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-

M7 7

< HERAG.

—
[s]

K

383 nm oA &

} 476 nmol A

A
[e]

1A g E

3]

o 9

té]—

T

[0228]

2 ol(Fe)The] ATt ols)A e

& ekl w,

A

ks

34 A7

==
R

)

WE34 395 nm ol A

7+

=
©

A7

I 395 nm oA FFA|7]

sel 2

=47 20 o] &(A1)F W o] &(Fe el ]

o
= oar

Eol

r&]

o EggEtols W/EE thol

ot %

[0230]

Fe Al

7| &]

A3 A oleme’) e FRo] A

Jol EAlel &

(Fngr

&

Uehgomn S2uy ole(Al)3} A o

WstE

—
[SINe}

oA =

=+

w
)

~

KeX
=

sfel ol

AFUE o

o
=

3

3ol 9l

E
=

Ny

1513
=

Yol 7,

[0232]

O

1
tid

§ Ages

2%
AL o

= e

ofwbo] Z(MF) % oM EUEYR o] Fo]A

1S3 A=
=217

, Ol

oju,

=

ki3

A7 ofel Al

ojrol

SECIE

o e

QRN

(DMF) ,

=

hyA
ol

E%y

Ss

of

5|

g

C g g ¥ Eolulo]|=(DMF) EE oJHEYUE

e

ge, og

I

w

L .
et A9,

ol

[0234]

F ole(ln) 2 A

o] 2(Ga ),

ole] AEWAT By A
o) o] &(Al"), ZE 0]&(Ga ), AF o]e(In) @ A o]&(Fe’)

=
o

1

= Fomyy A¥m:

o017

3+

o] Z(Fe )o.& o]

[i3
=

Ay

[e)
< A

Hlo
Jail

w
i

—

i)

™y,

A A W

n)g o] &
ol e(Al"), ZH o] (Ga ), 9F o]L(In) 2 H o] L(Fe)

W=
!

[e]

o] EA)stol A%

D“ﬂ

ol&(Ga), SIF ol&(ln’) & A o

=
a

s

0l

tol A AL el &
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[0238]

[0239]

[0241]

[0242]

[0243]

[0244]
[0246]
[0248]

[0249]

[0250]

[0252]

[0253]

SS90l 10-1875321

<A 1> (S)-5-0kv] 4= (S)-4-7HE Al-2-((3)-3-8F0] =S A|2~(sho] -1~ Eokv] £) = 2 Ho}r] =) 2T} ]
E)-5-Sadebee] =g Az

37 WA 59 gl mhet (5)-5-0hv] i (()-4-7H A -2-(($)-3-3to] £ FA|2-(sho] -1~ Eopv] ) 2 2
ro}u] =) goln] £)-5-% £ dlEh 0] oA =e) AxE Fasdth,

(24 5]

(o] \ / fo] o]

0= p ' OH 0=
) ot HN ),
( oH = Fmoc ; \ HN-Q)
—4 ; 0~ 9. /8
H Fmoc-NH O 4a HN'O 4 O ) »~NH ©
Fmoc-N(J) ———— = — = HN
=% K Fmoc-NH O CHAl 2 Fmoc y
12 13 .c-\. 00—
0

- 0=
(o] )
. OH HN
$ : e = N o570
Fmoc-NH O 7 o] - NH O =/ 4 & 2 o %-NH ©
—_—- ( HN— —_— HN-—
ol 3 \ 7 , cHH 4 & < © \
Fmoc-NH © —0—— - —S-NH ©O —0—{—
(o] =/ 0 fo}
15 1%
OH
o=
TFA/Triisopropylsilane/water
©Als o
17
olal, ¥ o] we HAAld 1 3FgE AXYYES HAER dAE] e

