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R,

R3 (CHZ)n3 7x2/
A\
&4f1f;\ ()

\ (CHZ)yy —NH
R

Je:

R Bubpanun 3 dopmyn -(CHaz)n-A, -(CH2)n-S-A abo -

o7 CHd X Ry
o

)

(CH2)i—O-A, ge A BnGpaHwii i3 rpyn:

(46) 15.12.2006, Bron. Ne 12, 2006 p.

(72) Makkbto OxoH CigmoH, US, Tem Crie Wik-Kait,
US, Knapk Dxenmc OoHang, US, Jli Ketpid i, US,
YeH NixpeH , US, Takkep MNapew , US, Cym dyk-Bax ,
US, beHke Mapk Jleo, US, Xy Banxya , US

(73) YAUT, US

(56) WO 9943651

WO 9825893

(57) 1. Cnonyka cpopmynu:

D C
H abo H :
ne

D aBnsae coboto Ci-CegHukumin ankin, Ci-CeHuKUMin
ankokeu, Cs-Ceumknoarnkin, -CFz abo -(CHy)1-3-CFs;

B i C HesanexHO BMbpaHi 3 eHinbLHOI, NipUAnHINGL-
HOI, MIPUMIAMHINBHOI, YPUNBHOI, TiEHINLHOI abo ni-
PONINbHOI FPyM, KOXHA 3 SIKMA HEeODOOB'A3KOBO 3aMi-
weHa 1-3, nepeBaxHo 1-2 3amiCHUMKaMu, He3anexHo
BubpaHumu 3 H, ranoreny, -CN, -CHO, -CF3, -OCFj3, -
OH, -Ci;-Ceankiny, -Ci-Cesankokcy, -NHz, -N(Ci-
Ceankin),, -NH(C1-Ceankin), -NH-C(O)-(C1-Ceankin), -
NO, abo 5- abo 6-4neHHUM reTepoumkniyHuM abo
retrepoapoMaTMyHUM KinbLeM, Wwo mictutb 1 abo 2
retrepoatomu, siki Bu6paHi 3 O, N abo S; abo

13 C2

any [ (472

ag UA



3
n gopisHtoe winomy vncny Big 0 oo 3;
N1 JOpiBHIOE Linomy uucny Big 1 oo 3;
N, JopiBHIOE Linomy yucny Big 0 oo 4;
Nz JopiBHIOE Linomy uucny Big 0 go 3;
N4 JopiBHIOE Linomy uucny Big 0 oo 2;
X1 BMOpaHui 3 XxiMiyHOro 3B'Asky, -S-, -O-, -S(O)-, -
S(0)2,- -NH-, -NHC(0O)-, -C=C-,

‘C1-C6an|<in
- N N
C,-Cgankin
! |
Y
0 abo 0

Ri1 Bubpanunm 3 Ci-CesankinbHoi, Ci-CsthTOpOBaHOI
ankinbHoi, Cs-CsUMKnoankinbHoi, TeTparigponipaHi-
nbHOI, kKaMmdopunbHoi, agamaHTunbHoi, CN, -N(C;-
CsankinbHoi);, eHINbHOT, NipUAVHINBHOI, nipuMign-
HiNbHOI, YPWNbBHOI, TiEHINbHOI, HadTUMAbLHOI, MOp-
oniHINBLHOI, TPUasoninbHOI, NipasoninbLHOI, ninepu-
OVHINbHOI, NiponiAMHINbHOI, iMigasoninbHoi,
ninepasuHinbLHOI, Tia3omniaWHINLHOI, TioMopdoniHink-
HOI, TeTPa3osnbHOI, iHAOMNBHOI, GeH30KCa30MbHOI, Ge-
H30d)ypaHoBOI, iMiga3onianH-2-TioHOBOI, 7,7-
anmeTunoiumkno[2.2.1]rentaH-2-0HOBOI, bOeh-
30[1.2.5]okcagia3onbHoi, 2-okca-5-
asabiuunkno[2.2.1]renTaHOBOI, ninepasnH-2-0HOBOI
abo niponinbHOI rpyn, KoxHa 3 SIKMX HEOOOB'I3KOBO
3amiwieHa 1-3, nepeBaxHO 1-2, 3aMmiCHMKaMu, Hesa-
nexHo subpanumu 3 H, ranoreny, -CN, -CHO, -CFs3, -
OCFs3, -OH, C;1-Csankiny, C1-Csankokcu, -NHa, -N(C;-
Ceankin)z, -NH(C1-Ceankin), -NH-C(0O)-(C;-Ceankin), -
NOz, -SOz(Cl-C3aJ'IKiJ'I), -SOzNHz, -SOzNH(Cl-
Csankin), -SO2N(C1-Csankin),, -COOH, -CH,-COOH,
-CHz-N(Cl-CeaﬂKiﬂ), -CHz-N(Cl-CeaﬂKiﬂ)z, -CHz-NHz,
nipuaunHy, 2-metunriazony, MopdoniHo, 1-xnop-2-
metunnponiny, -Ci-CeTioankiny, deHiny (aopaTkoso
HeOobOB'A3KOBO 3aMiLLEHOro ranoreHamu), 6eH3nnokK-
cn, -(C1-Csankin)C(O)CHs, -(C1-Csankin)OCHs,

C(O)NH; abo
(0]
eV Q
) ,
N e
N TR @
. ,

b, <0

X2 BubpaHun 3 -O-, -CHy-, -S-, -SO-, -SO,, -NH-, -
C(0)-,
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(C,-Cjankin)

(C4-Cjankin)

|
/NY

(0]
H

|
N
- \(C1-C3anKin)—

(C,-Cjankin)

N
- \(C1-C3an|<in)f

"
N
.Y
0 abo
(C‘)1—C3anKin)
N
P \S ~

O// \\O

R2 saBnse coboto kinbuesy rpyny, BubpaHy 3 deHinb-
HOi, NIPUAWHINBLHOI, NIPUMIAMHINBHOI,  YPUNBLHOI,
TieHiNbHOI abo MiponinbHOI rpyn, NPUYOMY KinbLieBa
rpyna 3amiweHa rpynot dopmynu -(CH3)ns-CO2H
abo mMiMeTukoM hapMaLeBTUYHO MPUAHATHOT KUCHO-
T, BUGPaHUM 3 rpynu, WO CKNagaaeTbes 3:

N N

\

HN N

O%S/Ra OYRa
=
(0] NH >s”
ﬁ/ 0
o ) )
HN N
/ OH | ) OH



.
z

, o ,
N
/O

O/T

T

O\\S—O
# T
i}

ae Ra Bnbpanunm 3 -CF3, -CHs, deHiny abo 6eHauny,
npuyomy deHinbHa abo 6eH3unbHa rpyna HeoboB'as-
KoBO 3amiweHa 1 - 3 rpynamu, BubpaHumm 3 Ci-
Ceankiny, Ci-Csankokeu, Ci-CeTioankiny, -CFs, rano-
reHy, -OH a6o -COOH; Ry, Bubpanuit 3 —CF3, -CHg, -
NH,, deHiny abo 6eHsuny, npuyomy ceHinoHa abo
©eH3unbHa rpyna HeoboB'a3KkoBO 3amieHa 1 - 3 rpy-
namu, BnbpaHummn 3 Ci-Ceankiny, Ci-Ceankokecu, C;-
CeTioankiny, -CFs, ranoreny, -OH a6o -COOH; i R
BnbpaHun 3 —CF3 abo C;-Ceankiny;

i, Kpim Toro, Rz, HeoboOB'A3kOBO 3amiweHnin 1 abo 2
00LaTKOBMMU 3aMiCHUKaMW, He3anexHo BubpaHumu 3
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H, ranoreny, -CN, -CHO, -CF;, -OCFj;, -OH, -C;i-
Ceankiny, -Ci-Csankokcu, -Ci-Cetioankiny, -NHy, -
N(C:-Ceanikin)z, -NH(C:-Ceankin), -NH-C(O)-(Ci-
Csankin) abo -NO;

R3 BMGpaHuii 3 H, ranoreny, -CN, -CHO, -CF3, -OCFs3,
-OH, -C;-Ceankiny, C;-Ceankokcu, Ci-CeTioankiny, -
NH2, -N(Ci-Csankin),, -NH(C;i-Ceankin), -NH-C(O)-
(C1-Csankin) abo —NOo;

R4 BM6panui 3 H, ranoreny, -CN, -CHO, -CF3, -OCFs3,
-OH, -C;-Ceankiny, -C1-Ceankokcu, -Cq1-CeTioankiny, -
NH2, -N(Ci-Ceankin),, -NH(Ci-Ceankin), -NH-C(O)-
(C1-Csankin), -NO2, -NH-C(O)-N(C1-Czankin),, -NH-
C(0)-NH(C;-Czankin), -NH-C(0)-O-(C;-Czankin), -
S0O,-C1-Ceankiny, -S-Cs-Csumknoankiny, -S-CH,-Cs-
Ceumknoankiny, -S0O;-Cs-Ceuuknoankiny, -SO2-CHo-
Cs-Ceumknoankiny,  Cs-Csumknoankiny, -CHz-Cs-
Csumknoankiny, -O-Cs-Ceuumknoankiny, -0O-CHz-Cs-
Csumknoankiny, deHiny, 6eHanny, 6eH3unokcu, Mop-
doniHo abo iHWKX reTepoumnkniB, TakMx K niponign-
HO, ninepwnavH, ninepasuH, dypaH, TiodeH, imigason,
TeTpason, nipasvH, nipa3orioH, nipason, imigason,
okcason abo i30Kca3on, MpUYOMy KinbLsA KOXHOI 3
AaHux Ra-rpyn HeoboB'A3koBO 3amiweHi 1-3 3amicHu-
kamu, BubpaHmumu 3 rpynu H, ranoreny, -CN, -CHO, -
CF3, -OH, -C;-Cearikiny, -Ci-Ceankokcm, -NHa, -N(Cs-
Csankin)z, -NH(C1-Ceankin), -NH-C(O)-(C1-Csankin), -
NO2, -SO5(C;-Csankin), -SO2NH(C:-Czankin), -
SO,N(C1-Csankin), abo —OCF3; abo ii papmaueBTu-
YHO NPUINHATHA conboBa hopMa.

2. Cnonyka 3a n. 1, ge R aBnsie co6oto -(CH3)n-A.

3. Cnonyka 3a n. 1 abo 2, ge n gopisHtoe 0.

4. Cnonyka 3a 6yab-akum 3 nn. 1 - 3, ae A aBnsie co-
6oto rpyny:

B Cc
H

ne B i C e Takumu, gk Bu3HadyeHo B . 1.

5. Cnonyka 3a 6ygb-akum 3 nn.1-4, ne B i C He3ane-
XXHO ABMSAOTbL COOOK HesamilleHi deHinbHy, nipuan-
HINBbHY, NIPUMIOVHINBHY, QYPUNbHY, TiEHINBHY abo
niponineHy rpynu.

6. Cnonyka 3a 6yab-skum 3 nn. 1-3, e A sBnsie co-
6oto rpyny:

7. Cnonyka 3a 6ygp-sikum 3 nn. 1-6, ae Rs BubpaHun
3 H, ranoreHy, -CN, -CHO, -CFj3, -OH, -C1-Csankiny, -
C,-Csankokecum, -C;-CgTioanciny, -NH,, -N(Cs-
Ceankin)z, -NH(Ci-Ceankin), -NH-C(O)-(C;1-Ceankin)
abo -NO3-.

8. Cnonyka 3a 6ygb-akum 3 nn. 1-7, ae R4 BnubpaHumn
3 H, ranoreny, -CN, -CHO, -CF3, -OH, -C;-Cgankiny, -
C,-Cgankokcm, -C;-CgTioanciny, -NH,, -N(Cs-
Csankin),, -NH(C1-Csankin), -NH-C(O)-(C1-Csankin), -
NO,, mopdoniHo abo iHWKX reTepouukniB, TakMxX SK
niponignHo, ninepuauH, ninepasuH, dypaH, TiodeH,
imigason, TeTpason, nipasuH, Mipa3onoH, nipason,
imigason, okcason abo isokcason.

9. Cnonyka 3a 6yab-akum 3 nn. 1-8, ae Rsz i R4 3Haxo-
OATbCA B 5 i 6 NONOXEHHAX iHAONBHOIO KinbLs.
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10. Cnonyka 3a 6ygb-skum 3 nn. 1-9, pe n3 gopis-
Hioe 1.

11. Cnonyka 3a 6yab-akum 3 nn. 1-10, ge X; siBnsie
coboto -O-, -SO5,-, -NH- abo -CH»-.

12. Cnonyka 3a 6yge-akum 3 nn. 1-11, ge R, aBnse
coboto rpyny, BUbpaHy 3:

(CH,),,-COOH
R
RB

(CH,),4-COOH

)
RB
abo

L
R (CH,),,-COOH

8

abo cdapmaueBTUYHO MPUNHATHUIA MIMETUK KUCMOTH,
ae n4 gopisHioe 0-2; i

Rs i Rg HesanexHo BubpaHi 3 H, ranoreny, -CN, -
CHO, -CF3, -OH, -C;-Cgankiny, -C;-Ceankokcu, -C;-
CeTioankiny, -NHz, -N(C1-Cesankin)z, -NH(C1-Cesankin),
-NH-C(0O)-(C1-Csankin) abo -NO.

13. Cnonyka 3a 6yab-skum 3 nn. 1-12, ge ns Aopis-
Htoe 0.

14. Cnonyka 3a 6ygb-sikum 3 nn. 1-13, ge -(CHz)na-
CO;H abo apmaueBTUYHO NPUNHATHUA MIMETUK
KMCNOTW 3HAaXOANTLCS B MOMNOXEHHI 4.

15. Cnonyka 3a 6yab-akum 3 nn. 1-14, ne n1 gopis-
Hioe 1 abo 2.

16. Cnonyka 3a 6ygb-akvum 3 nn. 1-15, ge n2 gopie-
Htoe 0, 1 abo 2.

17. Cnonyka 3a 6yab-skum 3 nn. 1-15, ge n1 i n2 go-
piBHIOIOTL 1.

18. Cnonyka 3a byab-sikum 3 nn. 1-17, ge X; Bubpa-
HWA 3 XiMiYHOro 3B'A3Ky, -S-, -O-, -NH- abo -N(C;-
Csankin)-.

19. Cnonyka 3a 6yab-akum 3 nn. 1-18, ge Ry Bubpa-
Hul i3 Cy1-Ceankiny, Cs-Ceumknoankiny, deHiny, nipu-
OVHIny, HadTuny, TeTpasony, KOXHUIA 3 siKnx Heobo-
B'AA3KOBO 3aMillleHnn 1 - 3 3aMiCHMKaMK, He3arnexXHo
BuGpaHumu 3 H, ranoreny, -CN, -CHO, -CF3, -OCFg3, -
OH, -Ci-Ceankiny, -Cji-Ceankokcu, -NH,, -N(C;-
Cesankin)z, -NH(C1-Csankin), -NH-C(O)-(C1-Ceankin), -
NOZ, -SOz(Cl-CgaHKiH), -SO2NHo, -SOzNH(Cl-
C3aJ'IKiJ'I), -SOzN(Cl-CgaﬂKiﬂ)z, -COOH, -CHz-COOH,
-CHz-N(Cl-CeaJ'IKiJ'I), -CHz-N(Cl-CeaJ'IKiJ'I)z, -CHz-NH-
C,1-CeTioankiny, deHiny (nognatkoBo HeoOOB'I3KOBO
3aMmillleHoro  raroreHamm), OeH3unokeu, -(Cs-
Csankin)C(O)CHs, -(C1-Czankin)OCHgs, -C(O)NH..

20. Cnonyka 3a 6yab-sikum 3 nn. 1-18, ge R, mae do-
pmyny:R

5

Rs

Ry
ae Rs, Rs, Re' HesanexHo BubpaHi 3 H, ranoreny, -
CN, -CHO, -CF3, -OCFs, -OH, Cl-Ce-aﬂKiﬂy, -C]_-
Csankokey, -NHz, -NH(C1-Csankin)z, -NH(C1-Csankin),
-NH-C(0)-(C1-Ceankin) abo —NO,.

77472 8

21. Cnonyka 3a n. 1, wo mae cdopmyny (1) a6o (l11):

7XZ/R2

(CH)a
R; { (CH2>nrN\H
N //S\\*(CHz)rTX17R1
S (I
R
(CH)p X2 7
R (CH,),7—NH
N\ \
//S*(CHz)rTX17R1
N 0 \g an

ae n1, n2, n3, n4, Xy, X, Ry, Ry, Rz i R4 € Takumu, sk
BM3Ha4eHo B n. 1, abo ii bapmaueBTUYHO NPUAHATHA
Cinb.

22. Cnonyka 3a n. 21, ge n3=1.

23. Crnonyka 3a n. 21 abo 22, ge R, saBnse coboto
deHin, samiweHun rpynoto popmynu -(CHz)ns-CO2H, i
HeoboB'AA3koBO 3amiweHnn 1 abo 2 pgoaaTkoBUMMU
3aMicHVMKamu, HesanexHo BubpaHnmu 3 H, ranoreny,
-CN, -CHO, -CF3, -OH, -C;-Cgankiny, -C1-Ceankokcu,
-C1-Ceticankiny, -NHz, -N(Ci-Ceankin)z, -NH(C;-
Ceankin), -NH-C(O)-(C1-Csankin) abo —NO,.

24. Cnonyka 3a n. 1, wo mae cdopmyny (1V) abo (V):

X;—R,

RS
R, CHy)—NH

> \S *(CHQ)FK‘@ A
N d \g Ry’ (V)

6

ae:

n1 gopiBHIOE Linomy yucny Big 1 oo 3;

N2 OopiBHIOE Linomy yucny Big 1 oo 3;

Rs, Re i Rg' He3anexHo BubpaHi 3 H, ranoreny, -CN, -
CHO, -CF3, -OH, -C;-Csankiny, -C1-Csankokecu, -NHz,
-N(C1-Csankin)z, -NH(Ci-Csankin), -NH-C(O)-( Ci-
Csankin) abo —NOo;

X1 BUBpaHun 3 ximiyHoro 3B'a3ky, -S-, -O-, -NH- a6o -
NH(C;-Czankin)-;

X2 BubpaHu 3 -O-, -SO,- abo —CH>-; R» aBnse co-
6oto rpyny, BubpaHy 3:

(CH,),,-COOH




(CH,),,-COOH

(CH,),+~COOH
8

Rs i Rg HesanexHo BuOpaHi 3 H, ranoreny, -CN, -
CHO, -CF3, -OH, -C;-Ceankiny, -C1-Csankokecu, -NHa,
-N(C1-Ceankin),, -NH(C:-Ceankin), -NH-C(O)-(Cs-
Csankin) abo —NOy;

n4 popiBHIo€E Linomy yucny Big 0 go 2;

R3 Bubpanun 3 H, ranoreny, -CN, -CHO, -CF3, -OH, -
Ci1-Ceankiny, C1-Ceankokcum,

-Ci-Ceticankiny, -NHz, -N(Ci-Ceankin),, -NH(Cs-
Cesankin), -NH-C(O)-(C1-Ceankin) abo —NO; i

R4 Bubpanun 3 H, ranoreny, -CN, -CHO, -CF3, -OH, -
C,-Ceankiny, -Ci1-Csankoken, -C1-CeTioankiny, -NHy, -
N(Ci-Csankin),, -NH(Ci:-Ceankin), -NH-C(O)-(C;-
Csankin), -NO2, mopconiHo abo iHLMX reTepouuKIIiB,
Takux sk niponigunHo, ninepuawH, ninepasviH, gypaHx,
TiodpeH, imigason, TeTpason, nipasuH, Nipa3osioH,
nipason, imigason, okcason abo i3okcason; abo i
hapmMaLEeBTUYHO NPUAHATHA ConboBa dopma.

25. Cnonyka 3a n. 1, wo mae cdopmyny (VI) abo (VII):

X, e

)@C/ A @ v,

oar

Rg
R,
/
R J \\

ne:
X1 BUBpaHui 3 ximidHoro 3B'a3ky, -S-, -O-, -NH- abo -
NH(C:-Czankin)-;

X2 BubpaHum 3 -O-, -SO,- abo —CHy;

R3 Bubpanui 3 H, ranoreny, -CN, -CHO, -CF3, -OH, -
C1-Ceanikiny, -Ci-Csankokeu, -C1-CeTioankiny, -NHy, -
N(Ci-Csankin),, -NH(Ci-Ceankin), -NH-C(O)-(C;:-
Csankin) abo -NOy; i

R4 Bubpanun 3 H, ranoreny, -CN, -CHO, -CF3, -OH, -
C1-Ceankiny, -Cq-Csankokeu, -Ci-CeTioankiny, -NH, -
N(Ci-Ceankin)z, -NH(Ci-Csankin), -NH-C(O)-(Ci-
Ceankin), -NO>, mopdoniHo abo iHLWKX reTepouuknis,
Takux §K niponigvHo, ninepuavH, ninepasviH, gypanx,
TiodpeH, imigason, TeTpason, nipasuH, nNipa3osioH,
nipason, imigason, okcason abo i3okca3sors;

n1 gopiBHIOE Linomy uucny Big 1 oo 2;

N2 OopiBHIOE Linomy yucny Big 1 oo 2;

Rs, Re i Re' He3anexHo Bubpani 3 H, ranoreny, -CN, -
CHO, -CF;, -OCF; -OH, -Ci-Ceankiny, -Cs-

@ )
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Ceankokeu, -NHz, -N(C1-Csankin),, -NH(C1-Csankin), -
NH-C(O)-(C1-Ceankin) abo -NOy;

Rs i Ro He3anexHo BubpaHi 3 H, ranoreHy, -CN, -
CHO, -CF3, -OH, -C1-Csankiny, -C1-Csankokcu, -NHz,
-N(C1-Ceankin),, -NH(Ci-Ceankin), -NH-C(O)-(Ci-
Csankin) abo -NOy; abo ii hbapmaLeBTUYHO NPUAHAT-
Ha conboBa gopma.

26. Cnonyka 3a n. 25 copmynu (VI) abo (VII), ge:

n1 gopisHioe 1 i n2 gopisHioe 1.

27. Cnonyka 3a 6ygb-skum 3 nn. 1-26, ge X; siBnsie
co60to XiMiYHMIA 3B'A30K.

28. Cnonyka 3a n. 1, ska BuBpaHa 3 rpynu, Lo ckna-
Aaetbesa 3

4-[2-(1-6eHarigpnn-2-{2-
[(6eH3uncynbdoHin)amiHoleTun}-5-xnop-1H-iHgon-3-
in)eTokcu]6eH30MHOI KNCNOoTY;
4-[2-(1-6eHsrigpun-5-xnop-2-{2-
[(i3onponincynbdoHin)amiHoleTun}-1H-iHgon-3-
in)eTokcu]6eH30MHOIT KNCNOTY;
4-[2-(1-6eHarigpvn-2-{2-
[(ByTuncynbdoHin)amiHoletun}-5-xnop-1H-iHgon-3-
in)eToKcM]GEeH30MHOT KUCTOTY;
4-{2-[1-6eHarigpun-5-xnop-2-(2-{[(1-meTnn-1H-
imigason-4-in)cynbdoHin]amiHo}etun)-1H-iHgon-3-
inJeTokcn}6eH30MHOI KNCNoTy;
4-{2-[1-6eH3rigpun-2-(2-{[(5-6pom-6-xnop-3-
nipuaunHin)cynbdoHinjamiHo}etnn)-5-xnop-1H-iHgon-
3-inJeTokcn)6EH30MHOT KNCNOTY;
4-[2-(1-6eHarigpun-5-xnop-2-{2-[{[(1R)-7,7-anmeTnn-
2-okcobiuukno[2.2.1]renT-1-
unlmetun}cynbdoHin)amiHoleTnn}-1H-iHgon-3-
in)eTokcu]6eH30MHOI KNCNOoTY;
4-(2-{1-6eHsrigpun-5-xnop-2-[2-
({[(meTuncynbdoHin)meTun]cynbdoHintamiHo)etun)-
1H-iHgon-3-in}eTokcn)6eH30MHOT KUCNOTH;
4-(2-{1-6eH3rigpun-5-xnop-2-[2-({[(2-(1-
HadTMn)etunjcynedoHrin}amido)etun]-1H-ingon-3-
in}eTokcm)BeH30MHOT KUCNoTK;
4-{2-[1-6eHarigpnn-5-xnop-2-{2-[({2-
HiTpo6eH3un}cynbgoHin)amiHoletun}-1H-ingon-3-
in)eTokcu]6eH30MHOIT KNCNOoTY;
4-{2-[1-6eHarigpwn-5-xnop-2-(2-{[(3,4-
anxnopbeHann)cynbdoHin]amiHo}etun)-1H-iHgon-3-
inJeTokcn}6eH30MHOIT KNCNOTY;
4-{2-[1-6eHarigpun-5-xnop-2-(2-{[(3,5-
anxnopbeHaun)cynsdoHrinjamiHo}etun)-1H-ingon-3-
in]eToKcn}6eH30MHOT KUCTOTY;
4-(2-{1-6eHazrigpun-5-xnop-2-(2-({[(3-
(TpndbTOpMETMIN)OEH3MN]CynbdOHIN}amiHo)eTnn]-1H
iHOoN-3-in}eToKCcW)BEeH30MHOT KUCTOTH;
4-(2-{1-6eH3rigpun-5-xnop-2-(2-({[(4-
(TpndbTOpMETMN)BEH3MN]cynbdoHIn}amiHo)eTun]-1H
iHOon-3-in}eToKkcn)6eH30MHOT KNCOoTH;
4-{2-[1-6eHarigpvn-5-xnop-2-(2-{[(4-
pTOpOeH3nn)cynbdoHin]amiHo}etun)-1H-ingon-3-
in]eToKcn}6eH30MHOI KUCTOTY;
4-{2-[1-6eHarigpvn-5-xnop-2-(2-{[(4-
xnop6eHaun)cynbdoHinjamiHo}etun)-1H-iHaon-3-
in)eTokcn}6eH30MHOT KUCNOTH;
2-(2-{[(2-amiHO6eH3nn)cynbdoHin]amiHo}eTun)-4-{2-
[1-6eHnsrigpun-5-xnop-1H-iHgon-3-
inJeTokcn}6eH30MHOI KNCNoTw;
4-{2-[1-6eHsrigpnn-5-xnop-2-(2-
{[(aMmeTunamiHo)cynbgoHinjamiHo}etun)-1H-ingon-
3-in]eTokcu}6eH30MHOT KUCNoTY;
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4-{2-[1-6eH3rigpun-5-xnop-2-(2-{[(3,4-
andTopbeHann)cynbdoHin]amiHo}etun)-1H-iHgon-3-
inJeTokcn}6eH30MHOIT KNCNOoTY;
4-{2-[1-6eHarigpwn-5-xnop-2-(2-{[(2-
HadpTunmeTun)cynbgoHinjamiHo}etun)-1H-ingon-3-
inJeTokcn}6eH30MHOI KNCnoTy;
3-({[(2-{1-6eHnsrigpvn-3-[2-(4-kapbokcrdeHoKci )eTnn]-
5-xnop-1H-iHgon-2-
in}eTun)amiHo]cynboHin}MeTnn)6eH30MHOI KUCNOoTH;
4-(2-{1-6eHnarigpun-5-xnop-2-[2-({[(E)-2-
deHineTeHin]cynbdoHin}amiHo)etun]-1H-iHaon-3-
in}eTokcn)6eH30MHOT KNCOoTK;
4-{2-[1-6eH3rigpun-5-xnop-2-(2-
{[(TpMdTOpMeTUN)CYnNbdOHIN]amiHo}eTn)-1H-iHaon-
3-injeTokcn}bEeH30MHOI KNCNOoTY;
4-[2-(1-6eH3rigpun-5-xnop-2-{2-
[(umknonponincynbdoHin)amiHoleTun}-1H-iHoon-3-
in)eTokcn]6eH30MHOT KNCMNOTY;
4-(2-{1-6eHnsrigpun-2-[2-({[3,5-
Bic(TpndTopmeTun)oeHann]cynbdoHrinamiHo)eTmn]-
5-xnop-1H-iHgon-3-in}eTokcn)6eH30MHOT KNCNoTyY;
2-{[(2-{1-6eHsrigpun-3-[2-(4-kapbokcndeHoKci)eTnr]-
5-xnop-1H-iHgon-2-
in}eTun)amiHo]cynboHin}oeH30MHOT KUCNoTK;
4-[2-(1-6eH3rigpun-5-xnop-2-{2-[(2-
HadTMNCcynbdoHin)amiHoleTnn}-1H-iHoon-3-
in)eTokcn]6eH30MHOIT KNCMNOTY;
4-{2-[1-6eHarigpwn-5-xnop-2-(2-{[(3,5-
anxnopdeHin)cynbdoHinjamiHo}etnn)-1H-iHgon-3-
inJeTokcn}6eH30MHOI KNCNoTy;
4-{2-[1-6eHarigpun-5-xnop-2-(2-{[(3,4-
anxnopdeHin)cynbdoHinjamiHo}etnn)-1H-iHoon-3-
inJeTokcn}6eH30MHOI KNCNoTY;
4-{2-[1-6eHarigpun-5-xnop-2-(2-{[(2,3-
anxnopbeHann)cynbdoHin]amiHo}etun)-1H-iHgon-3-
inJeTokcn}6eH30MHOT KNCNOTY;
4-{2-[1-6eHarigpwn-5-xnop-2-(2-{[(2,4-
anxnopbeHann)cynsdoHrinjamiHo}etun)-IH-iHgon-3-
in]eTokcn}6eH30MHOT KUCTOTY;
4-{2-[1-6eHarigpwn-5-xnop-2-(2-{[(2,4-
anxnopbeHann)cynbdoHin]amiHo}etun)-1H-iHgon-3-
inJeTokcn}6eH30MHOI KNCNoTY;
4-{2-[1-6eH3rigpun-5-xnop-2-(2-{[(4-xnop-2-
HiTpo6eH3un)cynbdoHinjamiHo}etun)-1H-iHgon-3-
inJeTokcn)6eH30MHOI KNCnoTy;
4-[2-(1-6eHsrigpwn-2-{2-
[(6eH3uncynbgoHin)amiHoleTnn}-5-mopdoniH-4-in-
1H-iHgon-3-in)eTokcn]6eH30MHOT KNCNOTY;
4-{2-[1-6eHarigpwn-5-xnop-2-(2-{[(2-
LiaHo6eH3un)cynbdoHin]amiHo}etnn)-1H-iHaon-3-
inJeTokcn}6eH30MHOT KNCNOTY;
4-{2-[1-6eH3rigpun-5-xnop-2-(2-{[(2-
LiaHo6eHaun)cynbdoHinjamiHo}etun)-1H-iHgon-3-
inJeTokcn}6eH301MHOI KNCNoTy;
4-{2-[1-6eHarigpwn-5-xnop-2-(2-{[(3-
LiaHo6eH3un)cynbdoHin]amiHo}etun)-1H-ingon-3-
in)eTokcn}OeH30MHOT KUCTOoTH;
4-{2-[1-6eHarigpwn-5-xnop-2-(2-{[(4-
LiaHo6eH3un)cynbdoHin]amiHo}etun)-1H-iHaon-3-
inJeTokcn}6eH30MHOT KNCNOTY;
4-(2-{1-6eHnsrigpun-5-xnop-2-[2-({[4-(1-
ninepuavHincynbo-
Hin)6eH3un]cynbdoHintamido)etun]-1H-iHgon-3-
in}eTokcn)b6eH30MHOI KUCNOTY;
4-(2-{2-[2-({[4-
(amiHocynbdoHIN)6eHann]cynboHintamiHo)etun]-1-
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©eHarigpun-5-xnop-1H-ingon-3-in}eTokcn)6eH30mHoT
KMCcnoTu;

4-(2-{1-6eH3rigpun-5-xnop-2-[2-(4-
MeTaHcynbgOoHINdeHinmeTaHcynbdoHinamiHo)eTnnl-
1H-iHgon-3-in}eTokcn)6eH30MHOT KUCNOTH;
4-(2-{1-6eHsrigpun-5-xnop-2-[2-(4-
gieTuncynbdamoindgeHinmeTaHcy-
nbdoHinamiHo)etun]-1H-iHgon-3-
in}eTokcn)OeH30MHOT KUCTOTH;
4-{3-[1-6eH3rigpun-5-xnop-2-(2-
deHinmeTaHcynbdoHinamiHoeTun)-1H-iHgon-3-
injnponin}6eH30MHOI KucnoTK;
4-{3-[1-6eHarigpwn-5-xnop-2-(2-{[(3,5-
anxnopbeHaun)cynbdoHin]amiHo}etun)-1H-ingon-3-
in]nponin}6eH30MHOI KUCNoTY;
4-{3-[1-6eHarigpun-5-xnop-2-(2-{[(3,4-
anxnopbeHann)cynbdoHin]amiHo}etun)-1H-iHgon-3-
in]nponin}6eH30MHOI KUCNoTHY;
4-[2-(1-6eH3rigpun-5-xnop-2-(2-
[(MeTnncynbdoHin)amiHoletnn)-1H-iHgon-3-
inJeTokcn}6eH30MHOI KNCnoTw;
4-[2-(1-6eHarigpwn-5-xnop-2-{2-
[(dbeHincynbdoHin)amiHoleTnn}-1H-iHoon-3-
inJeTokcn}6eH30MHOI KNCNoTy;
4-(2-{1-6eHarigpun-5-xnop-2-[2-({[3-
(TpndbTOpMETUN)OEH3MM]CYnbdOoHIN}amiHo)eTun]-1H-
iHOoN-3-in}eToKCM)BEH30MHOT KUCTOTH;
2-{[(2-{[(2-{1-6eHarigpnn-3-[2-(4-
kapbokcudeHokci)etun]-5-xnop-1H-ingon-2-
in}eTnn)amiHo]cynbgoHin}eTnn)amiHolkapboHrin}beH3
OWHOT KUCMOTY;

4-{2-[{1-6eHarigpun-5-xnop-2-(2-{[(3-
(nipugmHinmeTnn)cynedoHin]amiHo}etun)-1H-ingon-
3-in]eTokcu}6EeH30MHOT KUCNOTY;
4-{2-[{1-6eHn3rigpun-5-xnop-2-(2-{[(4-
(nipyamHinmeTun)cynbdoHinjamiHo}etun)-1H-iHoon-
3-inJeTokcn}6EH30MHOI KNCNoTY;
4-{2-[{1-6ensrigpun-5-xnop-2-(2-{[(2-
(nipugmHinmeTnn)cynbdoHin]amiHo}etun)-1H-ingon-
3-injeTokcn}beH30MHOI KNCNOoTY;
4-{3-[1-6eHarigpun-5-xnop-2-(2-{[(2,6-
avmMeTnnoeHsun)cynbgoHinjamiHo}etnn)-1H-ingon-3-
in]nponin}6eH30MHOI KUCNoTHY;
4-{2-[1-6eH3rigpun-5-xnop-2-(2-
{[(unknorekcunmeTnn)cynbdoHinjamiHo}etun)-1H-
iHgon-3-injJeTokcn}6eH30MHOI KNCnoTw;
4-{2-[1-6eHarigpvn-5-xnop-2-(2-{[(4-
HiTpOo6eH3un)cynbgoHinjamiHo}etun)-1H-ingon-3-
in]JeTokcun)6eH30MHOIT KNCNoTy;
4-{2-[1-6eHarigpvn-5-xnop-2-(2-{[(3-
HiTpo6eH3unn)cynbgoHinjamiHo}etun)-1H-iHgon-3-
inJeTokcn}6eH30MHOIT KNCNOTY;
4-{2-[1-6eHarigpvn-5-xnop-2-(2-[({2-
HiTpo6eHann}cynsdoHin)amiHoleTun}-1H-iHgon-3-
in)nponin]6eH30MHOI KUCNoTK;
4-{3-[1-6eHsrigpnn-5-xnop-2-(2-{[(4-
dTopbeHann)cynbdoHin]amiHo}etun)-1H-iHgon-3-
in]nponin}6eH30MHOI KUCNoTY;
4-(3-{1-6eH3rinpun-5-xnop-2-[2-({[4-
(TpudbTOpMETUN)BEH3MM]CYNbdOHIN}amiHo)eTun]-1H-
ingon-3-in}nponin)6eH30MHOI KUCNoTw;
4-(3-{1-6eHsrigpun-5-xnop-2-[2-({[3-
(TpudbTopMeTUn)oeHann]cynbdoHintamiHo)eTun]-1H-
iHoon-3-in}nponin)6eH30MHOI KUCNOTY;
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4-{3-[1-6eHarigpun-5-xnop-2-(2-{[(4-
xnop6eHaun)cynbdoHinjamiHo}etun)-1H-iHaon-3-
in]nponin}6eH30MHOI KUCnoTY;
4-{3-[1-6eHarigpun-5-xnop-2-(2-{[(2-
nipuguHinmeTun)cynedgoHinjamiHo}etunn)-1H-iHgon-3-
in]nponin}6eH30MHOI KUCNoTK;
4-{3-[1-6eHarigpun-5-xnop-2-(2-{[(3-
nipyauHinmeTun)cynbdoHinjamiHo}etnn)-1H-ingon-3-
in]nponin}6eH30MHOI KUCNoTHY;
4-{3-[1-6eHarigpwn-5-xnop-2-(2-{[(4-
nipyauHinmeTun)cynbdoHinjamiHo}etnn)-1H-ingon-3-
in]nponin}6eH30nHOI KucnoTK;
4-{3-[1-6eHarigpwn-5-xnop-2-(2-{[(2-
xnop6eHann)cynbdoHin]amiHo}etun)-1H-iHgon-3-
in]nponin}6eH30MHOI KUCNoTK;
4-{3-[1-6eH3rigpun-5-xnop-2-(2-{[(3-
HiTpoGeH3un)cynbdoHinjamiHo}etun)-1H-iHgon-3-
in]nponin}6eH30MHOI KUCNoTY;
4-{3-[1-6eHarigpwn-5-xnop-2-(2-{[(3-
xnop6eHaun)cynbdoHinjamiHo}etun)-1H-iHaon-3-
in]nponin}6eH30MHOI KucnoTK;
4-{3-[1-6eHarigpwn-5-xnop-2-(2-{[(2,5-
anxnop6eHaun)cynbgoHin]amiHo}etun)-1H-ingon-3-
in]nponin}6eH30MHOI KUCNoTY;
4-{3-[1-6eH3rigpun-5-xnop-2-(2-{[(3-
MeToKcnbeH3un)cynedoHin]amiHo}etun)-1H-ingon-3-
in]nponin}6eH30MHOT KUCNoTY;
4-{3-[2-(2-{[(2-amiHOBeH3unn )cynbdoHin]amiHo}eTun)-
1-6eH3rigpun-5-xnop-1H-iHgon-3-
in]nponin}6eH30MHOI KUCNoTK;
4-{3-[1-6eHarigpwn-5-xnop-2-(2-{[(2-
MeTunbeHsun)cynboHinjamiHo}etnn)-1H-iHgon-3-
in]nponin}6eH30MHOI KUCNoTK;
4-{2-[1-6eH3rigpwn-5-xnop-2-(2-{[(4-
TpudTopMeToKkenbeH3aun)cynbdoHin]amiHo}etun)-1H-
iHoon-3-injJeTokcn}6eH30MHOIT KNCNoTY;
4-{2-[1-6eHarigpun-5-xnop-2-(2-{[(2-dTop-6-
HiTpo6eH3unn)cynbdoHinjamiHo}etun)-1H-iHgon-3-
in]eTokcn}6eH30MHOIT KUCTOTH;
4-{2-[1-6eHarigpwn-5-xnop-2-(2-{[(2-
anxnopbeHann)cynbdoHin]amiHo}etun)-1H-iHgon-3-
inJeTokcn}6eH30MHOI KNCNoTY;
4-{2-[1-6eHarigpwn-5-xnop-2-(2-{[(2,6-
andTopbeHann)cynbdoHinjamiHo}etun)-1H-iHgon-3-
inJeTokcn}6eH30MHOI KNCnoTy;
4-(2-{1-6eHnsrigpun-5-xnop-2-[2-({[(6-xnop-3-
nipyauHin)meTun]cynbdoHin}amiHo)etun]-1H-iHgon-
3-in}eToKkcn)6eH30MHOT KUCNOTY;
4-(2-{1-6eHsrigpun-5-xnop-2-[2-({[(5,6-onxnop-2-
nipyauHin)meTun]cynbdoHinjamiHo)etun]-1H-iHgon-
3-injeTokcn)6eH30MHOIT KNCNoTy;
4-{2-[1-6eH3rigpun-5-xnop-2-(2-{[(3-
MeToKcnbeHsun)cynbdoHrinjamiHo}etun)-1H-ingon-3-
inJeTokcn}6eH301MHOI KNCNoTy;
4-{2-[1-6eHarigpun-5-xnop-2-(2-{[(3,5-
anmveTnnoeHaun)cynbdoHinlamiHoleTtunn)-1H-ingon-3-
inJeTokcn}6eH30MHOI KNCNoTY;
4-{2-[1-6eHarigpwn-5-xnop-2-(2-{[(2-
MeTun6eH3un)cynbdoHinjamiHoletnn)-1H-iHgon-3-
inJeTokcn}6eH30MHOT KNCNOTY;
4-{2-[1-6eHarigpwn-5-xnop-2-(2-{[(2,6-
anxnopbeHann)cynbdoHinjamiHo}etun)-1H-iHgon-3-
in]eTokcn}6eH30MHOT KUCTOTH;
4-(2-{1-6eHnsrigpun-5-xnop-2-[2-
({[(deHincynbdaHin)meTun]cynbgoHin}tamiHo)etnn]-
1H-iHgon-3-in}eTokcn)6eH30MHOT KUCTOTH;
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4-(2-{1-6eHazrigpun-5-xnop-2-[2-(2,6-
anveTundeHincynbgaHinveTaHcy-
nedoHinamiHo)etun]-1H-iHaon-3-
in}eTokcn)6eH30MHOT KUCTOoTH;
4-(2-{1-6eH3rigpun-5-xnop-2-[2-(2-
MeToKcudEeHINCynbdaHinmeTaHcy-
nedoninamiHo)etun]-1H-iHgon-3-
in}eTokcn)0eH30MHOT KNCTOoTH;
4-(2-{1-6eHazrigpun-5-xnop-2-[2-(2-xnop-6-
MeTundeHincynbdaHinmeTaHcynbgoHinamiHo)etnn]-
1H-iHgon-3-in}eTokcn)6eH30MHOT KUCNOTH;
4-(2-{1-6eHsrigpun-5-xnop-2-[2-(3,5-
anxnopdeHincynsdaHinmeTaHcy-
nedoHinamiHo)etun]-1H-iHgon-3-
in}eTokcn)6EeH30MHOIT KUCNOTK;
4-(2-{1-6eHazrigpun-5-xnop-2-[2-(3,4-
ANMeTOoKCUdeHincynbaHinMeTaH-
cynbdoHinamiHo)etunn]-
in}eTokcn)OeH30MHOT KUCNOoTH;
4-(2-{1-6eHsrigpun-5-xnop-2-[2-(2-mopdoniH-4-
ineTaHcynbgoHinamiHo)eTun]-1H-ingon-3-
in}eTokcn)6EeH30MHOI KUCNOTK;
4-(2-{1-6eHarigpun-5-xnop-2-[2-(2-nipason-1-
ineTaHcynbgoHinamiHo)eTun]-1H-iHgon-3-
in}eTokcn)0eH30MHOT KUCTOoTH;
4-(2-{1-6eH3rigpun-5-xnop-2-[2-(2-
deHinamiHoeTaHcynbdoHinamiHo)etnn)]-1H-iHgon-3-
in}eTokcm)6eH30MHOT KUCNoTH;
4-(2-{1-6eHsrippun-5-xnop-2-[2-({[2-(1,4-piokca-8-
asacnipo[4.5]peu-8-un)etun]cynbdoHin}amiHo)eTwr]-
1H-iHgon-3-in}eTokcn)0eH30MHOT KUCNoTK;
4-[2-(1-6eHarigpvn-5-xnop-2-{2-[({2-[4-(2-nipugnHin)-
1-ninepasuHinleTun}cynbdoHin)amiHoleTun}-1H-
iHOonN-3-in)eTokcM]6EeH30MHOT KUCNOTY;
4-(2-{1-6ensrigpun-5-xnop-2-[2-({[2-(1H-1,2,4-
Tpuason-1-in)etun]cynbgoHin}amido)etun]-1H-iHgon-
3-injeTokcn)6eH301MHOI KNCnoTw;
4-(2-{1-6ensrigpun-5-xnop-2-[2-({[2-(3,5-aumeTun-
1H-nipason-1-in)etun]cynbgoHin}amiHo)etun]-1H-
iHOON-3-in}eTOKCM)OEeH30MHOT KUCMNOTK;
4-(2-{1-6eHzrigpun-5-xnop-2-[2-({[2-(3-meTun-1H-
nipason-1-in)etun]cynesdoHin}amiHo)etnn]-1H-iHgon-
3-in}eTokcn)6eH30MHOI KUCNOoTY;
4-(2-{1-6eH3rigpun-5-xnop-2-[2-({[2-(4-meTun-1H-
nipason-1-in)etun]cynedoHrin}amiHo)etnn]-1H-iHgon-
3-injeTokcn)6eH301MHOI KNCnoTw;
4-[2-(1-6eHarigpunn-5-xnop-2-{2-[({2-[(2R,6S)-2,6-
anmeTun-1-
ninepuauHinletTun}cynbdoHin)amidoletnn}-1H-iHgon-
3-in)eToKcK]6EH30MHOT KUCNOTY;
4-(2-{1-6eH3rigpun-5-xnop-2-[2-({[2-(2-Tiokco-1-
imigasoniguHin)etun]cynedoHintamiHo)etun]-1H-
iHOon-3-in}eToKkcn)6eH30MHOT KNCIOoTK;
4-(2-{1-6ensrigpun-5-xnop-2-[2-({[2-(1,3-TiazonignH-
3-in)etun]cynedoHintamiHo)etun]-1H-iHoon-3-
in}eTokcn)B6EeH30MHOIT KNCINOTK;
4-(2-{1-6ensrigpun-5-xnop-2-[2-(2-[1,2,3]tpmnason-1-
ineTaHcynbgoHinamiHo)eTun]-1H-ingon-3-
in}eTokcn)OeH30MHOT KUCTNOTH;
4-(3-{1-6eH3rigpun-5-xnop-2-[2-(2-mopdoniH-4-
ineTaHcynbdoHinamiHo)eTun]-1H-ingon-3-
in}nponin)6eH301MHOI KNCNoTY;
4-[3-(1-6eHsrigpun-5-xnop-2-{2-[2-(2,6-
anmeTunninepnanH-1-in)etaHcynbdoHinamiHoletmn}-
1H-iHgon-3-in)nponin]6eH30MHOI kKUCnoTyY;

1H-iHgon-3-
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4-[3-(1-6eHarigpun-5-xnop-2-{2-[2-(3,5-
avmMeTunnipason-1-in)etaHcynbgoHinamiHoletun}-
1H-iHgon-3-in)nponin]6eH30MHoT kKuCcnoTuY;
4-(2-{1-6eHsrigpun-5-xnop-2-[2-(2-TeTpason-2-
ineTaHcynboHinamiHo)eTun]-1H-ingon-3-
in}eTokcn)6eH30MHOI KNCINOTY;
4-(2-{1-6eHnsrigpun-5-xnop-2-[2-(2-TeTpason-1-
ineTaHcynbgoHinamiHo)etun]-1H-ingon-3-
in}eTokcn)OeH30MHOT KNCTOTH;
4-{2-[1-6eH3rigpnn-6-xnop-2-(2-
deHinmeTaHcynbdoHinamiHoeTun)-1H-iHgon-3-
inJeTokcn}6eH30MHOI KNCNoTw;
4-(2-{1-6eHnsrigpun-6-xnop-2-[2-(3,4-
anxnopdeHrinMeTaHcynbgoHinamiHo)etun]-1H-iHgon-
3-in}eTokcn)6eH30MHOT KUCNOTY;
4-(2-{1-6eHsrigpun-6-xnop-2-[2-(3,5-
anxnopdeHinveTtaHcynbdoHinamiHo)etun]-1H-iHgon-
3-injeTokcn)6eH30MHOI KNCNoTy;
4-{2-[1-6eH3rigpun-5-xnop-2-(2-{[(2-
LiaHo6eH3un)cynbdoHinjamiHo}etun)-1H-iHaon-3-
inJeTokcn}6eH30MHOI KNCnoTw;
4-{2-[1-6eHarigpun-5-xnop-2-(2-{[(TeTpariapo-2H-
nipaH-2-inmeTtun)cynbdoHinjamiHo}etnn)-1H-iHgon-3-
inJeTokcn}6eH30MHOI KNCNoTY;
4-{2-[1-6eH3rigpun-2-(2-{[(1,3-6eH30kca3on-2-
inmeTnn)cynbgoHin]amiHo}etun)-5-xnop-1H-iHgon-3-
inJeTokcn}6eH30MHOT KNCNOTY;
4-{2-[1-6eH3rigpun-5-xnop-2-(2-
{[(uiaHOMeTun)cynbdoHin]amiHo}etun)-1H-iHaoN-3-
in]eTokcn}6eH30MHOIT KUCTOTY;
4-{2-[1-6eHarigpwn-5-xnop-2-(2-{[(3-
TieHinmeTun)cynbdoHinjamiHo}etun)-1H-iHaon-3-
inJeTokcn}6eH30MHOI KNCNoTY;
4-[2-(1-6eH3rigpun-5-xnop-2-{2-[2-(2-
MeTunniponiguH-1-in)etaHcynbgoHinamiHo]
etnn}-1H-inaon-3-in)eTokcn]6eH30MHOT KUCNOTY;
4-[2-(1-6eHsrigpwn-5-xnop-2-{2-[2-(2-
mMeTunninepnanH-1-in)etaHcynsgoHinamiHoletnn}-
1H-iHgon-3-in)eTokcn]6eH30MHOT KNCNOTY;
4-[2-(1-6eH3rigpwn-5-xnop-2-{2-[2-(2,5-
AvmMeTunniponignH-1-in)eTaHcynbgoHinamiHoletTun}-
1H-iHgon-3-in)eTokcn]6eH30MHOT KNCNOTY;
4-(2-{1-6eHnsrigpun-5-xnop-2-[2-(2-tiomopconiH-4-
ineTaHcynbdoHinamiHo)eTun]-1H-ingon-3-
in}eTokCcM}6eH30MHOT KNCNOoTK;
4-(2-{1-6eHnsrigpun-5-xnop-2-[2-(2-ninepnaunH-1-
ineTaHcynbdoHinamiHo)etun]-1H-ingon-3-
in}eTokcn)b6eH30MHOI KUCINOTY;
4-{2-[1-6eH3rigpnn-5-xnop-2-(2-o-
TonincynbdaHinmeTaHcynbdoHinamiHoeTun)-1H-
iHoon-3-inJeTokcn)6eH30MHOT KUCNOoTY;
4-(2-{1-6eHsrigpun-5-xnop-2-[2-(2-
xnopdeHrincynsdaHinmeTaHcynbMoHinamiHo)eTnn]-
1H-iHgon-3-in}eTokcn)6eH30MHOT KNCNoTK;
4-(2-{1-6eHnsrigpun-5-xnop-2-[2-(2,6-
anxnopdeHincynbgaHinveTaHcy-
nedoHinamiHo)etun]-1H-iHaon-3-
in}eTokcn)OeH30MHOT KNCTOoTH;
4-(2-{1-6eHnsrigpun-5-xnop-2-[2-(2,5-
AnmeToKcudeHincynbgaHiniMeTaHcynb@OHiIn-
amiHo)eTun]-1H-iHgon-3-in}eTokcn)6eH30MHOT  Kucro-
™;
4-[2-(1-6eH3rigpun-5-xnop-2-{2-[2-(3-
rigpokcuniponianH-1-in)etaHcynbgoHinamiHoletunn}-
1H-iHgon-3-in)eTokcn]6eH30MHOT KNCNOTY;
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4-[2-(1-6eHsrigpun-5-xnop-2-{2-[2-(4-
rigpokcuninepuauH-1-in)etaHcynbdoHinamiHoletun}-
1H-iHgon-3-in)eTokcn]6eH30MHOT KNCNOTY;
4-(2-{1-6eH3rinpun-5-xnop-2-[2-(2-niponignH-1-
ineTaHcynbdoHinamiHo)etun]-1H-ingon-3-
in}eTokcn)6EeH30MHOIT KUCNOTK;
4-[2-(1-6eHarigpvn-5-xnop-2-{2-[2-(2-
anmMeTtunamiHomeTunninepmuanH-1-
in)eTaHcynbdoHinamiHoletun}-1H-iHgon-3-
in)eTokcn]6eH30MHOIT KNCNOoTY;
4-(2-{1-6eH3rigpun-5-xnop-2-[2-(2-imigason-1-
ineTaHcynbgoHinamiHo)eTun]-1H-ingon-3-
in}eTokcn)6eH30MHOT KUCNoTH;
4-{3-[1-6eHarigpwn-5-xnop-2-(2-{[(2,6-
andropbeHsun)cynbdoHin]amiHo}etun)-1H-ingon-3-
in]nponin}6eH30MHOI KUCNoTY;
4-{3-[1-6eHarigpun-2-(2-{[(3,4-
anxnopbeHaun)cynbdoHin]amiHo}etun)-1H-iHgon-3-
in]nponin}6eH30MHOT KUCNoTY;
3-[4-({2-[1-6eHarigpun-5-xnop-2-(2-{[(2-
xnop6eHaunn)cynbdoHinjamiHo}etun)-1H-iHaon-3-
inJeTun}cynbdoHin)deHin]nponaHoBoi KUCNoTK;
3-(4-{[2-(1-6eHarigpun-2-{2-
[(6eHsuncynbdoHin)amitoleTun}-5-xnop-1H-iHgon-3-
in)eTun]cynbdoHin}deHin)NnponaHoBoi KNCNOTY;
3-[4-({2-[1-6eHarigpun-5-xnop-2-(2-{[(2,6-
andTopbeHann)cynbdoHin]amiHo}etun)-1H-iHoon-3-
injeTun}cynbdoHin)deHin]nponaHoBoi KUCNOTH;
3-[4-({2-[1-6eHarigpun-5-xnop-2-(2-{[(2-
pTopbeH3nn)cynbdoHinlamiHo}etun)-1H-ingon-3-in]
eTun}cynb@OHiIN)PeHin]nponaHoBoi KUCNOTH;
3-[4-({2-[1-6eHnarigpun-5-xnop-2-(2-{[(2-
xnop6eHaun)cynbdoHinjamiHo}etun)-1H-iHaon-3-
inJeTun}cynbdoHin)deHin]nponaHoBoi KUCNOTY;
4-({[(1-6eHsrigpun-2-{2-
[(6eH3uncynbdoHin)amiHoleTun}-5-xnop-1H-iHgon-3-
in)metun]amiHo}MeTnn)6eH30MHOI KNCNOoTY;
4-{[2-(1-6eHnsrigpun-2-{2-
[(6eH3uncynbdoHin)amiHoleTun}-5-xnop-1H-iHgon-3-
in)eTnn]cynbgoHin}6eH30MHOI KNCNOTK;
4-({2-[1-6eHn3rigpun-5-xnop-2-(2-{[(2-
xnop6eHaun)cynbdoHinjamiHo}etun)-1H-iHaon-3-
in]leTnn}cynbdoHin)6eH30MHOT KUCNOTY;
4-({2-[1-6eHnsripnpun-5-xnop-2-(2-{[(2,6-
andTopbeHann)cynbdoHrinjamiHo}etun)-1H-iHgon-3-
inleTnn}cynbdOoHin)6eH30MHOT KUCNOoTY;
4-({2-[1-6eHsrigpun-5-xnop-2-(2-{[(2-
pTOpOeH3nn)cynbdoHin]amiHoletun)-1H-ingon-3-
in]leTnn}cynbdoHin)OeH30MHOT KUCNOTH;
4-(2-{1-6eHarinpun-5-xnop-2-[2-(2-niponignH-1-
ineTaHcynbdoHinamiHo)etun]-1H-ingon-3-
in}eTokcn)OeH30MHOT KUCNOTH;
4-({2-[1-6enarigpun-5-xnop-2-(2-{[(3,4-
anxnopbeHaun)cynsdoHrinjamiHo}etun)-1H-ingon-3-
in]eTun}cynbgOoHin)6eH30MHOI KUCNOTY;
4-({2-[1-6ensrigpun-5-xnop-2-(2-{[(2,6-
anmeTnnoeHsun)cynbdoHrinjamiHo}etnn)-1H-ingon-3-
in]eTnn}cynbdoHin)0eH30MHOT KUCIOTH i
4-[2-(1-6eHarigpnn-2-{3-
[(6eH3uncynbgoHin)amiHo]nponin}-5-xnop-1H-iHgon-
3-in)eToKkcK]6EH30MHOT KMCNOTY;

i il papmaLeBTUYHO NPUHATHA cornboBa opma.

29. ®dapmaueBTUYHA KOMMO3ULis, O MICTUTb CMoy-
Ky, BKa3aHy B Oyab-skomy 3 nn. 1-28, abo ii dpapma-
LEeBTMYHO MPUAHATHY COMboBY hopMy i dhapmaues-
TUYHO NPUAHATHUIA HOCIN.
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30. Cnocib nikyBaHHSA 3ananeHHst B ccaBUs, 3a KM
notpebyo4oMy LUbOro ccaBLUl BBOAATH hapmaues-
TUYHO edeKTMBHY KiNbKiCTb CMOSyKW, BKa3aHOI B
Oynb-sikomy 3 nn. 1-28, abo ii hapmaueBTU4HO npu-
NHATHY ConboBy chopmy.

31. Cnoci6b nikyBaHHs 60mM0 B ccaBusi, 3a KM MOT-
pebyto4oMy LIbOro CcaBL BBOAATb €DEKTUBHY Kinb-
KiCTb Cnonyku, Bka3aHoi B 6yab-akomy 3 nn. 1-28, abo
1T dhapmaLeBTUYHO MPUNHATHY CONbOBY hopMy.

32. Cnocib nikyBaHHA acTMu B CCaBLsi, 32 SIKUM MOT-
pebyto4oMy LibOro ccasLo BBOASATb hapMaLeBTUYHO
edeKTMBHY KinbKiCTb Cnonykx 3a 6yab-akum 3 nn. 1-
28 abo ii dhapmaLeBTUYHO MPUAHATHY COMNbOBY (hop-
My.

33. Cnocib nikyBaHHS apTpuTHUX i/abo peBMaTUYHMX
posnafiB y ccaBus, 3a SKMM MOTpebytoyoMy LibOro
ccaBLl0 BBOAATb (papMaueBTUYHO emeKTUBHY Kinb-
KicTb cnonyku 3a 0yab-akum 3 nn. 1-28 abo ii papma-
LEBTUYHO NPUNRHATHY CONbOBY hopMy.

34. Cnocib 3a n. 33, ge po3nag siBnsie coboto peBma-
TOIOHWI apTpwT.

35. Cnoci6 3a n. 33, ge po3nag siBnse cobor ocTeo-
apTpwur.

36. Cnocib 3a n. 33, ge posnag ABnsie cobo XBOPO-
oy Crina.

37. Cnonyka copmynu (A)

R2
(CHps X5~

(A)

ae X, n, n1,n2, n3, n4, R, R’, R2,R3i R4 € Taknumu, sk
BM3HayeHo B byab-akomy 3 nn. 1-20; i

R' Bubpanuin i3 rpynu, wo cknagaetbcst 3 -OH, -NH-
S(0)2-(CHz)nz-ranoreH, -NH-S(0),-CH=CH, -NH, a6o
3axuweHoi opmm -NHo.

