 10, 21 I, /%= 2] 1IFS] txAdl s§E).
[1315] uke- Al 1.
COOH
0. _OH COOH
Fm°C~Nj,'.fN“-N'MMTf + f;i _— Oj,NH
H H 2 J:moc\N i Y MMTr
H H
[1316] "
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[1317]

[1318]
[1319]

[1320]

[1321]
[1322]

[1323]

[1324]

We 9.
o] O\ & Q/\D
ACO,,
A0” N0 - -
OAC NH; o) NH
MMT
24 Frnac.Nj:,MN/ ;
H H
3A
NERIY
0 VP B¢
3a + HN TN
Me O Me OMeO OMe O
l MMAE
,CL OMeO  OMeO
DA.CO

OTNH
Fmomﬂ NN MMTr
4A
Wg 4,
s LA O\r‘w”
4A — MOE Ms o ,C\ % O OMe
e
o]
[ ] q J'\/\DAVO../«DWOJ
oy, s
m *Hji";;ﬁ"*‘ toﬁiﬁ‘w
AP L SN RAS
@” i
m._o A
Maltgl E/
o
K FMEI, K/-Owawoﬂ.-
O"\,U\/\Q"VD\/\

BA Lo ~g~oo.

DCH,
j\ Q 3 H
f H
B o vﬁ“r@w%%@
we o We OMed Ome
HO™ g
O oj_,NH

OTNH
FMOC.?‘ mmﬁi/\ﬂmsmﬂj
‘ POy
DO

TA
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[1325]

[1326]
[1327]

[1328]

[1329]

[1330]

[1331]

SES06 10-2626498

oH

H
o S
o} | o5 N ,r.v\rﬂ\r T \i/l\Té\l
A L Me O Me OMe © Ohte O L
HOY e N

AH By NH
b NHEac

t £
2 5 e s

o (o]
H)Nj:, e A e D s O
R s
=

8A

BacHN e o
o
; l“!‘ - -,,N\:‘MUND\/\GM
& [ﬁ-\f‘—u Py
o g P g O

9A

o Dy NH o
ar )\, NI.M,‘JL«/\:,WOM'-‘]
Qﬂ & b EG\./"‘-QA-_/D\/“-\D
e e S
10A

A 10 SFE 149 AZ (94 1)

ZFodduESAzindg (AI0C) 2 EedSAEZE (Nr) 2ZE L-g4 (15 g), N-sfo]|=FA|gGalon =
(3.23 g, 1.2eq)(Sigma-Aldrich, Cat#130672) % 1-3lo]=2AMIZEDo}ZE 4812 (HOBt) (~0.19g, 0.05eq)
)(Sigma-Aldrich, Cat#711489)%& DCM (75 mL)ol| -2 (rt)olA F7lsSich. Whg EES o|F 48 w2 U
oA ~5 ‘C= WZA7|I o]F N N-t]e]axzde|eolul (DIPEA) (0.30 L, 0.075 eq.) )(Sigma-Aldrich,
Cat#387649) % N-(3-gHdou] =z 2g)-N'-dd7lRt]oln= sol=zF2Zgol= (5.8 g, 1.3 eq.)
)(Sigma-Aldrich, Cat#03450)& F7lslal o]F AW=ZA dojzl whg E3FES A2oA ¥ anksigict. vk
EHPES o]F B2 AL (45 nl x 2), FF 2F AVC|E oA HdxA7|aL gl FHAZT. HS
Ab (45 ml), B-<ehd (2.29 g, 1.1 eq.) (Sigma-Aldrich, Cat#146064), N N-t]o]iz&Zo|eolwl (DIPEA)
(4.5 mL, 1.1 eq.) )(Sigma-Aldrich, Cat#387649) 2 &o]24 (22.5 mL)E o|F A=A Aoz ZFALel] 7}
SFth. rtoll Al WRAl awwk . DOM (225 ml)E FbEla o] HCL/E (0.4%, 225 mL) % o]% B (225 mL)=
AReAT. F7] ENE F AF AMlolE A AxA7|a FFstY vAgAl 33E 1AS AlFEin. &

A1 LC-MS: tg = 1.93 min, m/z (ES+) A&A 712.5.