oAl 10 spehA] 139] SHetE Az

glB2} F B (ribra tube)ol 3}st2] 129] Wt o}7lo] Fmoc-7]2 H3I3tH I ojnfol= wElwlZslo|=FHolnl
47 (Rink amide MBHA resin, 235 mg, 0.1 mmol)E 7 T Folnle]=(3 mL)et 7 F¢ske] oF 1583t
g BEAAG. tHoR, BEE Y] T 250 FAgd/ e Folulels £3-8H(3 ml)S H7ts)
a1 1583 FAFAA galE A9 obvly] Tk Fmoc BEZIE AASAC. o ¥, 4 fulEEEolvle]
=(3 mL) &vj <te] 3}8H2 4a9 Fmoc-L-=2FE2HGlu) (0tBu)-0H(128 mg, 0.3 mmol), Tio]olAXZZHII=HT]
olu]=(DIC, 47 uL, 0.3 mmol) ¥ 3|=FA] WFEZ o]o}Z(HOBt, 40 mg, 0.3 mmol)S H7}star, mlg] 1583
A3t A7 ol I Fmoc BE7|7F AAE 7] B3 oputol= wdwlzslo|=dolyl 2] §HT} F 44
7t A% WA

Mg F, wgsee ofisa oldE $AE dWgxFellelss wgez Fad AHG F, sl
= Adsgith JelA HAE Fo vem 479 B4s A7
i, gHo® oW WS WH B4 HEE H94 139 HFES

—

A7) @A 1A 5 3k 139 FeEl thA] 25%9] I H T/ tWeyEolulol= S8 N(3 mlL)S 7T
skaL 15383 GASAIA ofv|=7] D] Fmoc o7& AASIGY. 1 %, F tuExFoluto]=(3 nl) &
] otell 382l 4a9] Fmoc-L-ZFEAHGlu) (0tBu)-0H(128 mg, 0.3 mmol), Tlolo]lAX g2 I7I= W t]oju]=(DIC,
47 uL, 0.3 mmol) % S| =FA| WIZEZo]o}E(HOBt, 40 mg, 0.3 mmol)S F7ksbar, wlg] 1587F A8 A1
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[0254]

[0256]

[0257]

[0258]

[0260]

[0261]

[0263]

[0264]

[0265]

[0266]

[0267]

[0268]

[0270]

[0271]

S=50dl 10-1875321

o
o
=)
i
)
A
o]
=
(e}
o
}o(,

717 AAR A7) LAt ok 4x)7F A uk

HE F WEEAR clihn osid AT fuurge
A

oo
>
S
i)

nfol=gl wWgke® FxbEl AFHE F, JlolA
7 1=0] 7}

op
2
tilo
iuf
)

o

sk, %*égi o ‘i}%% uﬁ 53 ﬂ?ﬂ]’%‘ﬂ ilrs“l 149] 3}gES Az},

A 3: 3heha] 159 33tE Al
7] GAl 204 =5 sleh] 149 gtEel 25%9] I d/YrdEFotntol= E3FEN(3 nl)S H7FkaL
1587 @A SAA ofv 7] EEe] Fmoc HE71E AASATE. I -, 754 tudxEolulo]=(3 mL) &) <t
o 3} 79 Fmoc-L-Al® (Ser)(tBu)-0H(128 mg, 0.3 mmol), tlole]AX =ZH7t2H t]joln|=(DIC, 47 uL, 0.3
mmol) F 3|=FA] Wl ZEz}o]olZ&(HOBt, 40 mg, 0.3 mmol)S H7}star, vlg] 1587F &3 A7 ofv] -

Fmoc B3 717} AAR 7] &8} o&F 421 A% dH-SA 7T
i 5, 938 ds oista otd FXE fgugdxFotutel=el WekER Ak MEHS & FlolA
(kaiser) HIZEE A83}3t)t. 7lo]x HAEEVL o= o %7]94 g3t A7l &AE gA] whEo] It