38. Cnonyka 3a n. 37, wo mae copmyny (B):

9
R,
(CHy)3—%

Rs (B)

ae

R sBnsie cobow -(CH2)n-A, -(CH2)n-S-A abo -(CH2)n-
O-A,

ne A saBnsie coboto:

e

abo

D aBnsie coboto Cl-CeaJ'IKiJ'I, C;-Ceankokeu, -CF3 abo
-C1-Czankin-CF3;

B i C He3anexHOo BMGpaHi 3 rpynu, LWo cknagaeTbes 3
eHiNbHOI, NiPUANHINBHOI, NIPUMIANHINBHOI, dypaHi-
NbHOI, TiodeHinbHoi abo niponinbHOI rpynu, KoxHa 3
AKX HeOoOOB'sI3KOBO 3aMmilieHa 1-3, nepeBaxHo 1-2,
3aMiCHMKaMW, He3anexHo BubpaHumu 3 rpynu, LWo
cknagaeTtbes 3 H, ranoreny, -CN, -CHO, -CF3, -OCFs3,
-OH, -Ci-Ceankiny, -Ci-Ceankokcu, -NHz, -N(Ci-
Csankin)z, -NH(C1-Ceankin), -NH-C(O)-(C1-Csankin), -
NO, abo 5- abo 6-uneHHMM reTepoumkniyHuM abo
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retepoapoMaTuyHMM KinbLeM, Wo MictuTb 1 abo 2
retepoaTtomu, Bubpati 3 O, N abo S;

R' Bubpanun i3 rpynu, wo cknagaetbcs 3 -OH, -NH-
S(0)2-(CHgz)n2-ranoreH, -NH-S(0),-CH=CH,, -NH, a6o
3axuLieHoi popmum —NHy;

Rs i Rg He3sanexHo BubOpaHi 3 H, ranoreny, -CN, -
CHO, -CFj3, -OCFs3, -OH, -C;-Cgankiny, C1-Csankokeu,
-Ci-Ceticankiny, -NHz, -N(Ci-Ceankin)z, -NH(Cs-
Csankin), -NH-C(0)-(C1-Ceankin) abo -NO;

R; sBnse cobot -(CH2)ns-CO2H, Ci-CgankinbHui
edip -(CH2)ns-CO2H abo hapmaLeBTU4HO NPUAHATHY
KUCMNOTHY MiMi4HY ab0 MiMETUYHY CNOMyKy;

R3 Bubpanun 3 H, ranoreny, -CN, -CHO, -CF3, -OCFs3,
-OH, -C;-Cearnkiny, -Ci-Ceankokeu, -Cq1-CgTioankiny, -
NHo, -N(CrCeGJ‘IKiJ‘I)z, -NH(Cl-CeaJ'IKiJ'I), -NH-C(O)-
(C1-Csankin) abo —NOo;

R4 BMGpanui 3 H, ranoreny, -CN, -CHO, -CFj3, -OCFs3,
-OH, -C;-Cgankiny, -C1-Ceankokcu, -Cq1-CeTioankiny, -
NH2, -N(Ci-Csankin),, -NH(Ci-Ceankin), -NH-C(O)-
(Ci1-Ceankin), -NOz, -NH-C(O)-N(C;-Czankin)2, -NH-
C(0)-NH(C;-Czankin), -NH-C(0)-O-(C;-Czankin), -
S0O,-Ci-Ceankiny, -S-Cs-Csumknoankiny, -S-CH,-Cs-
Csumknoankiny, -SO»-Cs-Ceumknoankiny,-SO,-CHo-
Cs-Ceumknoankiny,  Cs-Csumknoankiny, -CHz-Cs-
Csumknoankiny, -O-Cs-Ceuumknoankiny, -0O-CHz-Cs-
Csumknoankiny, deHiny, 6eHanny, 6eH3unokcu, Mop-
doniHo abo iHWKX reTepoumnkniB, TakMx K niponign-
HO, ninepuauvH, ninepasviH, dypaH, TiodeH, imigason,
TeTpason, nipasvH, Mipa3orioH, nipason, imigason,
okcason abo i30Kkcason, MpUYOMy KinbLSA KOXHOI 3
AaHuX rpyn HeoboB'A3koBO 3amilleHi 1-3 3amicHuKa-
Mu, BubpaHummn 3 rpynn H, ramoreny, -CN, -CHO, -
CF3, -OH, -C;-Ceankiny, -Ci-Ceankokcm, -NHa, -N(Ci-
Ceankin),, -NH(C1-Ceankin), -NH-C(O)-(C;-Ceankin), -
NO;, -SO,(Ci-Cszankin), -SO,NH(C;-Csankin), -
SO,N(C1-Czankin), abo —OCFs3;

n gopiBHIOE Uinomy yucny Big 0 go 3;

n1 gopiBHIOE Linomy yucny Big 0 oo 3;

N2 OopiBHIOE Linomy yucny Big 0 go 3;

n3 gopiBHIOE Linomy yucny Big 0 go 3;

n4 gopiBHIo€E Linomy yncny Big 0 fo 2; i

X sBnsie coboto 3B'A3yBanbHy rpyny, BUGpaHy 3 rpy-
nn, wo cknagae 3 -O-, -CHy-, -SO;-, -NH- i -N(C;-
Ceankin)-.

39. Cnonyka 3a n. 37, wo mae copmyny (C):

SO

ne:
R3, R4, R', R7.9, X, n1, n2 i n4 € Taknmu, K BU3HAYEHO
Bn 37,i

Ri0, Ri1, R12, Ri4 i Ris He3anexHo BMOpaHi 3 rpynu,
wo cknagaetbcs 3 H, ranoreny, -CN, -CHO, -CF3, -
OCF3;, -OH, -C;-Cgankiny, -Ci-Csankokcu, -NHz, -
N(Ci1-Csankin),, -NH(Ci-Ceankin), -NH-C(O)-(C;-
Ceankin), -NO, abo 5- abo 6-4neHHOro reTepoLmKIiy-
Horo abo reTepoapoMaTUYHOrO KinbLs, WO MiCTUTb 1
abo 2 retepoatomu, BubpaHi 3 O, N abo S.
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40. Cnonyka 3a 6yagb-akum 3 nn. 37-39, ge aTom ra-
noreHy B R' rpyni -NH-S(O),-(CH2)n2-ranoreH siBnsie
coboto 6pom abo xnop.
41. Cnonyka 3a n. 37, wo mae copmyny (D):

(H,C),z— COOH

(D)

e X, nd4, Rs, Rs i Rg.1s € Takumu, Ik BM3HAYEHO B
n.37.
42. Cnonyka 3a n. 37, wo mae cdopmyny (E):

o]

0
R, ‘
(C4-Cgankin)

N (E)

R12

ne X, Rz i R4 € Takmumu, gk Bu3HaveHo B n. 37, i Rio-
R15 He3anexHo BubpaHi 3 H, ranoreny, -CN, -CHO, -
CF3, -OCF3, -OH, -C;1-Csankiny, -C1-Ceankokcu, -NHa,
-N(C1-Csarnikin),, -NH(Ci-Ceankin), -NH-C(O)-(Cs-
Ceankin), -NO,, abo 5- abo 6-4neHHOro reTepoLmkni-
YHOro abo reTepoapoOMaTUYHOrO KifbLs, O MICTUTB 1
abo 2 retepoatomu, BubpaHi 3 O, N i S.

43. Cnonyka 3a 6yab-skum 3 nn. 39 - 42, e Rio-Ris
ABNATL coboto H.

44. Cnonyka 3a n. 37, wo siBnsie cobol oHe 3 HUX-
YyeHaBeeHuUX:

meTunosun edip 4-{2-[2-(2-amiHoeTnn)-1-6eHarigpun-
5-xnop-1H-iHaon-3-inJeTaHcynbdoHIN}6eH30MHOT
KUCHOTY;
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MeTunosun edip 4-{2-[2-(2-amiHoeTnn)-1-6eHarigpun-
5-xnop-1H-ingon-3-injeTokcn} 6eH30MHOT KUCOTH;
mMeTunoBun edip 4-{3-[2-(2-amiHoeTnn)-1-6eHarigpwn-
5-xnop-1H-ingon-3-in]nponin} 6eH30MHOI KUCNOTY;
MeTunoBun edip 4-{2-[2-(2-amiHoeTnn)-1-6eHarigpun-
5-xnop-1H-ingon-3-injeTnnamiHo}6eH30MHOT KUCNOTY;
METUIOBUN edip 4-({2-[2-(2-amiHoeTVN)-1-
©eHarigpun-5-xnop-1H-ingon-3-
inleTun}meTunamiHo)6eH30MHOT KUCTOTH.

45. Cnoci6 ofepkaHHsA Crnomnyku, Bu3HadeHoi B n. 1,
3a AKUM:

a) NPOBOAATL peakLito cnonyku opmynu A

(A)

ne Xz, n. nl, n2, n3, n4, R, Ry, Rz i R4 € Taknmm, sk
BM3Ha4yeHo B M. 1; i
R' aBnse coboto NHy, i3 cynbdoHinranoreHigom do-
pMynu
ranoreH-SO2(CH2)n2X1P1,
[e rarnoreH siBnsie cobor npuaaTHWUIA ranoreH i n2, X
i R1 € Taknmu, gk Bu3HayveHo B n. 1, npuBogsyuM Ao
ofepxaHHs BignosigHoi cnonyku dopmynu (1),
abo
d) npoBoAATL peakLito cnonyku copmynu A
CH)a X5~ Re
R3 2/n3 2
R; N 0y

N (CHy) 7R

R il

ae Xz, n, n1, n2, n3, n4, R, Ry, Rz i R4 € Takmmu, sk
BM3Ha4YeHo B N. 1; i
R' aBnsie co6oto -NH-S(0O),-(CHz)nz-ranoreH abo -NH-
S(0)2-CH=CHjy, i n2 € Takum, sik BU3Ha4yeHo B . 1, 3
HyKneoginomMm gopmynu:
HX1R1,
ne X1 i Ry € Takumun, sk Bu3HaveHo B n. 1.

[aHui BMHaxig BigHOCUTLCS A0 XiMiYHUX iHriBiTO-
piB  aKTMBHOCTI pi3HMX depmeHTiB docconinasu,
0co6nMBO hepMeHTIB LMTO30MbHOI dhocdoninasu A2
(cPLA;), 6inblu KOHKpeTHO A0 iHribiTopiB epmMeHTiB
umTo305bHOI hocconinasun A2 anbda (cPLA,,), i Ao
HoBUX N-GeH3rigpuniHaAONbHUX MPOMIDKHUX CMOMyK
AN IXHbOro oAepkaHHA. BuHaxig Takox BigHOCUTbLCA
00 cnocobiB NikyBaHHSA i NOMErweHHa acTMu i cumn-
TOMiB acTMu i/abo cumnTomiB apTpuTnyHMX abo pes-
MaTUYHUX PO3nagiB y CCcaBLiB, BKIOYalun nogen, 3
BMKOPUCTAHHAM OaHWX XiMiYHKX iHriGiTOpIB.

JlekoTpieHn i npocTarnaHgMHU € BaXnMBMMM
MediaTopamun 3ananbHUX MNPOLECIB, KOXHUA 3 SIKUA
pi3HMMU LWINsixamu pobuTb BHECOK Yy PO3BUTOK 3ana-
NbHOI  peakuii. JlemKoTpieHn MOMNOBHIOTL KMITUHN
3ananeHHs, Taki 9K HewTpoddinu, A0 AinNAHKM 3ana-
NEHHs1, CNpuAIOTbL eKCTpaBasalii AaHWX KMIiTUH i CTu-

MYFOTb BUAINEHHA Cynepokcuay i npoTteasw, LWo
YLWKOAXYIOTb TKaHUHY. JIelKoTpieHn Takox BigirpatTb
naTogi3nonoriyHy posnb Yy rinepyyTnnBocCTi, SKY Bigdy-
BalOTb acTMaTUKM [QMB., Hanpuknag, B. Samuelson et
al., Science, 237:1171-76 (1987)]. MNpocTarnaHauHu
NigCUNIOTb 3ananeHHs, 36inbLluyyn NoTiK KPOBi i,
omxe, iH(inbTpauito nenkouuTiB OO AINSHOK 3ana-
neHHs. MpocTarnaHanHM TakoX MiacunioTb 6oNbLOBY
peakuito, BUKIMKaHy NogpasHUKOM.

MpocTtarnaHanHu i NenkoTpieHn € HecTabinbHUMK
i He 3bepiralOTbCA B KMiTUHAX, ane 3amiCTb CUHTE3Y-
toTbes [W.L. Smith, Biochem. J., 259:315-324 (1989)]
3 apaxigoHOBOI KMCROTW NpW BIiArykKy Ha BMAMB NoA-
pasHuka. [NpocTarnaHavHu NpoayKylTbea 3 apaxifo-
HoBOI kucnotn pJieto cepmentiB COX-1 i COX-2.
ApaxigoHoBa KucrnoTa Takox € cybcTpatom ans oco-
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6rnmBOoro hepMeHTHOro LWnsAxy, Wo Bede OO0 OAep-
YKaHHS NENKOTPIEHIB.

ApaxigoHoBa kucnoTa, Wo HaaxoAuTb Y AaHi ABa
po3pi3HIOBanbHi LWINSAXM 3ananbHOro npouecy, Bugi-
NAETbCA 3 SN-2 MNONOXEHHs1 MeMbpaHHUx docdponini-
aiB cepmeHTammn docdoninasn A, (Hagani PLAy).
BBaxaeTbcs, wo kaTtanisoBaHa PLA; peakuis npegn-
CTaBnse MiMiTylody WBMAKICTb CTagilo B npoueci b6io-
CUHTe3y, MegiaTopamu B K € ninign, i npoaykuii
3ananbHUX npocTarnaHguHiB i nenkoTpieHiB. Konwn
docconinuaoHuii cybetpat PLA; HanexuTtb oo doc-
doTiainxoniHOBOro knacy 3 edipHUM MiCTKOM y sn-1
NonoXeHHi, NpoaykoBaHui nidogocdoninua € 6esno-
cepefHiM nonepefHUKom hakTopa, WO aKTUBYE TPO-
MoouuTn (skui Hapgani HasuBaetTbca PAF), iHWoro
NoTY>XHOro Mepiatopa 3ananeHHs [S.l. Wasserman,
Hospital Practice, 15:49-58 (1988)].

BinbLicTe NpoTu3ananbHMX Tepanin PoKyCcyeTb-
cs Ha 3anobiraHHi Mpoaykuii npocTtarnaHauHie abo
NEenKOTPIEHIB JaHUMKN PI3HUMM LUNSXamu, ane He Ha
3anobiraHHi npogykuii Tux i iHwwux. Hanpwknag, i6yn-
pocbeH, acnipyH i iHgOMeTaunH ABMsTb CobOo He-
CTepoigHi npoTusananbHi npenapaTtu, WO NpuAayLly-
I0Tb MPOAYKLi npocTarnaHavHie, iHribytoun COX-
1/COX-2, ane He 30iACHIOTb BNAMBY Ha 3ananbHy
NPOAYKLil0 NEeNKOTPIiEHIB 3 apaxigoHOBOI KMCnoTu
iHWUMKU Wwnsxamu. HaBnaku, 3uneyToH iHribye Tinbku
LUNAXY KOHBEpPCIi apaxmgoHOBOW KMCMOTU B NENKOTPI-
€HW, He 37iNCHIoYN BNMMBY Ha NpoAyKLitlo npocrtar-
naHguHiB. XXoaeH 3 AaHux, LUMPOKO BMKOPUCTOBYBa-
HUX nNpoTU3ananbHUX MpenaparTiB, He 3AiIACHI0E
BMMMBY Ha npoaykuito PAF.

Tomy npsime iHribyBaHHsa aktuBHoCTi PLA, 6yno
BUCYHYTO $§IK KOPWUCHWA MeXaHiaM Ansi JikapCbKoro
npenapaty, To6T0 Ans TOro, wob nepeLlkogXKaTH
3ananeHin peakuii. [Auns., Hanpuknag, J. Chang et al.,
Biochem. Pharmacol. 36: 2429-2436 (1987)].

Cimericteo PLA, cepmeHTiB, WO XapakTepusy-
€TbCH MPUCYTHICTIO CUrHamny cekpeuwii, Wo Hanpasns-
€TbCA i, Y KiIHUEBOMY paxyHKy, LLO CEKpeTyeTbCs i3
KNiTH, Byno ynopsiaKoBaHO i CTPYKTYPHO BU3HAYEHE.
OaHi cekpeToBaHi PLA; MaloTb MOMeKkynsipHy macy
npubnusHo 14kfda i MmicTsTb ciM gucynbdigHMx 3B'A3-
KiB, AIKi HeobXxigHi ana aktmeHocTi. Jani PLA, BusB-
NATLCA Y BENUYE3HMX KIMbKOCTAX Y NiALWYyHKOBIN
3anosi ccaBLiB, OTPYTi 64X0Nu i pidHMX 3MiTHUX OTpY-
Tax. [AuB., Hanpuknag, nocunanHa 13-15 y uMtoBaHin
Buwe poboti J. Chang et al. i E.A. Dennis, Drug
Devel. Res., 10:205-220 (1987)]. OgHak cdepmeHTH
NigLINTYHKOBOT 3aMn03un, ik BBaXaeETbCs, MalTb TPaBHY
dyHKUit0 i, caMi No cobi, He NOBWHHI BigirpaBaTV Bax-
NMBY ponb Y MNPOAYKUii MediaTopiB 3ananeHHs, 4us
NPOAYKLisi NOBMHHA CTPOro perynoBaTmcs.

Byna BuM3HaueHa nepBuHHA CTPYKTypa MNepLioro
NIOACBKOro HenaHkpeaTuyHoro PLA,. [laHun HenaHk-
peatnyHuin PLA; BUABNAeTbLCS B TpoMbounTax, CMHO-
BianbHili pigunHi i cenesiHui, i Takox sBnse coboto ce-
KpeToBaHun epMeHT. [aHun epMeHT € 4YneHom
BULLIEBKa3aHoro cimencrtea. [AduB., J.J. Seilhamer et
al., J. Biol.Chem., 264:5335-5338 (1989), R.M.
Kramer et al., J. Biol. Chem, 264:5768-5775 (1989) i
A. Kando et al., Biochem. Biophys. Res. Comm., 163:
42-48 (1989)]. OpgHak BUKNIMKAE CYMHIB, LIO AaHWUW
epMeHT € BaXNMBMM Y CUHTE3i npocTarnaHauHiB,
nenkotpieHiB i PAF, ockinbkn HenaHkpeaTndHun PLA,
€ Mo3akniTMHHUM Ginkom, skMin Byno © Baxko pery-
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NoBaTK, i HACTYMNHI pepMeHTn B WNsAXy GiocnHTesy
ANst aHWX CMONYyK € BHYTPILUHbOKNITUHHUMYK Binkamu.
Binbw Toro, € gokas, wo PLA; perynioetbcs binkamm
npoteiHkiHa3n C i G [R. Burch, J. Axelrod, Proc. Natl.
Acad. Sci. U.S.A., 84: 6374-6378 (1989)], aki € unto-
30MbHUMK Binkamu, WO MOBWHHI AiATW Ha BHYTPIL-
HBOKIITUHHI Ginkn. Byno 6 HeMOXNUBO ANs HenaHk-
peatuyHoro PLA; dyHKuioHyBaTM B  LUTO30Mi,
OCKINbKM BUCOKWUIA BigOyooBHWUIA NOTEeHLUian BigHOBMB
O6u gucynbduaHi 3B'A3kM | aesakTuByBaB 6w dhep-
MEHT.

Muwaumn PLA; GyB igeHTUdIKOBaHUA y Makpo-
darHin KNiTUHHIA NiHiT Muwen, nos3HaveHoi gk RAW
264.7. MuToma aKTUBHICTb, o [OOpiBHIOE
2mMonb/xB/Mr, CTiika 0o BigbyooBHUX YMOB, SIK MOBI-
pomnsanocsi, 6yna 3B'a3aHa 3 MOMEKyrow, Wo Mae
MonekynsapHy macy npnbnusHo 60k[da. OgHak gaHun
6inok He GyB oumieHnit ao romoreHHocTi. [Aus. C.C.
Leslie et al., Biochem. Biophys. Acta., 963:476-492
(1988)]. LiuTtoBaHe BuWLLE MNOCUMMAHHA BKIOYAETHCS
TYT NOCUNaHHAM ANng iHdopMmaldii, Wo Mae BigHOLLEH-
HA Yy dyHKUii depmeHTiB docdoninasm, 3okpema
PLA..

LintozonbHa docdoninaza A, anbda (Hagani
"cPLA,0") Takox Oyna igeHTudikoBaHa i KnoHoBaHa.
Oue. nateHTn CLUA Ne5322776 i 5354677, Wo BKMto-
YalTbCA TYT MOCUIMAHHAM Y BCili NOBHOTI. PepMeHTH
AaHUX NaTeHTIB € BHYTPIWHbOKNITUHHUMKN PLA, dep-
MEeHTamu, BUAINeHMMU 3i CBOro NPUPOLHOro mxepena
abo OTpMMaHMMK B OYULLEHI (POPMI iHLIMM CMOCO-
60M, WO YHKLiIOHYIOTb BHYTPILLUHBOKMITUHHO, NPOAY-
KylouM apaxigoHOBY KUCMOTY y BiAMOBiAb Ha 3ananb-
HUA CTUMY.

Tenep, konu 6ynu igeHTndiKoBaHi Kinbka dep-
MeHTiB cpoccponinasu, 6yno 6 6axaHo ineHTudikyBa-
TW XiMiYHi iHriGiTopKn Aii KOHKPETHUX epMeHTIB doc-
doninasu, npuyomy Aadi iHriGitopy moxHa 6yno 6
BUKOPWUCTOBYBATW ANs MiKyBaHHsS 3ananbHUX CTaHIB,
30KpeMa, y BuNagkax, konv € 6axaHum npuaywmnTm
NPOAYKLi0 npocTarnaHauHie, nenkoTpieHiB i PAF.
BannwaeTbcsi HeoOXigHICTb B igeHTUdIKaUil Takmx
npoTu3ananbHUX areHTiB AN TepaneBTUYHOIO BUKO-
pUCTaHHSA NpU Pi3HNX XBOPOBNMBMX CTaHax i NPOMiX-
HWUX CMONYK AN IXHbOro 0fepKaHHS.

[anui BuHaxig oxonntoe cnonyku popmynu (1):

(ﬁi&u—){&

|\
= \ (CHan—NH

o}\f‘w'“_w
.o
ne:

R Bubpanu 3 dopmyn -(CH2)n-A, -(CH2)n-S-A
abo -(CHy)q-0-A, oe A Bubpanun i3 rpyn:

PE

ne



23

D asnsie coboto C1-Cg Hxkunin ankin, C1-Ce HUX-
ynii ankokeu, Cs-Ceupmknoarnkin, -CFsz abo -(CHa)i-s-
CFs;

B i C He3anexHo BUOGpaHi 3 deHinbHOI, NipuanHi-
NbHOI, NIPUMIAMHINBHOI, PypaHinbHOI, TioeHinbHOI
abo niponinbHOI rpyn, KOXHa 3 AKUA HeOoOOB'I3KOBO
3amiwleHa 1-3, nepeBaxHo, 1-2 3amiCHMKamu, Hesa-
nexHo Bubpanumu 3 H, ranoreny, -CN, -CHO, -CFs3, -
OCF3, -OH, -C;i-Ceankiny, -Ci-Ceankokcu, -NH, -
N(C1-Csankin)z, -NH(C;-Ceankin), -N-C(0)-(Cs-
Csankin), -NO, abo 5- abo 6-4neHHNM reTepoLmKIiy-
HUM abo reTepoapoMaTUYHUM KinbLUeM, Lo MIiCTUTb 1
abo 2 retepoatomu, wo BnbpaHi 3 O, N abo S; abo

n gopiBHIOE Linomy yucny Big 0 go 3;

N1 AOpiBHIOE Linomy uucny Big 1 go 3;

N, AopiBHIOE Linomy yucny Bia 0 fo 4;

Nz AopiBHIOE Linomy yucny Bia 0 go 3;

N4 AopiBHIOE Linomy yucny Biag 0 oo 2;

X1 BUGpaHMI 3 XiMi4HOro 3B'sI3KY, -S-, -O-, -S(O)-,
-S(0)2-, -NH-, -NHC(O)-, -C=C-,

H Ci-CgaJ'lKU'l

C-Ceankin ™ e

§

s | e , abo (=]

H Cl‘CﬂaJlKj."

C)-Ceanin 'L

b s \ﬂ/ - e .
=]

Ri1 e rpynot, BubpaHo, 3 C;-CeankinbHoi, C;-
CstbTOpoBaHoi ankinbHoi, Cs-CelLMKNoankinbHoi, TeT-
parigponipaHinbHoi, kamgopunbHOI, agamaHTUMNbHOI,
CN, -N(C;-Ceankin),, deHinbHOi, NipuauHinbHoi, ni-
PUMIAMHINBHOT, (PYPUNbHOI, TIEHINBbHOI, HaTUMNBHOI,
MOpPdONiHINbHOI, TPMa3oninbHOI, nipas3oninebHoi, ni-
NepUaVHIABHOI,  NIPOMNIAWHINBHOI,  IMiIga30MiNbHOI,
ninepasuHinbLHOI, Tia3onigWHINLHOI, TioMopdoniHinkL-
HOI, TeTpa3onbHOI, iHAOMNBHOI, GeH30Kca30MbHOI, Ge-
H30dhypaHoBOi, iMigasonignH-2-TioHOBOI, 7,7-
AnmMeTnnoiumknol2.2.1]rentaH-2-0HOBOI, 6eH-
30[1.2.5]okcagia3onbHoi, 2-okca-5-
asabiuunkno[2.2.1]renTaHOBOI, ninepasunH-2-0HOBOI
abo niponinbHOI rpyn, KoXxHa 3 SKM HeobOoB'sI3KOBO
3amiweHa 1-3, nepeBaxHo, 1-2 3amMicHuMKamu, Hesa-
nexHo subpanumu 3 H, ranoreny, -CN, -CHO, -CFs3, -
OCF3;, -OH, -C;-Cgankiny, -Ci-Csankokcn, -NHj, -
N(C1-Ceankin)a, -NH(C:-Ceankin), -N-C(0)-(Cs-
Can'IKiJ'I), -NO,, -SOz(Cl-C3aJ'IKiJ'I), -SOsNH,, -
SOzNH(Cl-CgaHKiH), -SOQN(Cl-CsaJ'IKiJ'I)z, -COOH, -
CH,-COOH, -CH2-N(C1-Cearnkin), -CH2-N(C1-
Csankin);, -CHx-NH,, nipuamHy, 2-meTtuntiasony,
MopdoniHo, 1-xnop-2-meTunnponiny, - Csi-
CeTioankiny, deHiny (aogatkoBo HeObOB'A3KOBO 3a-
MiLLleHOro ranoreHamm), ©6eH3nnokewm, -(Ca-
Csankin)C(O)CH3, -(Ci-Cszankin) OCHgz, -C(O)NH:
abo
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H~<0

abo
Xz BubpaHui 3 -O-, -CH,-, -S-, -SO-, -SO,-, -NH-,
-C(0)-,

H C-Ciankin
C-Cankin 'I‘ ’l‘
) ~ \n/ o \!/
» . o » »
lil C -Cgafll(i)'[
N |

N
» / \Cl-C33.JIKiJI —

C,-Csanxin
e N
7/{ ' a6o ~ ?\\0/ E

R, siBnsie coboto kinbLeBy rpyny, BubpaHy 3 de-
HiNbHOI, NiPUAUHINBHOT, NIPUMIOWHINBHOT, QYPUNBHOI,
TieHinbHOI abo niponinbHOI rpyn, NPUYOMY KinbLeBa
rpyna 3samiweHa rpynoto ¢opmynu -(CHj)ne-CO2H
abo hapmaueBTUYHO MPUNHATHUM KUCITIOTHUM MiMiY-
HOK abo MIMETUYHOIO CMOMYKOH); i, KpiM TOro, Heobo-
B'A3KOBO 3amilleHa 1 abo 2 [oOaTKOBUMMW 3aMiCHU-
KaMu, HesanexHo BnbpaHumu 3 H, ranoreHy, -CN, -
CHO, -CFs3, -OCFs3, -OH, -Cl-CeaﬂKiﬂy, -Cy-
Ceankoken, -Cq1-CgTioankiny, -NHy, -N(C1-Csankin),, -
NH(C;-Ceankin), -N-C(O)-(C1-Cesankin) abo -NO;

R3 Bnbpanun 3 H, ranoreny, -CN, -CHO, -CF;, -
OCF3;, -OH, -C;-Ceankiny, -Ci-Ceankokcu, -Ci-
CeTioankiny, -NHa, -N(C1-Cesankin)z, -NH(C1-Cesankin),
-N-C(0)-(C1-Cs ankin) abo -NO;

R4 BnbpaHun 3 H, ranoreny, -CN, -CHO, -CF;, -
OCF;, -OH, -Ci-Ceankiny, -Ci-Ceankokcn, -Ci-
CeTioankiny, -NHz, -N(C1-Ceankin)z, -N(C1-Cesankin), -
N-C(0)-(C1-Ceankin), -NO2, -N-C(O)-N(C1-Czankin)a, -
N-C(0O)-NH(C;-Czankin), -N-C(O)-O-(C1-Czankin)a,
S0,-C1-Ceankiny, -S-Cs-Csumknoankiny, -S-CH,.Ca-
Csumknoankine, -S0;-Cs-Ceumknoanckiny, -SO,-CH..
Cs-Ceumnknoankiny, -Cs-Ceumknoankiny, -CHz-Cs-
Csumknoankiny, -0O-Cs-Ceumknoankiny, -0O-CHz-Cs-
Csumknoankiny, deHiny, 6eH3nny, 6eH3mMnokcm, Mop-
doniHo abo iHWKX reTepoumnKniB, TakMx K Niponign-
HO, niNnepnaviH, ninepasuH, gypaH, TiodeH, imigason,
TeTpason, nipasvH, nipa3orioH, nipason, imigason,
oKkcason abo i30kca3on, MPUYOMY LIMKIM KOXHOI 3
AaHux R4 rpyn HeoboB'A3k0BO 3amileHi 1-3 3amicHu-
kamu, Bubpanmmu 3 rpynu H, ranoreny, -CN, -CHO, -
CF3, -OH, -C;-Ceanikiny, -C;-Ceankokcm, -NHa, -N(Cs-
Ceankin), --NH(C;:-Ceankin), -N-C(O)-(C:-Ceankin), -
NO;, -SO,(Ci-Cszankin), -SO,NH(C;-Csankin), -
SO,N(C;-Czankin), abo -OCFsg;

abo ix hapmaLeBTUYHO NPUNHATHY CONbOBY hO-
pmy.

r \Cl-Cgam(in —

Zwmll
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HeobxigHo posymitn, wo C;-CedhTOpUpoBaHi an-
KiNbHi rpynu y Bu3HaveHHi R1 MoXyTb ABNATU coboto
Oyab-sIKy ankinbHy rpyny, wo MictuTb Big 1 go 6 ato-
MiB Byrneuw 3 Oyab-aKOH KiNbKiCTIO 3aMiCHUKIB, LLO
ABNAOTbL COGOK hTOP, BKMKOYAOYN, ane He obMexy-
touncb unm, -CFs, ankinbHi naHutoru, Wwo MicTaTb Big
1 po 6 aTomiB Byrnewto, 3 KiHLEBOI TpUTOpMETUNb-
Hoto rpynoto, -CF,CFz i T.4.

CknagHoedipHi hopMM AaHUX CMOMyK BKOYa-
10Tb hbapMaUeBTMYHO NPUNHATHI cknagHoedipHi do-
pPMU, BiZOMI 3 PiBHA TEXHIKKW, BKAOYarumn opmu, WO
MOXYTb NepeTBOPUTUCS B Tifli TBApUHW B XO4i O6MiHY
pPeYoBUH Y BiMNbHY KUCMOTHY hOpMYy, Taky §iK BinbHa
kapbokcunbHa dopma, Hanpuknag, 3a BWHaxX04oM
MOXHa BUKOPUCTOBYBATW BiAMNOBIAHI ankinbHi CKnagHi
edbipy, UMKnoankineHi cknagHi edipn, apunbHi ckna-
OHi eqoipu i iXHi reTepounKnivHi aHanorn, ae ankinbHi
CKnagHi edipun, LMKnoankinbHi cknagHi edipu i apu-
NbHi cknagHi edipy € nepeBaXxHUMK, i CNUPTOBI 3a-
TNNLLIKM MOXYTb MaTu A0AaTKOBI 3amicHukn. Ocobnueo
nepesaxHummn € Ci-CeankinbHi cknagHi edipu, nepe-
BaxHO, C1-CsankinbHi cknagHi edipn, Taki Sk mMeTu-
noBui cknagHui eddip, €TUNoBWMN ckragHun eadip,
NPOoninoBUI cknagHui edip, i30NPoONiNOBUIA CKNagHUn
edip, OyTtunoBunm cknagHuii edip, i306yTUNOBUN
cknagHum edip, TpeT-OyTunoBun cknagHui edip,
NEHTUNOBUA CKNagHui edpip, i30NEHTUNOBUIN cKnag-
HUIA edip, HEONEHTUNOBUI CKnagHun edip, rekcuno-
BMN CKNagHuin edip, LMKIONpOmninoBun CKnagHun
edip, LMKNONponinMeTUNOBUI CKnagHui edip, UuK-
nobytunosuii  cknagHun  edip, UMKIONEHTUIOBUIA
cKnagHun edip, LMKIOrekCunoBun cknagHun edip,
abo apunbHi cknagHi edipu, Taki sk deHinoBui ckna-
OHWIA edbip, 6eH3unoBuiA cknagHuii edip abo Tonino-
BWI cKnagHum eqoip.

Y BuU3HauveHHi X; MaeTbCs Ha yBasi, WO ankeHi-
nbHa micTkoBa rpyna -C=C- o3Hayae uuc-, abo TpaHc-
opieHTaLjlo NokasaHoro(nx) cnomnyku(cnonyk).

dapmaLueBTUYHO NPUAHATHI KUCIOTHI MiMiYHi abo
MiIMETUYHI CMOJSyKK, 3aCTOCOBHI B Crnofiykax 3rigHo 3
OaHUM BUHaxo4oM, BKMOYaloTb crnonyku, ae Ry BuG-
paHui i3 rpynu:

¥
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(kMCnOTHI MiMiIYHI cnonykn MokasaHi NpuegHaHuW-
MU ao deHiny)

ae R, BubGpaHui 3 -CF3, -CH3, deHniny abo 6en-
3uny, npuyomy deHinbHa abo GeH3unbHa rpyna He-
06oB'A3koBO 3amiweHa 1-3 rpynamu, BubpaHumm 3 -
Ci1-Ceankiny, -Ci-Csankokcun, -Ci-CeTioankiny, -CFs,
ranoreny, -OH a6o -COOH; R, BubpaHun 3 -CFs, -
CHs, -NH2, cdeHiny abo 6eH3uny, npuyoMy eHinbHa
abo GeH3unbHa rpyna HeoboOB'A3KOBO 3amilleHa 1-3
rpynamu, Bubpanumm 3 -Ci-Cearnkiny, -C;-Ceankokcu,
-C1-CgTioankiny, -CFs, ranoreny, -OH abo -COOH,; i
R- BuGpaHui 3 -CF3 abo -C1-Csankiny.

Y cnonykax 3rigHoO 3 JaHUM BMHAxXo4oM, NOro nia-
rpynax i MPOMiDKHUX CMonykax npuknagamu 3MiHHUX
BEIMMYMH € HUXKYEHaBeaEeHE:

Mpuknagom R € -(CH2)n-A, Hanpwknag, ge n go-
pisHtoe O i/abo A siBnsie coboto rpyny

H

>

ge B i C € Takumu, sik BU3Ha4YeHO B AaHOMY OMNUCI.

Mpuknagamu koxHoro 3 B i C He3anexHo € He-
3aMileHi deHinbHa, NipMAavHINbHA, NipUMIgUHINBbHA,
dypunbHa, TieHinbH abo niponinbHa rpynu, Hanpu-
knag, ae A saiensie coboto rpyny:

Mpuknagn Rs BuGpaHi 3 H, ranoreny, -CN, -CHO,
-CF3, -OH, -Ci-Cgankiny, -Ci-Cesankokcn, -Ci-
CeTioankiny, -NHz, -N(C;-Ceankin),, -N(C1-Ceankin), -
N-C(0)-(C1-Csankin) i -NO-.

Mpuknagn R4 BMGpaHi 3 H, ranoreny, -CN, -CHO,
-CF3, -OH, C;-Ceankiny, -Ci;-Ceankokcy, -Ci-
CeTioankiny, -NHz, -N(C1-Ceankin)z, -NH(C1-Csankin),
-N-C(0)-(C1-Csankin), -NO,, mopdoniHo abo iHLwmx
reTepoumKniB, TakMx K NiponiguHo, ninepuaunH, nine-
pas3vH, dypaH, TiodeH, imigason, TeTpason, nipasuH,
nipasonoH, nipasorn, iMigason, okcason i i3okcason.

Y Oesikux BapiaHTax 34iNCHEHHs1 Ha npakTuui Rz i
R4 npuegHaHi o 5 i 6 NoNoXeHHs iIHOOMBHOIO KinbLs.

Mpuknagom nz € 1.

Mpuknagamn X; € -O-, -SO,-, -NH- i -CH.-,

Mpuknagamu R; € rpynu, Bubpati 3:
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abo dapmaueBTUYHO NPUAHATHI KUCMOTHI MiMiYHi
abo MiMeTu4Hi cnonyku, ae ns fopiBHioe 0-2 i

Rs i Rg He3anexHo BnbpaHi 3 H, ranoreHy, -CN, -
CHO, -CFj;, -OH, -C;-Cgankiny, -C;-Ceankokcu, -C;-
CeTioankiny, -NHz, -N(C1-Cesankin)z, -NH(C1-Cesankin),
-N-C(0)-(C;1-Ceankin) abo -NO,.

Mpuknagom ns € 0.

Y peskux BapiaHTax 34INCHEHHA Ha npakTuui -
(CH2)na-CO2H rpyna, abo cdapMaueBTUYHO NPUNHSITHI
KUCMNOTHI MiMiYHi ab0 MiIMETUYHI cnonykn 3HaxoasTb-
€S B NONOXeHHi 4 PEHINbHOrO KinbLs.

Mpuknagamun n; € uini yicna 1 abo 2. MNpukna-
aamu n; € 0, 1 abo 2; Hanpuknag, ni i n; obugea mo-
XyTb gopiBHioBaTH 1.

X1, Hanpuknag, moxe 6yTn BubpaHuii 3 XimiyHoro
3B'A3KY, -S-, -O-, -NH- a6o -N(Ci-Czankin)-.

Mpuknagamn R; € Ci-Ceankin, Cs-Cgumknoankin,
deHin, nipuguHin, HadTUN, TETPa30os, KOXHUIA 3 AKUIA
Heo0bOB'A3KOBO 3aMilleHn 1-3 3amiCHMKamn, Hesa-
nexHo subpaHumu 3 H, ranoreny, -CN, -CHO, -CFs3, -
OCF3, -OH, -C;-Ceankiny, -C;-Csankokeu, -NH,, -
N(Cl-CeaJ'IKiJ'I)z, -NH(Cl-CsaJ'IKiJ'I), -N-C(O)-(Cl-
Ceankin), -NO,, -SO»(Ci-Czankin), -SOzNH;, -
SO2NH(C1-Csankin), -SO2N(C1-Csankin),, -COOH, -
CH,-COOH, -CH2-N(C1-Cesankin), -CH2-N(C1-
Ceankin),, -CHz-NH,, -C1-CgTioankiny, deniny (goga-
TKOBO HEOOOB'A3KOBO 3aMiLLeHOro rarnoreHamu), 6eH-
sunokcn, -(C1-Czankin)C(O)CHs, -(C1-Czankin)OCHs i
-C(O)NHa.

Y Oesknx BapiaHTax 34iCHeHHA Ha npakTuui Ri
Mae copmyny:

3

v

Re

ne Rs, Rg i Re He3anexHo BubpaHi 3 H, ranoreny,
-CN, -CHO, -CF3, -OCF3, -OH, -C;-Ceankiny, -Ci-
Csankokey, -NHa, -N(C1-Cearnikin)z, -NH(C1-Ceankin), -
N-C(0)-(C1-Ceankin) i -NO».

Mepwa nigrpyna cnonyk 3rigHO 3 AaHUM BUHaXo-
aom, abo ixHiX hapmMaueBTUYHMX CONen, BKIYae
cronykn BuLieBka3daHoi rpynu, ae A saense coboto
dparmeHT:
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i B, C, n, N1, N2, N3, s, R, X, Xz, R1, R2, R3 iR4 e
TakuMU, SIK BU3HAYEHO BULLE.

[Opyra nigrpyna cnonyk 3rigHO 3 AaHUM BUHaxo-
AOM BKItOYAE CMnomnyku BULLEBKa3aHO! NepLlol Nigrpy-
nn, ge B i C aBns0Tb coboto HesamilleHy eHinbHy,
NIPUANHINBHY, NIPUMIOVHINBHY, YPWUIbHY, TIEHINBHY
abo niponinbHy rpynn i R, n, nq, N2, N3, N4, R1, X1, Xz,
R2, R3 i R4 € Takumu, 9K BUSHAYEHO BULLIE.

TpeTts nigrpyna cnonyk i cdapmaueBTU4HO npu-
MHATHUX CONMboBMX POPM 3rigHO 3 JaHUM BUHAXo40M
BKIIOYAE CMONyKM BULLIEBKA3aHOi Apyroi niarpynu, e
A aBnse coboto pparMeHT:

i n, N1, N2, N3, Ny, R, Xl, Xz, Ri1, Rz, R3 i R4 € Takun-
MU, SK BU3HA4YeHO BuLLe. YeTBepTa nigrpyna cnomnyk
3rifHO 3 AaHUMM BMHAxXOOOM BKIOYaE Cronykn cop-
myn (1) a6o (Il):

(cm.-—xz) ’
R (CHonr—NH
Qo g S
& »
9 )
abo
(%_&,a,

(CHz)my
\ N
Ry

§ees

e ni, No, N3, Na, X1, X2, R1, Rz, R3 i R4 € Takumuy,
SIK BU3HA4YeHO BuLLe, abo TxHi papMaueBTUYHO MpuU-
MHATHI coni.

[M'ata nigrpyna cnonyk 3rigHO 3 AaHUM BUHaXxo-
AomM Bknwoyae cnonyku dopmynu (II) abo (), pe
n3=1, i N1, N2, Ng, Xl, X2, R, R2, R3i Rz € TakKnMu, gaK
BM3HaYyeHo BuLle, abo ixHi hapmaLeBTUYHO NPUNHS-
THi coni.

LocTta niarpyna cnonyk 3rigHO 3 AaHUM BWHaXxXo-
OOM BKIIOYaE CMONyKu BULLEBKa3aHoi N'aToil niarpynu,
ae R, sBnsie coboto deHin, 3amiweHuii rpynoto gop-
Mynu -(CH2)n4-COzH, i HeoboB'a3koBO 3amilieHun 1
abo 2 popaTkoBMMK 3aMiCHMKaAMW, He3anexHo BUO-
paHumu 3 H, ranoreny, -CN, -CHO, -CFj3, -OH, -C;-
Ceankiny, -C;-Ceankokcu, -Ci-CeTioankiny, -NH, -
N(C1-Cearnkin)z, -NH(C;-Cearkin), -N-C(0)-(Cs-
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CeaJ'IKiJ'I) abo -NO; i Ny, No, Na, R, Xl, X2, R2, R3iRs €
Takumu, Ik BU3Ha4YeHo Bue, abo ixHi dhapmaueBTu-
YHO MPUMHSATHI CONi.
CboMa nigrpyna crnonyk 3rigHo 3 AaHUM BUHaxo-
4om Bkrnovae cnonyku copmyn (IV) abo (V):

Ilﬁi;rw@f

abo

ne:

n; ABNse coboto Line 4mcno Big 1 o 3;

n, ABNsA€ coboto Line ymicno Big 1 oo 3;

Rs, Re i Re He3anexHo BUbGpaHi 3 H, ranoreny, -
CN, -CHO, -CF; -OCF3, -OH, -C;-Cgankiny, -C;-
Cesankoken, -NHz, -N(C1-Csankin),, -NH(C1-Csankin), -
N-C(0)-(C1-Ceankin) abo -NO;

X1 BMOpaHum 3 ximiyHoro 3B'asky, -S-, -O-, -NH-
abo -N-(C;-Czankin)-;

X2 BubpaHun 3 -0O-, SO, abo -CH,-;

R2 sBnsie coboto chparmeHT, BUGpaHui i3 rpynu:

PG
; o
‘;'EQ\‘,\L | i\‘\{ |
Re Z |
" 91;&&& eoon

Rs i Ry He3anexHo B1MGpaHi 3 H, ranoreny, -CN, -
CHO, -CF3, -OH, -C;-Ceankiny, -C1-Csankokcu, -NHa,
-N(C1-Csanikin),,  -NH(Ci1-Cesankin),  -N-C(O)-(Ci-
Ceankin) abo -NOy;

N4 gopiBHIOE winomy vncny Big 0 oo 2;

Rs BubpaHui 3 H, ranoreny, -CN, -CHO, -CFs3, -
OH, -C;Cearnkiny, -Ci-Ceankokcu, -Ci-CeTioankiny, -
NH2, -N(C:-Ceankin),, NH(C:-Ceankin), -N-C(O)-(C:-
Cesankin) abo -NOy; i
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R4 BuGpaHuii 3 H, ranoreny, -CN, -CHO, -CF3, -
OH, -C;-Ceankiny, -Ci-Ceankoken, -Ci-CeTioankiny, -
NH2, -N(C;-Ceankin)z, -NH(C1-Ceankin), -N-C(O)-(C;-
Csankin), -NO2, mopcponiHo abo iHLWNX reTepoLuknis,
Takux siK niponigauMHo, ninepuavH, ninepasviH, dypaH,
TiocbeH, imigason, TeTpason, Mipa3uH, nipasoroH,
nipason, imigason, okcason abo i3okcason;

abo ix chapmaueBTMYHO NPUAHATHI COMNbOBI GOO-
pmu.

Bocbma nmigrpyna cnonyk 3rigHoO 3 AaHUM BWHa-
xozom Bkntodae crnonyku cpopmyn (V1) abo (VII):

WX \\.._?/\n.

R %':\\:-W.‘_C///{

s ()
Ca
RN
R, i R
\ = Ry
. s S 2
, (Vi)

ne:

X1 BUOpaHuiA 3 ximiyHoro 3B'Asky, -S-, -O-, -NH-
abo -N-(C;-Csankin)-;

X2 BubpaHun 3 -O-, -SO,- abo -CH,-;

R3 BMGpaHui 3 H, ranoreny, -CN, -CHO, -CF3, -
OH, -C;i-Ceankiny, -C;-Ceankokecu, Ci-CeTioankiny, -
NH2, -N(C1-Ceankin)z, -NH(C1-Ceankin), -N-C(O)-(Cy-
Csankin) abo -NO; i

R4 BnbpaHun 3 H, ranoreny, -CN, -CHO, -CFj, -
OH, -C1-Ceankiny, -Ci-Ceankokem, -Cq1-CeTioankiny, -
NH2, -N(Cl-CeaﬂKin)z, -NH(Cl-CeaJ'IKiJ'I), -N-C(O)-(Cl-
Ceankin), -NO, mopdoniHo abo iHWNX reTepoLmknis,
Takux §K niponiavHo, ninepuavH, ninepasviH, gypanx,
TiodpeH, imigason, TeTpason, nipasuH, nNipa3osnoH,
nipason, imigason, okcason abo i3okca3son;

N1 AOpPIiBHIOE LinoMy uucny Bia 1 oo 2;

N, AOpPIBHIOE LinoMy yucny Big 1 0o 2;

Rs, Re i Rg: He3anexHo BubpaHi 3 H, ranoreny, -
CN, -CHO, -CF; -OCF3, -OH, -C;-Cgankiny, -C;-
Cesankoken, -NHz, -N(C1-Csankin),, -NH(C1-Csankin), -
N-C(O)-( C1-Ceankin) abo -NOy;

Rs i Rg He3anexHo BubpaHi 3 H, ranoreny, -CN, -
CHO, -CF3, -OH, -C;-Csankiny, -C1-Csankokecu, -NHz,
-N(Ci1-Ceankin),,  -NH(Ci-Ceankin),  -N-C(O)-(Ci-
Csankin) abo -NOy;

ABO iX ¢hapmaLeBTUYHO NPUNHATHI COMbOBI ¢ho-
pmu.

[es'ata nigrpyna cnomnyk 3rigHoO 3 AaHWM BUHa-
xopom Bkntoyae crnonyku dopmyn (V1) abo (VII), ae n1
aopiBHioe 1; n, popiBHoe 11 X1, Xz, R, R4, Rs, Rg, Re
i Rg i Rg € Takmmu, sK BU3HAYEHO Yy BULLEBKa3aHin
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BOCbMiV nigrpyni, ado ixHi hbapmMaueBTUYHO MPUNHSAT-
Hi conboBi hopMu.

[Hecata nigrpyna cnonyk 3rigHo 3 AaHWM BUHaxo-
OOM BKIIOMaE CMOMyku BuULLEBKa3aHO! AeB'aTol niar-
pynu, oe X; siBnsie coboro XiMivHuiA 3B'A30K, N1, N2, Xz,
Rs, R4, Rs, Re, Rs' i Rg i Rg € Takmmu, siKk BU3Ha4YeHo y
BYLLEBKa3aHin Aes'aTin nigrpyni, abo ixHi papmaves-
TUYHO NPUAHATHI CONbOBI hopmu.

OpvHaguata nigrpyna cronyk 3rigHO 3 AaHuMm
BMHaxofom Bktodae crnonyku copmyn (VIII) ado (1X)

Ra
CHIa—X,

ne:

N1 AOpiBHIOE Linomy yucny Big 1 go 3;

N2 gopisHwe O;

X1 ABNsie coboto XiMiYHUI 3B'A30K;

Nz, N4, X2, R1, R2, R3 i R4 € Taknmn, sk BU3Ha4eHo
BuLLEe, abo ixHi dhapmaLeBTUYHO NPUNRHSTHI CONi.

[eaHaguaTa nigrpyna cnonyk 3rigHo 3 AaHWUM BU-
HaxoAoMm BKroyae cnonyku hopmyn (X) abo (XI)

Re. |

abo

77472 32

ne:

N1 AOpPIiBHIOE Linomy yucny Big 1 oo 3;

N2 QopisHoe 0O;

Rs, Re i Re: He3anexHo BubpaHi 3 H, ranoreny, -
CN, -CHO, -CF3, -OCF3;, -OH, -Cl-CeanKiny, -Cs1-
Csankokcy, -NHa, -N(C1-Cearnkin)z, -NH(C1-Csankin), -
N-C(O)-(C1-Csankin) abo -NO;

X1 aBnsie coboto XiMiuHMIM 3B'I30K; X, BUOpaHui 3
-0-, -S0O,- abo -CHy-;

R saBnse coboto hparmeHT, BUbpaHun i3 rpynu:

(CH,)rCOOH
2 {CH)p COOH A

T )
lﬁz‘: N M z;;z;d\\é\"‘ ;
n.——-‘-/’ |

(CHy),-COOH

abo )J\\‘/;
‘a,y X ,

Rs i Ry He3anexHo BubpaHi 3 H, ranoreny, -CN, -
CHO, -CF3, -OH, -C;-Cgankiny, -Ci1-Csankokcu, -NHo,
-N(Cl-CeaJ'IKiJ'I)z, -NH(Cl-CGaJ'IKiJ'I), -N-C(O)-(Cl-
Ceankin) abo -NOy;

N4 AopiBHIOE Linomy uucny Bia 0 oo 2;

R3 BnbpaHun 3 H, ranoreny, -CN, -CHO, -CF;, -
OH, -C;1-Ceankiny, -Ci-Ceankokem, -Cq1-CeTioankiny, -
NHa, -N(C;:-Ceankin)2, -N(Ci-Csankin), -N-C(O)-(Ci-
Cearnkin) abo -NOy; i

R4 Bnbpanun 3 H, ranoreny, -CN, -CHO, -CF;, -
OH, -Ci1-Csankiny, -C;-Cgankokcm, -Ci1-CeTioankiny, -
NHa, -N(C;-Ceankin),, -NH(C1-Csankin), -N-C(O)-(Ci-
Ceankin), -NO2, mopconiHo abo iHWKX reTepouunknis,
Takux §K niponiauvHo, ninepuavH, ninepasviH, gypaHx,
TiodpeH, imigason, TeTpason, nipasuH, nNipa3osioH,
nipason, imigason, okcason abo i3okca3son;

abo ix dpapmaueBTUYHO NPUAHATHI CONbOBI do-
pmu.

TpuHagusTa nigrpyna cnonyk 3rigHo 3 4aHUM BU-
Haxogowm Bknoyae cnonyku coopmyn (XII) abo (XIII):



ne:

X1 ABNsie coboto XiMiYHUI 3B'A30K;

X2 Bubpanui 3 -O-, -SO,- abo -CH»-;

R3 BubpaHun 3 H, ranoreny, -CN, -CHO, -CFs3, -
OH, -Ci1-Csankiny, -Ci1-Csankokecu, -Ci1-CeTioankiny, -
NHa, -N(C1-Ceankin),, -NH(C1-Csankin), -N-C(O)-(Ci-
Ceankin) abo -NOy; i

R4 BubpaHun 3 H, ranoreny, -CN, -CHO, -CFs3, -
OH, -C;-Ceankiny, -Ci-Ceankoken, -Cq-CeTioankiny, -
NH>, -N(C;-Ceankin),, -NH(C;-Ceankin), -N-C(O)-(C;-
Csankin), -NO2, mopconiHo abo iHLWNX reTepouuKriB,
TakvMx SK niponigvHo, ninepwavH, ninepasuH, dypat,
TiocbeH, imigason, TeTpason, Mipa3uH, nNipasoroH,
nipason, imigason, okcason abo i3okcason;

N1 AOpPIBHIOE Linomy yucny Big 1 0o 2;

N2 gopisHwe O;

Rs, Re i Re: He3anexHo BubpaHi 3 H, ranoreny, -
CN, -CHO, -CF;, -OCF3 -OH, -C;-Ceankiny, -Ci-
Ceankokeu, -NHy, -N(C1-Csankin),, -NH(C1-Csankin), -
N-C(0)-(C1-Ceankin) abo -NO;

Rs i Rg He3anexHo BnbpaHi 3 H, ranoreny, -CN, -
CHO, -CF3, -OH, -C;-Ceankiny, -C1-Csankokecu, -NHa,
-N(Cl-CsaJ'IKiJ'I)z, -NH(Cl-CeaJ'IKiJ'I), -N-C(O)-(Cl-
Csankin) abo -NO;

abo ix dhapmaueBTUYHO NPUAHATHI CONbOBI Go-
pmu.

Cronyku 3rigHo 3 BUHAaX04OM MOXHa BUKOPUCTO-
ByBaTU [ANA IiKyBaHHS, MPUrHIYEHHS, MNOMEerweHHs
abo nocnabneHHs acTMM N acTMaTUYHUX CTaHiB.
Cnocobu nikyBaHHs,, NPUrHiYeHHs, nonerweHHs abo
nocnabneHHs acTMyM 1 aCTMaTUYHUX CTaHIB 3rigHO 3
OaHUM BMHAXOAOM BKIMYaKTb CMOCOOM MiKyBaHHS
HabyToi OpoHXianbHOT aCTMM (TaKoX BiOMOI sk anep-
rinHa actMa abo aToniyHa acTtMa), cnagKoeMHoi 6po-
HXianbHOI acTMK (TakoX Bi4OMOI siKk HeanepriyHa acT-
Ma abo HeartoniyHa OpoHxianbHa actma) abo ixHiX
KOMOiHaUil, Wo HasBaHi 3miwaHow acTmor. CtaHu
nauieHTiB, WO BigyyBawTb abo niggalTbca BNINBY
HabyToi abo anepriiHoi BpOHXianbHOI acTMM, BKITHO-
yaloTb BUMNaaku, BUKNKUKaHI abo 3B'a3aHi 3 Oaratbma
anepreHamu, TakMMy §IK NMUIOK, crnopu, Tpasa abo
Oyp'aHn, nyna JOMalUHiX TBapwWH, Nwun, Kniwi i 1.4.
Uepes Te, WO anepreHn 1 iHWi nogpasnuei pe4oBUHU
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cami o cobi NPUCYTHI B pPi3Hi MOMEHTU NPOTArOM pPo-
Ky, Ui TMNM BUMaAKiB TaKoX Ha3nBalOTb CE30HHO
acTmoto. Y rpyny HabyToi acTMM TakoX BXOAUTb Bpo-
HXianbHa acTma W/ anepriiHuiA acneprinbo3 OpoHXiB i
nereHb.

CnagkoeMHa BpoHxianbHa acTma, Ky MoxHa abo
nikyBaTU NONErwnTM AaHuMu crnocobamu, BKoYae
BUNAAKW, BUKIMKaHI iHEKLIMHUMK areHTamun, Takumm
AK 30yQHWKM 3acTyau i rpyny B JOPOCHMX i pecnipa-
TOPHO-CcHHUMTIanbHUiA Bipyc (PCB), pyHoBIpyC i Bipyc
rpuny, po3noBCIOMKEHI B AiTel. Takox BKIOYaATbCS
acTMaTU4Hi CTaHK, WO MOXYTb BYTN BUKNUKaHi B Ae-
AKMX acTMaTukiB pisnyHMMK Bnpasamm i/abo xonoa-
HUM noBiTpsaM. Cnocobu € 3acTOCOBHMMM AN cnag-
KOEMHOI acTMmu, noB'a3aHoi 3 npomwucrioBumn abo
npodecinHMMn  BAAMBaMn, TakKMMWU SIK CMOF, O30H,
WKIANMBI rasu, Aiokcua cipku, okcug asoTy, Bunapw,
LLO BKIOYaloThb i3ouiaHaTu, Bunapu gpapbu, nnactma-
cu, noniypeTaHiB, Nakis i T.4., 4ePEeBHUA, POCAVHHWUNIA
nun abo iHWWM opraniyHui nun i T.4. Cnocobu Takox
3aCTOCOBHI ANs aCTMaTMYHMX BUMaAKiB, NOB'A3aHUX 3
Xap4yoBMMM AOMILLKaMW, KOHCepBaHTaMm i hapmako-
noriyHMMKU npenapatamu. 3BUYaHUMK peYOBUHAMM
OaHVX TUNIB € Xap4yoBi OapBHUMKKM, TaKi Ik TapTpasuH,
KOHCepBaHTW, aHanoriyHi bicynbditam i meTtabicynb-
diTam, i apmakonoriyHi npenapaTtu, Taki Sk acnipuH i
HecTepoigHi npoTusananbHi npenapatn  (NSAID).
Takox BKMOYaTbLCA Cnocobu NiKyBaHHSA, NPUrHiYeH-
HA abo nonerweHHa TWUMIB acTMM, SIKi Ha3WBalTb
NpMXoBaHOK acTMol abo KawnboBUM BapiaHTOM
acTMu.

OnwucaHi TyT cnocobu TakoX € 3aCTOCOBHUMM A1S
nikyBaHHsa abo nonerweHHsa cnagkoemHoi BpoHxians-
HOi acTMu, MOB'A3aHOl 3i LUNYHKOBO-CTPABOXiAHUM
pedntokcom (GERD), wo moxe ctumynioBatv 6poH-
xocTteHo3. GERD, pa3som 3 yTpuMyBaHUMU BUAiNeH-
HAMW OpraHiaMy, nNpuayLlyBaHUM Kalufem i BNansoM
anepreHiB i NoapasNMBUX PEYOBUH Y CharnbHi, MOXe
BHECTW BHECOK B acTMaTW4Hi CTaHW i Has3MBaeTbCs
HiYHOl acTtmoto abo Nocturnal actmoro. Y cnocobax
NiKyBaHHSA, MPUrHiYeHHss abo nonerweHHs acTMu,
nos's3aHoi 3 GERD, dapMaueBTniHO edeKTUBHY
KiNbKiCTb CMONYyK 3rigHO 3 AaHUM BWHAXOAOM MOXHa
BMKOPUCTOBYBATU, SIK OMUCYETLCS TyT, Y KoMOBiHauii 3
hapmaueBTMYHO edEKTMBHOIO KIMbKICTIO mpenapaTy
ans nikysaHHa GERD. [lani npenapaTtu BKO4YaoThb,
ane He OBOMEXyKTbCS HUMM, iHFGITOPU NPOTOHOBOrO
Hacoca, aHanoriyHi TabneTkam NaHTONPasony HaTpilo
nponoHroBaHoi Aii Toproeoi mMapkm PROTONIX®,
Kancynam omenpasony nponoHroBaHol Ail Toprosoi
Mapkn PRILOSEC®, tabnetkam pebGenpasony Ha-
Tpito MponoHroBaHoi Aii ToproBoi mapkun ACIPHEX®
abo kancynam naHsonpa3sosny NpofIoHroBaHoi Aji Top-
rosoi mapkn PREVACID®. 3po3ymino, wo gapmaue-
BTUYHO e(peKTUBHI KINbKOCTI AaHWUX npenapariB BKIHO-
YalTb KiNbKOCTi, onucaHi B 3BUYaMHIA  MeOUN4HIn
niTepatypi, Bknovaun apMaueBTUYHO edeKTUBHI
[03Kn i cnocobu 3acTocyBaHHS AaHWX npenapartis,
onucaHi B 2001 Physicians' Desk Reference (55
Edition), Medical Economics Company, Montvale,
New Jersey 07645-1742.