A 2: BFE 349 AR (34 2)

3} 8 249 FAS I FFFEYE-A TR AL AE 59, Anticancer Drug Design (1998),
13(8), 955-68°] 7RA1E o] dar, o] WHL oy FuzA E3] EohE

v ZgA 33HE 1A (1.05 eq.)E DCM (75 ml) Wlell &3IA7]aL o7]dl] o]F 2-d| EA|-1-ol| HA|7}Hd-1,2-1] &} 0]
=237%d (EEDQ) )(Sigma-Aldrich, Cat#149837) (2.84 g, 1.30eq)E rtollA H7}st9ith. 10 min o
= 2A (10.15 g, 1.0eq)E& WH EFHEC] F71etal o] & rtollA vl

< g A Y150 gof AEgt A Aoz 2933k, EtOAc/ Aw=1/15

T4 EtOAcE ARESt 2o AAES 8. 55 3 ddew

iz
(<0
ol
2
=
I,
olo
o

|

oo
2
=1
rlet
o
=
=
k!
2
il
4
By
QL
38
v}
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[1332]

[1333]

[1334]

[1335]

[1336]
[1337]

[1338]

[1339]

[1340]

[1341]

[1342]

S=50l 10-2626498

g Ao o] nAE S AFA 1 d 5k A2oA] Axste] 21.68 g 33E A5 AU (84.6%
gaAozRE AA &), A LC-MS: tg = 1.95 min, m/z (ES+) 23 x] 1149.3.

A 31 FFE 449 A= (¥4 3).

(4.86 g) 2-MeTHF (194 mL) Wl 3}gHE 3A9] 1,1'-7}Rd-t-(1,2,4-E8o}Z) (CDT) (Sigma-Aldrich, Cat#
21861) 2.084 g (3 eq.)E F7I8c). #FS EFES A2 5 hrs B¢F wRksI L LC-NSE T8 E o
ERfQith. whe E3FES o]F BE A A3 (49 nL x3) (B BEE 98] okt NaCle]l #Q), (F9: &8
BN WAl b)) g AF AHOIE A dxAZY. &uiTUE uAE AUt (5.833 g). 1 A B
MMAE 3.646 g (1.3 eq.)E 2-MeTHF (29 mL) Wjell &A% TE. 4 mL 2-MeTHF W] 1-3lo] EFAIMIZEZ|o}E 43
& (HOBt) (0.15 g, 0.2 eq.) (Sigma-Aldrich, Cat#711489)E ZWAA BuZ ¢k 1/2 v ZAAZAY. 5%
HOBt §91& olF whg EFEol] R/IehT, o1 55 ColA 60 Alzb ot waksiolch, whg-s
(29 mLx4) T}=F MMAE 2 HOBtE A|AZATE. 2-MeTHF €< W rt 1 2]
(Aldrich A¥F#514373 )3} A ulwkslo] MMAEE H=&F AAE 4 vk, MAEE SEFA-AFE oJALEAL
I W&k, o] o]F o mpAAHL.

i
il
=
)
ol
o
£

-

WS BEES A AR MuolE A A AFAF|Z LulE EtOAcSt nEEm AFA L9 Biotage 28 A
ol 293l th. EtOAc W 5% MeOHS A&-3to] AAMES &uldte] 4.914 g (62% +8)2 3TE 4AS A3

oh. BA LC-MS: tr = 2.22 min, m/z (ESt) A3 x| 1894.1.
AN 4: BFEE 509 AZR (WA 4).

NHBoc

&’[cozH
N

o

Boc-E3% THoln= (A7])E PCT &7/ H3E W02015057699¢) 7<= ule} Zro] A %3k ar, o] HHHE o 7] A

fjy

3}3tE 4A (4.40 g)= DCM 44 mL ol &3fA|7]a; 28]a EF 22 EAE (TCA)(8.8 g) (Sigma-Aldrich,
Cat# T6399)Z 440 mL DCM wholl £3A1ZTH. TCA €4S AL Wiz oA ~5 (2 WztA7]a o % 7] 33t
B O4A S1S 5 B o] Rkt Rt od) uhe EHELS =A] oA dom WY, AL wjrs A7

S eEE WA 15 C2 F/HIAT 1S 1 h U SR, ol F A Wiz yelA ~10 € b PZhA

tlo

g Relstn A958R ANSn B 2F AdE JA AEAAG. P R4 S0E FuAA 9
e, A ol oaf WA wAG > 3

1.94 min, m/z (ES+) 23 = 1621.0.