=
3tal, S o= oM WS HF 2 el 3lska 159 39k
Al 40 3FstA 169] 3hehe Al

7] GAl 3ollA =5 sleh 159 SgtEel 25%9] I d/YrdEFotntol= E3FEN(3 nl)S HUFSkAL

1583 EASAIA ofr| 7] B9 Fmoc RE7]E AASGY. 2 £, ¥ yuEXgolufo]=(3 nL) &uj <t
)| < H7tske], d2elA oF

4AZE S WRIAIZL & RS8N ojIstal oIE FAE ﬂ”ﬂ%E%O}”]’OL— webE 2 Fxkdl A F 5k

54 S3HEQl #3h 169 SRHES Alxselt.

Al 50 _(S)-5-0bH] %x-4-((S)-4-F}F A -2-((S)=3-3} o] EFA|-2- (3} o] gl -1-Ad FFolH| & ) I 2 yolu] It ) FLEtoln)

E)-5-5AFEI9] A= AX

mlo
2
BN
ol
32
i

BN

= = oA Exl: Evtol 22 A A T757(95:2.5:2.5,
v/v/v)el Eg-&t *J%Oﬂ*i 4/\17& HESAI G, kg F kg §ols ojatete] t-Fd WIS AlASaL,
g 54 ggES Eeecltt. odd 282 A4 VAE SIHAA Efto|EF R EARS A7

~
2,
A
2,
Ir

ezl %5 Nz FEutE 289 (HPLC, C-18 Z-% delta pak C18-3004, 1.9 X 30 cm)(&2: 0.1% E
Zo| FF QRO EANTFA) o] ¥3HH SHF/OMAEYUEZ(L:1,v/v), 791 §F 3.0 nb/E)E ©]83te] AA )
of s}8hA] 17¢] 53 3HehE(56 mg, & 90%)S wWAe] AAFO R £S5

AR ESREelE fEAle] ZARES EST AREA7]E o8k #]lshlal, 1 Avae va A
HONMR (400 MHz, DMSO-ds, 25°C): 12.075 (s, 2H), 8.991 (d, 1H), 8.619 (d, 1H), 8.490 (m, 2H), 8.440 (m,

2H), 8.388 (s, 1H), 8.366 (s, 1H), 8.269 (s, 1H), 8.216 (m, 2H), 7.677 (d, 1H), 7.034 (s, 2H), 5.077
(t, 1H), 4.044 (m, 1H), 3.937 (m, 1H), 3.795 (m, 1H), 2.135 (m, 3H), 2.049 (m, 2H), 1.845 (m, 1H),
1.730 (m, 1H), 1.587 (m, 3H).

“C MMR (400 MHz, DMSO-ds. 25°C): & 173.9, 173.7, 172.9, 170.6. 169.9, 134.0, 132.7, 130.5. 130.0.

127.3, 127.1, 126.9, 126.8, 126.7, 124.2, 124.0, 123.8, 123.2, 62.1, 57.6, 52.2, 51.7, 30.1, 30.0,
27.0, 26.6.

ESI-Mass (m/z): [M+H]" CooHsoNiOwS: 627.17(AIZFR]), 627.4(ZAA) .

<A 2> ()-2-((S)-4-7HEA-2-((9)-3-5F0] EZA|-2-(sho] W-1-A Eo}v| £) X 2 gho}n| £) F-ghofr] £) Ak}
o199 A= A=

71 wreA] 69 Wgol mek (S)-2-((S)-4-7HHAI-2-(($)-3-Fo] =5 A -2~ (o] d-1-A E o] ) 2 2 o}
%) gropn) =) lEtthol 0 o) oA E9] A£E S
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[0272]

[0273]
[0275]
[0277]

[0278]

[0279]

[0281]

[0282]

[0283]

[0285]

[0286]

[0287]