Cronyku i cnocobu 3rigHO 3 AaHUM BUHaxo4oMm
3aCTOCOBHI A NiKyBaHHS, NOMErLUeHHs, MPUrHiYEHHs!
1 nocnabneHHs apTPUTUYHKX CTaHiB y ccasuiB. Crno-
cobu 3rigHO 3 JaHMM BUHAXO4OM BKIOYaTh Moner-
LWEHHS!, MPUrHiYeHHsl, nocnabneHHs i nikyBaHHs B
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CCaBLiB apTPUTUYHKX CTaHiB, LLO BKIOYalOThb, ane He
06MEXYITBCA HUMU, PEBMaTOIfHUA apTpUT, CMOHAM-
noapTponarito, nogarpu4Hui apTpuT, HAEKLINHUA
apTpuT, OCTeoapTpuT (SKUA BKMIOYAE €pO3VNBHUN
OCTEOAPTPUT i TaKOX BiOMUIA SIK apTpo3oapTput abo
aereHepatuBHui apTpo3 abo DJD), cuctemHun yep-
BOHWI BOBYaK i xBopoby Ctina. KoxHuii 3 gaHnx cno-
cobiB BKIl0Mae BBEAEHHA ccaBL 3a HeoOXiaHOCTI
Takoi Ail hapMaueBTUYHO edEKTMBHOI KifbKOCTi 3a-
MiLLEeHOro iHOOoNY 3rigHO 3 BUHAX040M, SIK ONUCYETLCS
TyT, abo 1oro hapmaLeBTUYHO NPUNRHATHOI CONMbOBOI
abo cknagHoedipHoi hopmu.

Cnocobu 3rigHO 3 JaHMM BMHAXOA0M BKIOYaloThb
cnocobu nikyBaHHA apTPUTUYHWMX CTaHIB, MOB'A3aHMX
3i CNOHAMMITOM, BKIHOYAKYM aHKINO3YKUMA CNOHAW-
niT, peakTMBHUM apTpuTtoM (cuHapoMm PenTepa), nco-
piaTU4HUM apTPUTOM, apTPUTOM, MOB'A3aHUM i3 Xpo-
HIYHUM 3ananbHUM 3axXBOPHOBAHHAM  KULLEYHUKY |
nos'asaHoi 3i CHI[ cepoHeraTnBHOi cnoHaunoapTpo-
narieto.

[aHnin BMHaxig TakoX MPOMOHye crnocobu niky-
BaHHS, MnorerweHHs abo MPUrHiYeHHs peBMaTUYHMX
3axBoptoBaHb i po3nagie. [JaHi cnocobu 3acTOCOBHI
ANs NiKyBaHHA CUCTEMHOIO YepBOHOro BOBYaka, CuC-
TEMHOro ckneposy i popM cknepopepmii, nonimioan-
Ty, AepMaToMio3uTy, HEKPOTUYHOro BacKymiTy W iH-
WMX  Backyrnonartii,  rinepyyTnMBOro  BacKyniTy
(skntovatoumn xsopoby LleHnernHa-l'eHoxa), rpaHyne-
maTo3y BereHepa, apTepiiTy riraHTCbKuUX KNiTWH, Cnn-
3UCTO-LUKIPHOrO niMdpaTMyHOro cuHapomy (xsopoba
KaBacaki), cuHgpomy bexuyeta, «kpiornobyniHemii,
IOHaLUbKOro AepmMatoMiosuty, cuHgpomy Llerpeny,
CVMHOPOMIB, LLO NepekpuBaloTbeCs, (BKMOYaKun 3Mi-
WwaHy AndysiHy XxBopoby 3'eAHYBarbHOI TKaHWHWM),
peBMaTtu4HOI nonimianrii, By3nyBaToi eputemu, pe-
LUMOMBHOI NONIXOHAPIl, TEHAOHITY (TEHOCWHOBITY),
TEeHAEeHITy ABornasoro M'asa, bypcuty, Bypcuty nik-
TbOBOrO BiAPOCTKA, aAre3nBHOrO Kancynity nneva
(nonaTkoBO-MMEYOBUI  MepiapTpuT), NanbuiB, WO
NPYXWHSATB, | XBOpobu Yinna.

Cronyku 3rigHO 3 JaHUM BUHaxoOOM TaKOX 3a-
CTOCOBHi Ans MiKyBaHHs, nonerieHHs abo npurHi-
YeHHs1 xBOpobO O0O6MiHY peyoBMH ab0O EHOOKPUHHMX
3aXBOPIOBaHb 3 PeBMaTUYHMMM CTaHaMU, BKIOYa4Um
nogarpy, ncesgonoAarpy, XOHAPOKanbLUMHO3, aminoi-
003, UMHry, cneumdivHi ctaHn gediumty depmeHTis
(Bkntovaroum xBopoby Pabpi, ankanToHypit0, OXPOHO3,
cvHgpoM Jlewa-HixaHa i xBopoby Mowe), rinepninon-
poteiHemito (turm I, Ma, 1V), cuHgpom Exnepa-
OaHnoca, cungpom MapdaHa, enacTuyHy nceBOoK-
caHTOMY, xBopoby BinbcoHa. Kpim Toro, gaHumm cno-
cobamy MoXxHa NikyBaTW peBMaTUYHi CTaHu, NoB'a3a-
Hi 3 eHOOKPUHHUMK XBOpo6aMm, TakMMu SK LyKpOBUI
niabet, akpomeraniq, rinepnapatmpeos, ocngikyroumin
NpOrpecyoynin  Mio3uT, CUHAPOM  riNeppyxnmnBOCTi,
YPOMKEHNA CKNafHWN apTPOrpunos i 3axBopoBaHHA
LUMTOBUAHOT 3ano3n, Taki K CTPyMuUT, atupeos i ba-
3egoBa xBopoba. [1aHi cnocobu TakoX MOXHa BUKO-
pUCTOBYBaTW NpY peBMaTUYHKX CTaHax, NoB's3aHux 3
HOBOYTBOPEHHSAMU, TakMMK $IK NEPBUHHA MNyXIMHa
(cnHoBiOMA), MeTacTaTUYHI MYXIMHU, MHOXWHHA Mie-
noma, nevikemis i nimgoma, nNirMeHTHWN BiNoHOAYNS-
PHWUIA CMHOBIT, OCTEOXOHAPOMATO3 i iHWI. Ak cnocobu
3rigHO 3 JaHVM BMHAXOAOM TaKOX BKIMHOYAETbCA MO-
NerweHHs Npy peBMaTUYHMX CTaHax, MOB'A3aHUX 3
HeBpoONaTUYHNMK po3rnagamMu, Lo BKIYaTb Cyrio-
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6ou LWWapko, cMHOPOM TPEMTIHHS pPyK (TakoX BigoMWW
SK CMHAPOM NoGiniHHA NanbLiB, BUKNNKaHWIA BiOpaLi-
€to, abo cuHgpom PeliHo), CMHOPOMU NMOBTOPIOBAHOIO
CcTpecy, cMMnaTuyHy pedneKkTopHy ANCTPOQito i KOM-
npecinHi HeBponarii, Taki Sk nepudepuyHe obMexeH-
HS (BKMIOYaluM 3an'sCHUA CyXOXWIbHUIA CUHAPOM,
NPOHATOPHUI CUHAPOM, CUHAPOM BEPXHBOI anepTypu
i Tap3anbHWUN TYHENbHWUI CUHAPOM), paguKyronarTito i
3BY)XEHHS XpebeTHOoro KaHany.

Cronyku i cnocobu 3rigHO 3 AaHUM BMHAxXO4O0M
3aCTOCOBHI ANA NiKyBaHHA, MNOMErweHHs i NpurHidyeH-
HS OaHuWX cTaHiB, Ooni i 3ananeHHs, 3 SKUMKU BOHM
noe'asaHi. Cnocobu nikyBaHHA, nocnabneHHs, npur-
HiYeHHA abo MonerweHHs OaHuxX CTaHiB y ccaBus
BKMNOYaOTb BBEAEHHS CCaBLIO 3a HEOOXiAHOCTI Takoi
aKTUBHOCTI (papMaueBTUYHO €edIEKTUBHOI KiNbKOCTI
CMOMyKN 3rigHO 3 AaHUMM BMHAxXo4oM, ofHiei abo B
KOMGiHaUiT 3 iHWMM npenapaToM, Takum sk NpoTupe-
BMaTMYHMIA, NpoTu3ananbHuii abo 3HeGontoBanbHUIA
dapmaLeBTU4YHUIA 3acib.

Mopanbwmn cnocié nikyBaHHA acTMy 3rigHO 3
OaHVM BMHaxXOOOM BKITOYAE BBEAEHHSA CCaBUIO 3a
HeoOXigHOCTI Takoro nikyBaHHA apmaueBTUYHO
eEKTUBHOI KiNbKOCTi CMOMYKN 3rigHO 3 AaHUM BUHa-
X0O0M, SK OMUCYETbCS BULE, | hapMaLeBTUYHO ede-
KTUBHOI KiNIbKOCTi ogHOro abo AekKinbkox A04aTKOBUX
npoTuacTMaTU4YHUX NpenapariB.

lMpoTnacTmaTtnyHi npenapaTn, 3acTOCOBHI 3 Aa-
HUMUK KOMBiHaUIsMK, BKMOYaOTb MEAUYHI npenapaTu
MPONIOHIOBaHOI Aii, Taki K KOPTUKOCTepOoiamn (rmoKo-
KOPTWKOIAM), KPOMOMiIH-HaTPWUA (OBO3aMILLEHUA Kpo-
mornikaT HaTtpito - DSCG), HegoKpoMin, MeTWUnKcaH-
TUHW (Taki ik TeodpiniH) i MoandikaTopu NENKOTPIEHY.
3acToCoBHI MoaMiIKaTopy NENKOTPIEHY BKMOYaTb
aHTaroHiCTM peLenTopa NEenKoTpieHy, Taki gk 3adip-
nokact (ACCOLATE®) i MOHeTIoKacT
(SINGULAIR®), i iHribiTopy 5-ninokcureHasn, Taki gk
3uneytoH (ZYFLO®). 3acTocoBHi KOpTUKOCTEpPOiaM
BKIIOYAIOTb BAMXYBaHi NPOAYKTW, Taki Sk BGeknomeTa-
30H AunponioHat, 6yaes3oHin, dnyHisonig, donyTtuka-
30H i TPMaMUMHOMOH, a TaKoX iXHi hapMaueBTUYHO
NPUIHATHI conboBi hopmn. Takox 3aCTOCOBHUMMK €
CUCTEMHI KOPTUKOCTEPOIAM, TaKi K NPEeAHi30H, npea-
Hi30MOH | METUNNPEOHI30MOH.

TakoX 3aCTOCOBHWMW € MpOoTMAcTMaTUYHi Meau-
YHi NpenapaTtu LWBWAOKOI Aji, Taki sk 6eTaz-aroHictu
NPOoHroBaHi Aii, kopoTkoAitoyi GeTar-aroHicTn, aH-
TUXOMiHepriyHi 3acobun i cUCTEMHI KOPTMKOCTEpOiaMu,
[B-appeHepridHi 3acobu, siki MOXHa BUKOPUCTOBYBATH,
BKNtoYaloTb eniHedpuH, i3onpoTepeHorn, meTanpoTe-
peHon, TepbyTaniH, isoeTapuH, anbbytepon, bitonte-
pon i nepbytepon. 3acTOCOBHI aHTUXOMIHEPriYHi 3a-
cobu BKMYaloTb aTponiH (i Moro moxigHe inaTponiym
Opomia) i rnukoniponat. Crnonyku 3rigHO 3 OaHUM
BMHAXOLOM TaKOX MOXHa BWKOPUCTOBYBAaTW ANs ni-
KyBaHHA acTMu pas3oM 3 iMyHoTepanieto aneprii, Lo
4YacTo HasuBalTb rinoceHcubinisytoyo Tepanieto.
[aHi cnonyks MoxHa BBOAWTM BiANOBIQHO OO0 A03 i
BMUMOT, BiJOMUX 3 PiBHS TEXHIKM.

[opaTkoBi NnpoTnacTMaTuyHi npenapaTtu, Aki Mo-
)KHa BMKOPUCTOBYBaTW B KOMOGiHaLji 3 JaHUM BMHaxo-
OOM, BKMO4YalTb MpaHMnykacT, aHakiHpa, cepaTpo-
JacTt, ononatagvH  rigpoxnopwug,  Xpomormnikat
nizetun, pamatpobaH, peuenTop iHTepnenkiHy-4
(imyHekc), ypoaunaTtuH, kondopcuH gaponat, canby-
Tamon, LCB-2183, aHgonacT, unknesoHia, byaesoHia,
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dopmoTepon, omanisymab, TpaHinacTt, capeayTaHT,
CDP-835 (anti-IL-5 Mab), dekcocdeHagnH HCI, N-(1-
(xnopdpeHin)-1-metunetun)-3-(imigason-1-
in)nponinamingurigpoxnopua (BTS-71-321), unnomi-
nact, 6imociamoc, gakTop, Lo BMAINSE KOPTUKOTPO-
niH, KreHonikcumab, TioTponiym 6pomig, 2H-1,2-
6eHsoceneHasvH, 3,4-gurigpo-4,4-gpumetun  (BXT-
51072), aTpeneyToH, (R)-canbytamon, 8-
MeToKcuxiHoNMiH-5-(N-(2,5-anxnopnipuamH-3-
in))xapbokcamig (D-4418), TpnaMUUHOMNOH aueToHIa,
KW-4490 (KF-19514), LAX-300 (LX-109), IDEC-152
(ST-152; aHTH-CD-23 aHTuTino), UWUTOKIH Traps,
aHaHpgawmig, SRL-172, canmetepon + ¢nyTWKa3soH,
KCA-757, 2-nipugnHkapboHoBy kucnoty, 6-(2-(3,4-
aieTokcmdpeHin)-4-tiasonin)-(OPC-6535), PM-56D9,
canbyrtamon, CT-2820 (iHribitopu PDEIV), 6eknome-
Ta3oH, HenagyTaHT, keToTudeH dymapar, DHEAS
(PB-005), Pharmaprojects Ne5163, Ne5278 i Ne5297,
canbytamon cynbdat, EPI-2010 (EpiGenRx), meno-
nisymao, HeHsamig, N-(5-(3-((4-
xnopdeHin)cynedoHin)nponin)-2-(1H-tetpason-5-
inmeTokeu)deHrin)-3-((4-(1,1-gumetuneTun)-2-
Tiazonin)meTokcn)-, ogHo3amilleHa cinb Hatpito (YM-
158), 2-(4-eTokcukapboHinamiHobeHann)-6-(3,4-
anmeTokcudenin)-2,3,4,5-teTparigponipa3unH-3-oH
Pharmaprojects (Ne5450), Sch-205528, L-826141
(Pharmaprojects Ne5477), OypesoHia, [ypamiuuH,
HaTpieBa cinb 4,4-6ic(4-(xiHoniH-2-
inmeTokeun)dperin)nentanosoi  kucnotn  (VML-530),
iHriditop IL-9, 6eknomeTasoH AunponioHaT, copmo-
Tepon, umkno(MePhe-Leu-Asp-Val-D-Arg-D-Arg) (ZD-
7349), canbytamon, eTaHamiHiym, 2-(((2-auetun-4-
((1-okcorekcageuun)amiHo)cpeHoken)  rigpokcmdoc-
diHin)oken)-N,N,N-TpumeTnn-, BHyTpiwHs cinb (CPR-
2015), PD-168787 (Cl-1018), iHribiTopu kaTencuHy S,
SB-240683 (anti-IL-4 Mab), BIIL-284, APC-2059, 6y-
aesoHia + oopmotepon, Bay-16-9996 (aHTaroHict IL-
4), 6eknomeTtasoH, GW-328267, aHTaroHictn VLA-4,
4-riApoKcm-1-MeTUn-3-0KTUINOKCU-7-CUHaniHoInamiHo-
2(1H)-xiHoniHoH (TA-270), CpG-7909 (ProMune),
DNK-333A (Pharmaprojects Ne6070), AWD-12-281,
LM-1507 (LM-1484), dopmoTepon, MOL-6131, iHribi-
Topu katencuHy S, CS-615, ibygunact, 2-{N-(4-(4-
xnopdeHrincynbgoHinamiHo)6yTtunn)-N-{3-(2-(4-
uuknobytunTiazon-2-in)eTvnn) 6eH-
aunjcynbdamoin}beH3onHy kucnoty (S-36527) i 2-{N-
(4-(4-xnopdeHrincynbgoHinamiHo)oytumn)-N-{3-((4-
isonponinTiazon-2-in)metun OKCM) Oekn-
3unjcynbdamoin}beH3onHy kucnoty (S-36496).

[JaHun BUHaxXia TakoX BKroYae dpapmMaueBTUYHI
KOMMNO3ULi, WO BKNOYaTh hapMaueBTUYHO edek-
TUBHY KiNbKiCTb CMOMyKW 3rigHO 3 AaHUM BUHaxo[oM,
abo ii hapMaLeBTUYHO NPUNHATHOI CONbOBOI hopMM,
i oguH abo pekinbka gapmaueBTUYHO MPUAHATHUX
HociiB abo HanoBHOBaYiIB.

Cronyku 3rigHO 3 AaHUM BMHAxX04OM MOXHa BU-
KopucToByBaT Y (pbapMaueBTUYHI KOMMO3WLii, Konu
BOHM 06'egHaHi 3 hapMaLeBTUYHO NPUAHATHUM HOCI-
em. Taka KOMMOo3uLis TakoX MOXe MICTUTU (Ha aoaa-
TOK A0 cnonyku abo cnomnyk 3rigHoO 3 AaHUM BUHaXxo-
AOM i HOCis) po3pigXyBadi, HanosHKOBaui, coni,
OydepHi posumHu, ctabinisatopu, pevoBuHm, Wo 36i-
NbLUYIOTb PO3YUHHICTB, i iHLWWI pevyoBMHK, OOpe BigOMiI
3 piBHA TexHikn. TepMiH "hapmaueBTUYHO MPUAHAT-
HUIA" 03Ha4Ya€e HETOKCUYHY PEYOBUHY, LLIO HE 3aBaXxkae
30iCHEHHI0  6iONOriYHOT aKTMBHOCTI  aKTUBHOMO(MX)
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iHrpegieHTa(iB). XapakTepucTukmn Hocis 6yayTb 3ane-
XaTtu Big crnocoby BBefeHHs. dapmaleBTUYHa KOM-
no3uuis Moxe OO0A4ATKOBO MICTUTM iHLWI NpoTmu3anarnb-
Hi areHTn. Taki gopaTtkosi dhakTopu i/abo areHTu
MOXHa BKMYUATU Yy hapmMaLeBTUYHY KOMMO3MLLO,
wob ogepxatn CUHEpriYHMn edekT 3i cnonykamu
3rigHO 3 JaHMM BMHaxo[oMm, abo Lwob 3BecTy 40 MiHi-
MyMy MOGi4Hi edeKT, BUKIMKaHI CMOMyKOK 3rigHO 3
OaHVM BUHAXOAO0M.

dapmaueBTMYHa KOMNO3WLia 3rigHO 3 BUHAXo40M
Moxe 6yTn y cbopmi ninocomu, B AKiA CMONYKM 3rigHO
3 JaHMM BMHaxoOOM MOEAHYKOTbCH, Ha AOA4ATOK A0
HWKNX hapmaLEeBTUYHO MPUMAHATHUX HOCIIB, 3 amdi-
naTUYHMMK areHTamu, TakuMK K ninigy, Wwo iCHyrTb
B arperoBaHinn oopmi y BArnIsai miyern, HePO3YMHHMX
MOHOLLApiB, PiAKMX KpucTaniB abo namensipHux Lwia-
piB y BOOHOMY po34uHi. MpugaTHi ninign gns ninoco-
MHUX peLenTyp BKMNoYaTb, 6€3 06MeXeHHs!, MOHOr-
niuepwnan, gurniuepuan, cynbdatvau, nNisoneumnTuH,
docdoninign, canoHiH, XXOBYHI KUCIOTU W aHanorivHi
cnonykn. OpepxXaHHa Takux NiNOCOMHUX peuenTtyp
BiJOMO 3 PiBHA TEXHIKU N OMUCYETbLCS, Hanpuknag, y
nateHTi CLUA Ne4235871, natenTi CLUA Ne4501728,
nateHTi CLUA Ne4837028 i nateHTi CLUA Ne4737323,
KOXXHWI 3 SIKUIA BKIIOYAETLCS TYT NOCUMaHHAM.

BukopucTtoByBaHi TyT TepMiHWM "dhapmaueBTUYHO
edeKTUBHA KinbkicTb" abo "TepaneBTUYHO edpekTUBHA
KiNbKICTb" O3Ha4aloTb 3aranbHy KiNbKiCTb KOXHOMO
aKTMBHOTO KOMMOHeHTa dapMaueBTUYHOI KOMMOo3uLii
abo cnocoby, sika AocTaTHs, WOo6 nokasaTn 3HayHy
KOPUCTb ANsi MauieHTa, TOOTO MiKyBaHHS, 3aro€HHS,
npodinakTuky, iHridyBaHHa abo noninweHHs disiono-
riyHoOi peakuii abo cTaHy, Takoro sik CTaH 3anarneHHs
abo 6inb, abo 36inblUeHHs1 LIBWAKOCTI MNiKyBaHHS,
3aro€HHs1, NPodinakTuky, iHribyBaHHa abo noninwex-
HA Takux cTaHiB. [Npu 3acTocyBaHHiI 4O iHAMBIAYyanb-
HOrO aKTMBHOIO iHrpefdieHTa, WO BBOAUTBLCS OAWH,
TepMiH BiAHOCUTLCA OO0 OAHOro OOHOro iHrpegieHTa.
Mpw 3acTtocyBaHHi A0 KOMGiHaUii TepMiH BiQHOCUTbCA
00 00'eHaHNX KiNbKOCTEN aKTUBHUX iHIPedieHTIB, WO
NpuBOAATbL OO TepaneBTUYHOro edeKTy, He3anexHo
Bif, TOro, Yn BBOASATLCA BOHW B KOMOiHaLi, nocnigos-
Ho abo ogHo4acHo.

KoxHuin 3 onucaHux TyT cnocobie nikyBaHHs abo
BUKOPWUCTAHHA 3rigHO 3 AaHMM BUHAXOAOM BKIOYAE
BBEOEHHsI CCaBL0, 3a HeobXigHOCTI Takoro nikyBaH-
HS, abo BUMKOpPUCTaHHS hapmMaueBTM4HO abo Tepane-
BTUYHO eDEKTMBHOI KiNMbKOCTi CMOMYKW 3rigHO 3 AaHUM
BMHaxogom abo i papMaueBTUYHO MPURHSTHOI Co-
neoBoi dopmu. Cnonyku 3rigHO 3 AaHWM BUHaXO40M
MOXHa BBOAWTM CMOCOOOM 3riAHO 3 BWHaxXO04OM
okpemo abo B koMbGiHaUil 3 iHLWOW Tepanieto, Takot
AK NiKyBaHHSA, LWO 3aCTOCOBYE iHLI MnpoTM3ananbHi
npenapartu, UMTOKIHW, NiMdOKiHM abo iHwWi remonoe-
TUYHI pakTopu. lMpu cninbHOMY BBEAEHHI 3 OOHWUM
abo gekinbkoma iHWKYMK NpoTu3ananbHUMK npenapa-
Tamu, UMTOKiHaMu, niMdgokiHamMmu abo iHWUMK remo-
NnoeTYHUMKU pakTopamMu CMOMyKM 3rigHO 3 AaHuMm
BMHaxo4OM MOXHa BBOAWTUM OAHOYACHO 3 iHLIMM(W)
npoTtu3ananbHUM(u) npenapatomM(amu), LUTOKi-
HoM(amu), niMdokiHOM(amu), iHWKUM(K) remonoeTny-
HUM(1) pakTopom(amu), TpoMBoNiTMYHMMKU abo aHTu-
TpoMOO3HMMKM 3acobamn, abo nocnigosHo. [Mpwu
NnocnigoBHOMY BBEAEHHI JiKylOUMn nikap BUPILWNTb
BigNOBiIAHY MOCNIQOBHICTE BBEAEHHS CMOMyK 3rigHO 3
AaHUM BMHaxo4oM B KOMOiHaUii 3 iHWwmMMm(M) npoTusa-
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naneHUM(M) npenapatom(amu), UUTOKIHOM(amu), ni-
MdpoKiHOM(amu), iHWMM(M) reMmonoeTn4HMM(n) dakTo-
pomM(amu), TpomMBONiTUYHUMKN abo aHTUTPOMOO3HUMMU
3acobamu.

BBegeHHs1 cnonyk 3rigHo 3 JaHWM BUHaxo4oM B
dapmaLeBTUYHIN KOMNOo3uUii abo ANngA 30iMCHEHHS Ha
npakTuui cnocoby 3rigHO 3 4aHMM BMHAX040M, MOXHa
3AINCHUTK PiIBHOMAHITHUMW TPAAULIMHUMK LUNSXamu,
Takumu siK nepopanbHUA NPUAOM BCEpPeanHy, iHrans-
Uis abo WNAXoM LWKIpHOT, MigwkipHOi abo BHyTPiL-
HbOBEHHOI iH'eKLi.

[Mpu BBEAEHHI TepaneBTUYHO ePeKTUBHOI KifnbKo-
CTi cnonyk 3rigHO 3 AaHMM BMHaxXo4OM OparnbHUM
LUMSIXOM CMONyKU 3rigHO 3 JaHMM BUHaxodom byayTb
3HaxoguTucsa y cdopmi TabneTku, Kancynu, NopoLLKy,
po3umHy abo enikcupy. lNMpu BBegeHHi y dopmi Tab-
NneTkn hapMaueBTMYHaA KOMMO3ULia 3rigHO 3 BMHAXO-
OOM MOXe [00AAaTKOBO MICTUTW TBEPAWUW HOCIN, Takun
SIK XenaTuH abo ap'toBaHT. TabneTka, kancyna i no-
pOLLOK MICTATb Npubnm3Ho Bid 5 go 95% cnonyku
3riAHO 3 AaHMM BMHAXO4OM i, NepeBaxHo, NpubnmnsHo
Big 25 po 90% cnonyku 3rigHO 3 AaHUM BUHAxXOAOM.
Mpwn BBeaeHHi B pigkin dopmi moxe ByTn gogaHuin
PiAKWMIA HOCIW, TakMn sK BoAa, HadTa, onil TBapUHHOI
abo pocnuHHOI Npupoau, Hanpuknaa, apaxicoea onis,
MiHepanbHi onii, docdoninign, emynsratopu, TpUrni-
Lepuan, BKAYa4mM TpUrniLepuamn ia cepegHiMm nax-
Ltorom, coesa onis abo KyHxxyTHa onis, abo CMHTeTU-
yHi onii. Pigka dopma dhapmaueBTU4HOI KoMMo3uuii
000aTKOBO MOXeE MICTUTU (Pi3ioNnoriYHniA  ConboBMN
PO34YMH, PO3YMH [OEKCTpo3n abo iHWOro caxapvay,
abo rnikonu, Taki K eTUNeHrnikonb, NPonineHrnikonb
abo nonietuneHrnikonb. Mpu BBeAeHHi B piakii dop-
Mi hapMaueBTMYHa KOMMO3UUIS MICTUTb MPUGIM3HO
Big 0,5 no 90%mac. cnonyku 3rigHo 3 AaHWM BUHaXo-
OOM i, nepeBaxHO, NpubnusHo Big 1 no 50% cnonyku
3rigHO 3 4aHUM BUHAXO40M.

Konn TepaneBTUYHO eddeKTUBHY KiNbKIiCTb CMOMyK
3riAHO 3 JaHUM BMHAXOAOM BBOASITb BHYTPILLHBOBEH-
HOM, LWKipHOI abo MiaWwKipHOW iH'EKUiE0, cnonykn
3rigHO 3 JaHMM BuHaxodoM OyayTb y dopmi anipo-
reHHOro, napeHTepanbHO MNPUAHATHONO BOASIHOMO
po34mHy. [0TyBaHHS TakUX NapeHTepanibHO NPUAHAT-
HUX GINKOBMX PO34YMHIB, LLO MalOTb HaneXxHe 3HaveH-
HA pH, i30TOHIYHICTb, CcTabinbHiCTL i T.4., BigOMO 3
piBHA TexHikn. lNepeBaxHa dapmaueBTU4Ha KOMMOo-
3uLig ANs BHYTPILUHbOBEHHOI, LIKIpHOI abo nigLKipHOi
iH'eKLii MOBMHHA MICTUTW, HA JOOATOK A0 CMOMyK 3rig-
HO 3 JA@HWUM BMHAXOAOM, i30TOHIYHUIA PO3YMHHUK, Ta-
KU SIK PO3YMH XIiopuay HaTpito ANS iH'eKUin, iH'ekuin-
HUM po34nH PiHrepa, iH'eKUinHNA pO34YnH OEKCTPo3n,
iH'EKLIHUI pO34MH OEKCTPOo3n i xropuay Hatpito, na-
KTaTHWUI iH'€KLiINHUIN pOo34unH PiHrepa, abo iHwnn pos-
YMHHWK, BiAOMWIA 3 piBHA TexHikn. PapmaueBTnyHa
KOMMO3WULLA 3rigHO 3 JaHUM BMHAXOAOM TaKOX MOXe
MiCTUTK cTabinizaTopu, KOHCepBaHTK, BydepHi pevo-
BUHMW, ab0O aHTUOKCUOAHTK, iHWI AOMillKK, BigoMi da-
XiBUIO B AaHin ranysi.

KinbkicTb cnonyku(cnonyk) 3rigHo 3 AaHUM BUHa-
X040M Yy dpapmaLeBTUYHIA KOMMNO3ULi 3rigHO 3 AaHUM
BMHaxo4oM Oyae 3anexaTtu Big NPUPOAM i CeprosHo-
CTi CTaHy, Skux HeobXigHO nikyBaTw, i Bif NpUpPOAM
nonepeaHbLoro fikyBaHHs, AKOMy MiggaBaBCcs NaLieHT.
Y KiHLEBOMY paxyHKy NiKylOUUIA fikap BUPIWUTL Kinb-
KiCTb CMONYKM 3rifHO 3 JaHUM BUHAaXO4OM, sIKOK Npo-
BOAUTBLCSA NiKyBaHHSA KOXHOro iHAMBIAyanbHOro nawie-
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HTa. CnovaTKy nikytouni nikap 6yae BBOAWUTM HU3bKi
4031 CMOMyKW 3rigHO 3 AaHWM BMHAaxo[oMm i cnocrepi-
raty peakuito nauieHta. binbw cyTTeEBI 403U Cnonyk
3riAHO 3 JaHUM BUHAXOAOM MOXHa BBOAWTU, MOKU He
Oygoe oTpyMaHui onTUManbHWA AN nauieHTa Tepa-
NEBTUYHUIN edeKT, | B Liei MOMEHT A03yBaHHA Aani
He 36inbwytoTh. MNepenbayaeTbes, WO pisHi hapma-
LEeBTMYHI KOMMO3MLi, $Ki BUKOPUCTOBYIOTLCA AnNs
30iMCHEHHS Ha NpakTuui cnocoby 3rigHO 3 AaHUM BU-
Haxo4oMm, MOBUHHI MicTUTK nNpubnnsHo Big 0,1MKr ao
100mr (nepeBaxHo, npubnusHo Big 0,1mr go 50wmr,
6inblw nepeBaxHo, NpubnuaHo Big 1Mr Ao 2wmr) cno-
NyKX 3rigHO 3 AaHMM BUHAxXO0A4OM Ha Kr Macu Tina.

TpuvBanicTb BHYTPILUHLOBEHHOI Tepanii 3 BUKOPU-
CTaHHAM KOMMO3uLUii 3rigHO 3 AaHMM BUHaxo4om byae
PO3PI3HATUCA B 3aNeXHOCTi Bif CEPMO3HOCTI 3axBO-
plOBaHHS, sike HeOOXigHO nikyBaTW, CTaHy i MOTEHUiN-
HOI XapaKTepHOi peakuii KOXHOro iHAMBIAyanbHOro
nauieHta. BeBaxaeTbcs, WO TpMBaMiCTb KOXHOMo 3a-
CTOCYBaHHS1 CMONYK 3rigHO 3 AaHUM BUMHaxodom byae
3HaxoauTucs B dianasoHi Big 12 oo 24 roguH 6esy-
MWHHOTO BHYTPILUHBOBEHHOIO BBEAEHHS. Y KiHLEBOMY
paxyHKy NiKyro4Mi nikap BMPILUNTL LWOAO BiAMOBigHOI
TpMBanoCTi BHYTPILUHbOBEHHOI Tepanii 3 BUKOpUCTaH-
HAM bapMaLeBTMYHOI KOMMO3MUiT 3rigHO 3 [aHuUM
BUHaXOLOM.

[MepeBaxHi opanbHWe peuenTypy Ha NinigHik oc-
HOBI 3rigHO 3 JaHWM BMHAXOOOM rOTYHOTb, 3MiLLYHOYM
50% PHOSOL®53MCT (American Lecithin
Company), 5% Polysorbate 80, 15% rniuepuais
LABRASOL®Caprylocaproyl macrogol-8 (Gattefosse
Corp.), 15% nponineHkap6oHaTy i 15% akTuBHOI iHri-
Oytoyoi cPLA; cnonyku(cnonyk) 3rigHoO 3 AaHUM BUHA-
XOOO0M, MPUYOMY KOXEH nepepaxoBaHUN HWXYe Big-
COTOK € MacOBMM.

[aHuin BMHaxig TakoX NpPoMoHye crocib opep-
)KaHHs CrMonyk 3rigHo 3 AaHUM BUHAXO4OM, WO BKIHO-
Yae oHe 3 HXKYeHaBeaeHoro:

a) peakuito cnonyku popmynu A

R:
__x{z
3¢
v
C | N\
=~ IR
R 1)

ae Xz, n, N1, Nz, N3, N4, R, Ry, R3 i R4, € Taknumu,
SIK BU3Ha4yeHo B aaHomy onuci; i R' aBnsie coboto NHo,

i3 cynboHinranoreHigom opmynum

ranoreH-SO2(CH2)n2X1R1,

Oe ranoreH siBnse cobol NpuaaTHUIA ranorex i
Nz, X1 i R1 € Takumu, siK BU3Ha4YeHO B AAaHOMY OMUCI,
npvBOAAYN OO0 OAepXaHHS BiOMNoOBIAHOI cnonyku ¢o-
pmynu (1),

abo

b) rinponia cnonyku dopmynu (1), oe R, Bknoyae
CKnagHun edpip, NpMBOASYN OO OOepXKaHHA BignoBsig-
HOI Kucnotu, abo

C) nepeTBOpeHHs crnonyku copmynu |, wo mae
peakuiiHo-30aTHUA 3aMiCHUK, B iHLWWY crnonyky ¢op-
mynu |, abo

d) peakuito cnonyku cpopmynu A
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ae Xz, n, N1, N2, N3, N4, R, Rz, R3 iRse TakKnMu, aK
BM3HAYEHO B JAHOMY OMMUCI; i

R! aBnsie co6oto -NH-S(O),-(CHz)nz-ranorex a6o
-NH-S(0),-CH=CH; i n; € Takmm, Ik BU3HA4YEHO B
AaHOMYy ONUCi, 3 HyKneominomM hopmynu:

HX1Ry,

ge X; i R1 € Takumuy, gk BU3HaA4YeHO B AaHOMY
ONuCi, NPMBOAAYN OO0 OAEPXKaHHSA BignoBigHOI crnony-
ku chopmynu (1);

abo

€) ankinysaHHs crnonykn hopmynu

Ry
N“E [ 0
X CHa)at —m&%‘m

e R, Ri, R3, R4, X1 i nz € TakKnmm, sik BUBHA4YEHO
B JaHOMy onuci, anbaerigom abo auertanem gopmy-
n

ae Ry, Xz i nz € TakMmu, sik BU3HA4YEHO B AaHOMY
onuci, abo
f) peakuito 3-cpopminiHgony dopmynu

¢ M_?Xdiz).lekx
PRT

ne PRT saBnsie coboto 3axucHy rpyny, R, Ri, Rs,
R4, X1 i N2 € TakMmu, SIK BU3HAYEHO B JAHOMY OMUCI, 3
amMmiHoM dhopmynu:

RiiHN-CH2-Rg,

e Rji sBnsie coboro BogeHb abo Ci-Czankin i R
€ TakMM, K BM3HAYEHO B [JaHOMY OMuCi, NpMBOAAYU
[0 odepxaHHa cnonyku copmynu |, ge X, aense co-
6010 -R;iN-CH,-, abo

g) peakuito ankinaminy copmynm
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r

e ranoreH sABnsie coboto npuaaTHU ranoreH i R,
R3 i R4 € TakumK, Sk BU3HA4YEHO B JAHOMY OMMUCI,
3 ankiHom chopmynu

w.n.

)

ne Ri, Ry, X1 i X2 € Takumu, SIK BU3HA4YeHO B Aa-
HOMY Onwuci, NMPUBOAAYN A0 OoAepKaHHSA Cronyku do-
pmynu (1) abo h) peakuito ranoreHigy cdopmynu

2R2
Qs

Re e

R :

[e rarnoreH sBnsie coboto NnpuaaTHUIA ranoreH i R,
R2, R3, R4, X2, N1 i N3 € Taknumu, sik BU3HAYEHO B Aa-
HOMY OMuCi, i3 cynboHamigom dopmynm

P
N &
n

ae Ri, X1 i n2 € Taknmuy, SiK BU3HAYEHO B AaHOMY
onuci, NPMBOASYN OO OAepXKaHHSA BignNOBIgHOMO Crno-
nyku copmynu (1).

[aHuin BMHaxig TakoX NponoHye NPOMiXHI criony-
KW, 3aCTOCOBHI AnA ofepxaHHa cnonyk dopmynu (1),
NpuM4OMYy AaHi NPOMDKHI CMONYKW BKMIOYAKOTb CNOMy-
KW, WO mMatoTb opmyny (A):

S
{CHolna=—X2
e )
AN (CH R
R ] (A)

oe Xz, n, Ny, N2, N3, Ng, R, Ry, R3 i R4 € Takmmu, sik
BU3HAY€EHO BULLIE; i

R! BMGpaHwii i3 rpynu, Wwo cknagaetbes 3 -OH, -
NH-S(O),-(CH2)n2-ranoreH, -NH-S(0),-CH=CH>, -NH;
abo saxuweHoi bopmm -NHo.

MMpomixkHi cnonyku, WO € npuknagamu, MakwTb
opmyny (B):



» (@)

e n, ny, Ny, N3, N4, R, Ry, R3 i Ry € Takmmu, sk
BU3HAYEHO BULLIE; i

Rs i Ry He3anexHo BMbGpaHi 3 H, ranoreny, -CN, -
CHO, -CF3, -OCFs3, -OH, -C Cl-CeaﬂKiﬂy, -C1-
Ceankokew, -Cq1-CeTioankiny, -NHy, -N(C1-Csankin),, -
NH(C;-Ceankin), -N-C(O)-(C1-Csankin) abo -NOy;

Rz siBnsie coboto - (CH2)na-CO2H, cknagHoedipHy
dopmy -(CH2)na-CO2H abo cdapmaueBTUYHO NPURHS-
THY KUCMOTHY MiMi4Hy aBo MiMETUYHY CNOMyKy;

i

X sBnsie coboto 3B'A3yBanbHy rpyny, BubpaHy 3
rpymu, wo cknagaetbcs 3 -O-, -CHa-, -SO2-, -NH- i -
N(C1-Ceankin)-.

[MepeBaxHuit BapiaHT NPOMIXHUX CNOMYK 3rigHO 3
OaHMM  BMHAxXo4oM BKMYae OeHsriapvniHaonbHi
cnonyku cpopmynu (C):

ne:
RY, R, R4, R, X, N1, N2 i N4 € TAKAMM, SIK BU3HA-
YEHO BULLE; i
R10, R11, R12, R13, R14 i Ri5 HE3anexHo BV|6paHi 3
rpymu, wo cknagaetbca 3 H, ranoreny, -CN, -CHO, -
CF3, -OCF3, -OH, -Ci-Csankiny, -C;-Ceankokcu, -NHa,

-N(Ci1-Ceankin),,  -NH(Ci-Ceankin),  -N-C(O)-(Csi-
Csankin), -NO; abo 5- abo 6-4neHHOro reTepoLukiy-
Horo abo retTepoapomMaTU4YHOrO KifbuUs, WO MICTUTL 1
abo 2 retepoaromu, wo Bnbpari 3 O, N abo S.

TepMiH «ranoreH» BUKOPUCTOBYKOTb Yy OaHOMY
onuci ans no3HayeHHs F, Cl, Bri |. MNepeBaxHi aTomun
raroreny B R rpyni -NH-S(0)2-(CHz)n-ranoren
BKIIOYaTb 6pom i xnop.

MNepeBaxHumn  cknagHoedipHuMn  hopmamm
cnonyk cdopmynu C, ge Ry saBnsie coboto -(CHa)ns-
COzH, € Ci-CgankinbHi cknagHi edipu, Wo BKNoYa-
I0Tb NiHINHI, po3rany>XeHi i LUKMiYHi ankinbHi rpynu, i
©eH3unbHI cknagHi edpipu.

HasgBsHi B npogaxi i BigoMi 3 piBHA TEXHIKM 3axuc-
Hi rpynyM Ansi aMmiHOrpynu 3acTOCOBYHOTb ANA oJep-
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XaHHS 3axuweHnx ¢opm BuleonncaHmx -(CHz)ni-
NH, rpyn. [aHi 3axucHi rpynu BKMOYaTb rpynu,
npeacTaBneHi HWX4yeHaBegeHUMM dopmynamu, e
KiNbKiCTb aTOMIiB BYrneulo B MaHUo3i npeacraBneHa
TiNbKN 3 METOIO inMtocTpauii i He Mae Hamipy obmexy-
BaTW KiNMbKiCTb aTOMIB BYrfeuto y BiAgnoBigHWX Byrne-
LeBUX NaHuforax 3rigHo 3 AaHVM BUHaXOAOM.

o

FIQUN

IHWi HeoOMexyBanbHi NpUKNagu 3axMCHWUX rpyn
ANA amiHorpynu, 3acTOCOBHI 3i cnonykamu 3rigHo 3
BMHaxX04OM, BKMOYaIOTb, ane He 06MeXyloTbCa HUMN,
npeacTaBneHi HxX4Ye Cronyku:

1) amigHoro Tuny, Taki Ak copmin, auetun, xmno-
paueTun, TpuxropaueTur, o-HiTpodeHinauetun, o-
HITpOdeHoKciaLeTun, TpudTopaueTus, aletoaueTun,
dTanin i N-TonyoncynbgOoHis;

2) apomaTunyHoro kapbamaTHOro Tumny, Taki §K
6eH3unokcukapboHin (CBZ) i 6eH3un, 3amilieHui
oavH abo Ginblie pasiB ankinom, uiaHo, HITPO, Xno-
pom, hTopoM, GPOMOM i METOKCH; ANDEHINMETUNBHA,
1-(n-andeHin)-1-meTnneTunsHa, 9-
dnyopeHinmeTuneHa (Fmoc), 2-ceHineTunbHa i um-
HaMinbHa rpynu;

3) anidartuyHoro kapbamaTHOro Tuny, Taki siK
TpeT-6yTunokcmkapboHin (Boc), etun, giisonponinme-
TWN, anin, BiHiN, TpeT-amin, giisonponinMeTun i i3006y-
™n;

4) umKniYyHOro ankinbHoro kap6amaTHoro Twny,
Taki 9K LUMKITONEHTU, LMKITOTeKCUI, LMKIonponinve-
TUN | agamaHTu,

5) 3axucHi rpynu ankinbHoOro Tuny Ans amiHorpy-
nu, Taki Ak TpucpeHinmeTun (Tputun) i 6eH3un;

6) TpuankincunaHoBi rpynu, Taki ik TpUmMeTuncu-
naH, TpueTurcunaH, TpuisonponincunaH, Tpu-TpeT-
OyTuncunaH, TpudeHincunaH, TpuTomnincunaH, Tpu-
Me3nTuncunaH, MetTunandeHincunaH, guHadTunme-
Tuncunax, bic(amderin)metTnncunaH i T.4.; i

7) 3axuCHI rpynu, WO MIiCTSTb Tion, Taki ik dpeHin-
TiokapOOHIN i AWNTIACYKLMHOINBHI 3aXWCHI rpynu.

[HLWMMKN NepeBaXHNUMU 3axXMCHUMW Tpynamu Ansi
amiHorpynu, 3acTOCOBHVMMM B [aHOMY BUHaxopdi, €
€TOKCUKaPOOHINbHI rpynu, aumnbHi rpynu, BKIOYaum
4-xnop6yTnpun, i306yTupun, o-HiTpouMHamoin, niko-
niHoin, auwmnidoTiouiaHaTt, amiHokanpoin, ©eH3oin i
aHanoriyHi, i aUuMNOKCUrpynu, BKNIOYAKYM METOKCUKA-

p6oHin, 9-cbnyopeHinMeTokcnkapboHin, 2,2,2-
TpudTOPETOKCHMKAPOOHIn, 2-
TPUMEeTUNCUNINeTokcnkapboHin,  BiHiNoKcukapOoHin,
aninokcukapOoHin, 1,1-
AVMETUANPONIHINOKCMKapbOoHin, n-
HiTpoGeH3nnokcukapOoHin, 2,4-

anxnopbeH3unnokcnkapboHin i aHanoriyHi.
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dapmMaueBTUYHO NPUNRHSATHI KUCNOTHI MiMidHi abo
MIMETWUYHI CMOMyKW, WO MOXyTb OyTW npuegHaHi B
nornoxeHHi R7 BkntoyaloTb cnonyku hopmyn:

6835828
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ne R, BubpaHuii 3 -CF3, -CHs, deHniny abo 6en-
3uny, npuyoMy deHinbHa abo GeHsunbHa rpynu He-
060B'A3KOBO 3amilleHi 1-3 rpynamu, BubpaHummn 3 -
C1-Ceankiny, -Ci-Ceankokcu, -Ci-CeTioankiny, -CFs,
ranoreHy, -OH abo -COOH; Ry BubpaHui 3 -CFs, -
CHs, -NH2, ceHiny abo 6eH3uny, npudomy deHinbHa
abo 6eH3unbHa rpynn HeobOB'A3KOBO 3amilleHi 1-3
rpynamu, Bubpanumm 3 -Ci1-Ceankiny, -Ci1-Csankokeu,
-C1-CgTioankiny, -CFs, ranoreny, -OH a6o -COOH; i
Rc BubpaHui 3 -CF3 abo -C1-Csankiny.

IHWKI NepeBaXXHUIW BapiaHT CMOMyK 3rigHo 3 Aa-
HUM BMHAaxXo40M npeacTasneHun dpopmynoto D:

(@)

[e KOXHa 3 nepemiHHux Rs, R4, Rg-Ris, Xing €
Takumu, sk BU3Ha4eHo BuLle. OcobnmBo NepeBaKHUM
BapiaHTom € cronyku cdopmynu (D), B sikux Rio-Ris
ABMAOTb CO60I0 BOAEHb.

IHWMM NepeBaXXHMM BapiaHTOM MPOMIXKHUX Cro-
NyK 3rigHO 3 BUHaAxXo4oMm € crnonyku gopmynu E
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0e KOXHa 3 nepeMiHHux R3-Ris i X € Takumu, sk
BM3HAYEHO BULLE.

OcobnnBo nepeBaXHNM BapiaHTOM 34iNCHEHHS
Ha NpakTuLi AaHOro BMHaxo[y € cnonyku popmynu E,
B sIKMX R10-R1s BNSAOTL CO60K0 BOAEHD.

Cepepn HanbinbLu nepeBaXkHUX NPOMIXKHUX CMOMYK
3riAHO 3 AaHUM BMHAXOOOM 3HaxXOAATbCA MpUBEAEHI
HWXYe CMONyKW, HasBaHi MPOMiKHMMKM cnonykamu Ne
1, 2 i 3. Takox nokasaHWW iNCTPaTUBHUIA CMoCio
ofepxaHHsa AaHux crnonyk. OaHi npyvknagm ocobnveo
nepeBaXHUX Cronyk i cnocobiB He crnig BUTIyMady-
BaTW 5K TakKi, LLO 0OMEXYHTb pamMKv BUHAXOAY.

OpepXaHHA MPOMDKHUX CMONyK inocTpyeThbes
HVXYeHaBeAeHUM:

MpomixxHa cnonyka Ne1

MeTunosui edip 4-{2-[2-(2-amiHoeTUNN)-1-
©eHarigpun-5-xnop-1H-ingon-3-
inJeTaHcynbdOHIN}6EH30MHOI KNCnoTH

Cragia 1: 2-Bpom-4-xnopaHiniH (1,0ekB.) po3un-
HaATb Yy CH2Cl, (0,25M), noTim gopgatoTb TpueTtuna-
MiH i TpudpTopouToBUun aHrigpug (no 1,1exB. KOXHO-
ro). OTpumaHy B pesynbTaTi Cymill NepeMillyoTb Npu
KiMHaTHin TemnepaTypi npotarom 1 roguHu. MoTim 3
peakuifiHOi CyMmilli BUAaNATb PO3YMHHMK i 3anmLLOK
ounwaTb reL-xpomartorpadieto 3 amxnopmeta-
HOM SK eNOEHTOM, ofepXytun BaxaHuin NpoaykT i3
Buxogom 97%. m/z (M-H)™ 300,0.

Cragisa 2: N-(2-6pom-4-xnopdeHin)-2,2,2-
TpudbTopaueTtamig (ctagia 1, 1,0eks.) 3miwyoTb 3 3-
6ytunH-1-on (2,0exs.), anxnop-
Bic(Tpuderindocain)nanagiem(ll) (2,5%eks.), Tpue-
TunamiHom (3,0ekB.), Cul (5%ekB.) y AM®A (0,2M) y
repMeTnyHin nocyauHi B atmocdepi Ny i rpitoTb npu
120°C npotsrom 4 roguH. TMoTiM peakuinHy cymil
po36aBnslTb eTunaueTaTtoM, NpoMMBalTb Hacuye-
HUM po3ynHOM conu i cywaTb Hag Na SO,4. [ani Bu-
NaploTb PO3YMHHUK i 3aMMLLIOK OYULLAKTL KONOHKO-
BOIO  (prew-xpomatorpadieto 3  BUKOPUCTaAHHAM
cymiwi 2% MeOH/CH,Cl,, ogepxyroun onucysaHun
2-(5-xnop-1H-iHgon-2-in)etaHon 3 BuxogomM 67%. m/z
(M-H)" 194,09.

Cragia 3: 2-(5-xnop-1H-iHgon-2-in)etaHon
(1ekB.) popmatoTb 00 po3unHy (mig N2), Wo MmicTuTb
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TpeT-OyTunandgeHinxnopcunan (1,2eks.), imigason
(2,5ekB.) i OMPA (1,8M). PeakuinHy cymiw nepemi-
WytoTb npoTarom Houi. Macate NaHCO3; (BogH.) i ekc-
TparytoTe cymiwwo Et,O/EtOAc. OpraHiyHun wap
NpOMUBaOTb BOAOK, HACWYEHUM PO3YMHOM COMK i
cywaTb Hag cynbgatoMm Hatpito. OunwarTb Ha Ko-
NOHUj i3 cumikarenem i SiK eneHT BMKOPUCTOBYIOTb
cymiw 1:4 rekcaH/CH2Cl,. OpepxytoTe 2-({[TpeT-
oytun(audpeHin)cunin]okcu}etnn)-5-xnop-1H-ingon
(xoBTa mMacnsiHucTa peyoBuHa) 3 Buxogom 98%.

Cragisa 4: 0o posuuHy, wo Mictute 2-({[Tpet-
6ytun(audpeHin)cuninjokcm}etnn)-5-xnop-1H-ingon
(1eks.), TOO (3eks.) i 1,2-guxnopetaH (0,1M), npu
0°C B atmocoepi N, popawts metun 4-[(2-
okcoeTun)cynbgaHin]oensoar (3,7ekB.). oTiMm go-
patoTb EtsSiH (12ekB.), peakuiiHin cymiwi gatoTe Ha-
rpiTMcCa OO KiMHaATHOI TemnepaTtypu i nepemiwyoTb
npoTsiroMm Hodi. PeakuinHy cymiw racsate NaHCOs3
(BogH.), ekctparyioTe EtOAc, npomuBaioTb Hacuye-
HAM PO3YMHOM COMK i cywaTb Hag cynbdaTtom Ha-
Tpito. OuuwialoTb Ha KOMOHUi i3 cunikarenem i Sk
eneHT BukopucToByloTb cymiw 1:5 EtOAc/rekcaH.
OpepxyloTb MeTun 4-({2-[2-(2-{[TpeT-
o6ytun(gudpeHin)cuninjokcm}etnn)-5-xnop-1H-ingon-3-
inleTun}cynbdarin)beHsoart (TBepAa XoBTa pevoBU-
Ha) 3 Buxonom 79%.

Crapia 5: o cycneHnsii NaH (1,1ekB.) y AM®A
(0,37M) npu 0°C B atmocdepi N, gogatote metmn 4-
({2-[2-(2{[TpeT-6yTUn(andeHin)cuninjokenieTnn)-5-
xnop-1H-ingon-3-in]Jetnn}cynedanHin)6eHsoat (1eks.).
Yepes 30 xsunuH gopattb Ph,CHBr (1,8ekB.) i pea-
KUiMHY CcyMmill HarpiBaloTb A0 KiMHaTHOI TemnepaTypu.
Micna 3 roauvH peakuiiHy cymiw racate NH4CI
(BogH.), ekcTparytoTb cymiwwio EtOAc/Et,O, npomu-
BalOTb BOAOK, HACMYEHUM PO3YMHOM COMU i CyllaTb
Hag cynbtatom HaTtpito. OuulialoTb Ha KOMOHUi i3
cunikarenem i sk eneHT BUKOPUCTOBYHOTb CyMill 1:5
EtOAc/rekcaH. Opepxytotb  metun  3-[4-({2-[1-
6eHnasrigpun-2-(2-{[tpet-
oytun(gudeHnin)cuninjokcu}etun)-5-xnop-1H-ingon-3-
inleTun}cynbdarin)deHin]éeHsoart (>koBTa cmonorno-
[ibHa peyoBuHa) 3 Buxoaom 65%.

Cragisa 6: [lo po3umHy/cycneHsii, Wo MiCTUTb Me-
™n 3-[4-({2-[1-6eHarigpun-2-(2-{[TpeT-
oytun(audpeHin)cuninjokcm}etnn)-5-xnop-1H-ingon-3-
inJeTun}cynbdatin)dpeHrin]oeHsoaT (1ekB.), akpUnoHi-
Tpun (0,1M) i monekynsipHi cuta (1r/mmonb 6eH3oaty)
B atmocdepi N2 gogatotb NMO (4ekB.). Yepes 10
xBunvH pgopatTe TPAP (0,12ekB.) i cymiw HarpiBa-
toTb o 40°C. Yepes 1,5 roguHu peakuiiHy cymill
OXONOAXYITb, (INbTPYOTL | 30MpaloTb GinbTparT.
OunwaloTb Ha KOMOHLUI i3 cunikarenem 3 BUKOPUCTaH-
HAM cymiwi 1:5 EtOAc/rekcaH. OgepxytoTb meTun 3-
[4-({2-[1-6eHarigpun-2-(2-{[TpeT-
oytun(gudenin)cuninjokeu}etun)-5-xnop-1H-ingon-3-
inJeTun}cynbdoHin)deHrin]éeHsoaT (TBepaa Gina pe-
YyoBwuHa) 3 Buxoaom 71%.

Crapgisa 7: [Oo posumHy wmetvn 3-[4-({2-[1-
GeHsrigpun-2-(2-{[Tpet-
6yTun(audeHin)cunin]okcm}etnn)-5-xnop-1H-inoon-3-
inleTun}cynedoHin)deHin]oeHsoaty (leks.) i TP
(0,1M) npu 0°C B atmocdepi N2 gopatoTs bTopug
TeTpabyTtunamoHito (1M B TI'®) (1,2ekB.). Peakuinny
CyMil HarpiBalTb 4O KIMHATHOI Temnepatypu i micna
1 rogunun racate NH4Cl (BogH.). Ekctparytots EtOAC,
NPOMUBAIOTb HACUYEHVMM PO3YMHOM COMKU i cyliaTtb
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Hag cynbcatom HaTtpito. OunwaroTb Ha KOMOHUi i3
cunikarenem 3 BUKOPUCTaHHAM  cymiwi  1:9
EtOAC/CH.Cl,.  Opepxytotb  metun  3-[4-({2-[1-
6eHarigpun-5-xnop-2-(2-rigpokcietun)-1H-iHgon-3-
inleTun}cynbdoHin)deHin]6eHsoat (TBepga 6Gina pe-
YoBMHa) 3 BMXoaoM 86%.

Cragia 8: [o posumHy wmetun 3-[4-({2-[1-
6eHarigpun-5-xnop-2-(2-rigpokcietun)-1H-iHgon-3-
inleTun}cynbdoHin)deHin]éeHsoaty (1eks.) y CHCl,
(0,0, M) npu 0°C B atmocdepi N popaoTb
CH3SO.CI (2ekB.) i EtsN (2,5ekB.). Yepe3 1 roamHy
peakuiiHy CyMill HarpiBaloTb A0 KiMHaTHOI Temnepa-
Typu. MNicns goaaTkoBoOi roguHN AoAakTb BOAY M eKC-
Tparytote CH,Cl;, npomnBaloTb HacuM4eHVM po34u-
HOM conu i cywaTb Hag cynbdaTtom HaTpito.
BugansioTe po3unHHUK, Wwob ogepxatn metun 3-(4-
{[2-(1-6eHn3rigpnn-5-xnop-2-{2-
[(meTnncynbdoHin)okecn]etnn}-1H-iHaon-3-
in)etTun]cynedoHin}deHin)beH3oaT (TBEepaa  ACHO-
XOBTa pe4voBuHa) 3 Buxogom 99%.

Cragia 9: Metun 3-(4-{[2-(1-6eHarigpunn-5-xnop-
2-{2-[(meTuncynbdoHin)okculeTun}-1H-iHgon-3-
in)etnn]cynbgoHin}deHrin)beHsoart (1eks.), asug Ha-
Tpito (5ekB.) i AM®A (0,05M) 3miwyoTe B atmocdepi
N2 i HarpiBatoTb fo 60°C. Yepes 1 roguHy peakuinHy
CyMmilW oxonoaXxytTb i gogaloTb Body. ExkcTparyoTb
cymiwwio EtOAC/Et,O, npommBaoTb BOLOK, Hacuye-
HAM PO3YMHOM COMK i cywaTb Hag cynbdaTtom Ha-
Tpito. BugansaTe po3yMHHUK, OfepXxylun metun 3-
[4-({2-[2-(2-a3npoeTnn)-1-6eHarigpunn-5-xnop-1H-
iHoon-3-inJeTun}cynbgoHin)deHrin]oeHsoaTt (TBepaa
SICHO-)XOBTa peyoBuHa) 3 Buxogom 99%.

Cragia 10: Metun 3-[4-({2-[2-(2-a3upgoeTun)-1-
6eHsrigpun-5-xnop-1H-iHgon-3-
inleTun}cynbdoHin)deHin]éeHsoat  (1eks.), PPhs
(2exB.) i TI'® (0,1M) 3miwytoTb B atmocdepi N i ne-
pemiwyloTb  npoTArom  Houi.  [logaloTe  BoAy
(1mn/Afmmonb B6eH3oaTy) i peakuiiHy Cymill 3HOBY
nepeMillyoTb NPOTAroM Houi. PO3YMH KOHLUEHTPYIOTb
i ouMLLaOTb Ha KOMOHLUI i3 cunikarenem, BUKOPUCTO-
Bytoun cymiw 3:1 EtOAc/rekcaH, nicna 4oro 5% Me-
OH y CH.Cl,. OpgepxytoTte metun 3-[4-({2-[2-(2-
amiHoeTun)-1-6eH3rigpun-5-xnop-1H-iHoon-3-
inleTun}cynbdoHin)deHin]6eHsoatr (TBepaa  SICHO-
XOBTa pe4voBuHa) 3 Buxogom 99%.