e
ofr
ol
s
=
ol
2
ot

AAd 5 BAFE 649 AR (W54 4).
MAA B3R 5AZ olF DM (17.6 ml) o] SalAl7lm lolo] PEG,-0Su (1.756 g, 1.1 eq.) (Quanta

BioDesign, cat# 10262) % o]& N N-tjo|iAxzdoEolrl (DIPEA) (0.24 mL, 0.60 eq.) (Sigma-Aldrich,
Cat#387649) 5 F7habgich. Whe == A2oA 4h &/t wwkslar, ol ek A (88 g) o= =5l
1) 5% MeOH/EtOAc® &-2]3le] h&Fe] PEG-0Su, MMTr &l FAHE @ N-3lo|EZA S Alo|n| =8 A AStaL, o] &
2) 5% MeOH/DCMZ g2]slo] 3lgE 6AE AT}t (3.335 g, 66% &). &4 UPLC-MS: tz = 1.53 min, m/z

(ES+) A& A] 2191.3.

SIFE BA (2.73 9)B T ¥ ZgAFd HU1Eta o]F 9 mL THF 2 9nl MeOHE F-71algith. mAE £3)4]7)
I dojzl gAS AL w2 e WZAAAY. WErntadlg ololotie]l= &4 (Et,0 W 3 M( 2.08 mL, 5

eq.)(Sigma-Aldrich, cat#254363)2 U3 %2 5 C ol 2AsA ey Rrlaglt. o%, ws &
HEOS oA uhA] wukate] ZAoA FAEMO)Nglol] 93 FAEO)E BE 7]o] HEA AAS 9 e o
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[1343]

[1344]

[1345]

[1346]

[1347]

[1348]

[1349]

[1350]

[1351]

SE506 10-2626498

ZHZ Wk WS sk, A SRE A 2L, ol olF 19 Al da §lo] vk o] LioH

5 w22 A WAAI7I & (9 nl) Ul BlF SFol=FAte]= (358 mg, 12 eq.)(Sigma-
Aldrich, cat#545856)& H33] F7labith. 2=8 A3 deA F7HIZAG. 3 A F FI0C B3 719 A
A BRALG. W ERES oF Aol e olsbstel AOC B RHEL AANAL. 249 44
& Pt olole] piE olAEA elal7m xAsth. B4 HPLCel o8] BrhE A HE 84 (~1.8 g,
8% FE)E oo 93 AzvtEIdd o8] 5T, 4 LCMS: ty = 1.53 min, m/z (ESt) @A
1828.8..

AA e 70 FFE 9AS Az (W4 4).

4 mL ¥lo]YdS Boc-HE P olul= (46.6 mg, 0.16 mmol), COMU (46.8 mg, 0.11 mmol)(Sigma-Aldrich,
cat#712191) % DMF (0.5 mL)2 FH3FY. EAdES 0 T2 YZ4A7]12 2,6-FEW (38.2 pL, 0.33 mmol)
)(Sigma-Aldrich, cat#336106)E 3| F718t ¥FH$S 30 min &<F wWHHsESItl, HImo] nlo| oA | 33hE
7A (100.0 mg, 0.06 mmol)E DVF (1.0 mL) Ulo] &8iA17]a 0 T2 WZHAZATH. Boc-Be wajojn]=¢] gols
stet= 7A9] &l Frlskal 30 min &9 WS

l

DMSO (0.5 mL)E H¥FLo] Br}sla, o]& &L 0 ()Coﬂ/\ﬂ FASHEA 2 (2.0 mL) Wl 0.1% TFAZ 3] §E-g-ol
Bolsladnl. v AA ZAS %_'—:4% HPLCOl o8] AAt B8-S FAAXsl] 3dE 84 (28.0 mg, 24% F8)
S Ak, B4 UPLC-MS: ty = 1.32 min, m/z (ES+) A3 A 2

AAle 8: B3HE 1049 AZE (§H34 4).