SS90l 10-1875321

(e}
[RF3-2] 6]
— N
o y o o]
] / W 0=
_yj g i OH \
\ OH 9=( Fmoc’ - \ o
o I—0—f o SN
Fmoc-NH O 4a \ o ) \ »~NH O
X O 4a O =8 HN=/
=2 B Fmoc NH O o 2 ol .
12a 13a -0
o
14a
o = o
- o= L = o=
C on . (s (o VR
\—*f =X o — L Hs-al == ==X o —
Fmoc-NH O 7 o »>~NH 0 =/ § & o J—NH ©
\ HN-— _— Y \ HN—/
€A 3 chil 4 -
Fmoc-NH O —0—(— —{ H-S-NH © -0——
e} = g
154 164
OH
o=

TFA/Triisopropyisilane/water
oA s

oleh, ¥ el mE AAd 2 HFE AxHS BAAE FAF 4
gl 1 39t 13a0] shitE Az

WA, grBg HFB(libra tube)ol] 382 1239 2-F22REHE F2Tol= FA(2-Chlorotrityl chloride
resin, 61 mg, 0.1 mmol)E F4 HEFZ2ZH B3 nD)e} A FUsted oF A7 &<t ] FEAIAT. oo
2, 38" 47 A sk 4a9] Fmoc-L-2F84HGIuw) (0tBu)-0H(128 mg, 0.3 mmol)T} FXthy] 6972
tolax 2o eolrl(DIPEA, 105 pL, 0.6 mmol)S 7k 3 ml HEZ=ME &4 Fa1 o 543 St vk
A 2Tt

ro
#

T

S & s gNe oisial oy FXE gIFEEY ey gueEEolrlols B wEkE g Al A FH sl
# shgEQl sk 13a9] ShES AZEGAT.

oA 2: 51814 14a9] F3HE A%

A7) @A 104 S5 318 13a9] shEel 25%9] Wvle R/ U g Eolrtols B8
1527 A SHAIA o w7 ] ko] Fnoe B57]12 AASET. 7 3. 25 g ESoln
3}st2] 4a9] Fmoc-L-2FEAHGIu) (0tBu)-0H(128 mg, 0.3 mmol), tlololAZ 2 A=
0

(3 mb)S Hrista
Fol=(3 mL) &wj oF

wrjelw =(DIC, 47 n
L, 0.3 mmol) ¥ 3|=FA] Bi] Eglo]o}Z(HOBt, 40 mg, 0.3 mmol)S H7Fstar, wlg] 1583F &3} A1 ofn]
= W Fmoc BE7|17F A|A" 7] 937} oF 4x7F A= 9 A Z

Mg F, MgEAe oIFm ofvtE FAE WgEFollelsl Wz xd AHT F, sold
1 g A wEo] A7}

(kaiser) HI2ES Aaatgch. 7oA H2EsL g0z vhom 47 243 A3
i, S4oE ew W W 24 ST F4A lad HTTS Az

7] Al 2014 53 3184 14a9] SjHEol 25%<] I#Ed/ o] Fotnfol= &3 M (3 nl)S FH7FstaL
53 EASAIA ofu 7] T Fmoe BE7E AASUY. 1 &, T YuExFoluto]=(3 nl) &1 <
o &2 72 Fmoc-L-Al ¥ (Ser)(tBu)-0H(128 mg, 0.3 mmol), T}olo|AaXzZHl2H tjolu]=(DIC, 47 ulL, 0.3
mmol) 2 F==A] WlFEzglololZ(HOBt, 40 mg, 0.3 mmol)S F7kstar, mg] 1583 @43} A7 ojm| - Wit
Fmoc BS717F A|AR 7] &3t of 4A7F Ak whgA| T}

—

WS F, UEEAE ofFshu olshd S voHEpolvlol=st vEgR A AAR F, ol
(kaiser) HI2EE HAsAT. stolA B2EsL FHO2 o 4719 BHS A7 §94S B wE] H7h

o
>
Ry
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[0289]

[0290]

[0292]

[0293]

[0294]

[0295]