CurHTes npomixkHoi cnonykn Ne1 Takox onucyeTb-
cs Hwkye B npuknagi 135, craaii 1-8. JaHy npoMixHy
CMOMNyKy TakoX MOXHa cuHTe3yBatu metogom K abo
MeToaoM M, WO NOSACHEHI HUXYe.

lMpomixkHa crnonyka Ne2

MeTtunosuit edip 4-{2-[2-(2-amiHO€TMUN)-1-
6eHarigpun-5-xnop-1H-iHgon-3-inleTokcn}6eH30MHOT
KncnoTu

Cragia 1: [Ho wmetunoBoro edipy 4-
rigpokcubeHsdonHoi  kucrotn  (1,0exs.) y OM®PA
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(0,83M) popatotb K,CO3 (2,0ekB.), micnsa voro goaa-
10Tb 2-6pom-1,1-gieTokcieTaH i peakuiiHy cymil ne-
pemiwytoTb npu 110°C npotarom 2 ai6. TWX nokasye
HoBY nnsiMy. PeakuiiHy cymiw po3baensioTb eTuna-
uetatoM, npomueatotb 1H NaOH, Bogoto, HacnyeHum
PO34YMHOM coOnfi, cywaTb Haa cynbdatoM HaTpilo i
PO3YMHHMK BUAAnNATb, OAepXykuu OaxaHun npo-
AYKT i3 Buxogom 84%. [laHy pevoBMHY BMKOPUCTOBY-
I0Tb Ha HaCTYMHiN cTagii 6e3 4oAaTKOBOIO OUULLEHHS.

Crtagia 2: o cymiwi oTpumaHoro B nonepeHin
cragii npoaykty (1,0ekB.) i 5-xnop-2-meTtuniHgony
(1,0ekB.) y CH.Cl; (0,12M) popatoTb TpueTuncunaH
(3,0exB.), nicna 4oro nae goAaBaHHSA TpudTOpPOLTO-
Boi kncnotu (3,0eks.). Nicna nepemiwyBaHHA NpoTH-
roM HOYi NpW KIMHaTHIN TemnepaTypi A0 peakuinHoi
cymiwi gopatoTb BoAy i TPUEPTOPOLTOBY KUCMOTY
(1ekB.), nepemilwyTe MNpU KiMHaTHI TemnepaTtypi
npotsarom 2 fi6, posdaensats CH,Cl;, npomueatoTtb
1H NaOH, Bogot, HacnyeHum po34MHOM cofi i cy-
waTb Hag cynbaToM HaTpito. Po3TrpaHHA peyoBrHN
B cymiwi CH,Cl, i rekcaHy nae C3 ankinoBaHun iHgon
3 Buxogom 92%.

Cragia 3: o iHgony 3 nonepenHboi cragii
(1,0ekB.) y OM®A (0,36M) npu 25°C popatots NaH
(1,2exB., 60% gucnepcisa B onii) i KOPUYHEBUIA PO3YMH
nepemiwyoTb npu TemnepaTtypi Big 0 go -5 °C npoTa-
rom 1 roguHu, noTtim godalTb OpomMaudeHinmeTaH
(1,1ekB.) i NOTIM peakuiinHy CyMill nepemillyoTb Npo-
Tarom Hodi. oTim Ti racate BoAoto, po3basnsaoTb
eTunauetaTtom, MpPOMUBAKTL BOAOK, HACUYEHUM
PO34YMHOM cOfi, cywaTb Hag cynbcaTom HaTpito 1
O4YMLLAI0Tb KOMOHKOBOK XpoMaTorpadieto, oaepKyto-
yn GakaHu NpoayKT i3 BUXoaoM 72%.

Cragisa 4: Jo N-ankinosaHoro iHaony 3 nonepea-
Hboi cTtagii (1,0eks.) y CCls (0,2M) popatotb N-
OpomcykuuHimig (2,0ekB.) i kaTaniTMyHy KinbkicTb
nepokcngy 6eHsoiny. Po3umH knn'atatb 3i 3BOPOTHUM
XONOAWUMNBHUKOM MNPOTAroM 3rof., OXOMOMAXYKTb [0
25°C, oinbTpytloTh | TBEpPAY PEYOBUHY MPOMMBAOTH
CCls. ®PinbTpaT KOHUEHTPYIOTE A0 MiHWU, AKY CyliaTb.
MiHy pos3unHsloTe B aueToHi i gopgawTs Ag.CO3
(1,1ekB.), nicna 4oro goaalTb BoAy i peakuiiHy cy-
MilLl NepemMiLlytoTb NPOTArOM HOYi NPWU KiIMHATHIN Tem-
nepatypi. Cymiw inbTpyloTb | NpOMMBaOTL aUeTo-
HOM. QinbTpaT KOHLEHTPYIOTb A0 3anuLKy, 40 SKOro
AofaioTb BoAy. [laHy cymill ekcTparyloTb eTunaueTa-
TOM, NPOMMBAKOTL HACUYEHWM PO3YMHOM COfi, Cy-
waTb Haj cynbdaTtoM HaTpito, i NOTiIM XpomaTorpadi-
YHE OYMLLEHHS 3anuWKy Aae OGaxaHui NpoaykT i3
Bnxoaom 85%. AnbTepHaTMBHO AMGpoMmia 3 peakLii 3
N-6pomcyKumMHiMigoM MoxHa Bunutu B OMCO (10-
20% KOHUeHTpauis no maci), nepemillyoymn NpoTAarom
30 xBunuH Npu KiMHaTHIN TemnepaTtypi. MNicna 3asep-
LIEeHHS peakuii peakuiiHy CyMmill BUNMBAaKOTb Y BOAy
OTpMMaHui y pesynbTaTi ocaj BiJOKPeMIoTb Qinb-
TpyBaHHAM, ocaj Ha inNbTpi NPOMMBAOTL BOAOKD i
cylwaTb, 04epXyto4m No CyTi KiNbKiICHWUI BUXIA.

Crapia 5: [o anbgeriny 3 nonepegHboi cragii
(1,0ekB.) y CH3NO; (0,2M) gogatoTb aueTaT amoHito
(4exB.) i oTpumaHy B pes3ynbTaTi CyMill KAN'ATATb 3i
3BOPOTHUM XONOAUINBHUKOM NPOTSArom 4 roguH. MNotim
peakuiiHy cymiw posbasnstoTe EtOAC i npomuBatoTb
HacuMyYeHUM po3vmHOM corni. BoaaHy dasy ekctpary-
toTb EtOAc. O6'eaHaHi opraHiyHi hasu npommuBalTb
HaCM4YEHUM PO34YMHOM COMi, CyllaTb Hag cynbdaTom
HaTPIlO | KOHUEHTPYIOTb A0 OCafXeHHs TBepadoi XOB-
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TOorapsiioi  KpucTaniyHoi peyoBuHM. Cymiw oxono-
OXYIOTb MPOTArOM Houi i inbTpyBaHHAM 36upatoTb
HiTpoonediH (Buxig 76%). BunaptoBaHHA da3n pos-
UYMHHUKA W OYMLLIEHHSI 3amnULLUKy KOMOHKOBOIO XpOMa-
Torpadieto (rpagieHTHe entotoBaHHa 100% Tonyony-
>1% EtOAc-Tonyon) fae AoaaTkoBy KifbKiCTb HITPO-
onediny (Buxig 23%).

Cragisa 6: LUmHkouin nun (20ekB.) cycneHayoTb y
5% BogsHomy po3sunHi HCI (8M Zn/5% HCI). o pa-
Hoi cymiwi popatotb HgCl, (0,28ekB.). Cymiw cTpy-
wyoTb npotarom 10xB, BoAsAHY ha3y AeKaHTYOTb i
3amiHs0Tb cBixolo 5% HCI, cymilw 3HOBY CTpyLUYOTb
npoTtarom 5xB. i BOAsHY asy BuaansioTb. [loTim
OTpMMaHy B Takuin cnocib amanbramy LUMHK-pTYTb
AofalTb A0 cyMiwi HiTpoonediHy (1,0ekB.) i KOHLEH-
TpoBaHoi HCI (80ekB.) y TI® (0,04M HiTpoonedi-
Hy/TT®). Cymiw nigoaoTe M'SKOMY KUM'ATIHHIO 3i 3BO-
POTHUM XOMNoAMNbHWKOM npoTaroM 1 roguHu. 3a
YTBOPEHHAM NpoaykTy ctexatb TLWX. Cymiw oxono-
OXYIOTb 40 KIMHaTHOI TemMnepaTypu i TBepay pe4voBu-
Hy BMOANsIoTb PinbTpyBaHHAM Yepes LeniT. [lo dasn
po34ynHy popatoTb KoHueHTpoBaHum NH OH i cymiw
KOHLEHTPYITb Ha POTOPHOMY BWMAapHUKY. 3anuiok
po3unHstoTb y CH,Cl, i koHueHTpoBaHoMmy NH,OH.
BoasiHy dasy ekctparytote CH2Cl, i opraHiyHy chasy
NPOMMBAIOTb HACUYEHUM PO3YMHOM COMi, CyluaTb Haz
cynbaToM HaTpito i KOHUEHTPYoTb. OYULLEHHS KO-
TNOHKOBOI XpomaTtorpadieto gae 6axaHuin npoaykT
(Buxig 65%).

CuHTe3 npomixkHOi cnonyku Ne2 TakoX onucyeTb-
cs B npuknagi 1, cragii 1-6. [JaHy npomixxHy cronyka
TaKOX MOXHa CUHTe3yBaTW, BUKOPUCTOBYIOYN METOAM
K, L abo M, sk BUKNageHo Huxk4e.

MpomixHa cnonyka Ne3

MeTtunosuit edip 4-{3-[2-(2-amiHO€TMUN)-1-
6eHarigpun-5-xnop-1H-iHgon-3-in]nponin}6eH30MHol
KncnoTu

Cragia 1: Cymiw metunn-4-iogdeHsoaty (5,3m,
20,2mMmonb), aninosoro cnupty (1,78r, 30,3Mmonb),
NaHCO; (4,24r, 50,5mmonb), Pd(OAc). (0,14r,
0,60mmonb), (H-Bu)sNBr (6,55r, 20,2mmonb) i mone-
KynsipHux cut 4-A (4,1r) y 6essogHomy JMOA (69mn)
nepemilLyoTb Npu KiMHaTHIN TemnepaTypi npoTarom 4
AHiB. Peakuiviy cymiw ¢inbTpyloTb Yepes uenit, di-
neTpaT BUNUBaKTbL Yy Boay W ekcTparytoTb EtOAc.
OpraHiyHun Wwap NpoMMBaTb HACMYEHNM PO3YMHOM
coni, cywaTb (NazSOs) i KOHUEHTPYIOTb Y BaKyyMi.
drnew-xpomarorpadis (cunikarenb, 10-20% EtOAc-
rekcaH) gae 2,11r (85% rpyHTylouMCb Ha BigHOBMIO-
BaHill BUXiOHI pe4oBuHi) GaxaHoro MeTnnoBoro edi-
py 4-(3-okconponin)beH30MHOI KUCNOTK Yy BUrnagi
Npo30poi MaCNAHNUCTOT PEYOBUHM.

Cragia 2: o po3ynHy 5-xnop-2-meTtuniHgony
(0,86r, 5,2mmonb) i meTunoBoro eduipy 4-(3-
okconponin)éeHsonHoi kucnotu (1,0r, 5,2mmons) B
metuneHxnopugi (50mn) popatte THO (1,78,
15,6MMonb), nicns 4oro godalTb TpPUETURCUMnaH
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(1,81r, 15,6MMmonb). PeakuiviHy cymill nepemiwyoTb
NPOTSArOM ~ HOYi, racATb HAaCU4EeHWM  PO3YMHOM
NaHCO3 (50mn) i opraHiyHuin Wwap NpoMuBalTb Ha-
cnyeHum posdnHom NaHCOs, Bogoto, HacuveHum
po3unHoMm conu i cywatb (NaSOs). PO3unHHUK BU-
OansaTb NPU 3HWKEHOMY TUCKY | 3amnMLLIOK O4YNLLAITh
KOMNOHKOBOK chrewl-xpomaTorpadieto, BUKOPUCTOBY-
toun cymiw 10-20% EtOAc/rekcaH, opepxytoum ba-
XaHui NpoaykT i3 Buxonom 94% (1,67r).

Cragia 3: [Jo po3unHy oTpuMMaHoro Ha cragii 2
npoaykty (1,66r, 4,86mmonb) y AM®A (20mn) goana-
toTb NaH (60% y miHepanbHin onii, 0,24r, 5,83mMMoneb)
B atmocdepi Np. Cymiw nepemiwyoTs npoTsarom 1
roavHW Npy KiMHaTHIN Temneparypi, nicna 4oro no
Kpannax noaarTtb 6eHsrigpnnbpomig (1,8r,
7,29vmonb) y OAM®A (5mn). OaHy peakuiiHy cymil
nepeMillyoTb MPOTAroM HOYi NPU KiMHaTHIN Temnepa-
Typi. o peakuinHoi cymiwi gogatotb Bogy (500mn),
ekctparytoTe EtOAC, npomrBaoTe HaCUY4EHUM PO34U-
HoMm coni, cywaTtb (Na;SO.) i KOHUEHTpYlTb npu
3HWKEHOMY TWUCKY OO0 KOPUYHEBOro Cupomny, SKUi
o4YMLLaTb XpoMaTorpadielo Ha curikareni, BUKOpUC-
ToBytoum cymiw 10% EtOAc/rekcaHn gk entoeHT, oge-
pXyoun 4 y Burnagi TBepaoi 6inoi pevyoBuHM 3 BUXO-
aom 59% (1,47r).

Crapgisa 4: MpopykT i3 nonepenHboi ctagii (1,46r,
2,87mMMonb) po3unHsioTb y CCly (14,5Mmn), nicns voro
popatb  N-GpomcykumHimia (1,02r, 5,73mmonb) i
nepokcung 6eH3oiny (2mr). PeakuinHy cymill kun'atatb
3i 3BOPOTHMM XONOAWUSIBHMKOM MNpPOTAroM 1 roguHu
(Mokn He 3HUKHe ycH BuXigHa pevoBuHa). JaHy cymiw
OXOMOMXYITb 0 KiMHATHOI TemnepaTypu, inbTpy-
10Tb | TBEpAy peyvoBuHy npommsalTe CCls. dinbTpar
BMNApPHOOTb 40 KOPUYHEBOIO 3anuLUKy, LLO PO34YMHSI-
10Tb B aueToHi (40mn) i Bogi (4mn), noTiMm 4O AaHOro
po3uunHy gopatotb Ag,CO3 (1,75r, 3,16Mmmonb) i nicna
nepemilllyBaHHS MPOTArOM HOYi MpW KiMHaTHIA Temne-
paTypi po3yMH hiNbTPylOTb Yepes uenitT, PO3UYNHHUK
BUMAPIOKOTL MPU 3HWKEHOMY TUCKY i 0O 3anuLuKy O0-
aawTb Boay. OaHy cymiw ekctparytoTe EtOAc, npo-
MUBaKOTb  HACMYEHUM  PO3YMHOM  COfMi, CywwaTb
(NazS0Og4) i BunapioloTb 40 CMpOMy, SKUA O4YMLLAIOTb
cymiwmwto  10% EtOAc/rekcaHu, Bugingioum  2-
dopwminiHaon (1,13r) 3 Buxogom 75%. AnbTepHaTuB-
Ho aubpowmig 3 peakuii 3 N-GpOMCYKUUHIMIAOM MOXHA
Bunntn B AMCO (10-20% KoHuUeHTpauisa no maci) i
nepewmiwaty npotarom 30 XBUAMH NpW KiIMHATHIN Te-
mnepatypi. [licna 3aBeplleHHA peakuii peakuiiHy
CyMill BUNUBAIOTb Y BOAY W OTPUMaHUN y pesynbTaTi
ocaj, BiAOKpPeMNioTb inNbLTpyBaHHAM, ocag Ha oi-
NbTpi NPOMUBAKOTL BOAOK i CyllaTb, OAEPXYYN MO
CyTi KiNbKiCHUI BMXia.

Cragpia 5: [lo po3uuHy 2-chopminiHgony 3 none-
peaHboi cragii (0,52r, 1mmonb) y CH3NO; (6,2mn)
popatotb NH,OAc (0,077r, 1MMonb), CyMmill KUN'ataTb
3i 3BOPOTHMM XONOAMITbHUKOM MPOTSAromM 1rof., nNoTim
popaotb NH4OAc (0,077r, 1MMOnb), NMpOOOBXYHOTb
KAN'ATUTU 3i 3BOPOTHMM XOMOAUIIBHUKOM MPOTSArom
popatkosoi 1roa., 3HoBy gogatotb NH4OAc (0,077r,
1MMOnb) | NPOAOBXYIOTh HarpiBaHHSA NPOTArom Aoaa-
TKOBOI 1 roguHn. PeakuinHy CyMmill OXONnoaxyTb 00
KiMHaTHOI TemnepaTypu, pogatTe EtOAc (50mn),
nicnst yoro gogatote 100mn Bogu. BoasiHuiA wap ekc-
TparytoTb EtOAC i 06'egHaHi opraHivHi wapu npomu-
BalOTb HACMYEHNM PO34nHOM coni, cywaTb (NazSOy) i
BUMapoTb 4O YTBOPEHHS XOBTOI MiHW, SIKY NigAalnTb
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XpomartorpaiyHOMy OYWLLEHHIO, BUKOPUCTOBYHOYM
cymiw 10% EtOAc/rekcaHu sik entoeHT, ogepxyroumn 6
y BUrMsAAi XKOBTOI MiHW 3 BUxogom 68% (0,38r).

Cragia 6: OpepxytoTe Zn(Hg), aopatoun HgCl
(3,4r, 7,2mmonb) oo cymiwi yuHkosoro nuny (34,68r,
530,35mmonb) i 5% HCI (38mn) y 100mn kon6i i iH-
TEHCVBHO MepeMilLyoun aaHy cymiw npotsarom 10xs.
BopasiHy dasy aekaHTyioTb, 3HOBY AoaatoTb 38Mn 5%
HCl i cymiw nepemiwytoTb npotarom 10xB. BogsHy
a3y gekaHTyloTb. [laHy TBepay pevoBMHY 4oAalThb
0O BiHiNbHOI HiTpocnonykn 6 (15r, 26,57mMmonb) y
Tre (660mn) i koHueHTposaHoi HCI (64,5vn). Oany
CyMiLLl NepemilLyoTb NPy KIMHATHIN TeMnepaTypi npo-
Tarom 1rof., NOTIM KUM'ATATb 3i 3BOPOTHUM XONoau-
NbHUKOM npoTsrom 15xB. PeakuiHy cymiw oxono-
OXYl0Tb [0 KiMHaTHOI TemnepaTtypu i QinbTpyoTb
Yyepes uenit. [lo dinbTpaTy AoAaTb BOOHUA PO3YUH
NH4OH (200mn), nepemiwwytoTe npotaroM 15xB. i Bu-
aansoTe TTP npu 3HWXKeHOMY TUcky. BogsHui wap
ekctparytote CHCl,, o6'egHaHui opraHiyHui wap
NpPOMMBalOTb HACMYEHUM pPO3YMHOM COMi, CylaTb
(NazSO4) i KOHUEHTPYOTb OO0 KOPUYHEBOI MiHW, SKY
OYMLLAIOTE KOMOHKOBOK XpoMatorpadieto, crnovaTtky
entototoum konoHky CHCI; ans BuaaneHHa Henonsip-
HUX AOMIWOK, NoTiM cymiwwwio 2% MeOH/CHCls, wob
BUAINUTK BaxkaHui amiH 3 BUxogom 46% (6,1r).

CuHTe3 npomixHoi cnonyku Ne3 Takox onucyeTb-
ca HWx4Ye B npuknagi 42, cragii 1-6. JaHy npomMixHy
CMOMNyKy TakOX MOXHa OAepXaTW, BUKOPUCTOBYHOUU
metoau J, K abo M, sk BUKNaaeHo HuxKYe.

MpomixkHa cnonyka Ne4

MeTtunosuii edip 4-{2-[2-(2-amiHoETUN)-1-
6eHasrigpun-5-xnop-1H-iHgon-3-inletunamito}  6eH-
30MHOI KMCNOTH

Cragia 1: [do posunHy 4-xnop-2-nopaHiniHy
(16,5r, 65,1Mmonb) y AM®A (250mn) npu KiMHaTHIN
Temnepartypi gogatloTb a-bpomandeninmetan (21,5r,
84,6mMmonb) i “°ProNEt (23mn, 130MMonb) i peakLiiiHy
cymiw HarpiBatoTb npu 45°C npotdarom Houi. [Micns
BMWOAMEHHS NETKUX PEYOBUH MPU 3HKEHOMY TUCKY
3anumwoK po3unHsaTe Y EtOAC, npomuBaloTb BOAOHO
(3x), HacMyeHMM po3YMHOM conu i cywaTb Hag
MgSO4. OumnLLEeHHS KOMOHKOBOI XpomaTorpadieto Ha
SiO; (Big rekcaHis go cymiwi 5% EtOAc/rekcann) nae
BaxxaHumn 6eHarigpunn-(4-xnop-2-nogdeHin)ami
(26,1r, Buxig 97%) y BurmsAgi TBepAoi KOBTYBaToOi
peYoBUHM.

Cragia  2: Cymiw  6eHsrigpun-(4-xnop-2-
noadeHin)aminy (26,1r, 62,2mmone), PdCly(PPhs),
(1,90r, 2,67mmonb), Cul (1,2r, 6,2mMMmonb), 3-6yTuUH-1-
ony i EtsN (120mn) nepemiwytoTts npu 45°C npoTtarom
20 roavH. PeakuiniHy cymiw ginbTpyloTb Yepes uenit
i npomuBatoTe EtOAc. ®inbTpaT KOHUEHTPYHTb, No-
BTOPHO po3uunHsoTb y EtOAc, npomwmsaioTb BoAoH
(3X) i HacmMyeHMM poO34YMHOM cConM i cywaTb Hag
MgSO4. Heouvwenun  4-[2-(6eHarigpunamiHo)-5-
XnopgeHin]oyT-3-uH-1-on (25,5r) BUKOPUCTOBYHOTb Ha
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HaCTynHin cTagii 6esnocepeaHbo0 6e3 AOAATKOBOro
OYMLLIEHHS.

Crapisa 3: Po3unnH HeouuweHoro  4-[2-
(6ensrigpunamino)-5-xnopgeHin]oyT-3-mH-1-ony
(25,5r) i Cul (2,71, 14,1"mmonb) y AM®A (200mn) Ha-
rpisatoTb npu 125°C npotsarom 24 roguH. Peakuivivy
cyMmilw pinbTpyloTh Yepes uenit i npomusaloTb EtOAC.
®PinbTpaT KOHLEHTPYHTb, MOBTOPHO PO3YMHSIOTHE Y
EtOAc, npommBatoTb BoAot (3x), HACUYEHUM PO34M-
HoM conu i cywatb Hag MgSO,. KonoHkoBa xpomaTo-
rpacis Ha cunikareni (30% EtOAc/rekcann) pae 6a-
XaHun 2-(1-6eHsrigpun-5-xnop-1H-iHgon-2-in)etaHon
y BUrNsAi TBEpAOi XoBTOI pevoBuHu (14,51, 73% 3a 2
cragii).

Cragia 4: o po3unHy 2-(1-6eH3rigpun-5-xnop-
1H-ingon-2-in)etanony (15,3r, 42,3mmone) y CH-Cl,
(190mn) npn 0°C popatoTe imigason  (3,72r,
55,0mmonb) i TBDPSCI (13,2mn1, 50,8mMMmone). Micns
nepeMillyBaHHa Mpu Til XXe TemnepaTypi NpoTArom
1,5 roguH peakuiHy CyMill NMPOMUBAlOTb XONOAHOK
BOA010 (3X), HACMYEHNM PO3YMHOM COMM i CyllaTb Haz
MgSO4. HeounwwieHun cuninbHuii edpip 6esnocepen-
HbO BMKOPMCTOBYIOTb Ha HaCTYMHIN cTtagii 6e3 gogar-
KOBOIO OYMLLIEHHSI.

Cragia 5: [1o po34nMHy HEOUULLIEHOrO CUMINbHOIrO
edipy B Et,0O (200mn) npu 0°C no kpannsx goaawTb
okcaninxnopug (4,84mn, 55,5Mmonb).  PeakuiiiHin
CyMilli JalTb HarpiTMcs Ao KiMHaTHOI TemnepaTtypu i
nepemilllyBaHHS MPOAOBXYKTb MNPOTAroM 4 roawvH,
nicns 4oro popattb EtsN (35mn) i MeOH (10mn).
Cymiw npomuBaioTb BOAOH, HACMYEHUM PO3YNHOM
corm i cywatb Hag MgSO,. HeounweHun ketoedip
6e3nocepegHbO BUKOPWUCTOBYKOTb Ha HACTYMHIA cTa-
aii.

Cragia 6: o ketoedipy B T[® (300mn) no kpan-
NAX Npu KiMHaTHIN Temnepatypi gogaTb BH3-Me,S
(10M, 36mn) i peakuiiHy cyMmiWl KMN'ATATb 3i 3BOPOT-
HUM XONMOAMINBHUKOM MPOTAroM Hodi. Cymilw oxono-
oxytote o 0°C, nicna voro gopatote NaOH (30%,
150Mn) i nepemiwyBaHHA NPOAOBXYOTb MPOTArOM
30xB. Npu 3HMXKEHOMY TUCKY BuaansawTb TId i peak-
LinHy cymiw ekctparytoTe EtOAc, npomuBatoTb Bo-
OO0, HaCWYEeHUM pPO34YMHOM COMM | cywaTb Haj
MgSO,4. OuumlieHHs KOMOHKOBOK XpomaTorpadieto
(cymiw Big 15 go 20% EtOAc/rekcaH) pae GaxxaHui
npoaykT y Burnsagi tBeppoi 6inoi pevosuHu (15,9r,
24, 7mmonb, 58% 3a 3 cragii).

Cragia 7: Jo posunHy okcaninxnopugy (0,372mn,
4,27vmonb) y CH2Cl, (10mn) npu -78°C no kpannsix
popaote IMCO (0,661mn, 9,31mmonb). PeakuiiHy
CyMill nepemilwyioTb Npu Ti Xe TemnepaTypi npoTs-
rom 5xB., nicna 4Yoro AopatlTb po3dnH  2-{1-
6eHnasrigpun-2-[2-(TpeT-
6yTungndeHincunaHinokeun)etun]-5-xnop-1H-ingon-
3-injetanony (2,50r, 3,88mmonb) y CH2Cl, (8mn).
Micna popatkoBmx 40xB. MepeMiwlyBaHHA [04aK0Tb
'ProNEt (3,38Mn, 19,4MMonb), peakuiiiHy CyMmill ra-
cAaTb xonogHow Boaoto (5mn) i ekctparytotb CH,Clo.
OpraHiyHuin wap cywatb Hag MgSO, i BunapiooThb.
HeouunweHuin {1-6eHarigpun-2-[2-(TpeT-
oyTungndeHincunaHinokeun)etun]-5-xnop-1H-ingon-
3-injaueTtanbgeria 6e3nocepegHbO BUKOPUCTOBYHOTH
Ha HacTyMHin cTagii.

Cragia 8: [1o po34MHYy HEOYMLLEHOro anbaerigy
(3,88mmonb) B 1,2-guxnopeTtaHi (39mn) npu 0°C po-
JarTe MeTun 4-amiHob6eHsoat (645mr, 4,27MMonb),
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outoBy kucnoty (1,33mn) i NaBH(OACc)s. PeakuinHin
CymiWwi falTb Harpitucs Ao KiMHaTHOI TemnepaTypu
NPOTAroM Hodi i racsatb xonogHum NaHCOg3. EkcTpak-
TMBHa obpobka gae GaxaHui meTunosuin edip 4-(2-
{1-6eHarigpnn-2-[2-(TpeT-
OyTungndenincunaxinokeun)etun]-5-xnop-1H-ingon-
3-injeTunamiHo)6eH30MHOI  kncnotu, dkui Gesnoce-
pefHbO BMKOPUCTOBYKOTb Ha HacTymHin cragii 6es
A00ATKOBOTO OYMLLIEHHS.

Cragia 9: [Oo wmetunosoro edipy 4-(2-{1-
GeHarigpun-2-[2-(TpeT-
6yTungndenincunaxinoken)etun]-5-xnop-1H-ingon-
3-injeTnnamiHo)6eH3orHoi  kucnotn (3,88mmons) y
Tr® (25mn) npn 0°C pogatote cymiwn HOAc: 1M TBAF
(y Tr®) (2,3mn:5,8mn) i peakuinHy cymill nepemituy-
I0Tb NPW KiIMHATHIA TemnepaTypi npoTtaroM 18 roguH.
EkcTpakTvBHa obpobka, 3a Koo nae po3TUpaHHs B
cymiwi 5% EtOAc/rekcaH gae GaxaHun MeTunoBui
edip  4-{2-[1-6eHarigpnn-5-xnop-2-(2-rigpokcieTnn)-
1H-ingon-3-injeTMnamiHo}6eH30MHOI  KMCMOTW, 3 He-
BEIMKOIO AOMILLKOW, Y BUrNaAi TBepaoi rpsasHo-6inoi
pevoBuHu (92% 3a 3 cTagii).

Cragia 10: o posumHy meTunoBoro eqipy 4-{2-
[1-6eH3rigpun-5-xnop-2-(2-rigpokcieTnn)-1H-iHgon-3-
inleTunamiHo}6eH3orHoi kucnotun (1,64r, 3,04mmonsb)
y CH.Cl, npu 0°C popatote EtsN (0,636mm,
4,56mmonb) i MsCIl (0,282mn, 3,64mmonb). [Micns
nepemilllyBaHHs Npu Tin Xe TemnepaTtypi nNpoTsarom
35xB. peakuiiHy CyMill racsiTb XONOAHOI BOAOIO.
EkctpakTtvBHa obpobka fae HeouvweHun mesunart y
BMMMSAAI TBepOoi rpsi3Ho-6inoi pevosuHm (1,70r, 90%).

Cragia 11: Po34MH HeouulleHOro Mesunarty
(1,70r, 2,75mmonb) i NaNs (89wmr, 13,8mmonb) y
OM®A (14mn) nepemiwytote npu 80°C npoTtarom 6
roavH. PeakuiiHy cymiw posbaensitote EtOAC i 06po-
6ns0Tb BOAOHO, MiCnsi Yoro nMae KONoHKoBa doneLu-
XpomaTtorpadi, ofepxywun OGaxaHuin MeTunoBui
edip 4-{2-[2-(2-a3npoeTnn)-1-6eHarigpnn-5-xnop-1H-
iHoon-3-inJeTunamiHo}oeH3onHoi  kucnotn (813w,
Buxig 52%).

Cragia 12: o po3umHy meTunoBoro egipy 4-{2-
[2-(2-a3npoeTnn)-1-6eHarigpun-5-xnop-1H-iHgon-3-
inJeTunamiHo}6eH30MHoI KMCnoTu (400mr,
0,709mmonb) y TI® (4mn) npn 0°C no yacTnHax go-
aatoTe PhsP (223wmr, 0,851Mmonk). PeakuinHy cymilu
nepemillyloTb Npu KiMHaTHI TemnepaTypi NpoTsarom
11 roamH i npu 35°C npoTtaroMm 4 roguH, nicns 4oro
popaTb Bogy (50mkn) i mepeMiwyBaHHA NPOOOBXKY-
I0Tb MPOTAroM Houi. PeakuiliHy cymiw po3baBnsioTb
EtOAc, cywatb MgSOs i ounwaoTb KOMOHKOBOH
drnew-xpomartorpacpieto  (Bigz EtOAc po 20%
MeOH/EtOAc 3 1% Et3N), ogepxytoum GaxaHuin me-
Tunosun edip 4-{2-[2-(2-amiHoeTun)-1-6eH3rigpwn-5-
xnop-1H-iHgon-3-injJeTunamiHo}6eH30MHOI  KMCnoTH
(201mr, 53%) y Burnagi TBepAoi peyYoBUHM.

CwvHTes npomixkHoi cnonykn Ne4 TakoX onucyeTb-
CH HWXKYe B nNpuknagi 142, ctagii 1-12.

MpomixHa crnonyka Ne5

Metunosun  edip  4-({2-[2-(2-amiHoeTnn)-1-
6eHarigpun-5-xnop-1H-iHgon-3-
inleTun}meTunamiHo)6eH30MHOT KUCNOTK
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Cragisa 1: Heoumnwenwnii {1-6eH3rigpun-2-[2-(TpeT-
6yTungndeHincunaxinokeun)etun]-5-xnop-1H-ingon-
3-infaueTtanbgeria i3 CUHTE3y MPOMDKHOI CMOMyKM
Ned, crtagia 7 obpobnsioTe metunosum edipom 4-
MeTUnamiHo6eH30MHOI KUCITOTN NpoLeaypoto, onuca-
HOKO B CUHTe3i npomixHoi cnonyku Ned, ctagia 8,
onepxytoum 6GaxaHun wmetunosun edip 4-[(2-{1-
GeHasrigpun-2-[2-(TpeT-
oyTunandeHincunaxinokeun)etun]-5-xnop-1H-iHgon-
3-injeTnn)meTnnamiHo]6eH30MHOI KUCNOTU 3 BUXOAOM
73%.

Cragia 2: 3asHayeHy B 3arofloBKy CMOMyKy ofe-
PXYHOTb MpOoLEeaypoto, ONMCaHOoK ANs MPOMIKHOI crno-
nyku Ne4, ctagia 9. HeounweHnin metnnosun edip 4-
({2-[1-6€eH3rigpun-5-xnop-2-(2-rigpokcieTnn)-1H-
iHoon-3-injeTnn}meTunamiHo )6eH30nHoT KMcnoTu
6e3nocepeHbO BUKOPUCTOBYOTb HA HACTYMNHIW cTagii
6e3 004aTKOBOrO OYULLIEHHS.

Crapii  3-6: Metunosun  edip  4-({2-[2-(2-
asunpoetun)-1-6eHarigpun-5-xnop-1H-iHaon-3-
in]eTun}meTMnamMiHo}6eH30MHOI KMCNOTU OAEPXYHTb
npoueaypoto, onMcaHow ANa NPoMiXKHOT cnonykn Ne4,
ctagii 10-12 3 Buxogom 61% (3a 3 cragii).

Cragia 7: Po3unH meTtunosoro edipy 4-({2-[2-(2-
asungoetun)-1-6eHarigpun-5-xnop-1H-iHgon-3-
inleTun}metunamiHo}oensonHoi  kucnotn (410w,
0,709mmonb) i 10% Pd/C (155mr) y MeOH:CHCI;
(7mn:1mn) nepemiwytoTe B atmocdepi Hyx (1atm)
npotsarom 2 roguH 15xB. PeakuiliHy cymiw inbTpy-
10Tb Yepes uenit i npommBatoTb MeOH i CH,Cl,. Ko-
noHkoBa crew-xpomartorpadia 3anuwky (8ig CH.Cls
8o 8% MeOH/CH,Cl,) nae 6axaHui metTunosuii edip
4-({2-[2-(2-amiHoeTnn)-1-6eHarigpun-5-xnop-1H-
iHoon-3-injeTnn}meTunamiHo)6eH30MHOT  KMcroTn 3
Buxoaom 78% (305wmr).

CwuHTes npomixkHoi cnonykn Ne5 Takox onucyeTb-
csl HWKYe B npuknagi 146, cragii 1-7.

Cnonyku 3rigHO 3 AaHMM BMHAXO4OM MOXHa BU-
KOpUCTOBYBaTU $K MPOMIKHI CMONYKM MNPU CUHTESI
dhapmaLeBTUYHO 3aCTOCOBHWUX Ccnonyk dopmynu |,
BKIHOYAOuM CNOmnyku, Wo MatTb chopmyny IA:

¥ M

ne:
X aBnse coboto 3'egHyBanbHy rpyny, BUbpaHy 3 -
O-, -CHz-, -SO32-, -NH- i -N(C1-Csarnkin)-;
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R0, R11, Ri2, Ri13, Ri14 i Ris He3anexHo BubpaHi 3
H, ranoreHy, -CN, -CHO, -CF;, -OCFs;, -OH, -Ci-
Ceankiny, -Ci-Ceankokcu, -NH,, -N(Ci-Ceankin)z, -
NH(C1-Ceankin), -N-C(O)-(C1-Ceankin), -NO, abo 5-
abo 6-uneHHoro retepoumkniyHoro abo retepoapo-
MaTUYHOTO KinbLs, WO MiCTUTb 1 abo 2 reTepoaTomu,
BnbpaHi 3 O, N abo S;

Rs i Rg He3anexHo BnbpaHi 3 H, ranoreny, -CN, -
CHO, -CF3, -OCF3 -OH, -Ci-Ceankiny, -Ci-
Csankokcu, -Ci-CeTioankiny, -NHa, -N(C1-Ceankin),, -
NH(C1-Ceankin), -N-C(O)-(C1-Csankin) abo -NOy;

R7; gaBnse coboto cnonyky dopmynu -(CHz)na-
CO;H abo dapmaueBTU4YHO NPUAHATHY KUCIOTHY
MiMiYHy ab0 MIMETWYHY CMONyKy, ik BU3HA4YeHO BU-
Lie;

R3 i R4 € TakuMu, ik BU3HAYEHO BULLIE;

N1 AOpPIiBHIOE LinoMy uucny Bia 1 oo 3;

N, AopiBHI0E Linomy uucny Big 0 oo 4;

X1 BMOGpaHuii 3 ximiyHoro 3B'asky, -S-, -O-, -S(0)-,
-S(0)2-, -NH-, -NHC(O)-, -C=0,

H C-Ceankin

N |
C-Ceankin ~ /“Y
|
, abo o

L | Anma

Ri1s siBNsie coboto umkniyHy rpyny, Bubpany 3 Ci-
CeankinbHoi, Ci-CetpTOpOBaHOi  ankineHoi, Cs-
CsLMKNOankinbHOi, TeTparigponipaHinbHoi, Kamdo-
punbHoi, agamanTunbHOi, CN, -N(C;i-CsarnkinbHoi),,
PEeHINbHOI, NIPUAMHINBLHOI, NIPUMIAMHINBHOI, dYpPUb-
HOI, TiEHINbHOT, HaTUNBLHOI, MOPMONIHINBHOI, Tpua-
30MiNbHOI, Nipa3oninbHOI, NiNepMANHINBLHOI, niponign-
HiNbHOT, iMigasoninbHof, ninepasuHinbLHoI,
Tia3onianHINBLHOI, TIOMOPMONIHINBHOI, TETPa30MbHOI,
iHOonbHOI, 6eH3oKkca3onbHoi, 6eH3odypaHoBOI, iMi-
[a3onianH-2-TioHOBOI, 7,7-
AvnmeTnnobiumknol2.2.1]rentaH-2-oHoBOi abo nmiponi-
NBHOI rpyn, KOXHa 3 KM HeobOB'A3KOBO 3aMillieHa 1-
3, nepeBaxHo, 1-2 3aMiCHMKamMK, He3anexHo Bubpa-
HUMKn 3 H, ranoreHy, -CN, -CHO, -CF;, -OH, -C;-
Ceankiny, -Ci-Ceankokcu, -NHz, -N(Ci-Cearnkin),, -
NH(C;:-Ceankin), -N-C(O)-(Ci-Ceankin), -NOj, -
SO,(Cy-Csankin), -SO2NHz, -SO,NH(C;-Csankin), -
SOzN(Cl-C3aJ'IKiJ'I)2, -OCF3, -COOH, -CHz-COOH, -
CH2-N(C;-Ceankin), -CH2-N(C;-Ceankin),, -CHz-NHa,
nipuanHy abo

SE( P )N )

<0

abo ix dhapmaueBTUYHO MPUAHATHI conboBi abo
cKnagHoedipHi dopmu.

Cepen 6inbl nepeBaHUX cKragHoedipHUX
dopm cnonyk copmynu (I1A), ae Ry mae dopmyny -
(CH2)na-CO2H, 3HaxopaTtbca Ci-CgankinbHi cknagHi
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edipu, Wo BKMOYalTh MiHiMHI, po3ranykeHi adbo umk-
nivHi ankinbHi rpyny abo 6eH3uneHMe cknagHi edipu.

Cronyku 3rigHoO 3 BUHaxo0OM MOXHa Npurotysa-
TV BGyab-siKMM onucaHuM TyT cnocobom. [le ue Heob-
XiOHO, peakuiHo-3gaTHi dparMeHTM abo AinsHKK
NPOTArOM peakuii MOXHa 3axvucTUTu npuaaTHUMU
3aXMCHUMW peareHTamu, siki BUAAnsawTb Micnsa 3aBe-
pleHHs peakuii. MpuaaThi peareHTn fobpe Bigomi 3
PiBHSA TEXHIKMN.

Cnonykn copmynu | MoXHa npurotysaTu Croco-
OoM, Lo BKMO4Yae B3aeMoZil0 cronyku copmynu A,
ae R' aBnsae coboto NH,, i3 cynbdoHinranoreHigom
dopmynu ranoreH-S0; (CH2)2X1R1, Ae ranoreH sB-
ngae cobow npugatHuml ranoreH, Hanpuknag Cl, i ny,
X1 i R1 € Takumu, sk BU3Ha4YeHO B AaHoMy onuci. Lle
MOXHa BiANOBIAHO 34IMCHUTWN NPWU ABOX(AsHUX yMoO-
Bax, Hanpvknag, BUWKOPUCTOBYIOUM CyMilll BOASHWN
GikapboHaT HaTpito/anxnopmeTaH, abo B opraHidyHomy
PO3YMHHMKY 3 [oAaBaHHsM GNOKOBaHOI OpraHiyHol
aMiHOBOI OCHOBMW.

Cronykn chopmynu | TakoXX MOXHa npurotysaTu
cnocobom, Lo BKMOYae rigponia cnonykv dopmMynum |,
ae R Bknovae cknaghui edpip, wob HagaTtu Bignosi-
OHY kucnoTty. Lle moxHa BignoBigHO 34iMCHUTU Npu
OCHOBHMX YMOBax rigpoKcuaoM HaTpito y BOAi, MeTa-
Honi i TF'® npu kimHaTHIN abo Temnepatypi npu nia-
BULLEHIN Temnepatypi. AnbTepHaTMBHE po3LlenneH-
HA  MOXHa  BignoBigHO  npoBecTn  0BpobKoto
TIOMETOKCHAOM HaTpilo B PO3YMHHUKY, TakoMy sk TTd
abo OM®A, npu nigBuweHii Temnepatypi (Hanpu-
knag, 50°C-100°C).

Crionyku chopmynu | TakoXX MOXHa NpurotysaTu
crnocobom, Lo BKMHOYAE KOHBEPTYBAHHS CMOSYKM
dopmynu |, ska Mae peakuifiHO-34aTHUA 3aMiCHUK, B
iHWy cnonyky cdopmynu |. Hanpuknaa, ranoreH Mox-
Ha KOHBepTyBaTW Yy BignoBigHUN amiH. Lle moxHa Bia-
NOBIAHO 3A4iICHUTU, BUMKOPUCTOBYIOUM OCHOBY, aMiH,
dociHOBUI NiraHa i NnanagieBuii peareHT.

Cnonykn chopMynu | TakoXX MOXHa NpuroTyeaTu
Crnocobom, Lo BKIOYAE B3AaEMOZIK0 CMOykn hopmy-
mm A, ge R! siBnsie co60t0 -NH-S(0)2-(CHz)na-ranoreH
abo -NH-S(0),CH=CHg; i n, € TakuM, Ik BU3HAYEHO B
AaHoMy onuci, 3 Hykneodinom dopmynn HX;R1, ae
X1 i R1 € Takumu, sk BU3Ha4yeHO B AaHoMy onuci. Lle
MOXHa BiAMNOBIAHO 3AINCHUTW, BUKOPUCTOBYOYM MpU-
AaTHy OpraHiyHy OCHOBY, Hanpuknag ocHoy Hunigs, i
HarpiBaro4m 0 3aBepLUEHHS peakLii.

Cnonykn chopMynu | TakoXX MOXHa NpurotyeaTu
crnocobom, WO BKIOYaE ankinysaHHS crionyku cop-
Mynu

e R, Ry, R3, R4, X1 i Nz € TakKnmu, sik BUHA4YEHO
B JaHOMy onuci, anbaerigom abo auetanem gopmy-

nm
?'Hx“‘pq R
B " abo ?‘ﬁ‘:. ,

77472

58

ne Rz, X2 i n3 € Takmmu, sik BU3HA4YE€HO B AaHOMY
Onuci.

Lle MoxHa BignoBigHO 34iMCHUTKY Mig, Qi€ KNCnoT
BpeHcTtena abo Jlbloica, TakMx sk TpudTopouToBa
KUCNOTa, i BiQHOBHMKA, TAaKOro sik TpUeTUCUnaH.

Cnonyku cdopmynu |, oe X, sBnae cobow -RjiN-
CHz-, MOxHa npurotyBatu cnocobom, Lo BKIHOYAE
B3aemogito 3-chopMiningony opmynu

Axf

ne PRT saBnsie coboto 3axuchy rpyny, R, Ri, Rs,
R4, X1 i N2 € TakMmu, Sk BU3HA4YEHO B JAHOMY OMNWUCI, 3
amiHom dopmynn -R;iHN-CH»-R2-, e Rii, sBnsie co-
6oto BoageHb abo C;-Csankin i R, € Takum, sk Bu3Ha-
YeHOo B JaHOMY OMUCI.

[aHy npouenypy MOXxHa BigMnoBIiAHO 34iNCHUTU B
CyMilli BiAHOBHWMKA, TaKoro Sk TpuaueTokenboprigpug
HaTpito, | KNCNOTK, TaKOI SIK KpUXKaHa OLTOBa KUCMOTa.
MpuaaTHi 3axucHi rpynu gobpe BigoOMi 3 PiBHA TeXHi-
K.

Crionyku chopmynu | TakoXX MOXHa MpuUroTyeaTu
crnocobom, Lo BKMOYaE B3aEMOAI0 ankinamiHy cop-
Mynu

[e ranoreH sBnse cobol NpuUAaTHWUIA ranoreH,
Hanpuknag, | abo Br, i R, Rz i R4 € Takumn, sik BU3Ha-
YeHO B AaHOMY ONUCI, 3 ankiHoM hopmynu

'o—z,-\_p_/—mm.m

ne Ri, Rz, X1 i Xz € Takumuy, SIK BU3HA4YeHO B Aa-
HOMY OMMWCI.

[aHy npoueaypy MOXHa BignoOBiAHO 34iINCHUTK 3
BUKOPWUCTAHHAM nanagilo Sk kaTtanisatopa y npucyT-
HOCTIi [ixxeperna xnopuay, OCHOBM 1 B NPUCYTHOCTi abo
3a BigCyTHOCTI pociHy.

Cnonykn chopmynu | TakoxX MOXHa npurotysaTu
crnocobom, Lo BKNIOYAE B3aemMogilo ranoreHigy dop-
Mynu

&J—’-
Oe ranoreH siBnsie cobol npuaaTHWIA rarnore,
Hanpuknag, Br, i R, Ry, Rz, R4, X2 i n3 € Takumm, sk

BM3HAYEHO B JAHOMY OMWCi,
3 cynbdoHamigom dopmynm
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ae Ri, X1 i n2 € TakuMm, siK BUSHA4YEHO B JAHOMY
onwuci.

[aHy npouenypy MOXHa BignoBiAHO 34iACHUTH,
BMKOPUCTOBYIOUMN CWMbHY OCHOBY, Take sk NaH, H-
oytun-LiiT.4.

[aHui BuHaxig MoxHa gani NOSCHUTU HacTyMHK-
MU HeoOMeXyBanbHUMW KOHKPETHUMWU NpuKNagamu,
AKi iNIOCTPYIOTE OAepXaHHA CMONyK 3rigHO 3 BUHAXO-
OOM.

MeTtog A

R,

ToY,

- By O

NaH, IMOA
RBe

t"’:\G-w

abo

?mﬁ

1)N-Gpomcyxumnimin,
nepoxcua Geroiny

)§ ) NHOAc

2 Ag,CO;, auerou.
H;0 a6o y Ginswomy 22a(Hg)
.3 MacwraGi snantu B '
JMCO

CISOACH2)uX R,
R ) EtN a6o nipuann
= CH,Cl, ) ™
abo
CISOY(CH, )X R,
Hacwuennit NaHCO,
CH,Cl

MeTon A

BuxigHun ingon meTtody A MOXHa arnkinysatun y
C3 nonoxeHHi (aTom Byrneuw B 3-MOMOXEHHi iHOO-
nbHOI rpynun) anbgerigamm abo BignoBigHMMK aueTa-
nsiMK B NpUcyTHoCTI kncnoTu Jlbloica abo BpeHcteaa,
Takuin sk egipat TpudpTopuay G6opa abo TpudTopoL-
ToBa kucnota. [MoTiMm iHAONBHUI a30T MOXHA ankiny-
BaTN 0BPOOKOK CMNBHOK OCHOBOK, TAKOK SK HATPIN
bic(tpumeTuncunin)amia, H-6ytun-Li, rigpua HaTpito
abo rigpug kanito B TakOMy PO3YUHHUKY, 9K OMOA,
OMCO a6o TIr®, nicnsa voro rae B3aemoais 3 Biano-
BigHWMM ankinranoreHigom. OTpMMaHWi y pesynbTari
NpoayKT MOXHa 06pobutyn YoTupmbpomicTum Byrne-
UeM y YOTUPUXXIIOPUCTOMY BYrNneui i KaTaniTudHin
KinbKkocTi nepokcuay 6eHsoiny, wob 3giicHnTM anb-
pomyBaHHA C2 meTanbHOi rpynu. [MoTtim anbpomig
MOXHa nepemiwaTti 3 kapboHaTom cpibna B cymiLli
aueToHy i Bogu, abo sunutn B AMCO i nepemiwaTtn.
O6uaBi AaHi npoueaypv AaloTb anbaerig, KUk NoTiM
nigaatoTb HITpoanbAOMbHIA peakuii 3 HITpOMeTaHOM i
KaTaniTUYHOK KiNbKICTIO aueTaTy aMOHilo nNpu Kun's-
TiHHI 3i 3BOPOTHMM XxornogunbHukoM. OTpumaHy B
pes3ynbTaTi NPOMiKHY BiHINbHY HITPOCMNONYKY BiAHOB-
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NOTb 40 aMiHy 06pOBKOI0 LIMHKOBO-PTYTHOK amarb-
ramoto B cymiwi TI® i koHueHTpoBaHoto HCI npu ku-
N'ATIHHI 3i 3BOPOTHUM XOnoAuNbHUKOM. [aHui amiH
noTiM MoXxHa obpobutn HeobxigHUM cynbdOoHINxmno-
pugom npu ABodpasHMX yMOBax, Yy CyMilli BOASIHOrO
po34ymHy OikapboHaTy HaTpito/guxnopmeTaHy, abo B
OpraHiYyHoOMy PO3YMHHUKY 3 AoAaBaHHAM OGroKoBaHOi
opraHiyHoi amiHoBOi ocHoBM. OcTaToOuYHWUI rigponis
BMKOHYIOTb NPV OCHOBHUX YMOBaXx rigpoOKCUAOM Ha-
Tpito y BoAi, MeTaHoni i TI® npu KiMHaTHIN TeMnepa-
Typi abo npu niaBULLEHI TemnepaTypi. AnbTepHaTu-
BHE pO3LUENMEeHHA MOXHa 34incHuTM obpobkoto
TIOMETOKCHAOM HaTpilo B TAKOMY PO3YUHHMKY, K TTD
abo OM®A, npu nigBuweHin temneparypi (50°C-
100°C). Oanui meTon BMKOPUCTOBYHOTb Y CUHTE3ax
npuknagis 1-88, 108-112 i 126-128.
MeTton B

R(f‘_);m.am--m arx('fo’"' _%..EL“ R (‘f:w

KHIT'ATiHHA i3
IBOPOTHIM
XOMOJHITEHHKOM

MeTtog B

BuxigHun ranoreHig metoagy B kmn'atatb 3i 3BO-
POTHMM XONOAWUMBHUKOM Y BOOSHOMY PO3YWHI Cynb-
iTy HaTpilO i NpUAATHOMY CNIBPO3YMHHUKY, 38 HEOO-
XiAHOCTi, TakoMy §IK CrupT, AIOKCaH i T.4., NPOTArom
HeobXigHOro yacy 3 ogepxaHHAM GaxaHoro cynbdo-
HaTy HaTtpito. [laHy npoMmixHy cnonyky o6pobnsioTb
TiOHINXxnopvaom, neHtaxnopuaom abo cocdopy Ok-
caninxnopuaom B ANXNOPMETaHi 3 HEBESMKOK KiNbKi-
ctio AM®A i nepemiwyoTb NPOTArOM AEKINbKOX ro-
OWH Npu  KiIMHaTHIN  TemnepaTypi A0 OAepXaHHSA
cynboHinxnopugy. OTpumaHun y Takuim cnocib cy-
NbMOHINXNopuna NOTiIM BUKOPUCTOBYIOTb HEOUNLLEHUM
y MeTogdi A. [laHuin meTon BUKOPUCTOBYIOTb Y CUHTESI
npuknagis 1-88, 108-112 i 126-128, konu cynbgoHin-
XNopuAa He € KOMEePUINHO OOCTYNHUM.

Mpuknag 1: 4-[2-(1-6eHarigpun-2-{2-
[(6eHsuncynbdoHin)amiHoleTun}-5-xnop-1H-iHaon-3-
in)eTokcum]6eH3orHa KncnoTa

[aHun cnHTes onnucaHum y metogi A.

Cragia 1: [Ho wmetunoBoro edipy 4-
rigpokcubeHsonHoi  kucrotn  (1,0exk.) y OM®A
(0,83M) popatotb K.COs3 (2,0ekB.), micnst yoro goaa-
10Tb 2-6pom-1,1-gieTokcieTaH i peakuiiHy cymiw ne-
pemiwytoTb npu 110°C npoTtarom 2 ai6. TLWX nokasye
HOBY nnaMy. PeakuiiHy cymiw po3baensawTb etuna-
uetatoMm, npommeatoTe 1H NaOH, Bogoto i HacnyeHum
PO34YMHOM COfi, CywaTb Hag cynbdaToM HaTpito i
PO34YMHHMK BUOANATb, OAEpXytounm OGaxkaHun npo-
OYKT i3 BuxogoM 84%. [aHwii maTtepian BUMKOPUCTO-
BYIOTb Ha HacCTynHin cTagii 6e3 JooaTkoBOro oun-
LLIEeHHS.

Crapia 2: [Jo npogykTy 3 nonepegHboi cragii
(1,0exs.) i 5-xnop-2-metuningony (1,0eks.) y CH.Cl»
(0,12M) popatoTb TpueTuncunaH (3,0eks.), nicnsa Yoro
noe nopaBaHHS TpudpTopouToBoi kucnotu (3,0eks.).
Micna nepemillyBaHHS NPOTArOM HOYI MPU KIMHATHIN
TemnepaTtypi 4O peakuiiHoi cyMilwi AodalTb BOAY i
TpudTopouToBy kucrnoTy (1,0ekB.), nepemilyoTe Npu
KiIMHaTHIn TemnepaTypi nNpoTsiroMm ABox Aib, po36as-
nawTtb CH,Cl,, npomusatote 1H NaOH, Bogoto, Hacu-
YEeHUM PO3YMHOM COMM i cylaTb Hag CcynbdaToMm Ha-
Tpito. Po3tupaHHs peyoBuHU B cymiwi CH.Cly i
rekcaHis gae C3 ankinosaHui iHgon 3 Buxoaom 92%.
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Cragisa 3: B iHgon 3 nonepeaHboi ctagii (1,0eks.)
y OM®A (0,36M) npu 25°C popatote NaH (1,2eks.,
60% pwncnepcis B onii) i KOPUYHEBUIA PO3YMH NEepeMi-
wytoTe Npu Temnepatypi Big 0 go -5°C npotarom 1
roavHu, noTiM JofatoTb Cnonyky 6pomandeHinveTa-
Hy (1,1ekB.) i MOTIM peakuiiHy CyMill mepemiwyoTb
npoTsarom Howi. MoTim 1i racaTe Bogow, po3baensTb
eTunaueTtaToM, NPOMUBaKOTb BOAOK | HACUYEHUM
pO34MHOM cofi, cywaTb Hag cynbaTom HaTpilo 1
OYMLLAITL KOMOHKOBOK XpoMaTorpadieto, oaepxKyto-
yn GakaHu NpoayKT i3 BUXoaoM 72%.

Cragia 4: Jo N-ankinosaHoro iHaony 3 nonepea-
Hboi cTagii (1,0ek.) y CCls (0,2M) popatotb N-
OpomcykuuHimia (2,0ekB.) i kaTaniTMyHy KinbkicTb
nepokcngy 6eHsoiny. Po3umH knn'atatb 3i 3BOPOTHUM
XOMOAUINBHUKOM MPOTAroM 3 rOAMH, OXONOOXKYTb A0
25°C, oinbTpytoTb | TBEpPAY PEYOBUMHY MPOMMBAKOTH
CCls. ®PinbTpaT KOHUEHTPYIOTE A0 MiHWU, SIKY CyllaTb.
MMiHy pos3unHsoTb B aueToHi i gopgawTb Ag.CO3
(1,1ekB.), nicna 4oro goAaloTb BOAYy | peakuinHy cy-
Mil NepemMilLyoTb NPOTArOM HOYi MPWU KIMHaTHIN TeM-
nepatypi. PeakuinHy cymiw ginbTpyloTb i npomuBa-
I0Tb  aueToHoM. DinbTpaT  KOHUEHTPYKTb A0
ofepXKaHHA 3anuLLKy, 4O SKOro AoAarTb Bogy. [daHy
CyMilll eKcTparylTb eTunauetraTtoMm, MpoMMBaKTb
HaCM4YEHUM PO34YMHOM COfMi, CyliaTb Hag cynbdaTom
HaTpIlo, i HACTYMHE OYMLLIEHHST 3anuLLKy XpomMaTorpa-
dieto fae baxkaHuin NpoAdykT i3 Buxoaom 85%. Anbte-
pHaTMBHO Anbpomia 3 peakuii 3 NBS moxHa BunuTu B
OMCO (koHueHTpauis 10-20% macoBux) i nepemiluy-
BaTn npotarom 30 XBWMMH NpuW KiMHaTHIA Temnepary-
pi. Konu peakuis 3aBepwnTbCs, peakuiiHy CyMiLll
BUNMBaIOTb Yy BOAY W OTpPMMaHWi y pesynbTaTi ocaj
BiJOKPEMMIOTb INbTPyBaHHAM, Oocag Ha inbTpi
NpoOMUBaOTb BOAOK i CyllaTb, OAEPXYHYM MO CyTi
KinbKicHUI BUXig.

Crapia 5: [do anbgerigy 3 nonepeaHboi cragii
(1ekB.) y CH3NO; (0,2M) pgopatoTe aueTtaT amoHito
(4ekB.) i oTpymaHy B pe3ynbTaTi CyMill KUM'ATATb 3i
3BOPOTHUM XONOAUSNIbHUKOM NPOTAromM 4 roauH. MNoTim
peakuiiHy cymiw posbasnsatoTbe EtOAC i npommBaloTb
Hacu4yeHnMm pos3dnHoM corni. BogsHy casy ekctpary-
toTb EtOAc. O6'egHaHi opraHiyHi ekcTpakTih Mnpomu-
BalOTb HACMYEHUM PO3YMHOM cOfi, cyllaTb Hag Cy-
nbaToM HaTPil0 | KOHUEHTPYIOTb A0 OCamKEHHS
XOBTOraps4oi KpucraniyHoi TBepaoi peyosuHu. Cy-
MilLl OXOMOAKYIOTb MPOTArOM HOMi i iNbTPYBaHHAM
36upatoTb HiTpoonediH (Buxig 76%). BunaptoBaHHs
piakoi pa3n " OUYULLIEHHS 3arnuLLKY KONIOHKOBOK XPO-
maTtorpadieto (rpagieHT entotoBaHHa 100% Tonyon ->
1% EtOAc-Tonyon) gae AoAaTtkoBY KiNbKiCTb HiTPOO-
newiny (Bmxig 23%).

Cragisa 6: LuHkosun nun (20ekB.) cycneHayoTb y
5% BogHoMy po3uuHi HCI (8M Zn/5% HCI). Oo gaHoi
cymiwi gopatote HgCl, (0,28ekB.). Cymiw cTpyLuyoTh
npotsarom 10xB., BogHy a3y OEKaHTYIOTb i 3aMiHS-
10Tb cBioto 5% HCI, 3HOBY CyMmilll CTPYLUYIOTb NPOTS-
rom 5xB. i BoAHy pasy BigokpemnotoTb. [1oTim oTpu-
MaHy B Takui cnocib amansramy LMHK-pTYTb 4OAa0Tb
[0 cyMiwi HiTpoonediHy (1,0ekB.) i KOHLEHTpOBaHOI
HCI (80eks.) y TI® (0,04M HiTpoonediny/TI®). Cy-
MiW M'AKO KMM'ATATb 3i 3BOPOTHWMM XOMOAUINBHUKOM
npotsarom 1 roguHu. 3a YTBOPEHHSIM NPOAYKTY CTe-
XaTtb aHanizom TLWX. Cymiw oxonomxytoTb 40 KiMHa-
THOI TemnepaTypu i TBepgy PeYOBUHY BiLOKPEMIlto-
10Tb iNbTpyBaHHAM uYepes uenit. [do pigkoi dasu
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aodarTb KoHueHTpoBaHun NH4OH i cymiw KOHLEHT-
pylOTb Ha POTOPHOMY BUMapPHUKY. 3aruLLIOK PO34MHS-
toTb ¥y CH2Cl, i koHueHTpoBaHomy NH,OH. BopgHy
da3sy ekctparytotb CH,Cly i opraHiuHy dasy npomu-
BalOTb HACWYEHUM PO3YMHOM COfli, cyllaTb Hag Cy-
nbaToM HaTPIlO | KOHUEHTPYTb. OYMLLIEHHS KOMNOH-
KOBOI xpomaTtorpadicto gae 6axaHvin npoayKT (Buxig
65%).