4 mL w¥po]l<S 3}FE 9A (28 mg, 0.013 mmol) % DCM (1.5 mL) W 20% E]EFLZolAEAF (TFA)(Sigma-
Aldrich, cat#76508)¢] &Mooz ZH&th. ¥hs-S 30 min HoF wyltela, o]F A7) guj& ZFol|A 17 &
Qrh. AFE=Z DMSO (1.0 mL) 2 = W0.1% TFA (3 nL) Wlol &, A7) 24S 3h Sk WA st o] F A
&S HPLCO o3l AAsth. s £8S St s40xse] 3FgE AS At (24 mg, 90% ).
B2 UPLC-MS: tg = 1.17 min, m/z (ES+) A& =] 1996.42.

AAd 9: BFE 649 BERIE 93 U3 A9 ¥w

E 10 v vhsh gol, oelsEtel obE G 5E S8 74 97 OB DE ALSS
=, obElolE-RE FFFRUS B A B5sE WololE i o} nE /1% AASE Eo
WHE 15206 wi.% ool BEES FAo: YnsE A4ES AHNNR, ot dselmz-TAd Tz
(el w34 5 F2)el o8l clAl e

Lo 1l

ETE dsto|=2-7A FRUE o9 O AA B-AA FAH] AFEA LRSI, olE 2] AAEE
31gHE 7A9) FE&S A3 ZFAaAZIY. o] EAlE wee 2 TR 111 (v/v) EFE W 33E 7Ad el A
TAQ 33HE 6AE MeMgle] &7 HFZAIF] o3l ooz sjAEdet (B 2). SMedA g8 Aok
NeOMgl &= =HAE o2 ¢17] 974 RS 7] FMOCE Wallgh glo] o2 wdigkgol os) ofAHE B
NE AAZY, vd o2HE BE 7 T3 BEdd, vee fujo] o3 o AHE wdukgo] oA HZ 7
=2 AAsl7] wfiEolrk. W 1oA el zo], Wl 29] FMOC € wE d2EHEZ 7] A4 LiOHE AAEY v
7] WellA AYsA F3E F e 1 2-9A FHoRREY] ESE deto|=a2-7A 2, oF 4% vy
A
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[1352]

[1353]

[1354]

[1355]

“rON
Me OMe O CH,;00

6A LiOH (aq.) g1
o OxNH 1) MeOMg| i}
O J\ j/ o) MeOH/THF &8 2
o i ""/\/\NJJ\/\O/\/O\/\O/\/O 2) LiOH (aq.)
. H H O/\/O\/\O/\/O\/\Oj

O

K/O\/\O/\/O\

OH
(o]
? o7 NN
» Me O Me OMe O CH3;00

HO” ™
OH Oy __NH
TA
”
O<__NH
j/ o
H,N ""//\/\NJ\/\O/\/O\/\O/\/OJ
0O O
b B e
[6) OH o
Me O Me OMe O CH;00
HO” " Yo
OH Oy _NH
gstoj=2-7A

O NH

TS
H,N ""//\/\HJ\/\O/\/O\/\O/\/OJ
O/\/O\/\O/\/o\/\o
K/O\/\O/\/O\

x 1

SE506 10-2626498

9135 29 7] WS ALestE 33E 6A (300 puL &l W 5 mg, 2 AlZF Bk AL ugh),

271 & A&/ e
LiOH THF/MeOH/==1/1/1 3.5/1
CsOH THF/MeQH/+==1/1/1 3.5/1
L1,C0s THF/MeOH/==1/1/1 3.2/1
K5COs THF /MeOH/==1/1/1 2.7/1
Cs2C0s THF/MeOH/==1/1/1 2.6/1
LiOH THF/&=1/1 4.9/1
KOt THF/&=1/1 1.8/1
CsOH THF/&=1/1 4.3/1
KHCO; THF/&=1/1 No uhe
CsHCO, THF/2=1/1 No Hhe

¥ 2

B B0 W e A wE AFA kg el =E AHEShE SEE

- 133 -

(2]
=
o
v’
f
fol
&
=
olo
>



SE506 10-2626498

b 2.5 A13h).
A7 & A/ Eed (4 LiolZ A § )
LiOMe THF /MeOH=1/1 3.2/1
NaOMe THF /MeOH=1/1 1.6/1
Mg (OMe)2 THE /MeOH=1/1 2.9/1
MeMgT THF /MeOH=1/1 21/1
MeMgCl THE/MeOH=1/1 21/1
MeMgI THF/EtOH=1/1 7.9/1 (lghe3} A AE2 wdvkg )
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