[0296]

[0297]

[0299]

[0300]

[0301]

[0302]
[0304]

[0306]

SEE3 10-1875321
shal, §Ao® yow igEs HE
A 4: 3}k 1629 FEE A X

3 A 5% 513H2] 1529 shetEol 25%9] I/ vud X Eolutol= E3HE(3 nl)S FH7Fstal
GdstAlA ofn| 7] ko] Fmoc HE7|E AAST. 1 5, T YHdEgobuto]=(3 nl) & <t
-1-43¥d Z22Fo]=(90 mg, 0.3 mmol)9} E]o|&ol1(80 ul, 0.6 mmol)S #H7}sle], AF2olA <F
R Ak AlF sk

1

2 zletEel 3}ek2] 1529 FFES A e

1 F, WEAL ofreln o3ty £AF UuEFolrtolsst o
B S 34 160 AFEE AZINA

Al 51 _(8)=2-((S)=4=7H5 A -2-((S)=3-3} o] EFA|-2-(F}o] A -1-A o] o) = & yhojn] e ) H-Eho}n] &= ) il et} o]
o

A7 @A 4ol A 53 318k 16a9] IFHES EfolEF RO EALL Effo]l 22 H AW F/HG(95:2.5:2.5,
v/v/iv)e &N oA 4AZE WHSAIFTE, RS § RS SN ety -HY HEU|E AASIL, F
A2HY & S B, oad EEEe A VAE THAIA EFO|ZF RN EAS 1171

B 54 o

atal, 94 A% A AReE I (HPLC, C-18 Z¥ delta pak C18-300A, 1.9 X 30 cm) (&8 9: 0.1% E
EF RO EANTRA) o] E3He SFF/OMIEUE-:L,v/v), T {5 3.0 nl/&)E o838kl FAlst

speba) 1729 54 313=ong, & 78%)S WAe] uAGer S5

AR ESREelE feAle] ZARES ST AREA7]E o8-8k #]lshlal 1 Avale va A
HONR (400 MHz, DMSO-ds, 257C): & 12.132 (s, 3H), 9.008 (d, 1H), 8.628 (d, 1H), 8.476 (m, 2H), 8.439

(m, 2H), 8.398 (s, 1H), 8.371 (s, 1H), 8.281 (s, 1H), 8.204 (m, 2H), 7.689 (d, 1H), 5.014 (t, 1H),
4.067 (m, 1H), 3.904 (m, 1H), 3.811 (m, 1H), 2.149 (m, 3H), 2.067 (m, 2H), 1.861 (m, 1H), 1.757 (m,
1H), 1.581 (m, 3H).

PCONMR (400 MHz, DMSO-ds, 25°C): & 174.1, 173.9, 172.8, 170.6, 170.0, 133.7, 132.7, 130.6, 130.2,
127.5. 127.2. 127.0. 126.8, 126.6, 124.2, 124.0, 123.7. 123.3. 62.2. 57.7. 52.3. 51.9. 30.3. 30.1,
97.9. 26.5.

ESI-Mass (m/z): [MHH' 1™ CoolooNoOpnS: 628, 15(AIZFA]) . 628.2(Z=A ) .

<AAE 3> (S)-4-0bH]| =-3-((S)-3-5}0] == A|-2-(2-(To] A-1- ) o} Eo}n| ) X 2 Pojn] & )-4-2 A HE}Q U
A =9 AZ

at7] Llass 7] 8-l 2}
(8)=4-0F1] 5=-3-((S)-3-8Fo| =FH A -2~ (2-(Ffo] dl-1-d ) opAl Eohm] i) Z 2 Jhopn] 1) -4-F A e Y oA =9 A
=5 sl