Cragia 7: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHoon-3-inJeTokcu}6eHsoary
(1ekB.) i HacuueHoro NaHCO; (0,14M) y CH.Cl,
(0,07M) gogarwTb o.-TONyoncynb@OHINXnopuna
(1,0exB.). Yepes 1 rognHy Cymill BUNUBaIlOTb Y Hacu-
YyeHun po3umH GikapboHaTy HaTpito N eKkcTparylTb
CH.Cl,. O6'egHaHy opraHiyHy a3y npomMuBalTb
HaCM4YEeHNM PO34YMHOM COfMi, CyliaTb Hag CynbdaTom
HaTpil0O N O4YMLLaOTb KONOHKOBOK XpomaTtorpadieto
(rpapieHTHE enioBaHHA 3 BUKOPUCTAHHAM  CyMilli
20% EtOAc-rekcaH ->50% EtOAc-rekcaH), oaepxyto-
yn GakaHu NpoayKT i3 BUXxoaom 86%.

Cragia 8: OTpumaHuii y pesynbTaTi CknagHuin
edip rigponisytoTb, nepemiwytoun 3 1H NaOH (5ekB.)
y Tr® (0,07M) i poctaTHi kinbkocTi MeOH, wo6
ofepxaTu Mpo3opuin po3ynH. Peakuilo KOHTPOMKTb
TWX (10% MeoH-CH2Cl;) no 3HUKHEHHIO BUXIQHOT
peyoBuHU. Cymill HarpiBatoTb y MacnsHin 6aHi npu
60°C npotdarom 2 roguH. Cymill KOHLEHTPYOTb, PO3-
6asnsoTb H,O i nigkucnsaioTe ao pH 2-4, Bukopucto-
Bytoun 1M HCI. BogHy cbasy ekctparyiotb EtOAC i
opraHiyHy ¢asy npoMuBaloTb HACUYEHUM PO3YUMHOM
coni, cywaTtb Hag cynbdaTtoM HaTpilo i KOHUEHTPY-
10Tb, OOEPXyrUM BaxkaHun NpoaykT i3 Buxogom 92%.
Mac-crneKkTpoMeTpis BUCOKOrO pO3pi3HEHHA obuncn.

ana [CsaoH3sCIN,OsS+H]  679,2028,  3HangeHo
679,2031.
Mpuknag 2:  4-[2-(1-6eHasrigpun-5-xnop-2-{2-

[(i3onponincynbdoHin)aminoleTun}-1H-iHaon-3-
in)crokcn]oeHsonHa kucrnoTa

Cragia 1: JaHy cnonyky ofepxywTb 3 meTun 4-
{2-[2-(2-amiHoeTun)-1-6eHarigpun-5-xnop-1H-iHgon-
3-inJeTokcum}beHsoaty (cTagia 6, npuknag 1) i isonpo-
nincyneoHinxnopuay npouedypotw npuknagy 1,
ctagis 7 3 Buxoaom 55%.

Cragis 2: MNpomixHa cnonyka, Wo siBnsie coboto
cknagHun edip, rigponisytloTb y BigNOBIgHOCTI A0
cTagii 8 npuknagy 1, ogepxytoun 3asHayeHy B 3aro-
noBky kucnoty 3 BuxogomM 81%. MC Bucokoro pospis-
HeHHs ob6umcn. ansa [CssHssCIN2OsS+H] 631,2028,
3HanpeHo 631,2029.

Mpuknag 3: 4-[2-(1-6eHarigpnn-2-{2-
[(6yTuncynbdoHin)amiHoletun}-5-xnop-1H-iHgon-3-
in)eTokcu]6eH301Ha K1cnoTa

Cragia 1: JaHy cnonyky ogepxytoTb 3 MeTun 4-
{2-[2-(2-amiHoeTUN)-1-6eH3rigpun-5-xnop-1H-iHaon-
3-inJeTokcu}beHsoaty (ctagia 6, npuknag 1) i 1-
6yTaHcynboHinxnopugy npoueaypoto npuknagy 1,
cTagia 7 3 Buxoaom 61%.

Cragia 2: MNpomixHa cronyka, Wwo sBnse coboro
cKkrnagHun edip, rigponisytoTb y BiANOBIAHOCTI A0
ctagii 8 npuknagy 1, ogepxyrouu 3asHayeHy B 3aro-
noeky kucnoty 3 suxogomM 90%. MC Bucokoro pospis-
HeHHs1 obuucn. ans [CssHs7CIN2OsS+H] 645,2185,
3HanaeHo 645,2185.

Mpuknag 4: 4-{2-[1-6ensrigpun-5-xnop-2-(2-{[(1-
meTun-1H-imigason-4-in)cynbgoHin]amiHo}etun)-1H-
iHoon-3-inJeTokcn}6eH3oMHa KucnoTa
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Cragia 1: o wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-inJeTokcu}6eHsoary
(ctagia 6, npuknag 1) (1,0eks.) i EtsN (3,0ekB.) abo
nipuanHy (3,0eks.) y CHyCl, (0,05M) popatotb 1-
MeTunimigason-4-cynedoHinxnopua (1,2eks.). Peak-
uito koHTpontooTe TWX (10% MeoH-CH,Cly) i cymiw
HarpiBaloTb 3a HeobxigHocTi. Yepes 30xB. cymill Bu-
NBaTb Y HAaCUYEHUI po34nH GikapboHaTty HaTpito 1
ekctparytotb CH,Cl,. O6'egHaHy opraHiyHy dasy
NPOMUBAIOTb HACUYEHMM PO34YMHOM COMi, CyLlaTb Hag
cynbdaToM HaTpilo 1 o4MLLAlTb KONTIOHKOBOKO XpoMa-
Torpacpieto, ogepxytoun 92% 6axaHoro NPoAyKTy.

Crapgia 2: MNpomixHy cnomnyky, Lo sBnse coboto
cknagHum edip, rigponisyloTb Yy BIiAMOBIAHOCTI OO
cTagii 8 npuknagy 1, ogepxytoumn 3asHayeHy B 3aro-
nosKy kucnoty 3 Buxogom 89%. MC Bu1cokoro pospis-
HeHHa obumcn. ansa [CseH3asCIN4OsS+H] 669,1933,
3HangeHo 669,1932.

Mpuknag 5: 4-{2-[1-6eH3rigpun-2-(2-{[(5-6pom-6-
xnop-3-nipuanHin)cynsdoHinjamiHo}etun)-5-xnop-
1H-ingon-3-inJeToken}beH3onHa knucnota

Cragisa 1: JaHy cnonyky rotytoTb 3 MeTun 4-{2-[2-
(2-amiHoeTun)-1-6eHarigpun-5-xnop-1H-iHgon-3-
inJeTokcn}beHsoaty (cTagia 6, npuknag 1) i 3-6pom-2-
XNnopnipuanH-5-cynbgoHinxnopuay npoueayporo
npuknagy 1, cragia 7 3 Buxoaom 74%.

Cragia 2: MNpomixHy cnonyky, Wwo sBnsie cobot
cknagHum edip, rigponisyloTb Yy BIiANOBIAHOCTI [0
cTagii 8 npuknagy 1, ogoepxyroun 3asHayeHy B 3aro-
noBky kucnoty 3 BuxogomM 98%. MC Bucokoro pospis-
HeHHs obuncn. ansa [Cs7H3oBrCloN3zOsS+H] 778,0539,
3HangeHo 778,0544.

Mpuknag 6:  4-[2-(1-6eH3ngpun-5-xnop-2-{2-
[{[(AR)-7,7-pnmeTnn-2-okcobiuynkno[2.2.1]renT-1-
in]meTtun}cynbdoHin)amiHoleTun}-1H-iHgon-3-
in)eTokcn]6eH30MHa k1ucnoTa

Crapia 1: NaHy cnonyky roTytoTtb 3 MeTun 4-{2-[2-
(2-amiHoeTun)-1-6eH3rigpun-5-xnop-1H-iHgon-3-
inJeTokcn}beHsoaty (ctagis 6, npuknag 1) i (1R)-(-)-
10-kamdpopcynboHinxnopmay npoueaypor npukna-
ay 1, ctagisa 7 3 Buxogom 77%.

Crapgia 2: MNpomixHy cnonyky, o sBnsie cobo
cknagHun edip, rigponisyloTb y BigNOBIgHOCTI A0
cragii 8 npuknagy 1, ogepxyroun 3asHayeHy B 3aro-
noBky kucnoty 3 BuxogomM 94%. MC Bucokoro pospis-
HeHHs obuucn. ansg [CaxHasCIN2OgS+H] 739,2603,
3HanaeHo 739,26.

Mpuknag 7:  4-(2-{1-6enarigpwn-5-xnop-2-[2-
({[(meTnncynbdoHin)MeTun]cynbdoHintamiHo)etun]-
1H-ingon-3-in}eTokcn)beH30MHa KucnoTa

Cragia 1: [laHy cnonyky rotyioTb 3 MmeTtun 4-{2-[2-
(2-amiHoeTun)-1-6eH3rigpun-5-xnop-1H-iHgon-3-
inleTokcn}beHsoaTty (ctagia 6, npuknag 1) i (metaH-
cynboHin)MeTaHcynbdOHINXNopnay  npouenyporo
npuknagy 4, cragia 1 3 Buxogom 43%.

Cragia 2: MNMpomikHy crnonyky, Wo sBnse coboto
cknagHun edip, rigponisytoTb BiANOBIAHO A0 NpuKna-
ay 117, cTagia 2, ogepXytoumn 3a3HadeHy B 3arofoBky
kucnoty 3 Buxoaom 95%. MC BuCOKOro po3pisHeHHsi
o6umcn. ans [Cs4H33CIN2O7S,+H] 681,1491, 3Haiige-
HO 681,1489.

Mpuknag 8: 4-(2-{1-6eHarigpnn-5-xnop-2-[2-({[2-
(1-HadbTun)etun]cynbdoHin}amido)etun]-1H-iHgon-3-
in}eTokcn)beH30MHa K1cnoTa

Cragia 1: JaHy cnonyky rotytoTb 3 MeTun 4-{2-[2-
(2-amiHoeTun)-1-6eH3rigpun-5-xnop-1H-iHgon-3-
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inJeTokcn}oeHsoaty (ctagia 6, npuknag 1) i 2-(1-
HadTMN)eTaHCcyNbOHINXNopuay npoueanypo MNpuk-
napgy 1, cragia 7 3 Buxogom 60%.

Cragis 2: MNpomixHy crnonyky, Wo siBnsie coboto
cknagHun edip, rigponi3ytoTb y BigNoBigHOCTI A0
cragii 8 npuknagy 1, ogepXyroun 3asHayeHy B 3aro-
noeky kucnoty 3 Buxogom 100%. MC Bucokoro po3spi-
3HeHHa obumcn. ans [CasHzoCIN2,OsS+H] 743,2341,
3HangeHo 743,2338.

Mpuknag 9: 4-{2-[1-6ensrigpun-5-xnop-2-{2-[({2-
HiTpo6eH3nn}cynbgoHin)amiHoletun}-1H-iHgon-3-
in)eTokcum]6eH3oMHa KncnoTa

Cragia 1: NaHy cnonyky roTytoTb 3 MeTun 4-{2-[2-
(2-amiHoeTun)-1-6eHarigpun-5-xnop-1H-iHgon-3-
inJeToken}beHsoaty (cTagia 6, npuknag 1) i 2-HiTpo-a-
Tonyoncynb@OHINXnopuay npoueaypoto npuknagy 1,
ctagia 7 3 Buxoaom 82%.

Cragia 2: MNpomixHy cnomnyky, o ABnsie coboto
cKkrnagHun edip, rigponi3ytloTb y BiAMOBIAHOCTI A0
ctagii 8 npuknagy 1, ogepxyrouu 3asHavyeHy B 3aro-
noBKy kucnoty 3 Buxogom 85%. MC Bucokoro pospis-
HeHHs obuucn. ansa [CsgHszaCIN3O7S+H] 724,1879,
3HanaeHo 724,1877.

Mpuknag 10:  4-{2-[1-6eHarigpnn-5-xnop-2-(2-
{[(3,4-pnxnop6eHaun)cynbdoHinjamiHo}etnn)-1H-
iHoon-3-inJeTokcn}6eH3olHa kucnora

Cragisa 1: JaHy cnonyky rotytoTb 3 MeTun 4-{2-[2-
(2-amiHoeTun)-1-6eH3rigpun-5-xnop-1H-iHgon-3-
inleTokcun}beHsoaty (ctagis 6, npuknag 1) i [(3,4-
anxnopdeHin)MeTuncynbdoHinxnopugy  npoueay-
poto npuknaagy 1, ctagis 7 3 Buxogom 82%.

Cragia 2: MNpomixHy cnonyky, wo ssnse coboto
cknagHun edpip, rigponisyloTb y BignNoBigHOCTI A0
ctagil 8 npuknagy 1, ogepxyrouu 3asHayeHy B 3aro-
noBKy Kucnoty 3 Buxogom 86%. MC Bucokoro pospis-
HeHHs1 obumcn. ansa [CsgH33CIsN,OsS+H] 747,1249,
3HangeHo 747,1249.

Mpuknag 11:  4-{2-[1-6eHarigpnn-5-xnop-2-(2-
{[(3,5-anxnopbeHann)cynbgoHinjamiHo}etun)-1H-
iHgon-3-injJeTokcn}6eH3orHa kucnora

Cragia 1: JaHy cnonyky rotytoTb 3 metun 4-{2-[2-
(2-amiHoeTun)-1-6eHarigpun-5-xnop-1H-iHgon-3-
inleTokcn}beHsoaty (ctagia 6, npuknag 1) i [(3,5-
anxnopdeHin)metTun]cynb@oHinxnopugy  npoueay-
poto npuknaagy 1, ctagis 7 3 suxogom 100%.

Cragia 2: MNpomixHy cnomnyky, o aBnsie coboto
cknagHun edip, rigponi3yloTb y BiAMOBIOHOCTI A0
ctagii 8 npuknagy 1, ogepXyruM 3asHayeHy B 3aro-
noBky kucnoty 3 BuxogomM 98%. MC Bucokoro pospis-
HeHHs1 obumcn. ans [CsgH33CIsN2OsS+H] 747,1249,
3HangeHo 747,1249.

Mpuknag 12: 4-(2-{1-6ensrigpun-5-xnop-2-(2-({[3-
(TprdbTOpMETMN)BEH3MM]CYnbdOoHIN}amiHo)eTun]-1H-
iHoon-3-in}eTokcn)beH30MHa kKucnoTa

Cragia 1: NaHy cnonyky roTytoTtb 3 MeTun 4-{2-[2-
(2-amiHoeTun)-1-6eH3rigpun-5-xnop-1H-iHgon-3-
inleTokcn}beHsoaty (ctapgia 6, npuknmag 1) i [[3-
(TpndTopMmeTUn)deHin]meTnn]cynboHinxnopuae
npoueaypoto npuknagy 1, cragis 7 3 Buxogom 74%.

Cragia 2: MNpomixHy cnomnyky, Wwo sBnsie coboto
cknagHun edip, rigponi3ytoTb y BigNoBigHOCTI A0
cragii 8 npuknagy 1, ogepxyloun 3asHayvyeHy B 3aro-
NOBKy kucnoty 3 Buxogom 86%. MC Bucokoro pospis-
HeHHs obumcn. ang [CaoHz4CIF3N20sS+H] 747,1902,
3HanaeHo 747,1904.
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Mpuknag 13: 4-(2-{1-6eHarigpun-5-xnop-2-(2-({[4-
(TprdbTOpMETMN)OEH3MN] CcynbdoHintamiHo)eTun]-1H-
iHoon-3-in}eTokcu)beH30nHa KucnoTa

Cragia 1: aHy cnonyky rotytioTb 3 MmeTun 4-{2-[2-
(2-amiHoeTun)-1-6eHarigpun-5-xnop-1H-iHgon-3-
inleTokcn}oeHsoaty (ctapia 6, npuknag 1) i [[4-
(TpndbTopmeTUn)deHin]meTnn]cynboHinxnopugy
npoueaypoto npuknagy 1 cragis 7 3 Buxogom 77%.

Cragia 2: MNpomixHy cnonyky, wo sense coboro
cknagHuin edip, rigponisytoTe y BigNoBigHOCTI A0
cragii 8 npuknagy 1, ogepxyrouu 3asHayeHy B 3aro-
noeky kucnoty 3 suxogom 83%. MC Bucokoro pospis-
HeHHA obumcn. ans [CaoHz4CIF3N2OsS+H] 747,190,
3HanaeHo 747,1901.

Mpuknag 14: 4-{2-[1-6eHsrigpun-5-xnop-2-(2-{[(4-
dTopbeHann)cynbdoHin]amiHo}etun)-1H-iHgon-3-
inJeTokcn}beH3orHa knucnoTa

Cragia 1: aHy cnonyky rotytoTb 3 MeTun 4-{2-[2-
(2-amiHoeTun)-1-6eHarigpun-5-xnop-1H-iHgon-3-
inleToken}beHsoaty (ctagia 6, npuknag 1) i [(4-
dTopdeHin)MeTnN]cynboHINxnopugy npoueayporo
npuknagy 1, cragia 7 3 Buxogom 86%.

Cragia 2: MNMpomikHy cronyky, Wo sBnAsie coboto
ckrnagHun edip, rigponisytloTb y BiANOBIAHOCTI A0
ctagii 8 npuknagy 1, ogepxyrouu 3asHayeHy B 3aro-
NoBKy KMcnoty 3 Buxogom 94%. MC Bucokoro pospis-
HeHHs1 obumcn. ansa [CsgH34CIFN,OsS+H] 697,1934,
3HanaeHo 697,1938.

Mpuknag 15: 4-{2-[1-6eHsrigpun-5-xnop-2-(2-{[(4-
xnop6eHann)cynbdoHin]amiHo}etun)-1H-iHgon-3-
inJeTokcn}beH3orHa knucnoTa

Cragisa 1: JaHy cnonyky rotytoTb 3 MeTun 4-{2-[2-
(2-amiHoeTun)-1-6eHarigpun-5-xnop-1H-iHgon-3-
inleTokcn}beHsoaty (ctagisa 6, npuknag 1) i [(4-
xnopdeHin)meTun] cynb@oHINxnopuay npoueayporo
npuknagy 1 ctagia 7 3 suxogom 73%.

Crapgia 2: MNpomixHy cnomnyky, o ABnse coboto
cknagHun edip, rigponisyloTb y BIiANOBIAHOCTI [0
cTagii 8 npuknagy 1, ogepxytouun 3asHayeHy B 3aro-
noBky kucnoty 3 BuxogomM 99%. MC Bucokoro pospis-
HeHHs obumcn. ans [CsoHz4Cl2N20sS+H] 713,1638,
3HangeHo 713,1643.

Mpuknag 16: 2-(2-{[(2-
amiHobeH3un)cynbdoHin]amiHo}etun)-4-{2-[1-
6eHarigpun-5-xnop-1H-iHgon-3-inJeTokcn}6eH3onHa
KucnoTa

Cragia 1: Jo meTtun 4-{2-[1-6eHsrigpnn-5-xnop-2-
{2-[2-HiTpOGEeH3NN]6eH3nN}cynbGOHIN)amiHoleTun}-
1H-ingon-3-in)eTokcu]6eH3oaTty, npuknag 9, cragia 1
(1,0exB.) y CH2ClI, (0,014M) popatoTe cymiw auvrigpa-
Ty xnopwugy onosa (Il) (3,0ekB.), pO3YNHEHOTO B KOH-
ueHTposaHii HCI. Yepes 16 roguH cymiw nignyrosy-
toTb (pH 10) 3H NaOH i ekctparyiotb CH,Cls.
OG'egHaHy opraHivyHy hba3y npomMmuBarOTb HaCUYEHUM
pPO34YMHOM cOfi, CywaTb Hag CcynbdaTtom HaTpito 1
OYMLLAIOTE KONOHKOBOK XpoMaTorpadiieto (BUKOpUC-
TOBYOUM rpagieHT entotoBaHHA 20% EtOAc-rekcaH ->
50% EtOAc-rekcaHn), ogepxytoun 83% 6GaxaHoro
NpoayKTY.

Cragis 2: MNpomixHy crnonyky, Wo siBnsie coboto
cknagHum edip, rigponisyloTb y BIiANOBIAHOCTI [0
cTagii 8 npuknagy 1, ogepxytoun 3asHayeHy B 3aro-
noBky kucnoty 3 BuxogomM 83%. MC Bucokoro pospis-
HeHHa obumcn. ana [CsgH3sCIN3OsS+H] 694,2137,
3HangeHo 694,2136.
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Mpuknag 17: 4-{2-[1-6eHsrigpnn-5-xnop-2-(2-
{[(aumeTunamiHo)cynboHinlamiHo}etnn)-1H-iHgon-
3-inJeTokcu}6eHs3onHa kucnoTa

Cragia 1: laHy cnonyky rotyioTb 3 MmeTtun 4-{2-[2-
(2-amiHoeTun)-1-6eHarigpun-5-xnop-1H-iHgon-3-
inJeTokcn}6eHsoaTty (ctagia 6, npuknag 1) i gumeTun-
cynbhamoinxnopugy npouegypoto npuknagy 1, cra-
nis 7 3 Buxonom 49%.

Cragia 2: MNpomixHy crnomnyky, o ABnsie coboto
cKknagHuin edip, rigponisytoTb y BigNOBIigHOCTI A0
ctagii 8 npuknagy 1, ogepxyrouu 3asHayeHy B 3aro-
NoBKy kucnoty 3 BuxogoM 95%. MC Bucokoro pospis-
HeHHs obuucn. Aansg [CssHszaCIN3OsS+H] 632,1981,
3HanaeHo 632,1984.

Mpuknag 18: 4-{2-[1-6eHarigpnn-5-xnop-2-(2-
{[(3,4-pncbTOpbeEeH3NN)cynbdoHIN]amiHo}eThn)-1H-
iHoon-3-inJeTokcn}6eH3orHa kucnora

Cragia 1: Oo  3,4-gudtopbeHannbpominy
(1,0exB.) B HO (0,74M) popaoTb cynbdiT HaTpito
(1,1ekB.). Cymiw kuN'aTATb 3i 3BOPOTHUM XONOAWMb-
HUKOM npoTarom 16rod., NOTIM OXONOOXKYHOTb 4O KiM-
HaTHOi Temnepatypu. binun ocag inbTPYOTL i Cy-
watb, ogepxywun 95% npomikHOro cynbgoHaTy
HaTpito.

Cragia 2: fo 3,4-gudTopbeHsuncynbdoHaTty Ha-
Tpito (7,6exkB.) y CH.Cl, (0,76M) popatote OM®DA
(5,6ekB.) i SOCI, (30ekB.). Yepe3 1 roguHy cymiw
KOHLUEHTPYIOTb | NiaaalTb a3eoTPOrnHin neperoHLi 3
Tonyonom. 3anuwok cycrneHaytoTts y CH,Cl, (0,38M) i
aogaTb metun 4-{2-[2-(2-amiHoeTun)-1-6eH3rigpun-
5-xnop-1H-ingon-3-injeTokcn}beHsoat (cTagia 6, npu-
knag 1) (1,0eks.) i Hacudennn NaHCO3 (0,76M). Ye-
pe3 1 roguHy cymiw BunusatoTb B H,O i ekcTparyioTb
CH.Cl,. OG'egHaHy opraHiyHy a3y npomMuBalTb
HaCM4YEHUM PO34YMHOM COfi, CyllaTb Hag cynbdaTom
HaTPil0O N O4YMLLAOTb KONMOHKOBOK XpomaTorpadieto
(BukopucToBytouM  rpagieHTHe emntotoBaHHa  20%
EtOAc-rekcaHun -> 40% EtOAc-rekcaHun), ogepxytoun
94% NPOMDKHOT CNONYKM, sika ABMsie COOOK CKNnagHUn
MeTunoBun ewip.

Cragia 3: CknagHuii meTunoBun edip rigponisy-
I0Tb Yy BignoBigHOCTI Ao cTagii 8 npuknagy 1, oaep-
XKYHUM 3a3HavyeHy B 3arofioBKy KUCMOTY 3 BUXOAOM
93%. MC BMCOKOrO poO3pi3HEeHHs ob6uucn. ans
[C39H33C|F2N2058+H] 715,184, 3H8I2AGHO 715,1843

Mpuknag 19: 4-{2-[1-6ensrigpun-5-xnop-2-(2-{[(2-
HadTUNIMeTUn)cynbdoHin]amiHo}etun)-1H-ingon-3-
inJeTokcun}beH3orHa knucnoTa

Cragia 1: lMpomixHMI cynbdOHINXnopua onep-
XyloTb 3 2-(6poMMeTun)HadTaniHy npoueaypor npu-
knagy 18, ctagii 1-2 3 Buxogom 34%.

Cragia 2: CknagHun meTunosui edip ogepxy-
I0Tb i3 cynbdoHinxnopugy i wmetun 4-{2-[2-(2-
amiHoeTun)-1-6eHsrigpun-5-xnop-1H-iHaon-3-
inJeTokcn}oeHsoaTy (ctagis 6, npuknag 1) npoueay-
poto npuknaagy 1, ctagis 7 3 Buxogom 58%.

Cragia 3: MNpomixHy cnonyky, o sBnsie coboto
cKkrnagHuin edip, rigponisytoTb y BiAMOBIAHOCTI A0
cragii 8 npuknagy 1, ogepyroun 3asHayeHy B 3aro-
NOBKY Kucnoty 3 BuxogoM 74%. MC Bucokoro pospis-
HeHHa obumcn. ansa [CssH37CIN2OsS+ | 729,2185,
3HangeHo 729,2189.

Mpuknag 20: 3-({[(2-{1-6eHnsrigpnn-3-[2-(4-
kapbokcudpeHoken)etnn]-5-xnop-1H-iHgon-2-
in}eTun)amiHo]cynbdoHin}MeTnn)6eH3omHa knucnoTa
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Cragia 1: MNpomixHniA cynbdoHinxnopug onep-
XyloTb 3 metun 3-(6pommeTun)beH3oaty npoueny-
poto npuknaagy 18, cragii 1-2.

Cragia 2: CknagHun meTunosui edip ogepxy-
I0Tb i3 cynbdoHinxnopugy i metun 4-{2-[2-(2-
amiHoeTun)-1-6eH3rigpun-5-xnop-1H-iHgon-3-
inJeTokcn}6eHsoaTy (ctagis 6, npuknag 1) npoueay-
poto npuknaay 1, ctagis 7 3 Buxogom 23%.

Cragia 3: MNpomixHy cnonyky, Wwo ABnse coboto
cknagHuin edip, rigponisytoTe y BigNoBigHOCTI A0
cragii 8 npuknagy 1, ogepxyrouu 3asHayeHy B 3aro-
noeky aukucnoty 3 suxogom 93%. MC Bucokoro pos-
pisHeHHs1 obuucn. ana [CaoH3sCIN2O7S+H] 723,1926,
3HanaeHo 723,1932.

Mpuknag 21: 4-(2-{1-6enH3rigpwn-5-xnop-2-[2-
({[(E)-2-dpeHineTennn]cynbdoHintamiHo)etun]-1H-
inoon-3-injetokcu) 6eH30MHa KMcnoTa

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-inJeTokcu}6eHsoary
(ctagia 6, npuknag 1) [podawTb  TpaHC-a-
CTMpONCYNbMOHINXnopua npoueaypoto npuknagy 1,
cTagia 7, oaepxyum NpoaykKT i3 BUxoaom 66%.

Crapia 2: MNpomixHy cnomnyky, Lo sBnsie coboto
cknagHum edip, rigponisyloTb Yy BIiAMOBIAHOCTI OO
cTagii 8 npuknagy 1, ogepxytoumn 3asHayeHy B 3aro-
noBKy Kucnoty 3 Buxogom 98%. MC Bu1cokoro pospis-
HeHHa obumcn. ansa [CaoH3sCIN2OsS+H] 691,2028,
3HangeHo 691,2034.

Mpuknag 22: 4-{2-[1-6eHsrigpun-5-xnop-2-(2-
{[(TpudTOpMeTUN)CynbdoHiNn]amiHo}eTnn)-1H-iHgon-
3-inJeTokcu}beHsonHa kucnota

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
©eHarigpun-5-xnop-1H-ingon-3-injeTokcn}6eHsoaty
(cTapia 6, npuknag 1) gopaTb TPUATOPMETUNCYb-
doHinxnopug npouenypoto npuknagy 1, cragia 7,
OLEeP>XKyHo4M NPOAYKT i3 BUxoaoM 49%.

Cragia 2: MNpomixHy cnonyky, Wwo sBnsie coboto
cknagHum edip, rigponisylotb y BIANOBIAHOCTI A0
cTagii 8 npuknagy 1, ogepxytoun 3asHayeHy B 3aro-
noBky kucnoty 3 Buxogom 100%. MC Bucokoro pospi-
3HEeHHa obuuncr. ans [C33H28C|F3N205S+H] 657,1432,
3HangeHo 657,1435.

Mpuknag 23: 4-[2-(1-6eHsrigpun-5-xnop-2-{2-
[(umknonponincynedoHin)amiHoletun}-1H-ingon-3-
in)eTokcn]6eH30MHa k1ucnoTa

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-inJeTokcn}oeHsoary
(ctapisa 6, npuknag 1) QoAarOTb LMKMONPONaHCYMb-
doHinxnopug npouenypoto npuknagy 1, cragis 7,
OLEPXKYH4M NPOAYKT i3 BUXoaoM 75%.

Crapgia 2: MNpomixHy cnomnyky, o sBnsie cobot
cknagHun edip, rigponisyloTb y BigNOBIgHOCTI A0
cragii 8 npuknagy 1, ogepxyroun 3asHayeHy B 3aro-
NoBKy kucnoty 3 BuxogomM 84%. MC Bucokoro pospis-
HeHHs obuucn. ansg [CssHssCIN2OsS+H] 629,1872,
3HanaeHo 629,1874.

Mpuknag 24:  4-(2-{1-6ensrigpun-2-[2-({[3,5-
Bic(TpndTopmeTun)6eH3un]cynboHintamiHo)eTmr]-
5-xnop-1H-ingon-3-in}eTokcn)6eHs3onHa kucnoTta

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-injeTokcu}oeH3oaty
(cTapia 6, npuknag 1) noparTb 3,5-
Bic(TpndTopmeTUn}oeH3nNcynbdOoHIn  npouenyporo
npuknagy 1, ctapia 7, ogepXyro4un NPOAYKT i3 BUXO-
aom 79%.
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Cragia 2: MNMpomikHy cronyky, Wo sBMAsie coboto
ckrnagHuin edip, rigponisytoTb y BiAMOBIgHOCTI A0
ctagii 8 npuknagy 1, ogepxyrouu 3asHayeHy B 3aro-
noeky kucnoty 3 suxogomMm 81%. MC Bucokoro pospis-
HeHHs1 obuncn. ans [Ca1Hs3CIFeN2OsS+H] 815,1776,
3HanaeHo 815,1776.

Mpuknag 25: 2-{[(2-{1-6eHarigpun-3-[2-(4-
kapbokcudeHoken)eTun]-5-xnop-1H-iHgon-2-
in}eTun)amiHo]cynbcoHin}6eHsonHa kucnota

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHoon-3-inJeTokcu}6eHsoary
(ctapia 6, npuknag 1) popaloTe Metun (2-
xnopcynbdoHin)beHsoaTt npouenypoto npuknagy 1,
cTagia 7, ogepxyoun npoaykr i3 Buxogom 100%.

Cragia 2: MNpomixHy cnomnyky, Wwo sBnsie coboto
ckrnagHun edip, rigponisytoTe y BignoBigHOCTI A0
ctagil 8 npuknagy 1, ogepxyrouu 3asHayeHy B 3aro-
NOBKY KMCNOTY 3 BUXxogaom 61%. MC Bucokoro pospis-
HeHHs1 obumcn. ansa [CsgHs3CIN,O;S+H] 709,177,
3HangeHo 709,1772.

Mpuknag 26: 4-[2-(1-6eH3rigpwn-5-xnop-2-{2-[(2-
HadTMncynbdoHin)amiHoleTnn}-1H-iHgon-3-
in)eTokcum]b6eH3oMHa KncnoTa

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-inJeTokcu}6eHsoary
(cTagis 6, npuknag 1) [0o4aloTb 2-
HadpTaniHcynbdOHINXnopna npoueayporo npuknagy
1, cTagisa 7, ogepxyro4um npoaykT i3 Buxogom 53%.

Cragia 2: MNpomixHy cnomnyky, Lo ABnsie coboto
ckrnagHun edip, rigponisytloTb y BiAMOBIOHOCTI 40
cragii 8 npuknagy 1, ogepXyroun 3asHayeHy B 3aro-
noBky kucnoty 3 Buxogom 100%. MC Bucokoro po3spi-
3HeHHs obumcn. gna [CsxH3sCIN2OsS+H] 715,208,
3HangeHo 715,2034.

Mpuknag 27: 4-{2-[1-6eHsrigpun-5-xnop-2-(2-
{[(3,5-anxnopdeHin)cynbdoHinjamiHo}etun)-1H-
ingon-3-inJeTokcn}6eH3orHa kucnorta

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
©eHarigpun-5-xnop-1H-ingon-3-injeTokcn}oeHsoaty
(cTagia 6, npvknag, 1) [o4alTb 3,5-
anxnopbeHaoncynbgoHinxnopua npoueaypor Mnpuk-
nagy 1, crtagia 7, ogepXywuu npoaykT i3 BUXOOOM
60%.

Cragis 2: MNpomixHy cnonyky, Wwo sBnsie cobot
ckrnagHun edip, rigponisyloTb y BiANOBIOHOCTI A0
cTagii 8 npuknagy 1, ogepxytoun 3asHayeHy B 3aro-
NoBKy kucnoty 3 BuxogomM 88%. MC Bucokoro pospis-
HeHHs obumcn. anga [CagHs1CIsN2OsS+H] 733,1092,
3HangeHo 733,1096.

Mpuknag 28:4-{2-[1-6eH3rigpnn-5-xnop-2-(2-
{[(3,4-pnxnopdeHin)cynbdoHinjamiHo}etun)-1H-
iHoon-3-injJeTokcn}6eH3olHa kucnoTta

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-ingon-3-injeTokcn}beHsoaty
(cTagia 6, npvknag, 1) [o4alTb 3,4-
anxnopbeHsoncynbgoHinxnopma nNpoueaypol Mpuk-
nagy 1, crtagia 7, ogepXywuu npoaykT i3 BUXOOOM
60%.

Cragis 2: MNpomixHy crnonyky, Wwo sBnsie coboto
cknagHun edip, rigponi3ytoTb y BigNoBigHOCTI A0
cTagii 8 npuknagy 1, ogepxytoun 3asHayeHy B 3aro-
noeky kucnoty 3 suxogom 80%. MC Bucokoro pospis-
HeHHa obumcn. ansa [CsgH31ClsN20sS+H] 733,1092,
3HanaeHo 733,1094.
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Mpuknag 29: 4-{2-[1-6GeHsrigpnn-5-xnop-2-(2-
{[(2,3-puxnopbeHaunn)cynbdoHinjamiHo}eTun)-1H-
iHoon-3-injJeTokcu}6eH3oHa kucnoTta

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-injeTokcu}oeH3oaty
(cTagia 6, npuknag, 1) [0oAalTb (2,3-
anxnopdeHrin)meTnn]cynb@OoHINXnopng npouesyporo
npuknagy 1, cragia 7, ogepxyum NpoaykT i3 BUXO-
aoom 50%.

Cragia 2: OTpumanuii y pesynbTaTi CKnagHun
edip rigponisytotb, nepemiwytoun 3 KOH (67wmr,
5ekB.) y cymiwi TT® (5mn), MeOH (5mn) i HoO (2mn).
Peakuito koHTpontooTe TLWX (10% MeoH-CH,Cl,) no
3HWKHEHHIO BMXigHOI peyoBunHU. CyMmill nepemillyoTb
NPOTArOM HOYi MpWU KiMHaTHI TemnepaTypi i MoTim
KOHUEHTpYIOTb, po3baenstoTb H,O i nigkucnsote oo
pH 2-4, BukopuctoBytoun 1M HCI. BogHy casy ekct-
parytoTe EtOAc i opraHiyHy a3y npomuBaloTb Hacu-
YEeHUM PO34YMHOM cofli, cywaTb Haj cynbgaToM Ha-
TPilO | KOHLEHTPYIOTb, OAepXKytoun 6axaHuin NpoaykT
i3 Buxogom 98%. MC BMCOKOro po3pi3HeHHst obumcn.
onsa [C39H33C|3N2058+H] 747,1249, 3Ha|7|,quo
747,1254.

Mpuknag 30: 4-{2-[1-6GeHsrigpun-5-xnop-2-(2-
{[(2,4-pnxnopbeHaunn)cynbdoHinjamiHo}eTun)-1H-
iHoon-3-injeTokcu}6eH3olHa kucnota

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-inJeTokcu}oeHsoary
(cTagia 6, npuknag 1) [oaalTb (2,4-
anxnopdeHrin)meTnn]cynb@OoHINXnopng npouesyporo
npuknagy 1, crapia 7, ogepXyr4um NPOAYKT i3 BUXO-
noom 98%.

Cragia 2: MNpomixHy cnonyky, o sBnsie cobot
cknagHun edip, rigponisyloTb y BiANOBIOHOCTI A0
ctagii 2 npuknagy 29, oaepXyluun 3a3HayeHy B 3aro-
noeky kucnoty 3 suxogom 90%. MC Bucokoro pospis-
HeHHa obuucn. ansa [CsgHs3ClsN,OsS+H] 747,1249,
3HanaeHo 747,1255.

Mpuknag 31: 4-{2-[1-6eHsrigpun-5-xnop-2-(2-
{[(2,4-pnxnopbeHaunn)cynbdoHinjamiHo}eTun)-1H-
iHoon-3-injJeTokcu}6eH3orHa kucnorta

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-inJeTokcu}oeHsoary
(cTapia 6, npuknag 1) JonarTb (2-
xnopdeHrin)metnnjcynbgoHinxnopng  npoueayporo
npuknagy 1, ctapia 7, ogepXyro4un NPOAYKT i3 BUXO-
aom 86%.

Cragia 2: MNMpomikHy crnonyky, Wo sBnAsie coboto
cKknagHun edip, rigponisytoTb y BiANOBIAHOCTI A0
cTagil 2 npuknagy 29, oaepXyuun 3asHayeHy B 3aro-
noeky kucnoty 3 suxogom 90%. MC Bucokoro pospis-
HeHHst o6umcn. ans [CzoH34CI2N,OsS+H] 713,1638,
3HanaeHo 713,1644.

Mpuknag 32: 4-{2-[1-6ensrigpun-5-xnop-2-(2-{[(4-
Xnop-2-HiTpobeH3un)cynbdoHin]amiHo}etun)-1H-
iHgon-3-inJeTokcn}6eH3orHa kucnorta

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-inJeTokcu}6eHsoaty
(ctapia 6, npuknag 1) popatoTb [(4-xnop-2-
HiTpO)MeTuN|cynboHINXxnopma npoueaypo  NpuK-
nagy 1, cragia 7, ogepXyloum npoaykT i3 BUXOAOM
74%.

Cragia 2: MNMpomikHy crnonyky, Wo sBfAsie coboto
cknagHun edpip, rigponisyloTb y BignNoBigHOCTI A0
cTagii 2 npuknagy 29, ogepXyuun 3asHayeHy B 3aro-
nosky kucnoty 3 Buxogom 90%. MC Bucokoro pospis-
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HeHHa obumcn. ansa [CsgHa3Cl2N3O7S+H] 758,1489,
3HangeHo 758,1494.

MeTopg |
}os PAOAC); Juy
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Kucnorta, ogepxyBaHa no metogy A abo no 6yab-
AKOMY HacTyrnHoMy meToay, Moxe OyTu BUKopucTaHa
Ak cybcTpaT Aona KaTanioBaHOi nanagiem peakuii
aMiHyBaHHSl 3 BWKOPWUCTAHHAM OCHOBW, amiHy, ¢oc-
hiHOBOrO niraHAy i NanagieBoro peareHTy.

Mpuknag 33: 4-[2-(1-6eHarigpvn-2-{2-
[(6eH3uncynbdoaun)amiHoleTun}-5-mopdonin-4-in-
1H-iHgon-3-in)eTokcm]6eH3orHa kncnoTa

Crapisa 1: Y Konoéy 3aBaHTaxyloTb
Tpuc(ambeH3nnigeHaueToH) avnanagin (O)
(0,01exs.), 2-(gu-TpeT-6yTnndocdiHo)audeHin
(0,04ekB.), TpeT-6yTOKCUA HaTpItO (2,4€KB.) i KUCMOTY
3i ctagii 8 (1,0eks.). Y konby gogatots 1,5mn Tonyony
(1,0M), nicna voro wWae pAoAaBaHHA MOPMONiHY
(1,2ekB.). PeakuiiHy cymiw knn'aTaTb 3i 3BOPOTHUM
XONMOAWUMNBbHUKOM MNPOTAroM N'ATWM roauH. Peakuiiny
CyMill po3noginsTs MK 5% XMopuCTOBOOHEBOKO
Kucnotow i gietunosum ecdbipoMm. OpraHiyHui wap
NPOMUBaIOTb AUCTUIIBOBAHOK BOAOK, MOTIM Hacuye-
HUM PO3YMHOM COfi, CyLlaTb Had CynbdaToM HaTpito i
KOHUEHTpYTb. MNpoaykT ouyunwiaoTb npenapaTUBHOK
PX-MC, opepxytoun 7,8% GaxaHoro npoaykty. MC
BUCOKOro po3pizHeHHst obuncn. ans [CazHazsN3OeS+H]
730,2945, 3HangeHo 730,2945.

Mpuknag 34: 4-{2-[1-6eHsrigpun-5-xnop-2-(2-{[(2-
uiaHo6eH3un)cynbdoHin]amiHo}etun)-1H-iHaon-3-
inJeTokcun}b6eH3orHa kncnoTa

Cragisa 1: (2-
LliaHodeHin)meTaHcynbgoHinxnopma OOEPXYOTb
BignoBiaHO o0 npuknagy 18, cragii 1-2 (Buxia He-
oumLieHoi pevouHn 100%).

Cragia 2: 3asHayeHy B 3arofloBKy CMOMyKy ofe-
PXylOTb 3 METMUIOBOTO edipy 4-(2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-inJeTokcn}6eH30MHOT
KWUCNOTU (cTapgis 6, npvknag, 1) i (2-
UiaHobeHin)MeTaHCyNbGOHINXNopuay npoueayporo
npuknagy 1, ctagis 7 y surnagi TBepaoi 6inoi pevo-
BUHW 3 BUXOAOM 72%.

Cragia 3: MNpomixHy cnonyky, o aBnsie coboto
cknagHun edpip, rigponisyloTb y BignNoBigHOCTI A0
ctagii 8 npuknagy 1, ogepXyruM 3asHayeHy B 3aro-
noBKy Kucnoty 3 Buxogom 74%. MC (EPU) m/z (M-1)
702,0; MC Bucokoro po3pisHeHHs obuucn. pans
C40H35CIN3Os5S (M+1): 704,1980. 3HangeHo:
704,1984. En. aHan. o64ucn. ana C4oHz4CIN3OsS: C,
68,22; H, 4,87; N, 5,97. 3nanpeHo: C, 67,92; H, 5,11;
N, 5,54.

Mpuknag 35: 4-{2-[1-6eHsrigpnn-5-xnop-2-(2-
{[(3,5-andTopbeHaun)cynbdoHin]amiHo}etun)-1H-
iHgon-3-injJeTokcn}6eH3orHa kucnora

Cragia 1: lMpomixHMIA cynbgOHINXnopua onep-
XytoTb 3 3,5-andtopbeH3annbpomigy npouenyporo
npuknagy 18, cragii 1-2 3 Buxogom 95%.

Cragia 2: CknagHun meTunoBui edip ogepxy-
I0Tb i3 cynbdoHinxnopugy i wmetun 4-{2-[2-(2-
amiHoeTun)-1-6eHsrigpun-5-xnop-1H-iHaon-3-
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inJeTokcn}6eHsoaTy (ctagis 6, npuknag 1) npoueay-
poto npuknagy 1, ctagia 7 3 Buxogom 78%.

Cragia 3: MNpomixHy cnonyky, wo siensie coboto
cknagHun edip, rigponisyloTb y BigNoBigHOCTI A0
cragii 8 npuknagy 1, ogepyroun 3asHayeHy B 3aro-
noeky aukucnoty 3 Buxogom 83%. MC Bucokoro pos-
Pi3HEHHS obuuncn. ans [C39H33CIF2N205S+H]
715,184, 3HangeHo 715,1842.

Mpuknag 36: 4-{2-[1-6eH3rigpun-5-xnop-2-(2-{[(3-
LiaHo6eH3un)cynbdoHin]amiHo}etun)-1H-iHaon-3-
inJeTokcun}6eH3olHa knucnoTa

Cragis 1: (3-
LiaHoeHin)MeTaHcynbgoHinxnopua OLlePXYIOTb
BignoBiaHO Ao npuknagy 18, cragii 1-2 (Buxig He-
oumLieHoi peyouHn 100%).

Crapia 2: 3a3HaveHy B 3arofioBKy CMoONnyKy ofe-
PXylOTb 3 METUIOBOTO edipy 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHaon-3-inleTokcn}6eH30MHOT
KWUCNOTU (cTapgis 6, npvknag 1) i (3-
LiaHodeHin)mMeTaHcynbgoHinxnopnay BiANOBIAHO A0
npuknagy 1, cragia 7.

Cragia 3: MNMpomikHy cronyky, Wo sBnsie coboto
cknagHum edip, rigponisyloTb y BIiAMOBIAHOCTI A0
ctagii 8 npuknagy 1, ogepxyrouu 3asHayeHy B 3aro-
noBKy kucnoty 3 Buxogom 81%. MC (EPU) m/z (M-1)
702,1; MC BuCOKOro po3pi3HEHHs1 obuucn. pans
C40H33CIN3O5S (M-1): 702,1834. 3HangeHo:
702,1833. En. aHarn. obuucn. aons
C40H34C|N3053'0,8H202 C, 67,00, H, 5,00; N, 5,86
3HanpgeHo: C, 67,22; H, 5,19; N, 5,44.

Mpuknag 37: 4-{2-[1-6eHsrigpun-5-ecnop-2-(2-
{[(4-uiaHobeH3unn)cynbgoHin]amiHo}eTun)-1H-ingon-
3-inJeTokcun}6eHs3onHa kucnoTa

Cragisa 1: (4-
LiaHobeHin)MmeTaHCynbGOHINXnopuna OLEPXYIOTb
BignosiaHo Ao npuknagy 18, cragii 1-2 (Buxia He-
oumLieHoi pevouHn 100%).

Crtagia 2: 3asHayveHy B 3arofnioBKy CMOMyKy ofe-
PXylOTb 3 METUIOBOTO edipy 4-{2-[2-(2-amiHoeTun)-1-
©eHarigpun-5-xnop-1H-ingon-3-injJeTokcn}6eH30MHOI
KWUCNOTU (cTapis 6, npviknag 1) i (4-
LiaHodeHin)MeTaHcynbgoHinxnopuay BiAnNoBigHO 40
npuknagy 1, cragia 7.

Cragia 3: MNpomixHy cnonyky, Wwo sBnsie cobot
cknagHum edip, rigponisyloTb y BIiANOBIAHOCTI [0
cTagii 8 npuknagy 1, ogepxytoumn 3asHayeHy B 3aro-
NOBKY KMCroTy 3 Buxoaom 77%. MC (EPWN) m/z (M-1)
702,1; MC BUCOKOro poO3pi3HEHHs obuucn. pans
C40H35CIN3O5S (M+1): 704,1980. 3HangeHo:
704,1981. En. anan. obuumcn. ansa CsoH34CIN3OsS: C,
68,22; H, 4,87; N, 5,97. 3HangeHo: C, 68,09; H, 4,97;
N, 5,73.

Mpuknag 38: 4-{2-{1-6eHarigpnn-5-xnop-2-[2-({[4-
(1-
ninepuauHincynsgo-
Hin)6eH3un]cynedoHintamido)etun]-1H-iHgon-3-
in}eTokcn)beH30MHa KucnoTa

Crapisa 1: [4-(ninepuaunH-1-
cynb@oHin)deHinMeTaHcynbOHINXNopug oaepxy-
I0Tb BignosigHo 4o npuknagy 18, cragii 1-2 (Buxig
HeouuLeHoi pevoBuHu 100%).

Crapia 2: 3a3HaveHy B 3arofioBKy Cronyky ofe-
pPXytoTb 3 MeTUnoBoro edipy 4-{2-[2-(2-amiHoeTunn)-1-
©eHarigpun-5-xnop-1H-ingon-3-injJeTokcn}6eH30MHOI
kucnotn (ctagis 6, npuknag 1) i 4-(ninepuguH-1-
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cynbgoHin)deHrinMeTaHcynbqOHINy BiAMNOBIAHO [0
npvknagy 1, ctagia 7.

Cragia 3: MNpomixHy cnonyky, wo sensie coboto
cknagHun edip, rigponi3ytoTb y BignoBigHOCTI A0
cragii 8 npuknagy 1, ogepyroun 3asHayeHy B 3aro-
NOBKY KMcrnoty 3 Buxoaom 73%. MC (EPWN) m/z (M-1)
824,2; MC BMCOKOrO pO3pi3HEHHA 0b4ymcn. ans
C44Ha3CIN3O7S,;  (M-1):  824,2236.  3HamgeHo:
824,2246. En. aHan. obyuncn. ans
C44H44C|N30782'0,5H201 C, 63,25, H, 5,43; N, 5,03
3HalpeHo: C, 62,85; H, 5,64; N, 4,64.

Mpuknag 39: 4-(2-{2-[2-({[4-
(amiHocynbdoHin)6eHann]cynbdoHintamiHo)etun]-1-
6eHarigpun-5-xnop-1H-iHgon-3-injetokcn)beH3omHa
Kucnorta

Crapisa 1: (4-
cynbtamoindeHin)mMeTaHcynbdOHINXnopug  ogep-
XyloTb BignosiaHo fo npuknagy 18, cragii 1-2 (Buxia
HeouuLLeHoi pevoBuHu 100%).

Crtagia 2: 3asHayeHy B 3arofnoBKy CMOMyKy ofe-
pXyloTb 3 MeTMNOBOro edipy 4-{2-[2-(2-amiHoeTun)-1-
©eHarigpun-5-xnop-1H-iHgon-3-injJeTokcn}6eH30MHOI
kncnotm  (ctagia 6, npuknag 1) i (4-
cynbthamoindeHin)MeTaHcynbdOHINXnopmuay Biano-
BiAHO 40 npuknagy 1, ctagia 7.

Cragia 3: MNpomixHy cnonyky, Wwo sBnsie coboto
cKknagHuin edip, rigponisytoTb y BigNOBIigHOCTI A0
cTagii 8 npuknagy 1, ogepxytoumn 3asHayeHy B 3aro-
NOBKY KMcrnoty 3 Buxogom 69%. MC (EPW) m/z (M-1)
755,9; MC BMCOKOrO pO3pi3HEHHs obuymcn. ans
C39H35CIN3OS, (M-1 )Z 756,1613 3Ha|7|neHo:
756,1612. En. aHan. o64ucn. ansa CsgHzsCIN3O;S;: C,
61,77; H, 4,79; N, 5,54. 3nanpeHo: C, 61,93; H, 5,12;
N, 5,19.

Mpuknag 40: 4-(2-{1-6eHasrigpun-5-xnop-2-[2-(4-
MeTaHCynb@OHINMeHIn-
MeTaHcynbdoHinamiHo)etTun]-1H-ingon-3-
in}eTokcn)beH3onHa KucnoTa

Cragis 1: (4-
MeTaHCynbOHINdEHIN)MeTaHCyNbOHINXnopua
OfepXyloTb BiAnoBiagHO Ao npuknagy 18, cragii 1-2
(Buxig, HeouuLeHoi peyoBuHu 100%).

Crtagia 2: 3asHayveHy B 3arofnoBKy CMOMyKy ofe-
pXytoTb 3 MeTunoBoro edipy 4-{2-[2-(2-amiHoeTunn)-1-
6eHarigpun-5-xnop-1H-iHgon-3-inJeTokcn}6eH30MHOT
kncnotm  (ctagia 6, npuknag 1) i (4-
MeTaHCynbOHINdEHIN)MeTaHCyNbOoHINXNnopmuay
BiQNoOBIAHO 00 Npuknaay 1, ctagia 7.

Cragia 3: MNpomixHy cnonyky, Wwo sBnsie cobo
cKkrnagHuin edip, rigponisytoTb y BiAMOBIAHOCTI A0
ctagii 8 npuknagy 1, ogepyroun 3asHayeHy B 3aro-
NOBKY KMcrnoty 3 Buxoaom 75%. MC (EPWN) m/z (M-1)
755,0; MC BMCOKOrO pO3pi3HEHHA ob4ymcn. ans
C40H38CIN2O7S, (M+1) 757,1804 3Ha|7|ﬂeHO:
757,1804. En. aHan. obuuncn. ans
C40H38C|N20732‘H202 C, 61,96; H, 5,07; N, 3,61.
3HanpeHo: C, 61,82; H, 5,10; N, 3,48.

Mpuknag 41: 4-(2-{1-6eHasrigpun-5-xnop-2-[2-(4-
aieTnncynbamoindeHin-
MeTaHcynbgoHinamiHo)etun]-1H-iHaon-3-
in}eTokcn)beH3onHa kucnoTa

Cragis 1: (4-
OietTnncynbdamoindgeHin)MeTaHcynbOHINXxnopug
OLEepXyloTb BiAMoBiAHO A0 npuknagy 18, cragii 1-2
(Buxig HeouuLeHoi peyoBuHu 100%).
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Cragia 2: 3a3HaveHy B 3arofioBKy CMONyKy ofe-
PXylOTb 3 METUIOBOTO edipy 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-inJeTokcn}6eH30nHOT
kucnotm  (ctagia 6, npuknag 1) i (4-
aieTnncynbsamoindeHin)MeTaHcynbgoHinxnopuay
Bi4NOBIAHO 00 Npuknaay 1, cragia 7.

Cragia 3: lMNMpomikHy crnonyky, Wo sBnAsie coboto
cknagHun edip, rigponisytloTb y BiANOBIAHOCTI A0
ctagii 8 npuknagy 1, ogepxyrouu 3asHayeHy B 3aro-
NOBKY KMCNoTy 3 BUxogom 66%. MC (EPW) m/z (M-1)
812,1; MC BuCOKOro po3pi3HEeHHs1 obuucn. pans
C43H45C|N307Sz (M+1) 814,2382 3Ha|7|p,eHo:
814,2385. En. aHarn. obuucn. aons
C43H44C|N307Sz‘0,3 HzOI C, 62,99; H, 5,48; N, 5,14.
3HanpeHo: C, 62,91; H, 5,67; N, 4,79.

Mpuknag 42: 4-{3-[1-6eHsrigpnn-5-xnop-2-(2-
deHinmeTaHcynbdoHin-amiHoeTnn)-1H-iHoon-3-
in]nponin}6eH3oHa kucrnoTa

Cragia 1: Cymiw metun-4-nogbensoaty (5,3r,
20,2mmonb), aninosoro cnupty (1,78r, 30,3mMmons),
NaHCOs; (4,24r, 50,5mmonb), Pd(OAc), (0,14r,
0,60mmonb), (H-Bu)sNBr (6,55r, 20,2mmonb) i Mmone-
KynsipHux cut 4-A (4,1r) y 6essogHomy JMOA (69mn)
nepeMilyoTb NpK KIMHaTHIN TemnepaTypi npoTarom 4
AHiB. PeakuinHy cymilw ginbTpyoTb Yepes uenit, i-
neTpaT BUNMUBalOTbL Yy Boay W ekcTparytoTb EtOAc.
OpraHivyHuii Wwap NpoMuBalTb HACUYEHMM PO3YNHOM
coni, cywaTb (Na;SOs) i KOHUEHTPYIOTb Y BakyyMi.
dnew-xpomartorpadia (cunikarens, 10-20% EtOAc-
rekcaH) pae 2,11r (85%, rpyHTyloumMCb Ha BigHOBMO-
BaHiln BUXiOHI pe4yoBUWHI) BaxkaHoro MeTnnoBoro edi-
py 4-(3-okconponin)beH30MHOI KNCNOTU Yy BUrMAAi
NpPO30pOol MaCASIHUCTOI PEYOBUHMU.

Cragia 2: o posunHy 5-xnop-2-metuniHgony
(0,86r, 5,2mmonb) i metunosoro edipy 4-(3-
okconponin)éeHsonHoi kucnotu (1,0r, 5,2mmonb) B
metuneHxnopugi  (50mn) popatote TPO  (1,78r,
15,6mMmonb), 3a skow unge Tpuetuncunad (1,81r,
15,6mmonb). PeakuinHy cymill nepemilwyioTb NpoTs-
roM HOYi, racaTb HacumdeHum po3unmHom NaHCO;
(50mn) i opraHiyHMI Wap NPOMMBAKTb HACUYEHUM
posdymHoMm NaHCOs, BOAoH, HACMYEHUM PO3YMHOM
conu i cywaTtb (NaxSO,4). Po34nHHMK BUOansoTb npu
3HWKEHOMY TUCKY i 3aNULLOK OYMLLAI0TL KONOHKOBOID
dnew-xpomatorpacieto 3 BUKOPUCTaHHAM cymii 10-
20% EtOAc/rekcaHn, opepxyoun BaxkaHuin npoaykT
i3 Buxogom 94% (1,67r).

Cragia 3: [lo po3unHy npoaykTy 3i ctagii 2 (1,66r,
4,86mmonb) y AM®A (20mn) gogatote NaH (60% y
MiHepanbHin onii, 0,24r, 5,83mmonk) B atmocdepi Na.
CyMmiw nepemilyoTb NpoTaroMm 1 rognHa npu KimHaT-
HiM TemnepaTypi, nicna Yoro Mae AoO4aBaHHA No Kpa-
nnsx 6exsrigpunbpomigy (1,8r, 7,29mmons) y AMPA
(5mn). PeakuinHy cymilw nepemillyoTe Npu KiMHaTHIN
Temnepartypi NpoTArom Hodi. [Jo peakuiiHOi Cymilui
aopaoTtb Boay (500mn), ekctparytote EtOAC, npomu-
BalOTb HACMYEHNM PO34nHOM coni, cywaTb (NazSOy) i
KOHLEHTPYIOTb NPU 3HWKEHOMY TUCKY LO KOPUYHEBO-
ro cumpony, sIKMn oYnLLalTb XpoMaTtorpadicto Ha cu-
nikareni, Bukopuctosytoumn cymiw 10% EtOAc/rekcaHu
AK enoeHT, ofepxyoun 4 y Burnsaai Teeppoi Ginoi
peyoBuHM 3 BUxoaom 59% (1,47r).

Cragia 4: OTpumaHuii y nonepepHin cragii npo-
aykt  (1,46r, 2,87mMmonb) posuunHstoTe Yy CCly
(14,5mn), nicna voro npoe popasaHHa NBS (1,02r,
5,73mMonb) i nepokcuay 6eHsoiny (2mr). Peakuiviny
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CyMill KUM'ATATb 3i 3BOPOTHUM XONOAWMBHMKOM MpOo-
TAroM 1 rogvHM (OO 3HWMKHEHHS BUXigHOro MaTtepia-
ny). OaHy cymill OXOnoaxylTb A0 KiMHATHOI Temne-
patypu, inbTpyloTh | TBEPAY PEYOBMHY NMPOMUBAIOTH
CCls. dinbTpaT BUNApOOTb A0 KOPUYHEBOIO 3arnmiu-
Ky, WO PO3YMHAIOTb y CyMmii aueToHy (40mn) i Bogm
(4mn), noTim OO AaHoro po3umHy gogarTb Ag,COs
(1,75r, 3,16MMonb) i micns nepemilwyBaHHA NpuU KiM-
HaTHIN TemnepaTypi NPOTArOM HOYi MOro (PiNLTPYOTL
yepes LeniT, PO3YNHHUK BUNAPIOKTL NPU 3HMKEHOMY
TUCKY | A0 3anuwiky aopatTb Bogy. Cymill ekcTpary-
toTb EtOAC, npomMunBatoTb HaCMYEHUM PO3YNMHOM COTli,
cywaTb (NaySO4) i BunapioTb OO0 cupony, SIKUin
ounwatTb cymiwwo 10% EtOAc/rekcaHu, ogepxyto-
un 2-cbopminingon (1,13r) 3 Buxogom 75%. AnbTep-
HaTMBHO AMbpomia 3 peakuii 3 NBS moxHa Bunutu B
OMCO (10-20% macoBa KOHUEHTpaLis) i nepemiwaTu
npotarom 30 XBWAMH NPW KIMHATHIA Temnepatypi.
[Micnsa 3aBepLlUEHHA peakLii CyMmill BUNMBaKOTb y BOAY
1 ocag, Wo YyTBOPUBCA B pe3ynbTarTi, BiJOKPEMITIOITh
inbTPyBaHHAM, ocaf Ha inNbTPi NPOMMBalOTb BO-
OO0 | CylaTb, OAEPXXYH4M NO CyTi KiNbKICHWI BUXIa.

Cragia 5: [Jo po3unHy 2-chopminiHgony 3 none-
peaHboi cragii (0,52r, 1mMmonb) y CH3NO; (6,2mn)
popatb NH4OAc (0,0771, 1MMOnb), CyMill KUN'ATATb
3i 3BOPOTHMM XOMOAUINBHUKOM NPOTArom 1roAd., NoTim
popaotb NH4OAc (0,077r, 1MMonb), KUN'STIHHA 3i
3BOPOTHUM XOJIOOUINBHUKOM MPOAOBXYIOTh A0AATKO-
BO npoTaArom 1roAd., noTiMm 3HoBy gogatTb NH4OAcC
(0,077r, 1MMOnb), KUM'ATIHHA 3i 3BOPOTHUM XONoau-
NBbHWKOM MPOAOBXYTb NpoTarom 1 roguHu. Peakuin-
HOT CyMiLLi AalTb OCTYAUTUCH A0 KiIMHaTHOI Temnepa-
Typu, popattb EtOAc (50mn), nicnsa 4oro nge
aoaasaHHs 100mn Boau. BogHui wap ekctparyioTb
EtOAc i o6'egHaHi opraHiyHi Wapy NpoMmnBalOTb Ha-
CUYeHMM pos3yuHom coni, cywatb (NaxSO.4) i Buna-
PIOIOTb A0 XOBTOI MiHW, SKY NigAaTb XpomaTorpadi-
YHOMY OYMLLEHHIO, BukopuctoBytoum cymiw 10%
EtOAc/rekcaHn sk enoeHT, ogepxyloun 6 y Burnagi
XKOBTOI MiHK 3 BUxogom 68% (0,38r).

Cragisa 6: Zn(Hg) opepxytoTb gogasaHHam HgCl
(3,4r, 7,2vmonb) po cymiwi nuny Zn (34,68,
530,35mmoneb) i 5% HCI (38mn) y 100mn konbi, npu-
YOMY OaHy CyMill eHepriiHO nepemiwyloTb NPOTAroM
10x8. BogHy a3y AekaHTyloTb, 3HOBY AoAaoTb 38mn
5% HCI i cymiw nepewmiwytoTe npotarom 10x8. BogHy
dasy gekaHTyloTb. [laHy TBepay peyvyoBuHY 00Aal0Thb
00 BiHINbHOI HiTpocnonykn 6 (15r, 26,57Mmonb) y
Tr® (660mn) i koHueHTpoBaHoi HCI (64,5mn). Oany
CyMiLl nepeMilyroTb NpKn KIMHATHIA TemnepaTtypi Npo-
TArom 1roA., noTiM KMN'aTaTb 3i 3BOPOTHMM XOSOAU-
nbHUKOM npoTsarom 15xB. PeakuinHy cymiw oxono-
OXYIOTb A0 KiMHaTHOI TemnepaTtypu i inbTpyoTb
yepes uenit. flo inbTpaTy A0AaI0TL BOAHUA PO3YMH
NH4OH (200mn), nepemiwytoTs npotsrom 15xs. i TFP
BUOANSTb NpY 3HWKEHOMY TUCKY. BogHun wap exc-
TparytoTb CH,Cl,, o6'eaHaHi opraHiyHi wapun npomMu-
BalOTb HACMYEHNM PO34nHOM coni, cylaTb (NaxSOy) i
KOHLUEHTPYTb [0 KOPUYHEBOI MiHW, SIKY OYMLLAIOTb
KONMOHHOI XpomaTorpacieto, enooymn KOSOHKY Cro-
yatky CHCI; ans BuganeHHa HenonsipHUX OOMILLIOK,
notim cymiwwo 2% MeOH/CHCI; ana BugineHHa
6axxaHoro amiHy 3 Buxogom 46% (6,1r).

Cragia 7: [lo amiHy (1ekB.) i HacudyeHoro NaHCOg3
(0,14M) 'y CHxCI, (0,07M) popatTb  «-
TonyoncynbdoHrinxnopug (1,0eks.). Yepes 1 roguHy
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CyMill BUMMBAIOTb Y HAacMYeHUN po3ymnH GikapboHaTy
HaTpito n ekcTparytoTb CH,Cl,. O6'egHaHy opraHivHy
a3y NpomMuBalOTb HACUYEHVWM PO3YMHOM COfli, Cy-
waTb Hag cynbdaTtoM HaTpito M OYMLLAIOTb KONOHKO-
BOIO Xpomartorpadieto, ogepxytoun 84% baxaHoro
NpoayKTy.

Cragia 8: OTpumanHwi y pesynbTaTi CKnagHun
edip rigponisdytoTb nepemiwytoun 3 1H NaOH (5eks.)
y TIr® (0,07M) i poctaTtHboto kinbkicTio MeOH ans
OfEepXaHHSA MPO30poro po3uvmHy. PeakLilo KOHTponto-
toTb TWX (10% MeoH-CH,Cl;) No 3HWMKHEHHIO BWXiA-
HOi pe4oBMHKN. CyMill nepemillyoTs NPOTArOM HOMI
npu KiMHaTHIW TemnepaTtypi i NOTIM KOHLEHTPYIOTb,
posbasnsoTb H,O i nigkmcnsatots go pH 2-4, Bukopu-
croytoum 1M HCI. BogHy casy ekctparytotb EtOAC i
opraHiyHy a3y NpoMMBalOTb HAaCM4EHWM PO3YMHOM
coni, cywaTb Hag cynbdaTtoM HaTpilo i KOHUEHTPY-
I0Tb, OAEpXylun OGaxaHui NpodyKT i3 BMXOOOM
100%. MC Bucokoro po3spisHeHHs obuncn. ans
[C40H37C|N204S+H] 677,2235, 3Ha|7|,quo 677,224

Mpuknag 43: 4-{3-[1-6eHsrigpun-5-xnop-2-(2-
{[(3,5-anxnop6eHaun)cynbgoHinjamiHo}etnn)-1H-
iHgon-3-in]nponin}6eHsonHa kucnota

Cragia 1: JaHy cnonyky oAepXyTb i3 MPOMIKHOT
CMonyKun, CuHTe3oBaHol B npuknagi 42, cragia 6, i
(3,5-auxnopdeHin)metun]cynegoHinxnopvay npoie-
Aypoto npuknagy 42, ctagis 7, ogepxytun 6axaHui
nNpoaykT i3 Buxogom 98%.

Crapgia 2: MNpomixHy cnomnyky, Lo sBnse coboto
cknagHum edip, rigponisyloTb Yy BIiAMOBIAHOCTI OO
cTagii 8 npuknaay 42, ogepXyl4dm 3a3HaveHy B 3aro-
noBky kucnoty 3 Buxogom 100%. MC Bucokoro po3spi-
3HeHHs obumcn. ans [CaoH3sClsN204S+H] 745,1456,
3HangeHo 745,1458.

Mpuknag 44: 4-{3-[1-GeHsrigpun-5-xnop-2-(2-
{[(3,4-puxnopbeHaunn)cynbdoHin]jamiHo}eTun)-1H-
ingon-3-injnponin}6eHsonHa kucnota

Crapgia 1: JaHy cnonyky oaepxytoTb i3 MPOMIKHOI
CMONyKKn, CUHTE30BaHOi B npuknagi 42, cragia 6, i
(3,4-guxnopdeHin)metun]cynbdoHinxnopvay npowe-
aypoto npuknagy 43, ctagis 7, ogepXywun 6axaHui
nNpoaykT i3 Buxoaom 96%.

Cragia 2: MNpomixHy cnonyky, Wwo sBnsie coboto
cknagHun edip, rigponidyloTe y BignoBigHOCTI A0
cTagii 8 npuknaay 42, oaepXytodm 3a3HaveHy B 3aro-
noBky kucnoty 3 BuxogomM 98%. MC Bucokoro pospis-
HeHHa obumcn. ansa [CaoH3sClsN204S+H] 745,1456,
3HanaeHo 745,1458.

Mpuknag 45: 4-[2-(1-6eHsrigpun-5-xnop-2-(2-
[(meTnncynbdoHin)amiHoleTnn)-1H-iHgon-3-
inJeTokcun}b6eH3orHa knucnoTa

Cragia 1: o wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-inJeTokcn}oeHsoary
(ctapia 6, npuknag 1) AopalTb MeTaHCYNbMOHINX-
nopva npouenypoto npuknagy 4, ctagis 1, ogepxyto-
4K NpoayKT i3 Buxoaom 92%.

Crapia 2: MNpomixHy cnonyky, o sBnsie cobo
cKknagHun edip, rigponisytoTe y BigNOBIAHOCTI A0
cragii 8 npuknagy 1, ogepxyroun 3asHayeHy B 3aro-
noeky kucnoty 3 suxogom 100%. MC Bucokoro pospi-
3HeHHs obumcn. ans [CasH31CIN2,OsS+H] 603,1715,
3HangeHo 603,1717.

Mpuknag 46: 4-[2-(1-6eHsrigpun-5-xnop-2-{2-
[(dbeHnincynbdoHin)amiHoleTnn}-1H-iHoon-3-
inJeTokcun}6eH3orHa knucnoTa
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Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHoon-3-inJeTokcu}6eHsoary
(cTtagis 6, npuknag 1) pogatoTb GeH30NCYNbAOHINX-
nopva npouenypoto npuknagy 4, ctagis 1, ogepxyto-
4n NpoAaykT i3 Buxogom 90%.

Cragia 2: MNpomixHy cnomnyky, Wwo sBnsie coboto
ckrnagHun edip, rigponisytloTb y BiAMOBIOHOCTI 40
ctagil 8 npuknagy 1, ogepxyrouu 3asHayeHy B 3aro-
nosky kucnoty 3 Buxogom 90%. MC Buncokoro pospis-
HeHHs1 obumcn. ansa [CssH3sCIN,OsS+H] 665,1872,
3HangeHo 665,1869.

Mpuknag 47: 4-(2-{1-6eHarigpun-5-xnop-2-[2-({[3-
(TprdbTOpMeETUN)BEeH3un]cynbdoHIn}amiHo)eTun]-1H-
iHgon-3-in}eTokcn)6eH30MHa kucnoTa

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-inJeTokcu}6eHsoaty
(cTagis 6, npvknag 1) JopatTb {[3-
(TpndbTOopMETMN)dDEHIN]MEeTUN}CYNbMOHINXNOPUA
npoueaypoto npuknagy 1, cragia 7, ogepxyumn npo-
AYKT i3 Buxogom 74%.

Cragia 2: MNpomikHy cnomnyky, o ABnsie coboto
ckrnagHun edip, rigponisytoTb y BiAMOBIOHOCTI 40
cragii 8 npuknagy 1, ogepXyrun 3asHayeHy B 3aro-
noBKy Kucnoty 3 Buxogom 86%. MC Bucokoro pospis-
HeHHs obumcn. ans [CaoHs34CIF3N2,0sS+H] 747,1902,
3HangeHo 747,1904.

Mpuknag 48: 2-{[(2-{[(2-{1-6eHasrigpun-3-[2-(4-
kapbokcudeHoken)eTun]-5-xnop-1H-iHgon-2-
in}etTun)amiHo]cynbdoHin}eTnn)amiHolkapboHin}beHs
OWfHa KucroTa

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-inJeTokcu}6eHsoary
(cTagis 6, npvknag, 1) [o4aloTb 2-
dTaniMmigoeTaHcynbOHInNxnopua npoueaypo npu-
knagy 1, ctagis 7, ogepXyrouu NpoAayKT i3 BUXOAOM
78%.

Cragia 2: MNpomixHy cnomnyky, o aBnse coboto
ckrnagHun edip, rigponi3yloTb y BiANOBIOHOCTI A0
ctagii 8 npuknagy 1, ogepXyruM 3asHayeHy B 3aro-
noBky kucnoty 3 BuxogomM 99%. MC Bucokoro pospis-
HeHHs obumcn. ansa [Ca2H3sCIN3OgS+H] 780,2141,
3HangeHo 780,2148.

Mpuknag 49: 4-{2-[{1-6eHsrigpun-5-xnop-2-(2-
{[(3-(nipnauHinmeTun)cynbdoHin]amiHo}etun)-1H-
ingon-3-injeTokcn}6eH3orHa kucnorta

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
©eHarigpun-5-xnop-1H-ingon-3-injeTokcn}oeHsoaty
(cTagia 6, npvknag 1) [onarTb (3-
nipyamnmMeTun)cynbgoHInxnopua Npoueaypor npuk-
nagy 1, crtagia 7, ogepXywuu npoaykT i3 BUXOOOM
52%.

Cragia 2: MNpomixHy cnonyky, Wwo sBnsie cobot
cknagHun edip, rigponi3yloTb y BiAMOBIOHOCTI A0
cTagii 8 npuknagy 1, ogepxytoun 3asHayeHy B 3aro-
NOBKY KMCroTy 3 Buxogom 94%. MC BUCOKOro po3pis-
HeHHs ob6umcn. ansa [CssH34CIN3OsS-H] 678,18349,
3HangeHo 678,18277.

Mpuknag 50: 4-{2-[{1-6eHasrigpnn-5-xnop-2-(2-
{[(4-(nipnauHinmeTun)cynbdoHinjamiHo}etun)-1H-
iHoon-3-injJeTokcn}6eH3olHa kucnoTta

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-inJeTokcu}oeHsoary
(cTagia 6, npviknag 1) [oAalTb (4-
nipyamnmeTun)cynbgoHinxnopma npoueaypor npuk-
nagy 1, crtagia 7, ogepXywuu npoaykT i3 BUXOOOM
57%.
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Cragisa 2: MNMpomikHy cronyky, Wo sBnAsie coboto
cknagHun edip, rigponisyloTb y BigNOBIgHOCTI A0
ctagii 8 npuknagy 1, ogepxyrodu 3asHayeHy B 3aro-
noeky kucnoty 3 suxogom 100%. m/z (M-1) MC suco-
Koro pospizHeHHs1 06umcn. ans [CagHzaCIN3OsS-H]
678,18349, 3HangeHo 678,18249.

Mpuknag 51: 4-{2-[{1-6Gensrigpnn-5-xnop-2-(2-
{[(2-(nipnguHinmeTun)  cynbdoHinlamiHo}eTnn)-1H-
iHoon-3-injeTokcu}6eH3orHa kucnorta

Cragia 1: Hdo wmetun 4-{2-[2-(2-aIJJH06TMJ'I)-1-
6eHarigpun-5-xnop-1H-iHgon-3-inJeTokcu}oeHsoary
(cTagia 6, npuknag 1) [oaalTb (2-
nipuannMeTnn)CcynbgoHinxnopma npoueayporo npuk-
nagy 1, cragia 7, ogepXyloun npoaykT i3 BUXOOOM
42%.

Cragia 2: MNpomixHy cnonyky, Wwo sBnsie cobot
cknagHun edip, rigponisytloTb y BiAMOBIAHOCTI A0
cragii 8 npuknagy 1, ogepxyroun 3asHayeHy B 3aro-
NOBKYy KMCNOTY 3 BUXogom 56%. MC Bucokoro pospis-
HeHHs obumcn. ana [CssHz4CIN3OsS-H] 678,18349,
3HanaeHo 678,18312.

Mpuknag 52: 4-{3-[1-6eHsrigpun-5-xnop-2-(2-
{[(2,6-anmeTnnGeH3nn)cynbdoHinjamwoletun)-1H-
iHoon-3-in]nponin}6eHs3onHa kucnota

Cragia 1: lMpomixHMI cynbgOHINXnopua onep-
XKylTb 3 2,6-AMMeTMnOeH3unxnopugy npoueaypoto
npuknagy 18, cragii 1-2 3 Buxogom 100%.

Cragia 2: CknagHun meTunosui edip ogepxy-
I0Tb i3 CyNb@OHINXIOPUAY i MPOMIKHOI CNOMyKW Npu-
knagy 42, ctagis 6 npoueaypoto npuknagy 42, cragis
7 3 Buxopom 30%.

Cragia 3: MNpomixHy cnonyky, Wwo sBnsie coboto
cKknagHun edip, rigponisytoTe y BigNOBIAHOCTI A0
ctagii 8 npuknagy 42, ogepXytuun 3asHayeHy B 3aro-
noeky kucnoty 3 suxogom 100%. MC Bucokoro pospi-
3HeHHs o6umcn. ans [Ca2Ha1CIN2O4S-H] 703,24028,
3HanpeHo 703,23973.

Mpuknag 53:  4-{2-[1-6eHsrigpun-5-xnop-2-(2-
{[(umknorekcunmeTun)cynbedoHinlamiHo}eTtnn)-1H-
iHgon-3-inJeTokcn}6eH3onHa kucnorta

Cragia 1: lMpomixHWI cynbgOHINXnopua onep-
XyloTb 3 (OpoMmMeTun)uuknorekcaHy npoLeayporo
npuknagy 18, cragii 1-2 3 Buxogom 100%.

Cragia 2: CknagHun MeTunosui edip ogepxy-
I0Tb i3 cynbdoHinxnopugy i wmetun 4-{2-[2-(2-
amiHoeTun)-1-6eHsrigpun-5-xnop-1H-iHgon-3-
inJeTokcn}6eHsoaTy (ctagis 6, npuknag 1) npoueay-
poto npuknaay 1, ctagis 7 3 Buxogom 20%.

Cragia 3: MNpomixHy cnonyky, Wwo sBnse coboto
cKknagHun edip, rigponisytoTb y BiANOBIAHOCTI A0
cragii 8 npuknagy 1, ogepxyroun 3asHayeHy B 3aro-
NoBKy kucnoty 3 BuxogomM 73%. MC Bucokoro pospis-
HeHHs obumcn. ans [CsgHaiCINOsS-H] 683,23519,
3HanaeHo 683,23474.

Mpuknag 54: 4-{2-[1-6ensrigpun-5-xnop-2-(2-{[(4-
HiTpo6eH3un)cynbdoHin]amiHo}etun)-1H-ingon-3-
inJeTokcun}beH3orHa knucnoTa

Cragia 1: lMpomixHWI cynbgOoHINXnopua onep-
XylTb 3 4-HiTpoOeH3MnbpoMiay npouesyporo Npuk-
nagy 18, ctagii 1-2 3 sBuxogom 95%.

Crapia 2: CknagHun metmnosuin edip ogepxy-
10Tb i3 cynbdoHinxnopugy i wmetun 4-{2-[2-(2-
amiHoeTun)-1-6eH3rigpun-5-xnop-1H-ingon-3-
inJeTokcn}6eHsoaTy (ctagis 6, npuknag 1) npoueay-
poto npuknagy 1, ctagia 7 3 sBuxogom 80%.
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Cragia 3: MNMpomikHy crnonyky, Wo sBMAsie coboto
ckrnagHuin edip, rigponisytoTb y BiAMOBIgHOCTI A0
ctagii 8 npuknagy 1, ogepxyrouu 3asHayeHy B 3aro-
noeky crnonyky 3 suxogom 90%. MC Bucokoro pospis-
HeHHs1 obuucn. ans [CsgHs4CIN3O7S+H] 724,1879,
3HanaeHo 724,1884.

Mpuknag 55: 4-{2-[1-6eHarigpun-5-xnop-2-(2-{[(3-
HiTpoGeH3unn)cynbgoHinjamiHo}etun)-1H-iHgon-3-
inJeTokcun}beH3orHa knucnoTa

Cragia 1: lNpomixHui cynbdoHinxnopug ogep-
XylTb 3 3-HiTpoOeH3MnGpomMigy npoueayporo Mpuk-
napay 18, cragii 1-2 3 Buxogom 95%.

Cragia 2: CknagHuin meTunosuin edip ogepxy-
I0Tb i3 cynbdoHinxnopugy i wmetun 4-{2-[2-(2-
amiHoeTun)-1-6eHsrigpun-5-xnop-1H-iHgon-3-
inleTokcn}beHsoaTy (cTagia 6, npuknag 1) npoueny-
poto npuknaay 1 cragis 7 3 Buxogom 85%.

Cragia 3: MNpomixHy cnonyky, wo sBnsie coboto
cknagHuin edip, rigponisytoTb y BigNoBIigHOCTI A0
cTagii 8 npuknagy 1, ogepxytoumn 3asHayeHy B 3aro-
noBky crnonyky 3 suxogom 85%. MC Bucokoro pospis-
HeHHs obuucn. anga [CsgHs4CIN3O7S+H] 724,1879,
3HanaeHo 724,1885.

Mpuknag 56: 4-{2-[1-6eHarigpun-5-xnop-2-{2-[({2-
HiTpoGeH3nn}cynbgoHin)amiHoletun}-1H-iHgon-3-
in)nponin] 6eH3olHa kucnoTta

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-injnponin}éeH3oaTty
(ctapia 6, npuknag 42) popalTb  2-HiTpo-a-
Tonyoncynb@OHINXnopug npouenypoto npuknagy 1,
cTagia 7, oaepxyum NpoaykT i3 Buxonom 65%.

Cragia 2: MNpomixHy cnomnyky, o ABnsie coboto
ckrnagHun edip, rigponisytoTb y BiAMOBIAHOCTI A0
ctagii 8 npuknagy 1, ogepyroun 3asHayeHy B 3aro-
noeky kucnoty 3 suxogom 100%. MC Bucokoro po3spi-
3HeHHs1 obumcn. ans [CsoH3sCIN3OsS+H] 722,2086,
3HanaeHo 722,2088.

Mpuknag 57: 4-{3-[1-6ensrigpun-5-xnop-2-(2-{[(4-
pTOpOeH3nn)cynbdoHin]amiHoetun)-1H-ingon-3-
inJnponin}6eH3oiHa kucrnoTa

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-injnponin}beH3oaty
(cTapia 6, npuknag, 42) [goaarTb (4-
dTOpdEeHin)MeTaHCynbdOHINxnopua npoweaypoto
npuknagy 1, crtapia 7, ogepXyro4um NPOAYKT i3 BUXO-
aom 77%.

Cragia 2: MNpomixHy cnomnyky, Wwo sBnsie coboto
cknagHun edpip, rigponisyloTb y BignoBigHOCTI A0
ctagii 8 npuknagy 1, ogepXyrouu 3asHayeHy B 3aro-
NOBKY KMCNOTY 3 BUXogom 68%. MC Bucokoro pospis-
HeHHs1 obuncn. ans [CaoH3sCIFN2,0,S+H] 695,2141,
3HangeHo 695,2145.

Mpuknag 58: 4-(3-{1-6eHarigpun-5-xnop-2-[2-({[4-
(TpndbTOopMeETMN)BEH3Mn] cynbdoHintamiHo)etmn]-1H-
ingon-3-in}nponin) 6eH30MHa kncnoTa

Cragia 1: Oo metun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHoon-3-inJeTokcu}6eHsoary
(cTagis 6, npvknag, 42) [oaatTb (4-
TpudTOopMeTUNMEHIN)MeTaHCyNbGOHINXNopug  npo-
uenypoto npuknagy 1, cragia 7, oaepXxyum NpoaykT
i3 Buxogom 50%.

Cragia 2: MNpomixHy cnonyky, wo ssnse coboto
cknagHun ecpip, rigponisyloTb y BignoBigHOCTI A0
ctagii 8 npuknagy 1, ogepXyrouM 3asHayeHy B 3aro-
noBKy kucnoty 3 Buxogom 100%. MC Bucokoro pospi-
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3HeHHs 06uncn. ans [CaiHseCIF3N204S+H] 745,2109,
3HangeHo 745,2114.

Mpuknag 59: 4-(3-{1-6eHarigpnn-5-xnop-2-[2-({[3-
(TpudbTOpMETMN)BEH3MM]CYNbdOHIN}amiHo)eTun]-1H-
iHgon-3-in}nponin)6eH3oliHa k1ucnoTa

Cragia 1: Oo wmetun 4-(2-[2-(2-amiHoeTun)-1-
©eHarigpun-5-xnop-1H-ingon-3-injnponin}6eHsoaTty
(cTapis 6, npvknag, 42) [oaarTb (3-
TpudpTopMeTUndeHin)MeTaHcynbgoHinxnopma npo-
uenypoto npuknagy 1 cragis 7, ogepxytoum npoaykTt
i3 BUXoaom 56%.

Crapgia 2: MNpomixHy cnomnyky, Lo sBnse coboto
cknagHum edip, rigponisyloTb y BIiANOBIAHOCTI [0
cTagii 8 npuknagy 1, ogepxytoumn 3asHayeHy B 3aro-
NOBKy kucnoty 3 BuxogomM 82%. MC Bucokoro pospis-
HeHHs obumcn. ansa [CaiHzsCIFN204S+H] 745,2109,
3HangeHo 745,211.

Mpuknag 60: 4-{3-[1-6en3rigpun-5-xnop-2-(2-{[(4-
xnop6eHaun)cynbdoHinjamiHo}etun)-1H-iHaon-3-
in]nponin}6eHsonHa kucrnoTa

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-ingon-3-injnponin}6eH3oaTty
(cTagia 6, npuknag, 42) [0AarTb (4-
XnopdeHin)meTtaHcynboHInNxnopua npouenypoto
npuknagy 1, ctagia 1, ogepxyum NPoayKT i3 BUXO-
aom 74%.

Cragia 2: MNpomixHy cnonyky, Wwo sBnsie cobot
cknagHum edip, rigponisyloTb Yy BIiANOBIAHOCTI [0
cTagii 8 npuknagy 1, ogepXxyro4un 3asHayeHy B 3aro-
NOBKy kucnoty 3 BuxogomM 79%. MC Bucokoro pospis-
HeHHs obumucn. anga [CaoHzsCloN204S+H] 711,1846,
3HangeHo 711,1847.

Mpuknag 61: 4-{3-[1-6ensrigpun-5-xnop-2-(2-{[(2-
nipuanHinmeTun)cynegoHinjamiHo}etnn)-1H-iHgon-3-
in]nponin}6eH3oiHa kucrnoTa

Cragia 1: o wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHasrigpun-5-xnop-1H-iHgon-3-injnponin}éeH3oaTty
(ctapia 6, npuknag 42) popalTb  NipUAUH-2-
inMeTaHCcyNbgOHINXIOpMA nNpouenypoto npuknagy 4,
cTagia 1, oaepxyum NpoaykT i3 Buxonom 75%.

Cragia 2: MNpomixHy cnonyky, wo siensie coboto
cKknagHun edip, rigponisytoTb y BiANOBIAHOCTI A0
cragii 8 npuknagy 1, ogepxyloun 3asHayeHy B 3aro-
NOBKY kucnoty 3 BuxogomM 96%. MC Bucokoro pospis-
HeHHa obumcn. ana [CsgH3sCIN3O4S+H] 678,2188,
3HanaeHo 678,2187.

Mpuknapg 62: 4-{3-[1-6eHarigpun-5-xnop-2-(2-{[(3-
nipyanHinmeTun)cynboHinjamiHo}etnn)-1H-ingon-3-
in]nponin}6eHs3oiHa kucrnoTa

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-injnponin}beH3oaty
(ctapia 6, npuknag 42) popaloTb  NipuAuvH-3-
inMeTaHcynbMOHINXNopna nNpoueaypoto npuknagy 4,
cTagia 1, oaepxyoum NpoaykT i3 Buxoaom 75%.

Cragia 2: MNMpomikHy crnonyky, Wo sBnAsie coboto
cknagHum edpip, rigponisyloTb y BignoBigHOCTI A0
cragii 8 npuknagy 1, ogepxyrlodu 3a3HayeHy B 3aro-
NOBKY KMCMOTy 3 BUxogoM 88%.

Mpuknag 63: 4-{3-[1-6en3rigpun-5-xnop-2-(2-{[(4-
nipugnHinmeTun)cynedgoHinjamiHo}etun)-1H-iHgon-3-
in]nponin}6eHsonHa kucrnoTa

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
©eHarigpun-5-xnop-1H-ingon-3-injnponin}6eHsoaTy
(cTapgia 6, npuknag 42) popawTb  NipuanH-4-
inMeTaHcynbOoHINXxnopua npouenypoto npuknagy 4,
cTagia 1, oaepxyum NpoaykT i3 Buxonom 75%.
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Cragia 2: MNMpomikHy cronyky, Wo sBMAsie coboto
ckrnagHuin edip, rigponisytoTb y BiAMOBIgHOCTI A0
ctagii 8 npuknagy 1, ogepxyrouu 3asHayeHy B 3aro-
NOBKY Kucnoty 3 BuxoaoM 77%. MC Bucokoro pospis-
HeHHs1 o6umcn. gnsa [CsgH3sCIN3O4S-H] 676,20423,
3HanaeHo 676,20405.

Mpuvknag 64: 4-{3-[1-6eHarigpun-5-xnop-2-(2-{[(2-
xnop6eHaun)cynbdoHinjamiHo}etun)-1H-iHaon-3-
inJnponin}6eHs3oiHa kucrnoTa

Cragia 1: lNpomixHui cynbdoHinxnopug ogep-
XyloTb 3 3-xrnopbeH3unbpomigy npoueaypot Mpuk-
naay 18, cragii 1-2.

Cragia 2: CknagHuin meTunosuin edip ogepxy-
I0Tb i3 cynbdoHinxnopugy i wmetun 4-{2-[2-(2-
amiHoeTun)-1-6eHsrigpun-5-xnop-1H-iHgon-3-
inlnponin}6exsoarty (ctagia 6, npuknag 42) npoueny-
poto npuknaagy 1, ctagis 7 3 Buxogom 10%.

Cragia 3: MNpomixHy cnonyky, wo siensie coboro
cknagHuin edip, rigponisytoTb y BigNoBIigHOCTI A0
cTagii 8 npuknagy 1, ogepxytoumn 3asHayeHy B 3aro-
noeky cnonyky 3 suxogom 100%. MC Bucokoro po3pi-
3HEeHHAa obuucr. ana [C40H36C|2N2045-H] 709,17000,
3HanpeHo 709,16961.

Mpuknag 65: 4-{3-[1-6eH3rigpun-5-xnop-2-(2-{[(3-
HiTpoGeH3unn)cynbdoHin]jamiHo}etun)-1H-iHgon-3-
in]nponin}6eH3oiHa kucnoTa

Cragia 1: lNpomixHui cynbdoHinxnopug ogep-
XyloTb 3 3-HiTpobeH3mnbpomigy npouenyporo Mnpuk-
napgy 18, cragii 1-2.

Cragia 2: CknagHun meTunoBun edip ogepxy-
I0Tb i3 cynbdoHinxnopugy i wmetun 4-{2-[2-(2-
amiHoeTun)-1-6eH3rigpun-5-xnop-1H-iHgon-3-
in]nponin}6exsoarty (ctagis 6, npuknag 42) npoueny-
poto npuknaagy 1, ctagis 7 3 Buxogom 43%.

Cragis 3: MNpomixHy cnonyky, Wwo aBnsie coboto
cknagHun edip, rigponisyoTb y BigNOBIgHOCTI A0
cTagii 8 npuknagy 1, ogepxyroun 3asHayeHy B 3aro-
noeky crnonyky 3 suxogom 88%. MC Bucokoro pospis-
HeHHs o6umcn. ana [CaoHssCIN204S-H] 720,19405,
3HanpeHo 720,19398.

Mpuknag 66: 4-{3-[1-6eHsrigpun-5-xnop-2-(2-{[(3-
xnop6eHaun)cynbdoHinjamiHo}etun)-1H-iHaon-3-
in]nponin}6eH3oiHa kucnoTa

Cragia 1: lNpomixHui cynbdoHinxnopug ogep-
XytloTb 3 3-xrnopbeH3nnbpomigy npoueaypolo Mpuk-
napay 18, cragii 1-2.

Cragia 2: CknagHuin meTunoBun edip ogepxy-
I0Tb i3 cynbdoHinxnopugy i wmetun 4-{2-[2-(2-
amiHoeTun)-1-6eH3rigpun-5-xnop-1H-iHgon-3-
in]nponin}6exsoarty (ctagis 6, npuknag 42) npoueny-
poto npuknaagy 1, ctagis 7 3 Buxogom 27%.

Cragis 3: MNpomixHy cnonyky, Wwo sBnsie coboto
cknagHun edip, rigponi3yloTb y BiAMOBIOHOCTI A0
cTagii 8 npuknagy 1, ogepxytoun 3asHayeHy B 3aro-
noBky crnonyky 3 suxogom 93%. MC Bucokoro pospis-
HeHHs obumcn. ana [CaoHssClaN204S-H] 709,17000,
3HangeHo 709,16963.

Mpuknag 67: 4-{3-[1-6eHarigpnn-5-xnop-2-(2-
{[(2,5-gnxnopbeHann)cynbgoHin]jamiHo}etun)-1H-
iHoon-3-in]nponin}6eH3oHa kucnoTta

Cragia 1: lMpomixHMI CcynbgOHINXnopua onep-
XytloTb 3 2,5-guxnopbeH3unbpomigy npouenyporo
npuknagy 18, cragii 1-2.

Cragia 2: CknagHuin meTtunoBuii edip ogepxy-
I0Tb i3 cynbdoHinxnopugy i metun 4-{2-[2-(2-
amiHoeTun)-1-6eH3rigpun-5-xnop-1H-iHaon-3-
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in]nponin}oeHsoarty (ctagia 6, npuknag 42) npoueay-
poto npuknagy 1, ctagia 7 3 Buxogom 59%.

Cragia 3: MNpomixHy cnonyky, Wwo sBnsie cobot
cknagHun edip, rigponisyloTb y BigNoBigHOCTI A0
cragii 8 npuknagy 1, ogepyroun 3asHayeHy B 3aro-
noeky cnonyky 3 Buxogom 100%. MC Bucokoro po3pi-
3HeHHs o6umcn. ansa [CaoH3sClsN204S-H] 743,13103,
3HangeHo 743,13079.

Mpuknag 68: 4-{3-[1-6eHarigpun-5-xnop-2-(2-{[(3-
MeToKcnbeH3unn)cynbgoHrin] amiHo}etnn)-1H-iHgon-3-
in]nponin}6eH3oiHa kucrnoTa

Crapia 1: lMpomixHUI cynbgOHINXnopua onep-
XyloTb 3 3-MeToKcMbGeH3Mnbpomiay npoueayporo npu-
knagy 18, cragii 1-2.

Cragia 2: CknagHun metunosun edip oaepxy-
10Tb i3 cynbdoHinxnopugy i wmetun 4-{2-[2-(2-
amiHoeTun)-1-6eHarigpun-5-xnop-1H-iHgon-3-
in]nponin}6eHsoarty (ctagis 6, npuknag 42) npoueny-
poto npuknagy 1, ctagia 7 3 sBuxogom 20%.

Crapia 3: MNpomixHy cnonyky, o sBnse coboto
cknagHum edip, rigponisyloTb y BIiANOBIAHOCTI A0
cTagii 8 npuknagy 1, ogepxytoumn 3asHayeHy B 3aro-
noeky cnonyky 3 Buxogom 100%. MC Bucokoro po3pi-
3HeHHs o6umcn. ansa [CaiHzeCIN,OsS-H] 705,21954,
3HangeHo 705,21909.

Mpuknag 69: 4-{3-[2-(2-{[(2-
amiHobeH3un)cynbdoHin]amiHo}etun)-1-6eH3rigpun-
5-xnop-1H-ingon-3-in]nponin}6eH3oHa kucnota

Crapia 1: MpomixHy cnonyky 3i ctagii 1 npukna-
ay 56 obpobnsaTe SnCl, npoueaypoto, onucaHow B
ctagii 1 npuknagy 16, ogepXyluu cknagHuin amiHo-
BuI edip 3 BUxonom 99%.

Cragia 2: MNpomixHy cnonyky, o sBnsie cobot
cknagHun edip, rigponidyloTe y BigNoBIigHOCTI A0
cragii 8 npuknagy 1, ogepxyroun 3asHayeHy B 3aro-
noeky kucnoty 3 suxogom 100%. MC Bucokoro pospi-
3HeHHs o6umcn. anga [CaoH3sCIN3O4S-H] 690,21988,
3HanaeHo 690,21941.

Mpuknag 70: 4-{3-[1-6eHsrigpun-5-xnop-2-(2-{[(2-
MeTunbeHsun)cynboHinjamiHo}etnn)-1H-iHgon-3-
in]nponin}6eHs3oiHa kucrnoTa

Cragia 1: lMpomixHWI cynbgOoHINXnopua onep-
XKyTb 3 2-MeTunbeH3unbpomigy npoLenyporo npuk-
napgy 18, ctagii 1-2 3 KinbKiCHUM BUXOOOM.

Crapia 2: CknagHun meTunosuin edip ogepxy-
I0Tb i3 Cynb(oHINXNnopnay i NPOMDKHOI PEeyoBUHMU,
oTpumaHoi B npuknagi 42, cragia 6, npouenypoto
npvknagy 42, cragia 7 3 suxogom 50%.

Cragia 3: MNpomixHy cnonyky, Wwo sBnse coboto
cKknagHun edip, rigponisytoTb y BiANOBIAHOCTI A0
cragii 8 npuknagy 42 ogepXxyloun 3a3HayeHy B 3aro-
noeky kucnoty 3 suxogom 93%. MC Bucokoro pospis-
HeHHa o6umcn. ana [CaiH3gCIN2O4S-H] 689,22463,
3HanaeHo 689,22421.

Mpuknag 71: 4-{2-[1-6ensrigpun-5-xnop-2-(2-{[(4-
TprudhTOpMETOKCNOEH3UN )CyNbdOoHIN]amiHo}eTun)-1H-
iHoon-3-injJeTokcu}6eH3orHa kucnorta

Cragia 1: lMpomixHWI cynbgOoHINXnopua onep-
XKylTb 3 4-TpudTopmMeToKCcMBeH3uNbpomigy npotie-
ayporo npuknagy 18, cragii 1-2 3 KinbkiCHUM BUXO-
OOM.

Crapia 2: CknagHun metmnosuin edip ogepxy-
I0Tb i3 cynbgoHinxnopugy i metun 4-{2-[2-(2-
amiHoeTun)-1-6eH3rigpun-5-xnop-1H-ingon-3-
inleTokcn}beHsoaTy (cTagia 6, npuknag 1) npoueny-
poto npuknagy 1, ctagia 7 3 sBuxogom 48%.
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Cragia 3: MNMpomikHy crnonyky, Wo sBMAsie coboto
ckrnagHuin edip, rigponisytoTb y BiAMOBIgHOCTI A0
ctagii 8 npuknagy 1, ogepxyrouu 3asHayeHy B 3aro-
NoBKy kucnoty 3 BuxogomM 85%. MC Bucokoro pospis-
HeHHs1 obumncn. ans [CaoH34CIFN2OS-H] 761,17054,
3HanpeHo 761,17031.

Mpuknag 72: 4-{2-[1-6eHsrigpun-5-xnop-2-(2-{[(2-
TOp-6-HITPOBEH3UN)CcynbdoHinlamiHo}eTnn)-1H-
iHoon-3-inJeTokcn}6eH3orHa kucnora

Cragia 1: lNpomixHui cynbdoHinxnopug ogep-
XyTb 3 2-pTOp-6-HiTpoGEH3UNBpomigy npoLeaypoto
npuknagy 18, cragii 1-2 3 KinbKiCHUM BUXOLOM.

Cragia 2: CknagHuin meTunosuin edip ogepxy-
I0Tb i3 cynbdoHinxnopugy i wmetun 4-{2-[2-(2-
amiHoeTun)-1-6eHsrigpun-5-xnop-1H-iHgon-3-
inleTokcn}beHsoaTy (cTagia 6, npuknag 1) npoueny-
poto npuknaay 1, ctagis 7 3 Buxogom 91%.

Cragia 3: MNpomixHy cnonyky, Wwo sBnsie coboto
cknagHuin edip, rigponisytoTb y BigNoBIigHOCTI A0
cTagii 8 npuknagy 1, ogepxytoumn 3asHayeHy B 3aro-
noeky kucnoty 3 Buxogom 100%. m/z (M-1) 740,05.

Mpuknag 73: 4-{2-[1-6eHsrigpun-5-xnop-2-(2-{[(2-
anxnop6eHaun)cynbgoHin]amido}etun)-1H-ingon-3-
inJeTokcun}beH3oHa KnucnoTa

Cragia 1: lMpomikHMI CcynbgOHINXNopua onep-
XytoTb 3 3,5-guxnopbeH3unbpomigy npoueaypoto
npuknagy 18, cragii 1-2 3 TeopeTUYHUM BUXOOOM.

Cragia 2: CknagHuin meTunosuin edip ogepxy-
I0Tb i3 cynbdoHinxnopugy i wmetun 4-{2-[2-(2-
amiHoeTun)-1-6eHsrigpun-5-xnop-1H-iHgon-3-
inJeTokcn}6eHsoaTty (ctagis 6, npuknag 1) npoueay-
poto npuknaay 1, ctagis 7 3 Buxogom 100%.

Cragia 3: MNpomixHy cnonyky, Wwo sBnsie coboto
cknagHun edip, rigponisytoTb y BiANOBIgHOCTI A0
cragii 8 npuknagy 1, ogepxyroun 3asHayeHy B 3aro-
NoBKy kucnoty 3 Buxoaom 81%. m/z (M-1) 747,2. MC
BMCOKOro po3pidHeHHs obumcn. ansa [CsgHa3CIsN2OsS
- H] 745,11030, 3HangeHo 745,10954.

Mpuknag 74: 4-{2-[1-6eHasrigpnn-5-xnop-2-(2-
{[(2,6-andTOopObeH3un)cynbdoHin]amiHo}etun)-1H-
iHoon-3-inJeTokcn}6eH3olHa kucnora

Cragia 1: lMpomixHMI cynbgOHINXnopua onep-
XyloTb 3 2,6-andtopbeH3nnbpomigy npouenypoto
npuknagy 18, cragii 1-2 3 Buxogom 95%.

Cragia 2: CknagHuin meTunosuin edip ogepxy-
I0Tb i3 cynbdoHinxnopugy i wmetun 4-{2-[2-(2-
amiHoeTun)-1-6eHsrigpunn-5-xnop-1H-ingon-3-
inJeTokcn}6eHsoaTy (ctagis 6, npuknag 1) npoueay-
poto npuknagy 1, ctagia 7 3 Buxogom 86%.

Cragia 3: MNpomixHy cnonyky, Wwo sBnsie coboto
cknagHun edip, rigponisytloTb y BigNOBIgHOCTI A0
cragii 8 npuknagy 1, ogepyroun 3asHayeHy B 3aro-
NOBKy kucnoty 3 Buxoaom 71%. m/iz (M-1) 714. MC

BMCOKOrO PO3pi3HEHHS obuucn. ans
[C39H33C|F2N2058-H] 71 3, 1 6940, 3Ha|2,El€HO
713,16906.

Mpuknag 75: 4-(2-{1-6eHarigpwn-5-xnop-2-[2-
({[(6-xnop-3-
nipuaunHin)meTtun]cynbdoHintamiHo)etun]-1H-iHgon-
3-injeTokcn)6eH3olHa kucnoTa

Cragisa 1: (6-xnop-3-nipugunin)metanon (1,0eks.)
NnoMiLaKTb y ANXNOPMETaH i NepeMilLyoTb NPOTSArom
Houi 3 YoTnpboxbpomucTm Byrneuem (1,5eks.) i 1,3-
Oic(andeHrindocdiHo)nponaHom (0,75ekB.). o pos-
YMHY gopdarTb edip, i PINbTpyBaHHS, 3a KM nae
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KOHLIEHTPYBaHHS dinbTpaty, Oae
6pommeTun)nipuamH 3 BUxonom 62%.

Cragia 2: lMpomixHUI cynbgOoHINXnopua onep-
XyloTb i3 NpoaykTy cTtagii 1 npouenypoto npuknagy
18, cTagii 1-2.

Cragia 3: CknagHun metmnosun edip ogepxy-
10Tb i3 cynbdoHinxnopugy i wmetun 4-{2-[2-(2-
amiHoeTun)-1-6eHarigpun-5-xnop-1H-iHgon-3-
inleTokcn}beHsoaTy (cTagia 6, npuknag 1) npoueny-
poto npuknagy 1, ctagia 7 3 Buxogom 78%.

Cragia 4: MNpomixHy cnonyky, Wwo sBnsie cobot
cknagHunm edip, rigponisyloTb y BIiANOBIAHOCTI [0
cTagii 8 npuknagy 1, ogepxyroun 3asHayeHy B 3aro-
noBky kucnoty 3 BuxogomMm 89%. MC Bucokoro pospis-
HeHHa o6umcn. gns [CsgHasCloN3OsS-H] 712,14452,
3HangeHo 712,14420.

Mpuknag 76:
({[(5,6-anxnop-2-
[nipuaunHin)MeTun]cynbdoHintamiHo)etun]-1H-iHoon-
3-injeToken)beH3olHa kucnota

Cragis 1: 5,6-guxnop-3-nippanHmeTaHon
(1,0ekB.) nomilaloTb y ANXINOPMETaH i MepeMiyoThb
NPOTArOM HO4Yi 3 YOTUPLOXOPOMUCTUM  Byrneuem
(1,5eks.) i 1,3-6ic(andeHindocdiHo)nponaHom
(0,75ekB.). [lo po3unHy gopatTb edip, i pinbTpyBaH-
HA, 32 SKMM WOe KOHUEHTpyBaHHA inbTpaTy, Aae
5,6-anxnop-3-6pommeTunnipuanH 3 Buxogom 130%.

Crapia 2: lMpomikHUI cynbgOHINXnopua onep-
XyIOTb i3 NpoaykTy cTagii 1 npouenypoto npvknagy
18, cragii 1-2 3 Buxogom 81%.

Cragia 3: CknagHun metmnosun edip ogepxy-
10Tb i3 cynbdoHinxnopugy i wmetun 4-{2-[2-(2-
amiHoeTun)-1-6eHarigpun-5-xnop-1H-iHgon-3-
inJeTokcn}beHsoaty (cTagis 6, npuknag 1) npoueny-
poto npuknaay 1, ctagis 7 3 Buxogom 79%.

Cragia 4: MNpomixHy cnonyky, Wwo sBnsie coboto
cknagHunm edip, rigponisyloTb y BIiANOBIAHOCTI [0
cTagii 8 npuknagy 1, ogepxytoun 3asHayeHy B 3aro-
noBky kucnoty 3 Buxogom 109%. MC Bucokoro po3spi-
3HeHHs o6umcn. ansa [CagH32ClsN3OsS-H] 746,10554,
3HangeHo 746,10549.

Mpuknag 77: 4-{2-[1-6en3rigpun-5-xnop-2-(2-{[(3-
MeToKcnbeH3unn)cynbgoHinjamiHo}etun)-1H-ingon-3-
in] eTokcn} 6eH30MHa KucnoTa

Cragia 1: lMpomixHWI cynbgOHINXnopua opep-
Xyl0Tb 3 3-MeTOKCMBGeH3Mnopomiay npoueayporo npu-
knagy 18, cragii 1-2 3 Buxogom 68%.

Crapia 2: CknagHun meTurnoBun edip ogepxy-
10Tb i3 cynbdoHinxnopugy i wmetun 4-{2-[2-(2-
amiHoeTun)-1-6eHarigpun-5-xnop-1H-iHgon-3-
inleTokcun}beHsoaty (cTagis 6, npuknag 1) npoueny-
poto npuknaay 1, ctagis 7 3 Buxogom 68%.

Crapgia 3: MNpomixHy cnonyky, o sBnse coboto
cknagHum edip, rigponisyloTb y BIiANOBIAHOCTI A0
cTagii 8 npuknagy 1, ogepxytoumn 3asHayeHy B 3aro-
noeky aukucnoty 3 Buxogom 93%. MC Bucokoro pos-
pidHeHHs  obumcn. ans  [CsgH33CIsN20Os5S+Na]
731,1953, 3HangeHo 731,1947.

Mpuknag 78: 4-{2-[1-GeHasrigpun-5-xnop-2-(2-
{[(3,5-aumeTun6eH3un)cynbdoHin]amiHo}etun)-1H-
ingon-3-inJeTokcn}oeHsorHa kucnorta

Cragia 1: lMpomixHWI cynbgOHINXnopua onep-
XytoTb 3 3,5-gumeTunbeHsmnopomigy npoueayporo
npuknagy 18, cragii 1-2 3 Buxogom 38%.

Cragia 2: CknagHunm meTunoBuin edip ogepxy-
I0Tb i3 cynbdoHinxnopugy i metun 4-{2-[2-(2-

(6-xnop-3-

4-(2-{1-6eHarigpun-5-xnop-2-[2-
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amiHoeTun)-1-6eH3rigpun-5-xnop-1H-ingon-3-
inleTokcn}beHsoaTy (cTagis 6, npuknag 1) npoueny-
poto npuknagy 1, ctagia 7 3 sBuxogom 38%.

Cragis 3: MNpomixHy crnonyky, Lo siBnsie coboto
cknagHun edip, rigponi3ytoTb y BigNoBigHOCTI A0
cragii 8 npuknagy 1, ogepXyroun 3asHayeHy B 3aro-
NOBKY AMKMCIOTY 3 Buxogom 88%. m/z (M-1) 705,0.
MC BMICOKOTO PO3pi3HEHHS o6umcr. ans
[C41H39CIN205S-H] 705,21954, 3HangeHo 705,21916.

Mpuknag 79: 4-{2-[1-6en3rigpun-5-xnop-2-(2-{[(2-
MeTun6eH3un)cynbdoHinjamiHo}etun)-1H-iHgon-3-
inJeTokcn}beH3onHa knucnota

Cragia 1: lMpomikHUI cynbgOHINXNopua onep-
XylTb 3 2-meTunbeH3unbpomigy npouenypor Mnpuk-
nagy 18, cragii 1-2 3 Buxogom 35%.

Cragia 2: CknagHuin meTunoBun edip ogepxy-
0Tb i3 cynbdoHinxnopugy i metun 4-{2-[2-(2-
amiHoeTun)-1-6eH3rigpun-5-xnop-1H-iHaon-3-
inleTokcun}beHsoaTy (cTagis 6, npuknag 1) npoueny-
poto npuknaagy 1, ctagis 7 3 Buxogom 35%.

Cragia 3: MNpomixHy cnonyky, wo sense coboro
ckrnagHun edip, rigponisytoTb y BiAMOBIOHOCTI 40
cragii 8 npuknagy 1, ogepXyroun 3asHayeHy B 3aro-
nosky agukucnoty 3 suxogom 90%. m/z (M-1) 691,0.
MC BMICOKOTO PO3pi3HEHHS o6umcrn. ans
[C40H37CIN205S-H] 691,20389, 3HarngeHo 691,20350.

Mpuknag 80: 4-{2-[1-6eHarigpun-5-xnop-2-(2-
{[(2,6-gnxnopbeHann)cynbdoHinjamiHo}eTun)-1H-
ingon-3-injeTokcn}6eH3orHa kucnota

Cragia 1: lMpomikHMI CynbgOHINXNopua onep-
XytloTb 3 2,6-gnxnopbeH3unbpomigy npouenyporo
npuknagy 18, ctagii 1-2 3 Buxogom 3%.

Cragia 2: CknagHun metunoBun edip ogepxy-
I0Tb i3 cynbgoHinxnopugy i metun 4-{2-[2-(2-
amiHoeTun)-1-6eH3rigpun-5-xnop-1H-iHoon-3-
inleTokcun}beH3oaTy (cTagis 6, npuknag 1) npoueny-
poto npuknaay 1, ctagis 7 3 Buxogom 3%.

Cragia 3: MNpomixHy cnonyky, o ABnse coboto
cknagHun edpip, rigponisyloTbe y BignNoBigHOCTI A0
ctagii 8 npuknagy 1, ogepXyruM 3asHayeHy B 3aro-
NOBKY AUKMCIOTY 3 BUxoaomM 92%. m/z (M-1) 745,0.

Meton C

CICH;-30,C1
Et;N aﬁo mpu,u
AUTEA/ MDA
ClCHrSOIC] (@
Hacud. NaHCO,
CH,Cl,
DWTI'OI

[MpOMiXKHMI aMiH, CUHTE30BaHUN 3 BUKOPWUCTaH-
HAM meToay A, 06pobnsaTb XMOPMETUNCYNbAOHINX-
nopugom B ymosax LLoTT i BaymaHna, abo B 6e3Boa-
HUX YMOBax 3 OPraHiyHOI OCHOBOI, OAEPXKYHuUN
MPOMiXKHY CMOMyKy, LU0 SiBMSiE COBOK XMOPMETUnCy-
nbgoHaMig. [laHy NpoMiXXHY CnofyKy MoxxHa o6pobu-
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TV pisHUMKU Hykneodinamm B OM®PA B MpUCYTHOCTI
npuaaTHUX opraHivyHmux OCHOB, N,N-

diisonponinetTunamidy, TpueTunaminy i T.4., i Harpitm
00 NOBHOrO 3aBeplUeHHs peakuii. [MoTim oTpumaHi B
pe3ynbTaTi NPOMiKHI CMONYKW rigponisytoTb, ogepXxy-
HOYM KiHLEBY CMOMyKY.

Y npvBeAeHuX HWXKYe NpuKnagax CUHTE3 MpoBO-
AsTb no metoay C: npuknagm 81-86 i 118-121.

Mpuknag  81:  4-(2-{1-6eHsrigpun-5-xnop-[2-
({[(deHincynbdaHin)meTuncynbdoHintamiHo)etun]-
1H-ingon-3-in}eTokcn)beH30MHa KucnoTa

3a3HayeHy B 3arornoBKy CMOMNyKy CUHTe3YIoTb, K
nokasaHo B meTtogi C.

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-ingon-3-injeTokcn}oeHsoaty
(ctagia 6, npuknag 1) [odarTb XopMmeTaHcynbdo-
Hinxnopua npouegypoto npuknagy 1, cragis 1, ogep-
XKyHun NpoaykT i3 Buxoaom 99%.

Cragisa 2: o metun 4-{2-[1-6eHarigpnn-5-xnop-2-
(2-{[(xnopmeTun)cynbdoHin] amiHo}etnn)-1H-iHgon-
3-inJeTtokcm}beHsoaty (0,080M, 1,0eks.) i i3o-Pr.NEt
(3,4exB.) B N,N-aumetundopmamigi gogatwTb Tiode-
Hon (2,1-2,5ekB.) i cymiw nepemiwyoTs npu 120°C
npotsrom 3,5 gHiB. PeakuiiHy cymiw po3baBnsioTb
EtOAc i npoMmuBaloTb BOAOK i HACUYEHUM PO3YNMHOM
coni. O6'egHaHy opraHiyHy a3y cywaTtb Hag Cynb-
¢daToM MarHito 1 oumLLaoTb reLu-xpomartorpadgieto.

Crapia 3: MNpomixHy cnonyky, o sBnse coboto
cknagHum edip, rigponisyloTb y BIiANOBIAHOCTI [0
cTagii 8 npuknagy 1, ogepxytouun 3asHayeHy B 3aro-
noeky kucnoty 3 BuxogoMm 93%. m/z (M-1) 709,11.
MC BMCOKOTO PO3pi3HEHHS obumcn. ans
[C39H35CIN205S,-H] 709,16031, 3HangeHo
709,15999.

Mpuknag 82: 4-(2-{1-6eHarigpun-5-xnop-2-[2-
(2,6-gnmeTundeHincynbdaHin-
MeTaHcynbgoHinamiHo)etun]-1H-ingon-3-
in}eTokcn)beH30nHa KucnoTa

Cragia 1: Jo meTtun 4-{2-[1-6eHsrigpnn-5-xnop-2-
(2-{[(xnopmeTnn)cynbgoHinjamiHo}eTun)-1H-iHaon-3-
inleTokcn}beHsoaTty, npuknag 81, cragia 1, gogawTb
2,6-gumeTunTiopeHon npouenypor npuknagy 81,
cTagida 2. Mpoaykt ounLlalTb dnew-
xpomartorpadieto 3 BUKOPUCTaHHAM cymiwi 25%
EtOAc/rekcaH 3 Buxoaom 32%.

Crapgia 2: MNpomixHy cnomnyky, o sBnse coboto
cknagHum edip, rigponisytloTe y BiAMOBIAHOCTI A0
ctagii 8 npuknagy 42, ooepXKyoumn 3a3HayeHy B 3aro-
nosky kucnoty 3 suxogom 80%. m/z (M-1) 751,0. MC
BMCOKOro po3pidHeHHst o6umcn. ans [CaiHzgCIN,OsS,-
H] 737,19161, 3HangeHo 737,19128.

Mpuknag 83: 4-(2-{1-6eHasrigpun-5-xnop-2-[2-(2-
MeTokcndeHincynbdaHin-
MeTaHcynbgoHinamiHo)eTun]-1H-ingon-3-
in}eTokcn)beH30nHa KucnoTa

Cragia 1: Jo meTtun 4-{2-[1-6eHsrigpnn-5-xnop-2-
(2-{[(xnopmeTun)cynbdoHinjamiHo}etnn)-1H-iHaon-3-
inleTokcn}beHsoaTty, npuknag 81, cragia 1, nogawTb
2-meTokcuTioheHon npoueaypoto npuknagy 81, cra-
Aia 2. MpoaykT ounwaoTb dreLl-xpomatorpadieto 3
BuKopuctaHHsam cymiwi 30% EtOAc/rekcaH 3 Buxo-
aom 36%.

Cragia 2: MNMpomikHy crnonyky, Wo sBfAsie coboto
cknagHun edpip, rigponisyloTb y BignNoBigHOCTI A0
ctagii 8 npuknagy 42, ogepXyuun 3asHayeHy B 3aro-
noBKy kucnoty 3 Buxogom 94%. m/z (M-1) 753,3. MC
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BMCOKOrO po3pi3HeHHst 06umcn. ans [CaoH37CIN2O6S2-
H] 739,17088, 3HangeHo 739,17052.

Mpuknag 84: 4-(2-{1-6enasrigpun-5-xnop-2-[2-(2-
Xrop-6-
MeTundeHincynsgaHinMmeTaHcynbgoHinamiHo)etun)-
1H-ingon-3-in}eTokcn) 6eH3onHa KucnoTa

Cragia 1: Jo meTtun 4-{2-[1-6eHsrigpnn-5-xnop-2-
(2-{[(xnopmeTun)cynbdoHinjamiHo}etnn)-1H-iHaon-3-
inleTokcn}beHsoaTty, npuknag 81, cragia 1, gogawTb
2-xnop-6-meTunTiopeHon npouenypoto npuknagy 81,
cTagid 2. Mpoaykt ovynLalTb dnew-
XpomaTtorpadieto 3 BUKOPUCTaHHAM cyMiwi  25%
EtOAc/rekcaH 3 Buxoaom 46%.

Cragia 2: MNpomixkHy cnomnyky, Wwo sBnsie coboto
ckrnagHun edip, rigponisytloTb y BiAMOBIOHOCTI 40
ctagil 8 npuknagy 42, ogepxyymn 3a3HayeHy B 3aro-
nosky kucnoty 3 suxogom 100%. m/z (M-1) 771,2.
MC BMCOKOrO PO3Pi3HEHHS o6umcn. ansi
[C40H36C|2N20552-H] 757,13699, 3HaV|ﬂ,8HO
757,13730.

Mpuknag 85: 4-(2-{1-6ensrigpwn-5-xnop-2-[2-
(3,5-anxnopdeHincynedaHin-
MeTaHcynbgOoHinamiHo)etun]-1H-ingon-3-
in}eTokcn)beH30nHa KMcnoTa

Cragisa 1: o meTtun 4-{2-[1-6eHsrigpnn-5-xnop-2-
(2-{[(xnopmeTun)cynbdoHinjamiHo}etnn)-1H-iHaon-3-
inleTokcun}beHsoaTty, npuknag 81, cragia 1, gogarTb
3,5-auxnopTiocbeHon npoueaypol npuknagy 81,
cTagis 2. MpoaykT ounLaTb dnew-
XpomaTtorpadielo 3 BUKOPUCTaHHAM cymiwi  25%
EtOAc/rekcaH 3 Buxogom 40%.