[t 7]
o]
»—OH
HN—/ o N\
Fmoc =4 ° oh
; D e o 2o
A N Ho o SN
H 4b \ Fmoc-NH 0O 7
Fmoc--N--o o . . —_— HN— N o
Al 1 moc e 2 P X
12 0 Ay Fmoc-NH O 0
18 19
" o
M0 A 1o = P
! ’_.-—OH A 2 \ HN o 4 \ HN— D
— > .j‘_m * 0* NH O ﬁOH TFA/Triisopropylsilane/water - ,_’__“ -_77:' Of —NH_.J‘O _I'OH
Al 3 R £ 4 . T

20 2l

oleh, ¥ el mE AAd 3 HFE AxPPS BARD A AP

ok ] 1: Q,zﬂ-/\] 18/] Q_tﬂ—‘:' ]
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[0307]

[0308]

[0310]

[0311]

[0312]

[0314]

[0315]

[0316]

[0318]

[0319]

[0320]

[0321]

[0322]

[0323]

SS90l 10-1875321

WA, g HE FH(ribra tube)oll 332 129 Tt olilo] Fmoc-7|2 R E3tE I ofvfo]l= wdulzslo]=
o}l 44| (Rink amide MBHA resin, 235 mg, 0.1 mmol)E H4 tiWd¥E 0]—“}01‘:(3 mL) 2k 37 F]lske] e
153F vg] FEAI AT, ez, WAgE Y] A6 2560 Ao d/ v ExEFolulo]l = E3H-8-9( S
A7rska 1583 S8 A &alE A9 ofn|ir] EE Fmoc B37|E A7 okaiv}. 0% B OWEyE
ofufo]=(3 mL) &l <t &4 4b2] Fmoc-L-oF~T2 EAH(Asp) (0tBu)-0H(123 mg, 0.3 mmol), TloJo]Ai>E

7k R ol =(DIC, 47 pL, 0.3 mmol) B 3|=FA] wWlxEgolopZE(HOBt, 40 mg, 0.3 mmol)E& H7}shaL,
mle] 153 A3k A7 ofrfie e Fmoc BE7|7F A|AR 7] B3 obutol= wdwlzstol=Holwl 4] &
A} o 4AIZF A= WEEA|ZA T

W F, NEUS odsa olsg £4E duRBollelsg WELE Fad AAF F, solA
(kaiser) Hl2EE Jastgrt. stold Hl2Es g0 o 4719 245 A2
i, S4OR oW WSS WA 24 S 5y 189 HFTL AxHA.

FES shek] 189 slEtEd thAl 25%9] FAHlgd/UrExFolrto]ls 3-8 H(3 mb)S 7t
sta 1587 B4 3A A ofr| 7] BTk Fmoc RE7]E AASAT. I F, F54 tuEexEolulo]=(3 mL) &
o] otoll 3}8HA 7€) Fmoc-L-A#(Ser)(tBu)-OH(128 mg, 0.3 mmol), tlololAZ 272w tjolu|=(DIC, 47 n

3 mmol) @ IEEA] WlZETlo|o}E(HOBt, 40 mg, 0.3 mmol)S Hr7bsta, mlg] 1587 @443 A|7] o}n
4k Fmoc B37|7F AA" 7] €937} oF 4x7F A= 9 A|Z

W, Wggag oisln i $AE dvdzsolelse wgem Fad AH® ¥, ol
& AT AolA HEs wgzz vow 4719 BAsh A7 gog thal grEe] 7}
i, S4OR oW WSS WA 24 SPE S5y 199 HPES Azt

oA 3¢ spehA] 209] SHetE Al

7] A 2004 5 818k 199 shHEe] 25%9] dFE /e Folrlol= E3F8-(3 ml)S H7lska
1587 G SIAIA ofm| 7] o] Fmoc R 575 AAS ST, 1§, 75 tudxFolulo]=(3 nL) &v <t
gto] ol A el S| A|=(78 mg, 0.3 mmol), Tlolo]liAzaagtar]oln]=(DIC, 47 uL, 0.3 mmol) ¥ 3=
Hl = Eglol o} (HOBt, 40 mg, 0.3 mmol)& F7belar, wlg] 1583t &A3t A1 ofnle ek Fmoc H357]|7F
AAE 7] &N oF 4x7F A= REZAIZTH