Cragia 2: MNpomixHy cnomnyky, Wwo sBnsie cobot
ckrnagHun edip, rigponisytoTb y BiAMOBIAHOCTI A0
ctagii 8 npuknagy 42, oaepxyoumn 3asHayeHy B 3aro-
NOBKy kucnoty 3 suxoaom 98%. m/z (M-1) 793,2. MC

BUCOKOIro PO3pi3HEHHS obuucn. onga
[C39H33C|3N20552-H] 777,08237, 3Hal7|,ﬂ.eHO
777,08159.

Mpuknag 86: 4-(2-{1-6eHsrigpun-5~xnop-2-[2-
(3,4-

AnNMeToKcudeHincynbgaHinMmeTaH-
cynbdoHinamiHo)etun]-1H-iHgon-3-
in}eTokcn)beH30MHa KucnoTa

Cragis 1: Jo meTtun 4-{2-[1-6eH3rigpnn-5-xnop-2-
(2-{[(xnopmeTun)cynbdoHin] amiHo}etnn)-1H-iHoon-
3-inJeTokcu}beHsoaty, npuknag 81, cragia 1, gopa-
10T 3,4-OMMeToKCUTIOhEeHON NpoLeayporo nNpuknagy
81, «crapgia 2. [lpogykTt ouuwawTs ¢new-
xpomaTtorpadielo 3 BUMKOpPUCTaHHSAM cyMiwi  35%
EtOAc/rekcaH 3 Buxoaom 40%.

Cragis 2: MNpomixHy crnonyky, Wwo sBnsie coboto
cknagHun edip, rigponisyloTb y BiANOBIQHOCTI A0
cTagii 8 npuknaay 42, ogepxylodm 3a3HaveHy B 3aro-
NoBKy kucnoty 3 Buxogom 99%. m/z (M-1) 783,3. MC
BMCOKOrO po3pi3HeHHst o6umcn. ansa [CaiHzgCIN2O7S,-
H] 769,18144, sHangeHo 769,18120.

MeTton D
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CICH,CH;S0,C1

EtN abo nipwaun JHNEA/IM®DA
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[MpomikHU aMiH, CMHTe30BaHWA 3 BUKOPUCTaH-
HAM meTogy A, obpobnsaTb xnopetaHcynbdOHINX-
nopugom y 6e3BogHMX ymoBax B NPUCYTHOCTI OpraHi-
YHOI OCHOBW, OZEPXKYHYM MNPOMIXKHY CMOMNYyKy, LWO
AaBnse cobow BiHiNcynboHaMia. [daHy npoMixkHy
CMosnyKy MOXHa obpobuTn pisHMMK Hykneodinamu B
OM®A B npucyTHOCTI nNpuaaTHOI OpraHivyHOi OCHOBM,
ocHoBu Hunigs, TpyeTunaminy i T.4. i HarpiTy go nos-
HOro 3aBeplueHHs peakuii. OTpumaHi B pesynbTari
NPOMDKHI CMOMNYKNU NOTIM FiApOni3yloTb, OAEPXKYHUN
KiHLIeBY CMOMNyKYy.

Y npvBeAeHuX HWXK4Ye Npuknagax CUHTE3 MpoBO-
aate no metony D: npuknagu 87-99 i 100-105, 113-
117, 122-125i 139.

Mpuknag 87: 4-(2-{1-6eHasrigpun-5-xnop-2-[2-(2-
MopdooniH-4-ineTaHcynbdoHinamiHo)etun]-1H-ingon-
3-injeTtoken) 6eH3onHa kncnota

3a3HayeHy B 3arornioBKy CMOMNyKy CUHTe3YloTb, SK
nokasaHo B metogai D.

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
©eHarigpun-5-xnop-1H-ingon-3-injeTokcn}6eHsoaty
(0,16M, 1,0ekB.), cTagia 6, npuknag 1, i TpueTnnami-
Hy (2,3ekB.) y TI® no kpannax pJopawTb 2-
xnopetaHcynbgoHinxnopua (1,2eks.). Yepes 4 roau-
HU CyMill BWMMBaOTb Y HACUYEHWA PO3YMH COMnu 1
ekcTparytoTb EtOAc. O6'egHaHy opraHiyHy a3y cy-
waTb Haj cynbdaTtoM MarHilo M O4MLLa0Tb KONOHKO-
BOK XpomaTorpacieto, ooepxytuun BiHINCynbgoHa-
Mif 3 Buxopgom 75%.

Crapia 2: o npoaykty 3i cTagii 1 B 1-nponaHoni
aofaTb MopdoniH. Yepes 5 roguH peakuiiHy cymiLu
BMNAapHOIOTb JOCyXa i NOTIM MOBTOPHO PO3YMHAIOTbL Y
EtOAc. OpraHiyHy a3y npomMuBalTb HacUYeHUM
pPO34YMHOM COfi, CylaTb Hag cynbdaTtoM MarHito n
OUMLLAIOTE KONMOHKOBOK XpoMaTorpadieto, oaepxyto-
yn BGaxaHui cknagHUin MeTunosui edip 3 BUXOAOM
89%.

Crapgia 3: MNpomixHy cnonyky, o sBnse coboto
cKknagHum edip, rigponisytoTe y BignoBigHOCTI A0
cragii 8 npuknagy 1, ogepyroun 3asHayeHy B 3aro-
noeky kucnoty 3 suxogoMm 89%. m/z (M-1) 702,17.
MC BMCOKOrO PO3pPi3HEHHS obuwncn. ans
[C38H40C|N3065-H] 700,2535, 3H8IZA€HO 700,22500.

Mpuknag 88: 4-(2-{1-6eHarigpun-5-xnop-2-[2-(2-
nipason-1-inetaHcynbgoHinamiHo)etnn]-1H-ingon-3-
in}eTokcu) 6eH3onHa KucnoTa

Cragia 1: aHy cnonyky ofepXylTb 3 BUXOOOM
90% i3 npomikHOI cnonyku npuknagy 87, ctagia 1 i
1H-nipa3ony npoueanypoto npuknagy 87, cragia 2, 3a
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BMHATKOM TOro, WO cymiw HarpiBatoTb npu 80°C npo-
TArom 18 roguH.

Cragia 2: MNpomixHy crnomnyky, o sBnsie coboto
cknagHun edip, rigponi3ytoTb y BignoBigHOCTI A0
cragii 8 npuknagy 1, ogepyroun 3asHayeHy B 3aro-
NOBKY Kucnoty 3 BuxodoMm 61%. m/z (M-1) 681,24.
MC BVICOKOTO PO3pi3HEHHS o6umcn. ans
[C37H33CIN4OsS-H] 681,19439, 3HangeHo 681,19407.

Mpuknag 89: 4-(2-{1-6eHsrigpun-5-xnop-2-[2-(2-
deHinamiHoeTaHcynbdoHinamiHo)etnn)]-1H-iHgon-3-
in}eTokcu) 6eH3oMHa KucnoTa

Cragia 1: JaHy cnonyky OAepXylTb 3 BUXOOOM
50% i3 npomikHOI cnonyku npuknagy 87, ctagia 1 i
aHiniHy npouenypoto npuknagy 87, cragisa 2, 3a BUHS-
TKOM TOro, Lo cyMmiw HarpisatoTe npu 80°C npotarom
8 OHiB.

Cragia 2: MNpomixHy cnomnyky, o ABnsie coboto
cknagHuin edip, rigponisytoTb y BigNOBIgHOCTI A0
ctagii 8 npuknagy 1, ogepxyrouu 3asHayeHy B 3aro-
noBky kucnoty 3 BuxogoMm 98%. m/z (M-1) 706,26.
MC BMCOKOrO PO3pi3HEHHS obuwncn. ans
[C4oH38CIN3OsS-H] 706,21479, 3HangeHo 706,21452.

Mpuknag 90: 4-(2-{1-6eHarigpun-5-xnop-2-[2-({[2-
(1,4-piokca-8-a3acnipo[4.5]0ek-8-
in)etun]cynedoHin}amiHo)etnn]-1H-iHgon-3-
in}eTokcu) 6eH3oMHa KucnoTa

Crtagia 1: [aHy cnonyky ogepxyioTb 3 BUXOOOM
82% i3 npomikHOI cnonyku npuknagy 87, ctagia 1 i
1,4-piokca-8-a3acnipo[4.5]aekaHy npoueaypor npuk-
nagy 87, ctagia 2, 3a BUHSATKOM TOrO, LIO Cymill ne-
peMilyloTb MPOTArOM HOMi.

Cragia 2: MNpomixHy cnomnyky, o ABnsie coboto
cKknagHun edip, rigponisytoTb y BiAMOBIAHOCTI A0
ctagii 8 npuknagy 1, ogepyroun 3asHayeHy B 3aro-
noeky kucnoty 3 suxogom 100%. m/z (M-1) 756,2.
MC BUCOKOro PO3pPi3HEHHS obuuncn. ansa
[C41H44C|307S-H] 756,25157, 3Ha|7|,quo 756,25142.

Mpuknag 91: 4-[2-(1-6ensrigpun-5-xnop-2-{2-[({2-
[4-(2-nipnanHin)-1-
ninepasuHinletun}cynbgoHin)amiHoleTun}-1H-iHgon-
3-in)eTokcn]6eHs3onHa kucnoTa

Cragia 1: JaHy cnonyky ofepXylTb 3 BUXOOOM
86% i3 npomixHoi cnonyku npuknagy 87, ctagia 1i 1-
nipuanH-2-in-ninepasuHy npoueaypoto npuknagy 87,
cTagia 2, 3a BUHATKOM TOrO, L0 CyMill NepeMillyroTb
NPOTArOM HOUi.

Cragia 2: MNpomixHy cnomnyky, Wwo sBnsie coboto
cknagHun edpip, rigponisyloTb y BignoBigHOCTI A0
ctagii 8 npuknagy 1, ogepXyrouu 3asHayeHy B 3aro-
nosky kucnoty 3 suxogom 100%. m/z (M-1) 776,2.
MC BUCOKOro PO3Pi3HEHHS obuuncn. ans
[C43H44CINsOsS-H] 776,26789, 3HarnaeHo 776,26750.

Mpuknag 92: 4-(2-{1-6eHarigpun-5-xnop-2-[2-({[2-
(1H-1,2,4-Tpuason-1-in)etnn]cynboHintamiHo)etun]-
1H-ingon-3-in}eTokcn)beH3onHa KucnoTa

Cragia 1: aHy cnonyky OfepXylTb 3 BUXOOOM
64% i3 npomixHOi cnonyku npuknagy 87, ctagia 1 i
1H-[1,2,4]tpnasony npouenypoto npuknagy 87, cta-
4is 2, 32 BUHATKOM TOro, O CyMill KMA'ATSATb 3i 3BO-
POTHUM XONOAWUSbHUKOM NPOTSArom 4 AHiB.

Cragia 2: MNpomixHy cnomnyky, o sBnsie coboto
cknagHum edip, rigponisyloTb y BIiANOBIAHOCTI A0
cragii 8 npuknagy 1, ogepXyrouM 3asHayeHy B 3aro-
noeky kucnoty 3 Buxogom 100%. m/z (M-1) 682,1.
MC BMICOKOTO PO3pi3HEHHS obuucr. ansi
[C36H34CINsO5S-H] 682,18964, 3HanaeHo 682,18964.
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Mpuknag 93: 4-(2-{1-6eHarigpun-5-xnop-2-[2-({[2-
(3,5-aumeTun-1H-nipason-1-
in)eTun]cynedoHin}amiHo)etnn]-1H-iHgon-3-
in}eTokcn)beH30MHa KucnoTa

Cragia 1: [aHy cnonyky ogepxyloTb 3 BUXOOOM
95% i3 npomixHOI cnonyku npuknagy 87, cragia 1 i
3,5-anmeTun-1H-nipasony npoueaypoto npuknagy 87,
cTagia 2, 3a BUHATKOM TOrO, WO CYMill KUM'ATATb 3i
3BOPOTHUM XOOAUITBHUKOM NPOTAroM 24 rofmH.

Crapgia 2: MNpomixHy cnonyky, Wwo sBnsie cobot
cknagHuin edip, rigponisytoTe y BignoBigHOCTI A0
cTagii 8 npuknagy 1, ogepxytoun 3asHayeHy B 3aro-
NOBKY KMCnoTy 3 Buxoaom 62%. m/z (M-1) 709,2. MC
BMCOKOrO po3pidHeHHs obumcn. ansa [CzgH3zaCIN4OsS-
H] 709,22569, sHangeHo 709,22532.

Mpuknag 94: 4-(2-{1-6eHarigpun-5-xnop-2-[2-({[2-
(3-meTnn-1H-nipason-1-
in)eTun]cynedoHin}amiHo)etnn]-1H-iHgon-3-
in}eTokcn)beH30MHa kucnoTa

Crapia 1: JaHy cnonyky OfepXylTb 3 BUXOOOM
88% i3 npomixHoi cnonykn npuknagy 87, ctagia 11 3-
meTun-1H-nipasony npouenypoto npuknagy 87, cra-
Ai9 2, 32 BUHATKOM TOrO, WO CyMiW NepemiwyoTb
NPOTArOM HOMi.

Cragia 2: MNpomixHy cnonyky, Wwo sBnse cobot
cknagHuin edip, rigponisytoTb y BignoBigHOCTI A0
cragii 8 npuknaay 1, 3a BUHATKOM TOro, wo pH pery-
noTb Ao 4-5, oAepXKylYM 3asHayeHy B 3arorioBKy
kncnoty 3 Buxogom 86%. m/z (M-1) 695,2. MC Buco-
KOro pospisHeHHsa obumcn. ana [CagHz7CIN4OsS-H]
695,21004, 3HaraeHo 695,20951.

Mpuknag 95: 4-(2-{1-6eHarigpun-5-xnop-2-[2-({[2-
(4-meTtnn-1H-nipason-1-
in)eTnn]cynesdgoHin}amiHo)etnn]-1H-iHgon-3-
in}eTokcn)beH30MHa KucnoTa

Cragia 1: [daHy cnonyky oaoepxyloTb 3 BUXOOOM
81% i3 npomixHoi cnonyku npuknagy 87, ctagia 11 4-
meTun-1H-nipasony npouenypoto npuknagy 87, cra-
4is 2, 32 BUHATKOM TOro, WO CYMill KUM'ATATb 3i 3BO-
POTHMM XONOAMITbHUKOM MPOTAroM 2 OHiB.

Crapgia 2: MNpomixHy cnomnyky, o sBnsie cobot
cKknagHun edip, rigponisytoTb y BiANOBIAHOCTI A0
cragii 8 npuknaay 1, 3a BUHATKOM TOro, Wwo pH pery-
noTb 0o 4-5, ogepxyun 3asHaydeHy B 3arorioBKy
kucnoty 3 Buxogom 93%. m/z (M-I) 695,2. MC Buco-
Koro pospisHeHHsa obumcn. ana [CagHz7CIN4OsS-H]
695,21004, 3HaraeHo 695,20954.

Mpuknag 96: 4-[2-(1-6ensrigpun-5-xnop-2-{2-[({2-
[(2R,6S)-2,6-gumeTun-1-
ninepuauHin]etun}cynbdoHin)amiHoletnn}-1H-iHgon-
3-in)eTokcn]6eHs3oMHa kucnoTa

Cragia 1: [daHy cnonyky oaoepxyloTb 3 BUXOOOM
54% i3 npomikHOI cnonyku npuknagy 87, ctagia 1 i
2,6-gumeTunninepuauHy npouenypoto npuknagy 87,
cTagia 2, 3a BUHATKOM TOro, WO CYyMill HarpiBawTb
npu 70°C npoTAromM Houi.

Crapgia 2: MNpomixHy cnomnyky, o sBnsie cobot
cKknagHun edip, rigponisytoTe y BigNOBIAHOCTI A0
cragii 8 npuknaay 1, 3a BUHATKOM TOro, Wwo pH pery-
noTb 0o 4-5, ogepxyoun 3asHaydeHy B 3arorioBKy
kucnoTy 3 Buxogom 79%. m/z (M-l) 726,3. MC Buco-
Koro pospisHeHHsa obumcn. ana [CaiHaeCIN3OsS-H]
726,27739, 3HangeHo 726,27720.

Mpuknag 97: 4-(2-{1-6eHarigpun-5-xnop-2-[2-({[2-
(2-Tiokco-1-imigasoniguHin)
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eTtun]cynbgoHintamido)etun]-1H-iHgon-3-
in}eTokcn)beH30MHa KucnoTa

Cragia 1: JaHy cnonyky ofepXylTb 3 BUXOOOM
17% i3 npomixHoi cnonykn npwknagy 87, crapgis 1 i
imigasoniguH-2-TioHy npouegypot npuknagy 87,
cTagisa 2, 3a BMHATKOM TOrO, WO CyMill KAM'ATATb 3i
3BOPOTHUM XONOAMITBHUKOM NPOTArom 3 AHIB.

Cragia 2: MNpomixHy cnomnyky, o ABnsie coboto
cKkrnagHun edip, rigponi3ytloTb y BIiAMOBIAHOCTI A0
ctagii 8 npuknaay 1, 3a BUHATKOM TOro, Wwo pH pery-
noTb 0o 4-5, ogepXyoum 3asHayeHy B 3arofioBKy
kucnoty 3 suxogomM 88%. m/z (M-1) 715,3. MC Buco-
Koro pospisHeHHA o6umcn. ansa [Cs7Hsz7CIN4OsS-H]
715,18211, 3HangeHo 715,18161.

Mpuknag 98: 4-(2-{1-6eHarigpun-5-xnop-2-[2-({[2-
(1,3-TiazoniguH-3-in)eTun]cynbdoHin}amiHo)eTnn]-
1H-ingon-3-in}eTokcn)beH3onHa KucnoTa

Crtagia 1: [aHy cnonyky ogepxyioTb 3 BUXOOOM
33% i3 npomixHoi cnonyku npuknagy 87, ctagia 1 i
TiasonignHy npoueaypoto npuknagy 87, crtagia 2, 3a
BUHATKOM TOrO, WO CYMill KMM'ATATb 3i 3BOPOTHUM
XONOANINBHUKOM NMPOTArOM HOMi.

Cragia 2: lNpomixkHy cnomnyky, Wwo sBnsie coboto
cKkrnagHun edip, rigponi3ytloTb y BiAMOBIAHOCTI A0
ctagil 8 npuknaay 1, 3a BUHATKOM TOro, Wwo pH pery-
noTb 0o 4-5, ogepxyoum 3asHayeHy B 3arofioBKy
kucnoty 3 Buxogom 93%. m/z (M-1) 702,3. MC Buco-
Koro po3pisHeHHa obuucn. ana [Cs7H3sCIN3OsS,-H]
702,18686, 3HangeHo 702,18659.

Mpuknag 99: 4-(2-{1-6enasrigpun-5-xnop-2-[2-(2-
[1,2,3]Tpnason-1-inetaHcynbdoHrinamiHo)etun]-1H-
iHoon-3-injetokcn) 6eH3omnHa KucrnoTa

Cragia 1: JaHy cnonyky ofepXylTb 3 BUXOOOM
23% i3 npomixHoi cnonyku npuknagy 87, ctagia 1 i
1H-[1,2,3]tpuasony npouenypoto npuknagy 87, cra-
4is 2, 32 BUHATKOM TOro, O CyMill KMM'ATSATb 3i 3BO-
POTHMM XOMOAMITbHUKOM NPOTAroM 5 AHiB.

Cragia 2: MNpomixHy cnomnyky, o aBnse coboto
cknagHun ecpip, rigponisyloTb y BignosigHOCTI A0
ctagii 8 npuknaay 1, 3a BUHATKOM TOro, wo pH pery-
noTb 0o 4-5, ogepXKyloun 3asHayeHy B 3arofioBKY
kmucnoty 3 Buxogom 100%. m/z (M-1) 682,0. MC Bu-
cokoro po3spisHeHHst obumncn. ans [CasHzaCINsOsS-H]
682,18964, s3HangeHo 682,18933.

Mpuknag 100: 4-(3-{1-6eHsrigpun-5-xnop-2-[2-(2-
MopdoniH-4-ineTaHcynbgoHinamiHo)eTun]-1H-ingon-
3-in}nponin) 6eH3orHa knucnoTa

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-injnponin}beH3oaty
ctagia 6, npuknag 42 (0,16M, 1,0eks.) i TpuetTunami-
Hy (2,3ekB.) y TI® no kpanngx pJjogawTb 2-
xnopetaHcynboHinxnopua (1,2eks.). Yepes 4 roan-
H/ CyMill BUNNBAKOTb Y HACWYEHUIN PO3YMH CONu W
ekcTparytoTb EtOAc. O6'egHaHy opraHiyHy a3y cy-
waTb Haj cynbdaTtoM MarHito 1 O4YULLIAITb KONOHKO-
BOK XpomaTorpacpieto, ooepxy4un BiHINCynbgoHa-
Mig.

Cragia 2: Jo npoaykty 3i cTagii 1 B 1-nponaHoni
aofaTb MopdponiH. Yepes 5 roguH peakuiniHy cymiLu
BMNAapPHOOTb J0OCYyXa i NOTIM MOBTOPHO PO3YMHSIOTH B
EtOAc. OpraHiyHy a3y npomuBalTb HacUYEHUM
pPO34YMHOM COnfi, CylwaTb Hag cynbdaTtoM MarHito n
OYMLLIAI0Tb KONMOHKOBOK XpoMaTorpadi€eto, oaepxyto-
4n BGakaHun cknagHum MeTUNoBun ecdbip 3 BUXOOOM
100%.
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Cragia 3: MNMpomikHy crnonyky, Wo sBfAsie coboto
cknagHun edip, rigponisytoTb y BignoBigHOCTI A0
ctagii 8 npuknagy 1, ogepxyrodu 3asHayeHy B 3aro-
noeky kucnoty 3 BuxogoMm 85%. m/z (M-1) 698,12.
MC BMCOKOrO pO3pi3HEeHHsI obumcn. ans
[C39H42CIN3O5S-H] 698,24609, 3HanaeHo 698,24581.

Mpuknag 101: 4-[3-(1-6eHsrigpun-5-xnop-2-{2-[2-
(2,6-gumeTmnninepmnanH-1-
in)eTaHcynbgoHinamiHoletun}-1H-ingon-3-
in)nponin]6eH3oiHa KucrnoTa

Cragia 1: [daHy cnonyky ogepxyloTb 3 BUXOOOM
59% i3 npomixHoi cnonyku npuknagy 100, ctagia 1 i
2,6-gumeTvnninepuanHy npoueaypoto npuknagy 100,
cTagia 2, 3a BMHATKOM TOrO, WO CyMill KMM'ATATb 3i
3BOPOTHUM XxonoaunbHukom npu 80°C npotsarom 1
noéu 17 rogvH.

Cragia 2: MNpomixHy cnonyky, Wwo sBnsie coboto
cknagHuin edip, rigponisyloTe y BignoBigHOCTI A0
cragii 8 npuknagy 1, ogepxyroun 3asHayeHy B 3aro-
NOBKY kucnoty 3 BuxogoMm 86%. m/z (M-1) 724,20.
MC BMCOKOrO PO3pPi3HEHHS obuuncn. ans
[C42H48CIN3O4S-H] 724,29813, 3HangeHo 724,29776.

Mpuknag 102: 4-[3-(1-6eHsrigpun-5-xnop-2-{2-[2-
(3,5-aumeTmnnipason-1-
in)eTaHcynbgoHinamiHoletun}-1H-iHgon-3-
in)nponin]6eH3oiHa KucrnoTa

Cragia 1: OaHy cnonyky ogepxXytoTb 3 KifbKiCHUM
BMXOOOM i3 NPOMDKHOI cnonyku npuknagy 100, ctagis
11 3,5-anmeTnn-1H-nipasony npoueaypoto npuknagy
100, cTagia 2, 3a BUHATKOM TOrO, O CYMill KUM'ATATb
3i 3BOpPOTHUM xonoaunbHukom npu 80°C npoTtsarom 1
noobn.

Cragia 2: MNpomixHy cnonyky, o sBnsie cobot
cknagHun edip, rigponisyloTb y BiANOBIgHOCTI A0
cragii 8 npuknagy 1, ogepxyroun 3asHayeHy B 3aro-
noeky kucnoty 3 suxogoMm 89%. m/z (M-1) 707,16.
MC BMCOKOrO PO3pPi3HEHHS obuwncn. ans
[C40H41C|N404S-H] 707,24642, 3Hal7I,D,eHO 707,24597

Mpuknag 103 i 104: 4-(2-{1-6eHsrigpun-5-xnop-2-
[2-(2-TeTpason-2-ineTaHcynbgoHinamido)etun]-1H-
iHgon-3-injeTtokcm)beH3onHa  kucnota i 4-(2-{1-
6eHarigpun-5-xnop-2-[2-(2-tetpason-1-
ineTaHcynbdoHinamiHo)eTtun]-1H-ingon-3-
in}eTokcn)beH30MHa KucnoTa

Cragia 1: Cywmiw wmetunosoro edipy 4-{2-[1-
6eHasrigpun-5-xnop-2-(2-eteHcynboHamiHoeTnn)-
1H-ingon-3-inJeToken}beHsonHoi  kucnotn  (0,2M,
1,0ekB.), 1H-tetpasony (4,0ekB.) i i30-Pr,NEt
(4,3ekB.) B 1-nponaHoni KMN'ATATb 3i 3BOPOTHUM XO-
NOAMNBHUKOM MNPOTAroM Hodi. Cymill BMnaproTb
gocyxa i notim NnoBTOpHO po3unHsaTb y EtOAc. Op-
raHiyHy ¢asy npommBaloTb BOAOK i HACMYEHUM PO3-
YMHOM cofi, cywaTb Hag Cynbdatom MarHito, o4u-
LaTb KOMOHKOBOK XpomaTorpadieto, OAepXKyro4un
aBa isomepu 3 Buxogamu 41% i 52% BignosigHo.

Cragisa 2: INpomixHi cnonyku, Wwo SBnsoTb COO00
cKknagHun edip, rigponisytoTb y BigNOBIAHOCTI A0
ctagii 8 npuknagy 1, 3a BUHATKOM TOro, o pH pery-
noTb A0 4-5, oaepXKyoun 3a3HayeHi B 3aronoBky
KMCNoTw, 4-(2-{1-6eH3rigpun-5-xnop-2-[2-(2-
TeTpason-2-inetaHcynbgoHinamiHo)etun]-1H-ingon-
3-injeTokcn) 6GeH30MHY K1cnoTty 3 Buxogom 92%. m/z
(M-1) 683,3; 4-(2-{1-6eHsrigpun-5-xnop-2-[2-(2-
TeTpason-1l-inetaHcynbgoHinamiHo)etun]-1H-ingon-
3-in}eTokcn)beH3olHy kmucnoTty 3 Buxogom 83%. m/z
(M-1) 683,3. MC BuCOKOro po3pi3HeHHs1 obuncn. ans
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[CasH33CINsOsS-H] 683,18489, 3HangeHo 683,18458;
4-(2-{1-6eH3rigpun-5-xnop-2-[2-(2-teTpason-1-
ineTaHcynbgoHinamiHo)eTun]-1H-iHgon-3-
injeTokcn)oeH3onHy kucnoty 3 BuxogoMm 83%. MC
BMCOKOro po3pi3HeHHs1 obuncn. anst [CasHzsCINgOsS-
H] 683,18489, sHangeHo 683,18435.
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3amilleHy apoMaTu4yHy HIiTpocnonyky o6pobns-
I0Tb €TUIIoKCanaToM y NpuUCyTHOCTI Kanito abo HaTpito
B CMUPTOBOMY PO34YMHHUKY. OTpuUMaHui y pesynbrari
cknagHun edpip okcanaty obpobnstoTe npuaaTHUM
BiZHOBHWKOM, TaKMM SIK NOPOLLIOK 3ari3a, i OTpuMaHuin
y pesynbTaTi amiH niggaloTb UMKnisauii B iHAon npwm
peakuiiHux ymoBax. Kapbokcunat notim BigHOBIHO-
I0Tb  OyOb-AKMM  BiOHOBHWMKOM,  TNiTili-arntoMiHin-
rinpngom, DIBAL (agiizobyTnnaniominin rigpuaom) i
T.A. | CMPT, WO YTBOPUBCS B Pe3yrbTaTi, OKUCHAITb,
BMKOPUCTOBYIOUM Taki peareHTu, siK AioKCua mapraH-
uo, ymoBun CeepHa NMO/TPAP i T1.n. Oanun 2-
dopminiHgon noTiM ankinytTs 0O6POGKOK CUNBHOK
ocHoBoto, Tako sk Na/KHMDS, NaH, i T.4. i noTim
ankinylTb NpuaaTtHMM ranoreHigom. Anbgerig notim
00pobnATL HITPOMETAHOM | OCHOBOK, TakOK $K
aueTat aMoOHilo, 0OepXyUn NPOMIKHY BIiHINbHY HiT-
POCMONyKy, WO MOoxe OyTu BigHOBMEHa Pi3HNUMU areH-
Tamu, TakuMy K niTik-anomiHin-rigpug abo Zn(Hg)
amaneramoto B HCI. AmiH, Wo yTBOpPUBCA B pesyrb-
TaTi, cynbdOHINy0Tb, BUKOPUCTOBYIOUN CYIb(POHInX-
nopua y asoxdasHmx ymoax LLlota i bBaymaHna, abo B
HEeBOAHMX YMOBaX Yy MPUCYTHOCTI OpraHi4HOi OCHOBM.
[daHa npomixHa pe4yoBuHa mMoxe OyTu ankinosaHa 3
BiJHOBMNEHHAM Y nonoxeHHi C3 anbaerinom abo aue-
TaneMm nig pieto kucrnotm BpeHcTepga abo Jlbhwica,
Takoi sik TpMdTOPOLTOBA KMUCMOTA, i BigHOBHMKA, Ta-
Koro sik TpueTtuncunaH. OTpuMaHy B pesynbTarti npo-
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MiXXHY cnonyky rigponisytoTb ocHoBot, NaOH, KOH,
LiOH i cymiwiwio po34MHHKKIB, sIka BKIHOYae CnuprT,
BoAy i TeTparigpodypaH. Y HaBedeHUX HUXYe NpUK-
napgax 105-107 cuHTe3 3giricHIoTb No metoay E.

Mpuknag 105: 4-{2-[1-6eHsrigpun-6-xnop-2-(2-
deHinmeTaHcynbdoHin-amiHoeTnn)-1H-iHgon-3-
inJeTokcn}beH3orHa knucnoTa

Cragisa 1: Jo kanito (6,24r) B edipi Nnpu KiMHaTHIN
Temnepartypi gogatoTe etaHon (40mn, y 100mMn edi-
py), oieTunokcanat (27,85r, y 60mn edipy) i 4-xnop-
2-HiTpoTonyon (y 40mn edipy). PeakuiiHy cymiw
nepemillyloTb Npu KiMHaTHI TemnepaTypi NpoTsarom
15roA., nicnsa 4oro vae obpobka ynbTpa3BykoM Mpo-
TArom 7 rogviH i NOoTiM BUNMBaHHSA B xonogHy 1H HCI.
Micna HenTpanisadii BogHun wap ekctparytote EtOAC
i o6'egHaHi opraHiyHi Wapu NpoMMBaOTb HaCUYEHUM
po34nMHOM comnu i cywartk. [licna BunaproBaHHA He-
oumLLEHNI eTunoBuin edip 3-(4-xmnop-2-HiTpodeHin)-
2-0KCONpOoMioHOBOT KNCMNOTU Ge3nocepeaHbO BUKOPU-
CTOBYIOTb Ha HacCTynHin ctagii 6e3 noganbLIOro oun-
LLIEeHHS.

Cragia 2: 1o HeounweHoro etunosoro edipy 3-
(4-xnop-2-HiTpodeHin)-2-0KCoNpPOniOHOBOI  KMCINOTU
(151mmonb) y cymiwi etaHon: kpwxkaHa HOAc (1:1,
06./06., 560Mn) npu KiMHaTHI TeMnepaTypi goaalTb
nopoLloKk 3anisa (74,4r) i peakuiiHy cymiw nepemi-
LWYTb NPU KAM'ATIHHI 3i 3BOPOTHUM XONOAUNBHUKOM
npoTsrom 4 roguH. Cymiw inbTpyloTh | BUNapIooTh,
OfEPXKYlOYM ocaf, WO NepeposnodinAlTb Yy CyMilli
anxnopmeTtat/iH HCI. OpraHiyHui wap npommnsaTb
1H HCI, NaHCOg3 i HacnyeHMM PO34YMHOM COMK i Cy-
wartb. BunapioBaHHs, 3a 9KMM nOe Kpuctanisauid
(OXM), pae etunosuin edip 6-xnop-1H-iHoon-2-
KapOOHOBOI KMCMNOTU Y BUMMSAI TBEPAOI SICHO-KOBTOT
peuoBuHu (16,8r, 50% 3a Asi cTagii).

Cragia 3: [lo etunosoro edipy 6-xnop-1H-iHgon-
2-kapboHoBoi kucnotu (8,57r) y TI'® npm 0°C no kpa-
nnsx 4odaloTb PO34unH niTik-antomiHin-rigpugy (1M, y
Tr®) i peakuiiHy cymiw nepemiwyoTe npotsarom 3,5
roguH. Cymiw racate H,O, 15% NaOH i H,0, nicna
yoro i1 inbTpytoTb | npomusatoTe TITP. BunaproBaH-
HSl PO34YMHHUKA fae 7,771 HeouuLleHoro (6-xnop-1H-
iHoon-2-in)meTtaHony, wo 6e3nocepefHbO BUKOPUC-
TOBYIOTb Ha HacCTyMHin cTagii.

Crapia 4: [Jo (6-xnop-1H-iHgon-2-in)meTtaHony
(37,7 mmonb) y TT® npm 0°C popaoTb okeua mapra-
Huto (V) i cymiw nepemillyoTe Npy KiMHaTHIA Temne-
patypi npotarom 16 rogunH. Cymiw dinbTpyoTh Yepes
uenit, npommeatoTe TP i EtOAC i BUnaptooTb Maixe
aocyxa. Teepay peyvoBuHY iNbTPYOTb | NPOMUBAOTL
xonogHoto cymiwwio EtOAc/rekcaH, opepxytouu 6-
xnop-1H-ingon-2-kapbanbaeria (62%, 3a 2 cragii).

Cragia 5: o 6-xnop-1H-iHgon-2-kapbanbaerigy
(1eks.) y AM®A npun 0°C no yactuHax gogatotb NaH
(1,25ekB.), 3a akvum vge 6ensrigpunbpomig (1,46eks.)
i BusNI (0,05ekB.). Cymill nepemiwyoTb Npy KiMHaT-
HiM TemnepaTtypi npoTaroM 42roA., nicns 4Yoro racsTb
xonogHoto 0,4H HCI nmpu 0°C. Micna HenTpanisauii
BOAHWI LUAp eKcTparyloTb egipoM, OpraHiyHui Lwap
npomuBatoTb xornogHow H;O i cywartb. ®neww-
xpomarorpadis Ha cwunikareni gae 1-6eHsrigpun-6-
xnop-1H-ingon-2-kapbanegeria 3 sBuxoaom 40%.

Cragia 6: Po3unH 1-6eHarigpun-6-xnop-1H-
iHoon-2-kapbanbaeriny (0,5M, 1ekB.) i NH4OAc
(1ekB.) B HiTpOMeTaHi HarpiBatoTb npu 95°C npoTsirom
70xB. Cymiw posbasnstoTs EtOAcC, npommBaoTe Bo-
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Aoto i cywaTtb. BunapioBaHHSA Nnerko neTkux KOMMnoHe-
HTiB, Micna 4oro WAe po3TUPaHHA B  CyMilli
edip/rekcaH, nae 1-6eH3rigpun-6-xnop-2-(2-
HiTpOBIHIN)-1H-iHAon 3 Buxogom 48%.

Cragia 7: Jo nitin-antominin-rigpnay (1M B TI'®,
4exB.) y TIr® npu 0°C no kpannax gopgawotb 1-
BeHasrigpun-6-xnop-2-(2-HitposiHin)-1H-ivgon  (0,1M,
1eKB.) i peakuiiHy CyMmill nepemiwyTb NpoTArom 2
roavH. Cymiw racats H,0O, 15% NaOH, i H>O, ¢inbT-
pytoTb Yepe3 ueniT i npomusatoTb EtOAc. Micnsa Bu-
napltoBaHHS 3anyLLIOK OYULLAI0TbL KOMMOHKOBOKO Xpoma-
Torpadieto, ogepxytoumn 2-(1-6ensrigpun-6-xnop-1H-
iHoon-2-in)eTnnamid 3 Buxoaom 40%.

Cragia 8: Ao 2-(1-6eHsrigpun-6-xnop-1H-iHgon-
2-in)eTunamiHy gopaatoTb eHinMeTaHCynbEOHINXmno-
pug npoueaypoto npuknagy 1, cragia 7, ogepxyoym
N-[2-(1-6eH3rigpwn-6-xnop-1H-ingon-2-in)etun]-C-
deHinmeTaHcynbdoHamig 3 Buxogom 90%.

Cragis 9: Oo N-[2-(1-6eH3rigpun-6-xnop-1H-
ingon-2-in)etun]-C-derinmetaHcynsdoHamigy
(0,033M, 1eks.) B guxnopmetaHi npu 0°C goparoTb
MeTUoBun edip 4-(2-0KCOeTOKCN)GEH3O0MHOT KMCNOTU
(3,3exB.), TpuetuncunaH (6eks.) i TPO (5eks.). Peak-
LiHY CcyMmilWl nepeMiwyoTb Npu KiMHaTHIN Temnepa-
Typi npotarom 2 ai6 i 20rog., nicng Yoro nae BogHa
06pobka. OuuLieHHs xpomMaTorpadieto Ha cunikareni,
nicns voro ae BEPX 3 o6epHeHoto dasoto, gae me-
TUNOBUNA edip 4-{2-[1-6eHarigpvn-6-xnop-2-(2-
deHinmeTaHcynbdoHinamiHoeTun)-1H-iHgon-3-
inJeTokcn} 6eH30MHOI KMCnoTh 3 BuXxogomM 35%.

Cragia 10: MpomixkHy cnonyky 3i ctagii 9, wo aB-
nsie coboro cknagHui edip, rigponisyloTb y Bignosiag-
HocTi Ao cTagii 8 npuknagy 1, oAepXyun 3asHadeHy
B 3arorfioBKy KMCNoOTy 3 BUXoAoM 64%.

Mpuknag 106: 4-(2-{1-6eH3rigpwn-6-xnop-2-[2-
(3,4-pnxnopdeHinmeTaH-cynbdoHinamiHo)etnn]-1H-
ingon-3-injetokcn)6eH30nHa kucnoTa

Cragia 1: Jo 2-(1-6eHsrigpun-6-xnop-1H-iHgon-
2-in)etunaminy, npuknag 105, crapgis 7, popawTb
(3,4-onxnopdeHin)vetaHcynbdoHinxnopna  npoue-
aypoto npuknagy 105, cragia 7, ogepxytoum N-[2-(1-
6eHarigpun-6-xnop-1H-iHgon-2-in)etun]-C-(3,4-
anxnopdeHin)metaHcynbdoHaMia 3 KinbkKiCHUM BU-
XOZ10M.

Cragisa 2: N-[2-(1-6eHsrigpun-6-xnop-1H-iHgon-2-
in)etun]-C-(3,4-gnxnopdeHrin)meTtaHcynsdoHamis
ankinylTb 3 BiAHOBMEHHSM, K ONMCaHO B npuknagi
105, crapis 9, ogepxytoun metunosun edip 4-(2-{1-
6eHarigpun-6-xnop-2-[2-(3,4-
anxnopdeHinmeTtaHcynbdoHinamiHo)etun]-1H-iHgon-
3-in}eTokcn)beH30MHOT kKucnoTn 3 BnxogomM 38%.

Cragis 3: MNpomixHy cnonyky, Wwo sBnsie coboto
cknagHun edip, rigponi3yloTb y BiAMOBIOHOCTI A0
cTagii 8 npuknagy 1, ogepxytoun 3asHayeHy B 3aro-
NOBKY KUCMOTY 3 BUX0AoM 96%. m/z (M-1) 747,27.

Mpuknag 107: 4-(2-{1-6eHarigpwn-6-xnop-2-[2-
(3,5-ouxnopdeHinmeTaH-cynbgoHinamiHo)etun]-1H-
iHoon-3-in}eTokcn)beH30MHa KucnoTa

Cragisa 1: OJo 2-(1-6eHsrigpun-6-xnop-1H-ingon-
2-in)etunaminy, npuknag 105, crtagis 7, popaioTb
(3,5-auxnopderin)meTtaHcynboHinxnopng  npoue-
aypoto npuknagy 105, cragia 7, ogepxytoum N-[2-(1-
©eHarigpun-6-xnop-1H-ingon-2-in)etun]-C-(3,5-
anxnopdeHin)metaHcynbdoHaMig 3 KinbKiCHUM BU-
XOZ10M.
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Cragisa 2: N-[2-(1-6eH3rigpun-6-xnop-1H-iHaon-2-
in)etun]-C-(3,4-guxnopdeHin)meTtaHcynbdoHamiz
ankinylTb 3 BiQHOBMEHHSIM, SIK ONWCAHO B NpuKnagi
105, crapia 9, ogepxytoun metunosun edip 4-(2-{1-
6eHarigpun-6-xnop-2-[2-(3,5-
anxnopdeHrinMmeTaHcynbgoHinamiHo)etun]-1H-iHgon-
3-in}eTokcn)6eH30HoT kKucnoTu 3 Buxogom 31%.

Cragia 3: MNpomixHy cnonyky, Wwo sBnsie coboto
cknagHun edip, rigponisytloTb y BiAMOBIAHOCTI A0
cragii 8 npuknagy 1, ogepxyrodn 3asHayeHy B 3aro-
noBKy Kucnoty 3 Buxogom 95%. MC Bucokoro pospis-
HeHHA obuucn. ansa [CsgH33CIsN2.OsS+Na] 769,1068,
3HanaeHo 769,1079.

Mpuknag 108: 4-{2-[1-6eHsrigpun-5-xnop-2-(2-
{[(2-uiaHo6eH3unn)cynbgoHin]amiHo}eTun)-1H-ingon-
3-inJeTokcu}6eHsonHa kucnoTa

Cragia 1: lMpomixHMI cynbgOHINXnopua onep-
XKyloTb 3 2-OpOoMMEeTUNOEH30HITPUNY npoLeaypoto
npuknagy 18, cragii 1-2 3 Buxogom 100%.

Crapia 2: CknagHuin meTurnosuin edip ogepxy-
I0Tb i3 cynbdoHinxnopugy i wmetun 4-{2-[2-(2-
amiHoeTun)-1-6eH3rigpun-5-xnop-1H-iHgon-3-
inJeTokcn}6eHsoaTy (ctagis 6, npuknag 1) npoueay-
poto npuknagy 1, ctagia 7.

Cragia 3: MNpomixHy cnonyky, Wwo ABnsie coboto
cknagHuin edip, rigponisytoTb y BignoBigHOCTI A0
cragii 8 npuknagy 1, ogepxyrouu 3asHayeHy B 3aro-
FIOBKY KMCMOTY 3 NOBHWUM BUXOA0M 72%. MC Bucokoro
po3pisHeHHs1 obumcn. ana  CyoHszsCIN3OsS  (M+1):
704,1980, 3HangeHo 704,1984.

Mpuknag 109: 4-{2-[1-6eHsrigpun-5-xnop-2-(2-
{[(TeTparigpo-2H-nipaH-2-
inmeTun)cynbgoHin]amiHo}etun)-1H-iHgon-3-
inJeTokcun}6eH3olHa knucnoTa

Cragia 1: lNpomixHui cynbdoHinxnopug ogep-
XyTb 3 2-6poMmeTunTeTparigponipaHy npoueayporo
npuknagy 18, cragii 1-2 3 Buxogom 100%.

Crapia 2: CknagHuin meTunosuin edip ogepxy-
10Tb i3 cynbdoHinxnopugy i wmetun 4-{2-[2-(2-
amiHoeTun)-1-6eH3rigpun-5-xnop-1H-iHgon-3-
inleTokcn}beHsoaTy (cTagis 6, npuknag 1) npoueny-
poto npuknaay 1, ctagia 7.

Crapia 3: MpomixHy cnonyky, wo sensie coboto
cknagHun edip, rigponisyloTb y BiANOBIgHOCTI A0
cTagii 8 npuknagy 1, ogepxytoun 3asHayeHy B 3aro-
NOBKY KMCMOTY 3 NoBHUM BUxofom 20%. MC Bucokoro
po3pisHeHHs1 obumcn. ansg CsgH3zsCIN2OsS  (M-1):
685,2145, 3HangeHo 685,2143.

Mpuknag 110:  4-{2-[1-6eH3rigpnn-2-(2-{[(1,3-
©6eH30Kca3on-2-inMeTnn)cynbdoHinjamiHo}eTun)-5-
xnop-1H-iHgon-3-inJeTokcn}6eH3olHa knucnota

Cragia 1: lNpomixHui cynbdoHinxnopug ogep-
XyloTb 3 2-OpommeTunbeH3okcasony npoueanyporo
npuknaay 18, cragii 1-2 3 Buxogom 100%.

Crapia 2: CknagHun meTurnoBun edip OaepXy-
10Tb i3 cynbdoHinxnopugy i wmetun 4-{2-[2-(2-
amiHoeTun)-1-6eHarigpun-5-xnop-1H-iHgon-3-
inleTokcn}beHsoaTy (cTagis 6, npuknag 1) npoueny-
poto npuknaay 1, ctagia 7.

Cragis 3: MNpomixHy crnonyky, Wo siBnsie coboto
cknagHum edip, rigponisyloTb y BIiANOBIAHOCTI [0
cTagii 8 npuknagy 1, ogepxytoun 3asHayeHy B 3aro-
TNOBKY KMCMOTY 3 NOBHUM BUxofom 26%. MC Bucokoro
po3pisHeHHs1 obumcn. ansa  CyoH3asCIN3OsS (M+1):
720,1930, 3HangeHo 720,1924.
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Mpuknag 111: 4-{2-[1-6eHsrigpnn-5-xnop-2-(2-
{[(uiaHoMeTun)cynbdoHin]amiHo}eTun)-1H-iHoon-3-
inJeTokcun}b6eH3olHa knucnoTa

Cragia 1: lNpomixHui cynbgoHinxnopug ogep-
XytoTb 3 3-6pommeTun-[1,2,4]okcagiasony npoueay-
poto npuknagy 18, ctagii 1-2 3 Buxogom 100%.

Cragia 2: CknagHun meTunoBun edip ogepxy-
0Tb i3 cynbdoHinxnopugy i wmetun 4-{2-[2-(2-
amiHoeTun)-1-6eH3rigpun-5-xnop-1H-iHgon-3-
inleTokcun}beHsoaTy (cTagis 6, npuknag 1) npoueny-
poto npuknagy 1, ctagis 7.

Cragia 3: MNpomixHy cnonyky, o ABnsie coboto
cknagHun edip, rigponisyloTb y BiANOBIQHOCTI A0
cragii 8 npuknagy 1, ogepXyroun 3asHayeHy B 3aro-
NOBKY KMCMOTY 3 NOBHUM Buxogom 59%. MC Bucokoro
po3pisHeHHst obumcn. ana CszsH3iCINzOsS  (M+1):
628,1668, 3HangeHo 628,1662.

Mpuknag 112: 4-{2-[1-6eHarigpun-5-xnop-2-(2-
{[(3-TieHinmeTun)cynbdoHin]amiHo}etun)-1H-iHgon-3-
inJeTokcun}beH3onHa knucnota

Cragia 1: lMpomikHUI cynbdOHINXnopua opep-
XyloTb 3 3-6pommeTnn 3-6pommeTunTiodeHy npoLie-
aypoto npuknagy 18, cragii 1-2 3 Buxogom 100%.

Cragia 2: CknagHuin meTunoBun edip onepxy-
0Tb i3 cynbdoHinxnopugy i metun 4-{2-[2-(2-
amiHoeTun)-1-6eH3rigpun-5-xnop-1H-iHaon-3-
inleTokcun}beHsoaTy (cTagis 6, npuknag 1) npoueny-
poto npuknaay 1, ctagis 7.

Cragia 3: MNpomikHy cnonyky, o ABnse coboto
ckrnagHun edip, rigponisytloTb y BiAMOBIOHOCTI 40
cragii 8 npuknagy 1, ogepXyroun 3asHayeHy B 3aro-
NOBKY KMCMOTY 3 NOBHUM Buxofom 25%. MC Bucokoro
po3pisHeHHst obumucn. ans CsH31CIN,OsS, (M-1):
683,1447, 3HangeHo 683,1445.

Mpuknag 113: 4-[2-(1-6eHsrigpun-5-xnop-2-[2-(2-
MeTunniponiguH-1-in)etaHcynbdoHinamiHoletnn}-1H-
ingon-3-in)eTokcm]6eH3oHa knucnora

Cragia 1: JaHy cnonyky oaepxXyTb i3 NPOMIKHOT
crnonyku npuknagy 87, cragia 1 i 2-metunniponiguHy
npoLeayporo, onucaHow B npuknagi 87, cragis 2, 3
Buxoaom 91%.

Cragia 2: MNpomixHy cnomnyky, o sBnsie coboto
cknagHun edip, rigponisytoTb y BiANOBIQHOCTI A0
cragii 8 npuknaay 1, 3a BUHATKOM TOro, Wwo pH pery-
nooTb Ao 4-5, ogepXKylodM 3asHayeHy B 3arorioBky
kucnoTy 3 Buxogom 99%. MC BMCOKOro po3pi3HEHHS
o6uncn. gna [CsgH42CIN3OsS-H] 698,24609, 3Hanae-
HO 698,24572.

Mpuknag 114: 4-[2-(1-6eHasrigpun-5-xnop-2-{2-[2-
(2-meTunninepuauH-1-in)etaHcynbdoHinamiHoletun}-
1H-iHgon-3-in)eTokcu]6eH3olHa kncnoTa

Cragia 1: [laHy cnonyky ogepXytoTb i3 NPOMDKHOT
cnonykun npuknagy 87, ctagia 1 i 2-meTunninepnanHy
npoueaypoto, onucaHowo B npuknagi 87, craaia 2, 3
Buxoaom 91%.

Cragia 2: MNpomixHy cnomnyky, Wwo sBnsie coboto
cKkrnagHun edip, rigponisytoTb y BiANOBIAHOCTI A0
ctagii 8 npuknagy 1, 3a BUHATKOM TOro, o pH pery-
noTb 0o 4-5, ogepxyoum 3asHayeHy B 3arorioBKy
kucnoTy 3 BuxogoMm 96%. MC BMCOKOro po3pi3HEHHS
o6uncn. gnsa [CaoH44CIN3OsS-H] 712,26174, 3Hange-
HO 712,26113.

Mpuknag 115: 4-[2-(1-6eH3rigpun-5-xnop-2-{2-[2-
(2,5-anmeTmnniponianH-1-
in)eTaHcynboHinamiHoletun}-1H-iHgon-3-
in)eTokcu]6eH30lHa K1cnoTa
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Cragia 1: [laHy cnonyky ogepXXytTb i3 NPOMDKHOT
cnonyku npuknagy 87, cragia 1 i 25-
AvMeTunniponianHy Npoueaypoto, ONMCaHoK B NPUK-
napi 87, cragisa 2, 3 suxogom 81%.

Cragis 2: MNpomixHy crnonyky, Wwo sBnsie coboto
cknagHun edip, rigponisyloTb Yy BIiAMOBIAHOCTI OO
ctagii 8 npuknaay 1, 3a BUHATKOM TOro, wo pH pery-
noTe 0o 4-5, ogepXKyloun 3asHayeHy B 3arorioBKy
kncnoty 3 Buxogom 96%. MC BMCOKOro po3pi3HeHHS
obuncn. gnsa [CaoH44CIN3OsS-H] 712,26174, 3Haniae-
Ho 712,26114.

Mpuknag 116: 4-(2-{1-6eHsrigpun-5-xnop-2-[2-(2-
TiomoponiH-4-ineTaHcynbdoHinamiHo)etunn]-1H-
iHgon-3-injetokcn)6eH30MHa kucnoTa

Cragia 1: JaHy cnonyky oAepXytTb i3 MPOMIKHOI
crnonyku npuknagy 87, cragia 1 i TiomopdoniHy npo-
Luenypoto, onucaHoto B npuknagi 87, cragia 2, 3 Bu-
xonom 93%.

Crapgia 2: MNpomixHy cnonyky, wo sBnsie cobot
cknagHun edip, rigponisyloTb Yy BiANOBIAHOCTI [0
cragii 8 npuknaay 1, 3a BUHATKOM TOro, o pH pery-
TNOTb 00 4-5, 04epXyrouM 3a3HayeHy B 3arosioBKy
kncnoty 3 Buxogom 90%. MC BMCOKOro po3pi3HeHHs
obuncn. gna [CasHaoCIN3OsS,-H] 716,20251, 3Hai-
aeHo 716,20217.

Mpuknag 117: 4-(2-{1-6eHasrigpun-5-xnop-2-[2-(2-
ninepnauH-1-inetTaHcynbdoHinamiHo)etun)]-1H-iHgon-
3-injeTtoken) 6eH3onHa knucnota

Crapia 1: NaHy cnonyky oaepxytTb i3 NPOMIKHOT
crnonykn npuknagy 87, ctagis 1 i ninepmguHy npoue-
Oyporo, onucaHow B npuknagi 87, cragia 2, 3 BUXO-
aom 99%.

Cragia 2: MNpomixHy cnonyky, o sBnsie cobot
cknagHun edip, rigponisyloTb y BiANOBIgHOCTI A0
cragii 8 npuknaay 1, 3a BUHATKOM TOro, Wwo pH pery-
noTb 0o 4-5, ogepxyun 3asHadveHy B 3arofioBKy
kucnoTy 3 Buxogom 92%. MC BMCOKOro po3pi3HEHHS
o6umcn. ansa [CsgHa2CIN3OsS,-H] 698,24609, 3Han-
AeHo 698,24570.

Mpuknag 118: 4-{2-[1-6eHarigpun-5-xnop-2-(2-o0-
TonincynbdaHinmeTaH-cynbdoHinamiHoetun)-1H-
iHoon-3-injeTokcu}6eH3oHa kucnota

Cragisa 1: Jo meTtun 4-{2-[1-6eHarigpnn-5-xnop-2-
(2-{[(xnopmeTnn)cynbgoHin] amiHo}etun)-1H-iHgon-
3-inJeTokcu}beHsoaty, npuknag 81, cragia 1, gona-
I0Tb O-TiIOKPE30s1 NpoLeaypoto, ONMCaHOK B Npuknagi
81, cTagii 2 i 3. MNMpoaykT ouMwaTb NpenapaTUBHOK
BEPX i3 Buxogom 45%.

Crapgia 2: MNpomixHy cnomnyky, o sBnsie cobot
cKknagHun edip, rigponisytoTb y BiANOBIAHOCTI A0
ctagii 8 npuknagy 42, ogepXyoumn 3a3HayeHy B 3aro-
NoBKy kucnoty 3 BuxogoMm 98%. m/z (M-1) 723,07.
MC BMCOKOrO PO3pPi3HEHHS obuwncn. ans
[C40H37C| NzOsSz-H] 723,1 7596, 3HaﬁﬂeHO
723,17596.

Mpuknag 119: 4-(2-{1-6eHsrigpun-5-xnop-2-[2-(2-
xnopdeHincynbsdaHin-meTaHcynbgoHinamiHo)etunl-
1H-ingon-3-in}eTokcm) 6eHsoHa kucnoda

Cragisa 1: Jo meTtun 4-{2-[1-6eHarigpnn-5-xnop-2-
(2-{[(xnopmeTnn)cynbgoHin] amiHo}etun)-1H-iHgon-
3-inJeTokcu}beHsoaty, npuknag 81, cragia 1, gopa-
10Tb 2-xnopTiodeHoN npoueaypoto, ONMCcaHo B Npu-
knagi 81, ctagis 2. NpoaykT ounwaTb NpenapaTme-
Hoto BEPX i3 Buxogom 53%.

Cragia 2: MNpomixHy cnonyky, o sBnse coboto
cKknagHun edip, rigponisytoTb y BigNoBIigHOCTI A0
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ctagii 8 npuknagy 42, ooepXKyoumn 3a3HayeHy B 3aro-
nosky kucnoty 3 Buxogom 100%. m/z (M-1) 743,08.
MC BMICOKOTO PO3pi3HEHHS o6uucr. ansi
[C39H34C|2N20532-H] 743,12134, 3HaVI,D,eHO
743,12111.

Mpuknag 120: 4-(2-{1-6enH3rigpwn-5-xnop-2-[2-
(2,6-onxnopdeHincynbdaHin-
MeTaHcynbdoHinamiHo)etun]-1H-ingon-3-
in}eTokcn)beH30nHa KucnoTa

Cragisa 1: Jo metun 4-{2-[1-6eHarigpun-5-xnop-2-
(2-{[(xnopmeTun)cynbcoHin] amiHo}etnn)-1H-iHgon-
3-inJeTokcu}beHsoaty, npuknag 81, cragia 1, gona-
10Tb 2,6-guxnoptiodeHon npoleayporo, ONUcaHow B
npuknagi 81, cragia 2. MNMpoaykT ounwaoTb Npenapa-
TmBHO BEPX i3 Buxogom 15,7% i rigponisytoTb Kuc-
noty 3 Buxogom 37%.

Cragia 2: MNpomixHy cnomnyky, o ABnsie coboto
cknagHuin edip, rigponisytoTb y BigNOBIgHOCTI A0
ctagii 8 npuknagy 42, ogepxyoumn 3a3HayeHy B 3aro-
noeky kucnoty 3 BuxogoMm 98%. m/z (M-1) 776,93.
MC BMCOKOrO PO3pi3HEHHS obuwncn. ans
[C39H33C|3N20582-H] 777,08237, 3Hal7|,D,eHO
777,08205.

Mpuknag 121: 4-(2-{1-6eH3rigpun-5-xnop-2-[2-
(2,5-anmeTokcudpeHin-
cynbaHinmeTaHcynbgoHinamiHo)etun]-1H-iHoon-3-
in}eTokcu) 6eH3oMHa KucnoTa

Cragisa 1: o metun 4-{2-[1-6eHarigpwn-5-xnop-2-
(2-{[(xnopmeTun)cynbdoHin] amiHo}etnn)-1H-iHoon-
3-inJeTokcu}beHsoaty, npuknag 81, cragia 1, goga-
I0Tb 2,5-OUMETOKCUMTIOhEHON MNpoLeaypol, onuca-
Hoto B npuknagi 81, cragia 2. MNpoaykT ouuwwaroTb
drnew-xpomartorpadieto 3 BUKOPUCTAHHAM  CYMillli
35% EtOAc/rekcaH 3 Buxogom 65%.

Cragis 2: MNpomixHy crnonyky, Wwo sBnsie coboto
cknagHun edip, rigponisyoTb y BigNOBIgHOCTI A0
cTagii 8 npuknaay 42, ogepxylodm 3a3HaveHy B 3aro-
noeky kucnoty 3 Buxogom 99,5%. m/z (M-1) 769,18.
MC BUCOKOIo PO3pPi3HEHHSA obuuncrn. ans
[C41H39C|N20782-H] 769,18144, 3Hal7l,Cl,eH0
769,18121.

Mpuknag 122: 4-[2-(1-6eHsrigpunn-5-xnop-2-{2-[2-
(3-rigpokcuniponignH-1-
in)etaHcynbdoHinamiHoletun}-1H-iHaon-3-
in)eTokcm]6eH3oMHa KncnoTa

Crapgia 1: JaHy cnonyky oaepxXyTb i3 NPOMIKHOT
crnonykn npuknagy 87, cragis 1 i 3-nmiponiguHony
npoLeayporo, onucaHow B npuknagi 87, cragis 2, 3
BuxoaomM 90% 6e3 oYNLLIEHHSI Ha KOMOHLI|.

Cragia 2: MNpomixHy cnomnyky, o sBnsie coboto
cknagHun edip, rigponisytloTb y BigNOBIgHOCTI A0
cragii 8 npuknaay 1, 3a BUHATKOM TOro, Wwo pH pery-
NoTb 00 4-5, ogepXyl4un 3a3HayeHy B 3arofioBKy
kucnoty 3 Buxogom 84%. m/z (M-1) 699,99. MC Bu-
Ccokoro pospisHeHHst o6umcn. ansa [CagHaoCIN3OsS-H]
700,22535, 3HanpeHo 700,22490.