Z g

Hhg &, Wk "—‘.“’ ﬁﬂmh— o3td FAE duldzFobutol=s} wgkew FabE AlHste] 57 3HgHE<)
5|

A71 &A 3dlA 5 gkeh 209 SRHES EgolE

FR RO ELR Efo]l T2 P A T 75(95:2.5:2.
v/v/v)el EFENIT F2oA 4AZE wEgAI R T W 7
U}

e kg S sty t-FE BRIV]E A

H 54 33FES 23, o7 E8de da VAE FHAA Efo|EF R ELRS Al

sla, 94 uAT AA FRvEEI(HPLC, C-18 Z¥ delta pak C18-300A, 1.9 X 30 ecm)(&&q: 0.1% E
F QO RO EANTFA) 0] E8HE SFHF/oHNEYEZ-(L:1,v/v), T £ 3.0 mL/E)E o]&3lo] AA 3}
3}8ha 219 22 315 (42 mg, F& 92%)S WA uANOFE FEATH.

AAE tho]MElol = F A9 WAHL ESI AHFRAVE o3ty Flsia, o Adghe v Z.

HONMR (400 MHz, DMSO-ds, 25C): & 8.404 (d, 1H), 8.368 (d, 1H), 8.269 (m, 2H), 8.215 (m, 3H), 8.148

(s, 2H), 8.065 (m, 2H), 7.028 (s, 2H), 4.910 (s, 1H), 4.558 (m, 1H), 4.369 (m, 1H), 4.389 (m, 2H),

3.616 (m, 2H), 2.649 (m, 2H).

“C MMR (400 MHz, DMSO-ds. 25°C): & 167.7, 165.1, 164.4, 164.0. 130.8, 130.7. 130.3, 129.9. 129.2.

128.5, 127.5, 127.2, 126.8, 126.3, 125.2, 124.9, 124.6, 124.3, 124.1, 123.9, 62.0, 56.2, 50.3, 38.1.

ESI-Mass (m/z): [MHH]" CosHosNaOg: 462.16(AIAFR]) . 462.3(ZAA]).
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A2HYH 54 FES ST, A" £88&de dx VAE FHANA EFo|EFO RN ELS AA
QA 145 N AZetETHIHPLC, C-18 Z delta pak C18-300A, 1.9 X 30 ecm) (&2 N: 0.1% E
2o ZF 0 ROl EANTFA) 0] E8HE SHF/MAEUER(1:1,v/v), Ul 75 3.0 nL/E)E o] &3] AA S}
o] 3}ska] 2129 234 319E(37 mg, & 81%)S WMo mAdoz =535,

AAE vl el = fEA|S] FAFE ESI AFRU/E olgatol Helstglm 1 Agre that o,
1H NMR (400 MHz, DMSO-ds, 25°C): & 8.411 (d, 1H), 8.389 (d, 1H), 8.269 (m, 2H), 8.219 (m, 3H), 8.149

(s, 2H), 8.050 (m, 2H), 4.900 (s, 1H), 4.565 (m, 1H), 4.377 (m, 1H), 4.303 (m, 2H), 3.610 (m, 2H),
2.652 (m, 2H).

PCONR (400 MHz, DMSO-ds, 25°C): & 172.2, 171.7, 170.2, 170.0, 130.9, 130.8, 130.4, 130.0, 129.1,
128.7. 127.4, 127.2, 126.8, 126.1, 125.0, 124.9, 124.7. 124.2. 124.1. 123.9. 61.9. 55.0. 48.6. 36.0.

ESI-Mass (n/z): [MH' T CosHN,Or: 463.14(AIAFR]), 463.1(ZAA)).
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