Mpuknag 123: 4-[2-(1-6eHsrigpun-5-xnop-2-{2-[2-
(4-rippokcuninepnanH-1-
in)etaHcynbdoHinamiHoletun}-1H-iHaon-3-
in)eTokcum]6eH30MHa k1cnoTa

Cragia 1: JaHy cnonyky oaepxXyTb i3 NPOMIKHOT
cnonykn  npuknagy 87, cragia 1 i 4-
rigpokcuninepyuanHy npoueaypo, ONMCcaHo B MPUK-
napi 87, cragisa 2, 3 Buxogaom 95% 6e3 OuULLEHHS Ha
KOMOHLI.
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Cragia 2: MNMpomikHy crnonyky, Lo sBnse coboto
cknagHun edip, rigponisytoTb y BignoBigHOCTI A0
ctagii 8 npuknagy 1, 3a BUHATKOM TOro, o pH pery-
noTb 0o 4-5, ogepxyyn 3asHayveHy B 3arorioBKy
kucnoty 3 Buxogom 42%. m/z (M-1) 714,03. MC Bu-
COKOro po3pisHeHHs obumcn. ans [CagHa2CIN3OsS-H]
714,24100, 3HangeHo 714,24085.

Mpuknag 124: 4-[2-(1-6eH3rigpun-5-xnop-2-{2-[2-
(2-gumeTnnamiHomeTunNiNepUAnH-1-
in)eTaHcynboHinamiHoleTun}-1H-iHaon-3-
in)eTokcu]6eH30MHa K1cnoTa

Crapia 1: NaHy cnonyky oaepxyTb i3 NPOMIKHOT
cnonykn npuknagy 87, cragia 1 i K-(2-
ninepnaMnMeTun)anMeTnamMivy npoueaypo, onu-
caHow B npuknagi 87, cragia 2, 3 suxogom 90% 6es
OYMLLIEHHS Ha KOIOHLI.

Cragia 2: MNpomixHy cnonyky, Wwo sBnsie coboto
cknagHuin edip, rigponisytoTe y BigNoBigHOCTI A0
cragii 8 npuknaay 1, 3a BUHATKOM TOro, Wwo pH pery-
noTb 00 4-5, ogepXKyro4un 3a3HayeHy B 3aronoBKy
kucnoty 3 Buxogom 71%. m/z (M-1) 754,94. MC Bu-
COKOro po3pisHeHHst obumcn. ans [CazHa9CIN4OsS-H]
755,30394, 3HanpeHo 755,30344.

Mpuknag 125: 4-(2-{1-6eH3rigpun-5-xnop-2-[2-(2-
iminason-1-inetaHcynbdoHinamiHo)etun]-1H-iHgon-3-
in}eTokcu) 6eH3onHa KucrnoTa

Cragia 1: [daHy cnonyky ogepxyloTb 3 BUXOOOM
87% i3 npomikHOI cnonyku npuknagy 87, ctagia 1 i
imigasony npoueaypoto, onucaHow B npwuknagi 87,
cTagia 2, 3a BMHATKOM TOro, WO PEYOBUHY HarpiBa-
toTb npu 120°C npotsarom 4,5 #i6.

Cragia 2: MNpomixHy cnonyky, Wwo sBnsie cobot
cKknagHun edip, rigponisytoTe y BigNOBIAHOCTI A0
cragii 8 npuknaay 1, 3a BUHATKOM TOro, o pH pery-
noTb 0o 4-5, ogepxyoyun 3asHaydeHy B 3arorioBKy
Kucnoty 3 Buxogom 60%. m/z (M-1) 681,17. MC Bu-
Ccokoro pospisHeHHs1 obumcn. ansa [Cs7H3sCINAOsS-H]
681,19439, 3HangeHo 681,19409.

Mpuknag 126: 4-{3-[1-6eHsrigpun-5-xnop-2-(2-
{[(2,6-ancbTopbeH3un)cynbdoHinjamiHo}etun)-1H-
iHgon-3-in]nponin}6eHsonHa kucnota

Cragia 1: lMpomixHWI cynbgOoHINXnopua onep-
XyloTb 3 2,6-andtopbeHannbpomigy npoueaypoto
npuknagy 18, cragii 1-2 3 KinbKiCHUM BUXOLOM.

Crapia 2: CknagHun meTunosuin edip ogepxy-
I0Tb i3 cynbdoHinxnopugy i wmetun 4-{2-[2-(2-
amiHoeTun)-1-6eHarigpun-5-xnop-1H-iHgon-3-
inlnponin}6eHsoarty (ctagia 6, npuknag 42) npoueny-
poto npuknagy 1, ctagia 7 3 sBuxogom 53%.

Crapgia 3: MNpomixHy cnonyky, o sBnse coboto
cknagHun edip, rigponisyloTb y BiANOBIgHOCTI A0
cragii 8 npuknagy 1, ogepxyroun 3asHayeHy B 3aro-
NOBKY Kncnoty 3 Buxogom 92%. m/iz (M-1) 711,2. MC

BWCOKOro PO3pPi3HEHHsI obuncn. ansa
[C40H35C|F2N204S-H] 711,19013, 3Ha|7I,E|,eHO
711,18965.

Mpuknag 127:  4-{3-[1-6eH3rigpnn-2-(2-{[(3,4-

anxnopbeHann)cynbdoHin]amiHo}etun)-1H-iHgon-3-
in]nponin}6eH3oHa kucrnoTa

Cragisa 1: 2-meTuniHgon obpobnsitoTe NPOMIKHOK
crnonykoto 3 npuknagy 42, cragia 1, npouenypoto
npuknagy 42, crapia 2, ogepxywun 6axaHun npo-
AyKT i3 Buxogom 88%.

Cragia 2: MNpoaykT i3 nonepedHboi ctagii anki-
nytoTb GeH3rigpunbpomigom npoueaypol npuknagy
42, ctagis 3, ogepXxyodn npoaykT i3 Buxogom 65%.
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Cragia 3: MNpoaykT i3 nonepenHboi cTagii okuc-
NS0Tb, BUKOPUCTOBYIOYM YMOBMW, 3a3HauYeHi B MpUK-
nagi 42, crapia 4, opepxywouun OaxaHun 2-
dopminiHgon 3 suxogom 85%.

Cragisa 4: lHgon 3 nonepedHbOi cTagii nigoalTb
HITPOanbAONbHUM YyMOBaM, ONMCaHUM y nNpuknagi 42,
cTagis 6.

Crapgia 5: BiHinbHy HiTpOcnonyky 3 nonepegHboi
cTagil BiAHOBMIOWTbL B YMOBaX, ONWCaHUX y Npuknagi
42, crapia 6, ogepxytoun 6axkaHuin amiHoiHOON 3 BU-
xonom 39%.

Crapia 6: AmiH 3i cTtagii 5 obpobnsawTtb (3,4-
anxnopdeHin)MeTun]cynbdoHinxnopuaom npoueny-
poto npuknagy 43, ctagisa 7, ogepxytoun 100% Gaxa-
HOrO NPOAYKTY.

Cragia 7: MNpomixHy cnonyky, wo sense coboto
cKkrnagHun edip, rigponi3ytoTb y BiAMOBIAHOCTI A0
ctagii 8 npuknagy 42, ogepxyoumn 3a3HayeHy B 3aro-
NOBKY KUCNOTY 3 BUXoAoM 24%. MC Bu1cokoro pospis-
HeHHa obuucn. ana [CaoH3sCIN204S-H] 709,1700,
3HanaeHo 709,16951.

Mpuknag 128: 4-[3-(1-6eHsrwpun-2-{2-
[(6eH3uncynbdoHin)amiHoletun}-1H-iHgon-3-
in)nponin]6eHs3oiHa KucrnoTa

Cragia 1: JaHy cnonyky oAepXyTb i3 NPOMIKHOT
cnonykm npuknagy 127, cragia S5 i a-
TONyoncynbOHINXNopyay npoueaypor  npuvknagy
43, ctapia 7, 3 Buxogom G6axaHoro npoaykty 83%.

Cragia 2: MNpomixHy cnonyky, o sBnsie cobot
cknagHun edpip, rigponisyloTb Yy BiANOBIAHOCTI [0
cTagii 8 npuknagy 42, ogepxyodum 3a3HaveHy B 3aro-
noBKy kucnoty 3 BuxogomM 95%. MC Bucokoro pospis-
HeHHa obuucn. ans [CaoHszsN204S-H] 641,24795,
3HangeHo 641,24761.
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BignosigHoO 3amillleHni ranoreHoBaHu aMiH pea-
rye 3 TpUpTOpOLTOBUM aHrigpnaoMm, Aaoym NpoMixKHY
pEeYOBMHY, SIKy MOXHa 06pobuTn Pd" kaTanizatopom y
NPUCYTHOCTI OCHOBW, Takoi AK TpuetunamiH, Cul i
npuaaTHoOro ankiHy nNpuv HarpiBaHHi, gatoum 6axaHuin
NPOMDKHWUIA iHgon. TepBMHHMI CiMPT 3axuualoTb Y
BUMSAAI CUNINbHOTO edipy, BUKOPUCTOBYIOYN CUIIMX-
nopua, Takmi Ak TpeT-byTunandenincuninxnopug, i
OCHOBY, TaKy $K iMigason. 3axulieHun iHgon noTim
06pobnATL OKCcamninxnopuaoM, 3a skMM nae MeTa-
HOM, WO Aae GaxxaHui CKIagHWn okcamnaTHui edip,
AKMA MOXHa arnkinysaTu NpuaaTHOK OCHOBOID, TaKoK
AK kapboHaT uesito, B aueToHITpuni i ranoreHiai npu
KUN'ATIHHI 3i 3BOPOTHUM XOMNOAMNbHUKOM. [OTiM OK-
canat MOXHa BiQHOBWUTM MNPUAATHUM BiAHOBHMKOM,
TakuMm sk 6opaH. OTpumanui y pesynbTaTi NepBuH-
HWIA CNWPT KOHBEPTYIOTb Y ranoreHia, BUKOPUCTOBYHO-
un, Hanpuknag, CBrs i dpocdiH, Wwo noTim moxe ByTu
Hykrneodinom, Takum Sk TiodpeHon. OTpumanuin y
pe3ynbTaTi Tioedip MOXHa OKUCMUTU Pi3HOMaHITHUMU
oKucroBavyamu, BkIodaroum okcoH i TPAP/NMO.
3axucT 3 OTpPMMaHOro B pesynbTaTi CynbgOHY MOXHaA
3HATU Nig Aielo gxepena gtopy, Takoro sk TBAF,
CsF abo HF. OtpumaHuii y pesynbTaTti CIMPT MOXHa
KOHBepTYyBaTuh B ranoreHig abo mesunar, Hanpuknag,
BUKOPWUCTOBYIOYM METaHCYMbOHINXnopua i opratiy-
Hy OCHOBY, LLO MOTIM MOXHa 3aMiCTUTU a3naoM Ha-
Tpito B OAM®PA. OTpumaHun y pesynbTtaTi ankinasmg
MOXHa BigHOBUTW Nig Aieto TpudeHindocdiHy i Bono-
roro TF®. AMiH MOXHa Cynb(oOHInoBaTH Aielo Cynb-
doHinxnopuay B ABoxdasHux ymosax Llota i bay-
MaHa, Cymill BogHoro GikapboHaTy i guxnopmeTtany,
abo B 6e3BOAHUX YMOBAX, LLO BKIHOYAKTb CyMill AU-
XNopMeTaHy W opraHiyHoi ocHoBMu, Takoi K N,N-
giisonponinetunamii. OTpumaHy B pesynbTaTi NpoMmi-
XKHY PE4OBMHY Fiaponi3yloTb, BUKOPUCTOBYIOYN OCHO-
By, NaOH, KOH, LiOH i cymiw po3uyumHHWKIB, LLO
BKMOYae cnupT, BoAy i TeTparigpodypaH. Y HaBege-
HUX HWxkYe npuknagax 129-132 cuHTe3 3aicHeHun
meToaom F.

Mpuknag 129: 3-[4-({2-[1-6eH3rigpwn-5-xnop-2-
(2-{[(2-xnop6eH3nn)cynbgoHin]amiHo}eTnn)-1H-
iHgon-3-injeTun}cynedoHin)deHinjnponioHoBa  Kuc-
nota

Crapia 1: 2-6pom-4-xnopaHiniH (1,0ekB.) po3un-
HATb Yy CH2Cl; (0,25M), notim gopaoTb Tpuetuna-
MiH i aHrigpng TpudpTopouToBOoi kucnotn (no 1,1eks.
KoxHoro). OTpumaHy B pesynbTaTi CyMill nepemituy-
I0Tb MpU KIMHaTHIA TemnepaTypi npoTsarom 1 rognHu.
MoTim 3 peakuiiHOI CyMili B1OansooTb PO3YNHHUK i
3anuWwoK ounwaTb drell-xpomatorpadieto 3 aux-
NIOpPMETAHOM SIK EMIOEHTOM, OAepXytoun 6GaxaHui
npoaykT i3 Buxogom 97%. m/z (M-H)  300,0.

Cragia 2: N-(2-6pom-4-xnopdeHin)-2,2,2-
TpudbTopaueTtamig (ctagia 1, 1,0eks.) amiwyoTh 3 3-
6ytuH-1-on (2,0exs.), anxnop-
Bic(TpudeHindocdin)nanagiem () (2,5%ekB.), Tpne-
TunamiHom (3,0ekB.), Cul (5%eks.) y AM®A (0,2M) y
repMeTuyHin nocyauHi B atmocdepi N, i HarpiBatloTb
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npu 120°C npotsrom 4 roguH. MoTiM peakuiiHy cy-
MilW po36aBnslTb eTunaueTaTtom, NpoMUBaOTb Ha-
CUYEHUM po3ynHOoM comnu i cywatb Hag NaSO4. Odani
BMNApPHOIOTb PO3YMHHUK | 3aNULLOK OYMLLAIOTL KOIOH-
KOBOI (priet-xpomartorpadieto 3 BUKOPUCTaAHHAM
cymiwi 2% MeOH/CH,Cl,, opepxytoum onmcaHum
npogykt (A) 3 Buxogom 67%. m/z (M-H)™ 194,09.

Cragia 3: 2-(5-xnop-1H-ingon-2-in)etaHon (cTa-
aia 2, 1,0eks.) i imigason (2,0ekB.) pO34MHSAOTb Y
OM®A (0,3M) npu KiMHaTHI TemnepaTtypi npu nepe-
MiLLlyBaHHI, nicns Yyoro nogarwTb TpeT-
6ytunxnopaudeHincunan (1,2eks.). OTpumaHy B pe-
3ynbTaTi CyMill BUTPUMYIOTb NPU KiMHATHIN Temnepa-
Typi NPOTArOM HOYi, NICrs YOro ii racATb HaCU4eHUM
BOAHMM pO34MHOM GikapOGoHaTy HaTpilo W ekcTpary-
1oTb eTunauetatom. OpraHiyHy a3y npomMuBaloTb
BOAOI, HACWMYEeHMM PO3YMHOM COMU i cywaTb Hapg
Na,SO4. Po3unmHHMK BUAAnNsTb | 3anuLIOK o4uLla-
10Tb Ha konoHui 3 CH2Cl, sk entoeHToM, ogepxytoun
GakaHuii NPOAYKT Yy BUIMSAAI KOPUYHEBOI cCMonu 3
Buxogom 90%. m/z (M-H) 433,0.

Cragis 4: 2-({[TpeT-
oytun(gudenin)cuninjokcu}etun)-5xnop-1H-iHgon
(ctagisa 3, 1,0ekB.) po3unHstoTb B edipi (0,4M) i pos-
4nH oxonomxytoTb Ao 0°C. [lo XonogHOro po3ynHy 3
nonepeaHboi cTagii Npy eHepritHoMy nepemillyBaHHi
pofatTb okcaninxnopug (1,2eks.). PeakuiiHy cymilu
BUTPUMYtoTb npu 0°C npoTtarom 1 rognHu, nicns Yoro
popaotb EtOH, 3a akum nge Net3. OtpumaHy B pe-
3ynbTaTti Ccymiw noTiM po30aBnsAlTb A0AATKOBOH
kinekicTio EtOH, nicna 4oro ii BunuBaloTb y BOAY.
Ekctparytotb EtOAc. OpraHiyHy ¢asy npomwuBaroTb
Hacu4yeHUM posunmHoMm coni, cywatb Hag NaxSOa,
KOHLEHTPYIOTb, OAepXytoun GaxkaHuii NpoayKT y BU-
rnsagi TBepAoi XKOBTyBaTOl pevoBuHU 3 BUXoaoM 70%.
m/z (M-H) 533,0.

Cragis 5: Etun [2-({[TpeT-
6ytun(audenin)cuninjokcm}etnn)-5-xnop-1H-iHgon-3-
in](okco)aueTaT (cTagia 4, 1 exs.), Ph,CHBr (1,5eks.)
i Cs2,CO3 (1,5ekB.) 3MilWyOTb B CyXOMy aUeTOHITpui
(0,1M). Cymiw kMN'aTATb 3i 3BOPOTHUM XONOAUINbHU-
KOM npu nepemillyBaHHi NpoTaroM 2 roauH. Peakuin-
HY CyMilL OXONoaXyloTb A0 KiMHaTHOI TemnepaTtypu,
aoaaioTb Boay 1 ekctparytoTb EtOAc. OpraHivHy da-
3y KOHLEHTPYIOTh i 3aMvLIOK OYMLLATb HA KOMOHLi 3
CHCl, gk entoeHTOM, ogepxytoum GaxkaHui NpoayKT
y BUMMSAi XXOBTOrapsiyoi cMonu 3 Buxogom 45%. m/z
(M+H)" 701,3.

Cragia  6: Etun  [1-6ensrigpun-2-({[TpeT-
o6ytun(audenin)cuninjokcu}etnn)-5-xnop-1H-iHgon-3-
in](okco)aueTaT (cTagia 5, 1ekB.) po3dnHsaTb ¥y TI®
(0,1M), notim gopatotb BH3-Me,S (2M B T @) (2eks.).
OTpumaHy B pesynbTaTi CyMmill KUN'aTATb 3i 3BOPOT-
HUM XOMNOAWMBbHUKOM MpU MepemillyBaHHi NPOTAromM
Houi B aTtmocdpepi No. PeakuinHy cyMmill 0XonomxyoTb
[0 KIMHaTHOI TemnepaTtypu, NOTiM MOBINbHO racATb
1H NaOH. MNpomunBatoTb HACUYEHUM PO3YMHOM COfi,
nicns voro nae ekctpakuia EtOAc. BuganeHHsi pos-
YMHHKKA ae GaxaHui NpoaykT i3 Buxoaom 65%. m/z
(M+H)*645,0.

Cragis 7 2-[1-6ensrigpun-2-({[TpeT-
oytun(audpeHin)cunin]okcm}etnn)-5-xnop-LU-ingon-3-
inJetaHon (ctagia 6, 1 ekB.) po3unHsitoTb y CH,Cl,
(0,08M), NnoTim [oaalTb 1,3-
bic(audenindocdiHo)nponax (DPPP, 0,75ekB.). Pos-
4nH oxonogxytoTb Ao 0°C B atmocdepi Nz, noTim
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aogdarTb npu nepemiwysaHHi CBry (1,25ekB.). Mepe-
MillyBaHHS MPOAOBXYTb NPOTArOM 2 rOOWH, MOKK
Temnepartypa peakuiinHoi cymilli He noBepHeTbCca A0
KiMHaTHOI TemnepaTypu. BupansiioTb PO3UYMHHUMK i
3aNMLLOK OYMLAThL MPOMYLLEHHSIM Yepe3 KOpPOTKY
konoHky 3 CH,Cl, sk entoeHToM, oaepxyroun Oaxa-
HWIT NPOAYKT i3 KinbkicHnM Buxogom, m/z (M+H)"
708,0.

Cragia 8: 1-6eHarigpun-3-(2-6pomeTnn)-2-
({[rpeT-6yTun(andeHin)cunin] okcmetun)-5-xnop-1H-
iHogon (ctagis 7, 1ekB.) 3miwywTb 3 MeTun-3-(4-
mMepkanTondeHin)nponionatom  (1,5ek.) i KxCO3
(1,5eks.) y AM®A (0,1M). Cymiw, wo ytsopunacs B
pesynbTaTi, MepeMiwyoTb NPy KiIMHATHIN Temnepary-
pi B atmocdepi N, npoTtsarom 2rod., noTiM JoaarTb
BoAdy, MiCNA 4Yoro nae ekcTpakuis eTunaueraTom,
NPOMUBAHHSA HACUYEHUM PO3YMHOM COJi A OYULLEHHS
Ha konoHui (CH2Cl, sk entoeHT), ogepxyoun Gaxa-
HWUIA NpopykT i3 Buxogom 80% y BUrMAAi KOpUYHIOBa-
Toi cmorm, m/z (M+H)" 823,0.

Cragia  9: Metun  3-[4-({2-[1-GeHarigpun-2-
({[TpeT-6yTnn(amdeHin)cunin]okcm}etun)-5-xnop-1H-
iHoon-3-inJeTun}cynbdatin)derin]nponaHoat (cTtagis
8, 1ekB.) po3umHATL B aueToHitpuni (0,1M), noTim
[O[aloTb MONeEKynsipHe cuTo (nopolok, 4A) i 4-
meTunmopdoniH-N-okeug (NMO) (4ekB.) B aTmocde-
pi No. Yepes 5xB. oo cymiwi gogatote H-PrsaNRuO4
(TPAP) (5%eks.). OTpuMaHy B pe3ynbTati CyMmill Ha-
rpisatoTb Ao 40°C npu nepemiwlyBaHHi i BUTPUMYIOTb
npotarom 1,5 rogvH. BuganueBum poO3YMHHUK, 3anu-
LLOK OYMLLAKTb Ha KONOHUi, BukopuctoBytoun CH,Cly,
notiMm cymiw 1% EtOAc/CH,Cl, sik entoeHT, ogepxy-
UM GaxaHui NpodykT y Burnagi 6inoi niHu 3 Buxo-
aom 44%. m/z (M+H)" 855,1.

Cragis  10: Metun  3-(4-{2-[1-6GeHarigpun-2-
({[rpeT-6yTun(andenin)cuninjokcun}etmn)-5-xnop-1H-
iHoon-3-inJeTokcn}deHin)nponaHoar (ctagis 9, 1eks.)
posyuHaTe y TId (0,1M) i oxonomxytote go 0°C,
nicna yoro popgatoTe HBUsNF (1M y TI®) (1,2eks.).
OTpumaHy B pe3ynbTaTti CyMmill nepemiwwytotb npu 0°C
NPOTAroM 5xB, MOTIM HarpiBalTb A0 KiMHATHOI TeMm-
nepatypu i nepemiwytoTe npotarom 30xB. Bugans-
I0Tb PO3YMHHUK. 3anuLLOK OYULLAIOTb Ha KOMOHLUi i3
cymiwwto EtOAc/CHCI, (Big 1:9 oo 1:4) ak entoeH-
TOM, OAEPXKYHYM OMUCYBaHy MPOMIKHY CMOMyKy Y
Burnaai 6inoi min 3 euxogom 90%. m/z (M+H)"
616,20.

Cragia 11: Metun 3-[4-{2-[1-6eH3rigpun-5-xnop-
2-(rippokcieTun)-1H-iHgon-3-
inleTun}cynedoHin)deHinlnponaHoar  (ctagia 10,
1ekB.) B guxnopmetaHi (0,02M) o6pobnstots npu 0°C
cymiwwwto MeSO,Cl (2ekB.) i EtsN (2,5ekB.) i nepemi-
wytoTb npotarom 1 rognHu. KpwxaHy 6aHio Bupgans-
I0Tb | peakuinHy Cymill nepemiwyoTs we 1 roguHy
npu KiMHaTHIN TemnepaTypi, nicns yoro ii po3baens-
toTb CH,Cl,, npomueatote NaH,PO4, HacuueHum pos-
4nHom conu i cywaTb Hag Na;SO,4. BunaptooTb pos-
YMHHWK, OOEPXYUn BakaHu NpoAyKT i3 KiNbKiCHUM
BuUxoaom, m/z (M+H)" 695,0.

Cragis 12: Metun 3-(4-{[2-(1-6eH3riapun-5-xnop-
2-{2-[(meTuncynbdoHin)okcmletun}-1H-iHgon-3-
in)etun]cynedoHin}deHin)nponaHoat  (ctagia 11,
1,0ekB.) po3unHsaoTb Yy AM®PA (0,03M) i o6pobnstoTb
NaNj3 (3,0exB.). OTpumaHy B pe3ynbTaTi CyMmill Harpi-
BatoTb fo 60°C i nepemiwyloTe NPOTAroM 2 rofwH,
noTiM JofalTb BOAY, E€KCTparylTb eTunaueTaTtom,
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NPOMMUBAKOTb HAaCUYEHVMM PO3YMHOM COMW | CyliaTb
Hag Na;SO,. BunaptoBaHHs po3unHHMKa fdae Oaxa-
HUIA NpoayKT i3 KinbkicHum Buxogom, m/z (M+H)"
641,1.

Cragia 13: Metun 3-[4-({2-[2-(2-asupoeTun)-1-
©eHarigpun-5-xnop-1H-ingon-3-
inJetun}cynbdonin)deHrinnponaHoar  (ctagia 13,
1ekB.) posuunHsitote y TI® (0,1M) i 06pobnsitoTb Tpu-
deHindocdiHom (1,1ekB.). PeakuiiHy cymiw BUTpU-
MYIOTb NpU MNepemillyBaHHi NpoTAroM 2 AHiB, nicnsg
4yoro gofarTb BoAy, MOTIM NepemillyloTe NPOTArom
Houi. BrmpansiioTb pO3YMHHUMK, OCad OuuULLalTb Ha
KonoHui i3 cymiwwio 4% MeOH: CH,Cl; sk entoen-
TOM, OAEpPXYHuM OMUCYBaHWWA NPOAYKT i3 BUXOAOM
71%. m/z (M+H)" 615,2.

Cragia 14: Metun 3-[4-({2-[2-(2-amiHoeTun)-1-
©eHarigpun-5-xnop-1H-ingon-3-
inleTun}cynbdoHin)deHinlnponaHoat  (ctagia 12,
1ekB.) i (3,4-ouxnop6eHaun)cynbdoHinxnopug
(1,1ekB.) posdnHsaTe Y CHLCly (0,1M) npw KiMHaTHIRN
Temnepartypi, MNOTiIM Mpu nepeMillyBaHHi A0AaTb
BoAHWUM po3vmH Na,COs. lMNepemiwyBaHHA NPOAOBXKY-
€TbCH NPOTArom 2 roauH. [oTim opraHiyHy dasy Bigo-
KPeMIoTb, MPOMMBATb HACUYEHUM PO3YMHOM CO-
ni, cywatb Hag NaSO4. BunapioioTb PO3YMHHUK,
3aMnMLLIOK OYULLAKTb Ha KOMOHLL 3 BUKOPUCTaHHSM Bif,
CH.Cl; po cymiwi 2% MeOH:CH,Cl, sik entoeHToMm,
oaepxytoum GaxaHun npoaykt i3 BuxogoM 85% y
BMrnsAai TBepaoi 6inoi pevosuHn, m/z (M-H) 834,9.

Cragia 15: Metun 3-[4-({2-[1-6eHarigpnn-5-xnop-
2-(2-{[(3,4-pnxnopbeHann)cynbdoHinjamiHo}eTnn)-
1H-ingon-3-inJeTun}cynbdoHin)deHin]nponaHoat
(cTapis 14, 1,0ekB.) po3unHsAOTL y cymiwi TFd:MeOH
(1:1) (0,1M), notim gogatoTe 1H NaOH. Cymiw nepe-
MiLLYIOTb MPOTArOM HOYi NPY KIMHATHIA Temnepartypi.
PO34MHHMK BUOaAnsaoTh | 3anNuLWOoK pO34UHAIOTb Y BOAI,
OOEPXKYHOYM NMYXHUIN PO3YMH, LLO HEWTPanisyloTb po3-
BefeHuM posunHom HCI ana ocamkeHHA npoaykTy.
TeBepay pedqoBuHY 36upaloTb iNbTpyBaHHAM, Mpo-
MUBaIOTb BOAOK, MPOMMBAKOTb FEKCaHOM, MOTIM Cy-
watb, oAepXywun OaxaHuWA MPOAYKT i3 BMXOOOM
86%. MC BMCOKOrO poO3pi3HEeHHs o6uucn. ans
[C41H37C|3N20552+H] 823,12314, 3HaVIﬂ6HO
823,12292.

Mpuknag 130: 3-(4-{[2-(1-6eHsrigpun-2-{2-
[(6eHsuncynbdoHin)amiHoleTun}-5-xnop-1H-iHaon-3-
in)eTun]cynbdoHin}deHin)nponioHoBa kucnorta

Cragia 1: MpomikHy peyoBuHy 3 npuknagy 129,
cTagis 13 06pobnsTb a-
TONyoncynbMOHINXNOpPUAOM NpoLeaypoo Npuknagy
129, ctagis 14, ogepxytoun GaxaHy Cnonyky 3 BUXO-
aom 94%.

Cragisa 2: MpomixkHy cnomnyky 3 nonepegHboi cTa-
aii obpobnsiote NaOH npouenypoto, onucaHow B
npuknagi 129, cragia 15, ogepxytoun 6axaHy Kucrno-
Ty 3 BUxogom 92%. MC BMCOKOro po3pi3HEHHA 06-
uncn. ana [CaiHszeCIN2O6S,+H] 755,20109, 3HaaeHo
755,20201.

Mpuknag 131: 3-[4-({2-[1-6eH3rigpun-5-xnop-2-
(2-{[(2,6-ondTOpBEH3NN)CYNbdOHIN]amiHo e THn)-1H-
ingon-3-injeTun}cynedoHin)deHinjnponioHoBa  KuC-
nota

Cragia 1: lMpomikHy crnonyky 3 npuknagy 129,
cTagis 13 06pobnsaTh (2,6-
andTopdeHin)MeTaHcynbgOHINXNopnaoM npoueny-
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poto npuknaay 129, cragis 14, ogepxywoun GaxaHny
cnonyky 3 BUXoaom 42%.

Cragisa 2: MpomixHy cnomnyky 3 nonepegHboi cTa-
aii obpobnsaoTe NaOH npouegypoto, onucaHoio B
npuknagi 129, cragia 15, oaepxytoun 6axaHy kucrno-
Ty 3 Buxogom 83%. MC BMCOKOro po3pi3HEHHSA 06-
yncn. gng [C41H37C|F2N20682+H] 791,18224, 3Hau-
aeHo 791,18257.

Mpuknag 132: 3-[4-({2-[1-6eHsrigpnn-5-xnop-2-
(2-{[(2-dTOp6EH3NN)cynbdoHin]amiHo}eTun)-1H-
iHgon-3-injeTun}cynedoHin)deHin]nponioHoBa  Knc-
nora

Cragia 1: MNpomikHy cnonyky 3 npuknagy 129,
cragiqa 13 obpobnsaTb (2-
dTOpPdEHIN)METAaHCYNBb(OHINXIOPMAOM NpOLEeaypoto
npuknagy 129, crtagis 14, ogepxytoun 6axaHy cno-
nyky 3 Buxogom 42%.

Cragia 2: MpomixHy cnonyky 3 nonepeaHbLoi cTa-
aii obpobnsaots NaOH npoueaypoto, onucaHow B
npuknagi 129, cragia 15, ogepxytoun GaxaHy Kucrno-
Ty 3 Buxogom 86%. MC Bucokoro po3spi3HeHHs 06-
yucn. gnga [C41H38C|FN20582+H] 773,19166, 3Hange-
HO 773,19213.

Meton G
= "'i‘/_\_iu A R
TOON°C/ELSTH NaH/MOA
1,2-auxnoperan
TPAPINMOIACNH TS
MOnex cuTa MOC B NF
_Bovons, ey
TCICH50,0 £§Z§;9258**-m ™
~
CISOy(CHy)uX:R;
Ey;N abo mipwmns ! 1) NaOB/TTY
_CHCl -
abo '
CISOCHy)uXiR, » L "

wacws. NaHCOy
CH,Cl,

MpomixkHy crnonyky 3 metody F moxHa ankinysa-
TV y nonoxeHHi C3 anbgerinammn abo BignNoBigHMMM
aueTtanaMmu B NpUCYTHOCTI KUcrnoT Jlbtoica abo BpeH-
cTeda, Takmx sk eTepat TpudpTopuaa 6opa abo Tpu-
dTopouToBa kucrota. ATom asoTy iHAony noTiM Mo-
XKHa ankinysatun o6po6KoH CUITbHOK OCHOBOK, TaKO
Ak Gic(TpumeTuncunin)amia Hatpito, H-BuLi, rigpug
HaTpito abo rigpua kanito B PO3YMHHUKY, TakoMy SiK
OM®A, AMCO abo TI'®, nicns 4oro nae BnNnuB npu-
AatHoro ranoreHigy. OTpumaHuin y pesynbTarti Tioe-
ip MOXXHa OKUCINUTK PIBHUMW OKMCIHOBa4Yamu, BKITHO-
yatoum okcoH i TPAP/NMO. 3 otpumaHoro B
pesynbTaTi CynbdOHY MOXHa 3HATU 3axUCT nig Ai€to
oxepena dTopy, Takoro sik TBAF, CsF abo HF.
OTpuMaHuin y pe3ynbTaTi CMPT MOXHa NEPeTBOPUTH
B ranorexig abo mMeaunaT, Hanpuknag, BUKOPUCTOBY-
104U MeTaHCYNbOHINXNOPUA i OpraHidyHy OCHOBY, LLIO
noTiM MOXHa 3aMicTUTK asmgom Hatpito B JOM®PA.
OTpumaHuii y pesynbTaTi ankinasug mMoxHa BigHOBU-
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TV nig gieto TpudpeHindocginy i Bonororo Trd. Amin
MOXHa CynbdOHINyBaTn Nig Aieto cynboHinxnopuay
B ABoxasHux ymoax Lllota i BaymaHa, cymiw Boa-
Horo GikapGoHaTy i guxnopmeTaHa, abo B 6e3BOAHUX
YyMOBaXx, LU0 BKMIOYaOTb CyMill AMXnopmeTaHy 1 op-
raHiyHoi ocHoBu, Takoi sk N,N-giisonponineTunamin.
OTpumaHy B pe3ynbTaTti MPOMiDKHY CMOMyKy rigponi-
3yl0Tb, BukopucToBytoun ocHoBy, NaOH, KOH, LiOH,
i CyMill PO3YMHHUKIB, LLO BKIKOYAE CnvpT, BOAY i TeT-
parigpodypaH. Y HaBegeHux Hwxkye npuknagax 133,
135-138 i 140- 141 cuHTe3 3gilcHeHuiA no meToay G.

Mpuknag 133: 3-[4-({2-[1-6eHariopwn-5-xnop-2-
(2-{[(2-xnopbeHann)cynboHin]amiHo}etun)-1H-
iHgon-3-injeTun}cynbdoHin)deHinjnponioHoBa  KuC-
nora

Cragia 1: ETtun 4-[(2-
okcoeTun)cynbdaHin]nponaHoat (npuknag 129, cra-
aia 3, 4,2ekB.) gogaTb A0 PO3YMHY, WO MICTUTL 2-
({[rpeT-6yTHn(andenin)cuninjokcun}etun)-5-xnop-1H-
ingon (1eks.), T®O (3eks.), i 1,2-auxnopeTaH (0,1M)
npn 0°C B atmocdepi N,. lNoTtim gogatotb EtsSiH
(12ekB.), peakuinHOi CyMilli JaloTb HarpiTMca oo Kim-
HaTHOI TemnepaTypu i NepemiwyTb NPOTArOM HOMi.
Peakuiiny cymiw racate BogHum NaHCOs, ekctpa-
rytoTe  EtOAC, npomuBaloTb HacUY4eHUM PO3YNHOM
conu i cywatb Hag cynbdartom HaTpito. OuumwarTb
Ha KOMOHUj i3 cunikarenem, BUKOPUCTOBYIOUN CyMiLLl
1:5 EtOAc/rekcaH sk entoeHT. OpgepxytoTs eTnn 4-({2-
[2-(2-{[TpeT-ByTnn(andeHin)cuninjokcun} eTtunn)-5-
xnop-1H-ingon-3-inJeTun}cynbdatin)nponaHoart (o-
BTa MacnsiHucTa pedoBuHa) 3 Buxogom 79%.

Cragia 2: Etun 4-({2-[2-(2-{[TpeT-
6yTun(audenin)cuninjokcu}etnn)-5-xnop-1H-iHgon-3-
inJetun}cynbdatin)nponaHoat (1eks.) gopatoTb A0
cycneHsii NaH (1,1eks.) y AM®A (0,38M) npu 0°C B
atmocdepi N2. Yepes 30 xeunuH gogatotb Ph,CHBr i
peakuiiHy CyMill HarpiBaloTb A0 KiMHaTHOI Temnepa-
Typu. Yepes 2,5 rogvHu peakuinHy CyMmill racsatb
NH4CI (BogH.), ekctparytoTb cymiwwio EtOAC/Et,0,
NpoOMMBaOTb BOAOK i HAaCMYEHUM PO3YUHOM CONMU i
cywaTtb Hag cynbdaToM HaTpito. OunwaTs Ha Ko-
NOHUI i3 cunikarenem, BUKOPUCTOBYKOYM cymiw 1:6
EtOAc/rekcaH.  OpepxytoTe  etun  3-[4-({2-[1-
GeHasrigpun-2-(2-{[Tpet-
6ytun(audenin)cuninjokcm}etnn)-5-xnop-1H-iHgon-3-
inleTun}cynedarin)deHinjnponaHoat (xoBTa cmona)
3 Buxoaom 42%.

Cragia 3: o pos4ymHy/cycneHsii, WO MiCTUTb
etun 3-[4-({2-[1-6eHarigpnn-2-(2-{[TpeT-
o6ytun(audenin)cuninjokcu}etnn)-5-xnop-1H-iHgon-3-
inJetun}cynbdatin)dperin]nponaHoat (1eks.), akpu-
nowitpun (0,1M) i monekynspHi cuta (1r/mMmmons npo-
naHoaTy) B atmocdepi N, gogawots NMO (4eks.).
Yepes 10 xBunuH gogatote TPAP (0,05ekB.) i cymiw
HarpiatoTb 0o 40°C. Yepes 2 rognHu peakuiiHy cy-
Mill OXONOMKYHOTh | INbTPYIOTL, i inbTpPaT 36upa-
t0Tb. OunaloTe Ha KOMOHLUI i3 cunikarenem, BUKOpK-
ctoBytoum cymiw 1:4 EtOAc/rekcaH. OgepxytoTb eTun
3-[4-({2-[1-6eHarigpnn-2-(2-{[TpeT-
o6yTun(gudenin)cuninjokcu}etnn)-5-xnop-1H-ingon-3-
inleTun}cynedoHin)deHinlnponaHoat (TBepaa 6Gina
peyoBMHa) 3 BUXoaoM 86%.

Cragia 4: [Ho posumHy etun 3-[4-({2-[1-
OeHarigpun-2-(2-{[TpeT-
o6yTun(gudenin)cuninjokcu}etnn)-5-xnop-1H-iHgon-3-
inleTun}cynedoHin)deHin] nponaHoaty (1eks.) i TI®
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(0,1M) npu 0°C B atmocdepi N, gopatoTe dTopmAa
TeTpabyTtunamotito (1M B TI'®) (1,2ekB.). Peakuiiiny
CyMil HarpiBaloTb A0 KiIMHaTHOI TeMnepaTtypu i Yepes
30 xsunuH racate NH4Cl (BogH.). EkctparyioTb
EtOAc, npomuBaloTb HaCUYEHWM PO3YMHOM COMKU i
cywaTb Hag cynbgatoMm Hatpito. OunwarTb Ha Ko-
MNOHUj i3 cunikarenem, BMKOPWUCTOBYKYM cymiw 1:9
EtOAC/CH.Cl,.  Opepxytote  etun  3-[4-({2-[1-
6eHasrigpun-5-xnop-2-(2-rigpokcietun)-1H-iHgon-3-
inleTun}cynbdoHin) deHinlnponaHoat (TBepaa 6Gina
peyoBuHa) 3 Buxoaom 88%.

Crapia 5: [Ho posunmHy etun  3-[4-((2-[1-
6eHarigpun-5-xnop-2-(2-rigpokcietun)-1H-ingon-3-
inleTun}cynbdoHin)deHinlnponaHoaty  (1ekB.) vy
CHCI; (0,02M) npu 0°C B atmocdepi N, gogarTb
CH3SO,CI (2ekB.) i EtsN (2,5ekB.). Yepes 1 roamHy
peakuiiHy cymiw HarpiBaloTb 4O KiMHATHOI Temnepa-
Typu. LLle yepes rogvHy gogatoTb Body, eKCTparyTb
CHCl,, npoMmuBaloTb HaCM4YEHMM PO3YMHOM COMK i
cywaTb Hag cynbdaTtom HaTpito. BuaansioTe pos-
YMHHWK, ofepxytoun etun 3-(4-{[2-(1-6eHsrigpun-5-
xnop-2-{2-[(meTuncynbdoHin)okculetun}-1H-iHgon-3-
in)etnn]cynbdoHin}derin)nponaHoat (TBepaa 6ina
peyoBwuHa) 3 Buxoaom 98%.

Cragia 6: Etun 3-(4-{[2-(1-6eHnsrigpnn-5-xnop-2-
{2-[(meTnncynbdoHin)okcnletnn}-1H-iHaon-3-
in)eTun]cynedoHin}deHin)nponaHoaTt (1eks.), asug
HaTpito (5eks.), i AM®A (0,05M) 3amiwwyoTe B aTtMoC-
depi N2 i HarpiBatoTb go 60°C. Yepes 1 roamHy peak-
LiHY Cymill OXONomKytoTb i gogatTb Boay. Ekcrpa-
rytoTe cymiwwio EtOAcC/Et,O, npommBaioTe BOOOM i
HaCMYEHUM PO3YMHOM CONU i CyLlaTb HaA cynbdaTom
HaTpito. BugansioTe po3vMHHUK, OaepXKytoum etun 3-
[4-({2-[2-(2-a3npoeTnn)-1-6eHarigpun-5-xnop-1H-
iHoon-3-inJeTun}cynbdoHin)deHin]nponaHoat (TBep-
Aa SICHO-KOPUYHEBa peyoBuHa) 3 BUxoaoM 96%.

Crapia 7: Emwn  3-[4-({2-[2-(2-asupoeTun)-1-
6eHarigpun-5-xnop-1H-ingon-3-
inleTun}cynbdoHin)deHinlnponaHoat (1eks.), PPhs
(HaHeceHu Ha nonimep) (1,3eks.) i TTP (0,1M) 3mi-
wyoTb B atmocdepi No. Yepes 3 aHi gogaoTb BoAy
(1Mn/1Mmonb nponaHoarty) i peakuiiHy cymill nepe-
MilYOTb MPOTArOM Houi. PinbTpytoTb i 36upalTb
dinbTpat. OuMwalTb Ha KOMOHUi i3 cunikarenem,
BUKopucToBytoun cymiw 2% MeOH y CH,Cl,. Opep-
xytoTb etun 3-[4-({2-[2-(2-amiHoeTun)-1-6eH3rigpwn-
5-xnop-1H-iHgon-3-
inJeTun}cynbdoHin)deHrin]nponaHoat (TBepaa SICHO-
KOpU4YHeBa peyoBuHa) 3 BUxoaom 65%.

Crapgia 8: Lo cymiwi etvn 3-[4-({2-[2-(2-
amiHoeTun)-1-6eH3rigpun-5-xnop-1H-iHgon-3-
inJeTun}cynbdgoHin)deHinjnponaHoaty (1exs.),
CH.CI, (0,08M), Bogn (1mn/1mn CH.Cl) i NaxCO3
(2,5ekB.) gopatoTb (2-xnopbeHsun)cynbdoHinxnopug
(2,2exB.). Yepes 2 roguHn Wwe popawTb (2-
xnop6eHann)cynbgoHinxnopug (1,1eks.). Lle 4yepes
1,5 roguHun opraHiyHMi Wap BiAOKPEMAIOTb, NPOMU-
BalOTb HACMYEHUM PO3YMHOM COMM i CylwaTb Hag Cy-
nbcatom HaTpito. OunwaoTe Ha npenapaTuBHIA cu-
nikarenesin NnacTWHi, BUKOPUCTOBYOUN CyMmill 2%
MeOH y CH.Cl,. Opepxytote etun 3-[4-({2-[1-
6eHarigpun-5-xnop-2-(2-{[(2-
xnop6eHann)cynbgoHinlamiHo}eTtunn)-1H-ingon-3-
inJeTun}cynbdoHin)deHrin]nponaHoat  (ICHO-XOBTa
cmora) 3 BuxoaomM 75%.
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Cragia 9: Etun 3-[4-({2-[1-6eHnsrigpnn-5-xnop-2-
(2-{[(2-xnopbeHann)cynbdoHin]amiHo}eTun)-1H-
iHoon-3-inJeTun}cynedoHin)deHinjnponaHoar
(1eks.), TI'® (0,1M), MeOH (1mn/1mn TIr®) i NaOH
(1H) (11ekB.) nNepemiwyloTb pPa3oM MPOTArOM HOMI.
PoO34nHHMKM BUOansAwTb i OTpUMAHWUIA Yy pe3ynbTarTi
3anvwok nomiwarTe Yy Boay. Po3unH nigkmcnsaots 1H
HCI i ginbTpyBaHHAM 36MpaloTb ocag, WO YyTBOPWB-
ca. OpepxytoTb 3-[4-({2-[1-6eH3rigpwn-5-xnop-2-(2-
{[(2-xnop6eH3nn)cynbdoHin]amiHo}etun)-1H-iHgon-3-
inleTun}cynbdoHin)deHin]nponioHoBy KMCroTy (TBe-
paa sicHo-KopuyHeBa peyoBuHa) 3 Buxoaom 83%. MC
BMCOKOrO PO3pi3HEHHS obuucn. ana
[C39H36CIN3O4S+H] 789,16211, 3HanaeHo 789,16311.

Meton H

D2z, 2

E&_
K:
CISOx(CH)wX iR, ¢
Et;N abo nmipuaun
cHCh (CmXiRy
CISOx(CH;)uaX Ry
HacHy. NaHCO,4
CH,Cl,

WWW“%
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BignoBigHMM  yuMHOM  3aMilleHUn ingon-2-
kapbokcunart MoXHa BiOHOBWUTW MpWAaTHWMM BiOHOB-
HUKOM, Takum K niTin-antomiHin-rigpug, dibal i 1.4., i
noTiM ChAMpT, WO YTBOPMBCHA B pe3ynbTaTi, MOXHa
okMCcnMTM Ao 2-hopMiniHAONY, BUKOPUCTOBYHOYM
MnO;, B ymoBax okucnioBaHHs CBepHa abo iHWMMK
okucnioBayamn. ATOM asoTy iHAoOMy MoTiM MOXHa
ankinyeatn 0BpoOKOK CUITbHOK OCHOBOI), TaKOK $IK
HaTpin Gic(TpumeTtuncunin)amig, H-Buli, rigpug Ha-
Tpito abo rigpua Kanito, y PO3YMHHUKY, TakoMy SIK
OM®A, OMCO abo TIr'd, nicns 4oro nae BnNnuB npu-
patHoro ranoreHigy. [lMoTim anbaerin 06pobnstoTb
HITPOMETaHOM i OCHOBOK, TaKOK SK aueTaT amoHito,
OOEPXKYIOYM MPOMIDKHY BiHINbHY HITPOCMONYKY, SKY
MOXHa BiHOBUTU PiI3HOMAHITHUMMK areHTamun, Takumu
AK niTin-anominin-rigpng abo Zn(Hg) amanbrama B
HCI. Otpumanun y pesynbTati amiH CynbgOHInyTh,
BUKOPUCTOBYIOUM CynNbGOHINXnopug y ABoxdasHuX
ymoBax LloTa i bBaymaHa abo B 6e3BogHUX ymoOBax 3
opraHiyHoto ocHoBot. O6pobka oTpumaHoro B pe-
3ynbTaTi cynboHamiga CUbHOK OCHOBOK, TaKok SIK
HaTpin Gic(tpumeTtuncunin)amig, H-Buli, rigpua Ha-
Tpito abo rigpma Kanito B PO3YMHHUKY, TakoMy SK
OM®, OMCO abo TI®d, 3a akum nage BAAMB CUMINX-
nopuay, Takoro sik TpeT-0yTunanMeTuncuninxnopua,
Aae 3axveHnin cynboHamig. [aHy pevyoBrHY MOX-
Ha copminysaTu no C3, BUKOPUCTOBYIOYM CTaHAAPTHI
ymoBu Bincmenepa, cymiw POCIs/AM®. OTprumaHun
y Takui cnocib 3-cpopminiHgon amiHyoTb 3 BigHOB-
NEHHsIM, BMKOPMCTOBYIOYM MPMAATHUA amiH, BigHOB-
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HUK, TakMn K TpuaueTokcubopriopua HaTpito, i Kuc-
noTy, TaKy SiK KpyxaHa ouTtoBa kucnota. OTpumany B
pes3ynbTaTi NPOMKHY CNONYKY rigponi3yloTb, BUKOPK-
croBytoum ocHoBy, NaOH, KOH, LiOH, i cymiw pos-
YMHHWKIB, LLIO BKMOYaE cnupT, Body i TeTparigpody-
paH. Mpuknag 134 cuHTesoBaHun no metoay H.

Mpuknag 134: 4-({[(1-6eHarigpnn-2-{2-
[(6eHsuncynbdoHin)amiHoleTun}-5-xnop-1H-iHgon-3-
in) metunjamiHo}MeTnn)beH30MHa K1cnoTa

Cragis 1: Etunosun edip 5-xnop-1H-ingon-2-
kapboHoBOi kucnotu (1ekB.) posumHsiioTe y TIP
(0,4M), npogyBsaTb a30TOM, MOTIM CyMill OXOfo-
oxytoTe o 0°C i noBinbHO gofaloTh NiTiN-antoMiHin-
rinpna (3eks. 1M posunHy B TI'®). PeakuiiHoi cymiLui
0aloTb MOBIMBbHO HarpiTMCA 4O KiMHATHOI Temnepary-
pu i nepemiwyoTb, Nokn aHania TLUX He nokaxe 3a-
BepLeHHs peakuii. llicna oxonomxkeHHs konbwu ao
0°C, nosinbHo gopatotb NaOH (60mn 3H po3uunHy) i
peakuiiHy Ccymiw nepemiwyioTb A0 YTBOPEHHSA ABOX
wapis. 1Hapu po3ainatoTb, BOAHWIA LWap 2 pasn eKkcT-
paryloTb eTunauetaToMm, ob'eaHaHi opraHiyHi Lwapu
NPOMMUBAIOTbL HACWYEHUM PO3YMHOM COMi, MOTIM Cy-
waTb Hag CcynbaToM MarHito i KOHLEHTPYTb, OAep-
Xyroun 6axkaHuin CcnvpT, LLO BMKOPUCTOBYIOTb HEOUU-
LLleHMM Ha HacCTyMHin cTagii.

Cragisa 2: MpoaykT i3 nonepeaHboi cTagii (1eks.)
posuuHstoTe y TI® (0,5M), obpobnstoTb giokcMaom
mapraHuto (3ekB.) i nepemiwytoTb npotarom 1,5 ro-
AvH, nokun aHanisa T1HX He nokaxe 3aBepLUeHHs pea-
Kuii. PeakuinHy cymiw @inbTpyloTb Yepes uenit, cy-
waTte Hag cynbdaTtoM MarHilo i KOHLEHTPYIOTb,
ofepXKyto4um GakaHWi HeOUMLLEHUI anbaerif 3 BUXO-
noom 82%.

Crapia 3: [Ho iHpony 3 nonepegHboi cragii
(1,0eks.) y AM®A (0,36M) npu 25°C popatotb NaH
(1,2ekB., 60% auncnepcis B onii) i KOPUYHEBUI PO3UNH
nepemilytoTe Npyn TemnepaTtypi Big 0 Ao -5°C npota-
rom 1rog., notim pgogawTb GpomandeHinmeTaH
(1,1ekB.) i NOTiIM peakuinHy CyMill nepemillyoTb Npo-
TArom Hodi. lMoTiM peakuiiHy cymill racsiTb BOAOMO,
po3baBnslTe eTunaueTaTom, NPOMUBaOTL BOAOHKD i
HacM4YyeHUM pO34YMHOM COfi, CywaTb Hag cynbdaTomM
HaTPil0 N ouYULalOTb KONOHKOBOK XpomaTorpadieto,
ogepxytoun 60% H6axaHOro NPoayKTy.

Cragia 4: Jo suweBkasaHoro anbgerigy (1,0eks.)
y CH3NO; (0,075M) ponatote auetaTt amoHito (9eks.) i
OoTpuMaHy B pesynbTaTi CyMill KUN'aTATb 3i 3BOPOT-
HUM XONOAWUNBHUKOM MPOTAroM Hodi. PeakuiiHy cy-
Milll KOHLIEHTPYIOTb A0 HeBenukoro obcsary, noTiM
po3baenstoTe EtOAC i npommnBaloTb HacMYeEHUM pPO3-
4YnHoMm coni. BogHy dasy ekctparytiots EtOAc. O6'en-
HaHi opraHiYHi eKCTpaKkT! MNPOMMBaOTb HacUYeHUM
pO34YMHOM COnfi, cywaTb Hag CcynbdaTom HaTpito,
KOHLEHTPYIOTb | O4MLalTb KOFIOHKOBOKO XpomMaTor-
pacpieto oo 6axkaHoro HiTpoonediHy (Buxig 51%).

Cragisa 5: UmHkoeun nun (20ekB.) cycneHayoTb y
5% BogHomy posuunHi HCI (8M Zn/5% HCI). o aaHoi
cymiwi gopatote HgCl, (0,28ekB.). Cymiw cTpyLuyoTb
npotarom 10xB., BOAHY pa3y AeKaHTYOTb i 3aMiHs-
10Tb cBixot 5% HCI, cymils 3HOBY CTpyLUYOTb NPOTS-
rom 5xB. i BogHy dasy suganstotb. OTpumaHy B Ta-
KA CMOCIO  LIMHKOBO-PTYTHY amanbramy notim
4o4arTb A0 cyMilwi HiTpoonediHy (1,0ekB.) i KOHUEH-
TpoBaHoi HCI (80ekB.) y TI® (0,04M HiTpoonedi-
HY/TT®). Cymiw M'SKO KMN'ATATb 3i 3BOPOTHUM XOJ10-
AVNbHUKOM npoTAroM 1 roguHu. 3a YTBOPEHHSIM
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npoaykty ctexatb TLIX. Cymiw oxonomkyTb A0
KiMHaTHOI TemnepaTtypu i TBepay peyoBUHY Buaans-
10Tb PiNbTPyBaHHAM Yepes uenit. [Jo dasu posdnHy
aofaoTb KoHueHTpoBaHun NH4OH i cymiw KOHUEHT-
pylOTb Ha POTOPHOMY BUMNAPHUKY. 3aru1LLIOK PO3YMHSI-
totb Yy CH2Cl, i koHueHTpoBaHomy NH,OH. BopgHy
¢a3sy ekctparytotb CH,Cl,, opraHiyHy a3y npomu-
BalOTb HACMYEHUM PO3YMHOM COfi, CyllaTb Hag Cy-
nbhaToM HaTPIlO | KOHLEHTPYIOTb, OfepXyoun baxa-
HWUIA HeounweHun amiH (100%), WO BMKOPUCTOBYIOTb
Ha HaCTynHin ctagii 6e3 ounLLeHHs.

Crapia 7: [Jdo amiHy 3 nonepegHboi cragii
(1,0ekB.) i HacnyeHomy NaHCOs; (0,14M) y CH.CI,
(0,07M) nonatTb a-TonyoncynboHinxnopua
(1,0exB.). Yepes 1 roguHy Cymill BUNUBaIOTb Y Hacu-
YeHun po3umH bBikapboHaTy HaTpito N eKkcTparylTb
CH.Cl,. O6'egHaHy opraHiyHy a3y npomMuBalTb
HaCM4YEHUM PO34YMHOM COfi, CyllaTb HaA cynbdaTom
HaTPil0 N O4YMLLAOTb KONOHKOBOK XpomaTtorpadieto
(rpapieHTHe entotoBaHHA 3 BUKOpPUCTaHHA cyMiwi 10%
EtOAc-rekcanun -> 20% EtOAc-rekcaHun), ogepxytoun
40% BaxaHoro cynbgoHamiay.

Cragia 8: CynbdoHamig 3 nonepeaHboi cragii
posuuHaTe y AM®A (0,5M) B aTmocdepi asory,
oxonoaxytoTe go 0°C, o6pobnsTb rigpMaom HaTtpito
(1,05ekB. 60% MacnsHoOi gucnepcii), nepemiwyoTb
npoTsirom 15 XxBunuH, o6 3abe3neunTn reHepyBaHHs
aHioHy, 06pobnsTb TpeT-
6ytungnmeTtuncuninxnopngom (1,2eks.) i notim ne-
pewmiwyloTb npoTarom Asox roauH npu 0°C, nicns
yoro aHaniz TLIX nokasye, WO peakuis 3aBepLueHa.
PeakuiiHy cymiw 06pobnsoTb, PO3MNOAINSAKYN MiX
CyMiLILWIO %2 HACUYEHOrO PO34MHY XIOPMAY aMOHIlO i
eTunaueTaTy, ekcTparylodm BOAHI Wapu eTunaueTa-
TOoM (2x), nNpomuBatouM 0O0'efHaHi opraHiyHi Lwapu
Hacu4yeHnm posumHoM coni (1x), miggatoumn CyLiHHIO
Haa cynbdaToM MarHito i KOHLEHTPYIOUYUN, OAEPXKYHUN
OaxaHn HeouMLLEeHUA 3axueHui cynbcoHamig 3
KiNbKICHAM BUXOA0M.

Cragia 9: Jo OM®A (~1mn) gooatoTb OKCUXIIO-
pua docdopy (1,2exB.), AaHi peareHT! NepeMillyoTb
npotarom 10 XBUIKH i NOTIM AOAATb PO3YUH iHAOMY
(1exs.) y OM®A (0,8M) 3 nonepeagHboi ctagii. OTpu-
MaHy B pe3ynbTaTi YUepBOHY peakuinHy CyMiw nepe-
MilylOTb NPOTAroM 4 roauwH, po3basnsoTb BOAOHD,
notim pH peryniotoTb Ao 8 (3aranbHun obcar goaaHoi
BOAM cKragae npubnusHo % [oJaHoro crnoyatky
OM®A), noTim peakuiviHy CyMill KUN'aTATb 3i 3BOPOT-
HUM XONOAWSIBHMKOM MPOTAroM 2 FOAWH i, HapeLwuTi,
OXONOMXYIOTb, EKCTparylTb OUXIIOPMETaHOM, BOA-
HWIA LIap ekcTparylTb guxnopMeTaHom (2x), ob'ea-
HaHi opraHiyHi LWapy NpoMUBaKOTb HACUYEHUM PO34n-
Hom coni (1x), cywaTb Hag cynbgartoM MarHio i
KOHLIEHTPYIOTb, OLEPXYHUM HEOUMLLEeHUA anbaeria,
O BMKOPUCTOBYIOTb ©€3 MOAanbLUOro OYULLEHHS, 3
Buxoaom 75%.

Cragia 10: Jo anbperiny 3 nonepeaHboi ctagii
(1ekB.) y TI'® (1,2M) popatoTb meTunosui edip 4-
amiHomMeTun6eH30MHOI kucnoTun (1,2ekB.), TpUaLETOK-
cuboprigpug Hatpii (1,5ekB.) i ouToBY KMcnoTy (Kpu-
XaHy, 1,5ekB.). PeakuinHy cymiw nepemiwyioTb npo-
TArOM HoOui, NOTIM 06POBNSANTL, 4OOAKYN HACUYEHUN
po34nH BikapboHaTy HaTpilo i eTMnaueTar, wapu po-
30iNsA0Tb, BOOAHUI LWap eKCTparyTb AMXITOPMETaHOM
(2x), ob'egHaHi opraHiyHi LWapu NpoMUBalTb Hacuye-
HUM po3unHom coni (1x), cywaTb Haa cynbdaTom
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MarHito, KOHLEHTPYIOTb | ouULLaloTb XpomaTorpadieto,
ofepxytoum 6axaHui NpoaykT i3 Buxoaom 37%.

Cragia 11: OTpumanui y pesynbTaTi CKnagHuin
edip rigponisytoTb, nepemiwytoun 1H NaOH (5eks.) y
cymiwi Tr®o (0,07M) i goctaTHbOi KinbkocTi MeOH
ONS OfAepXXaHHS MPO30poro po3ymHy. Peakuito KOHT-
pontotote TLWX (10% MeoH-CH,Cl;) no 3HUKHEHHIO
BMXiOHOI pe4oBuHK. CyMmill nepemillyoTe Npu KiMHa-
THI TeMmnepaTtypi npotarom 72 roguH. Cymilw koHLe-
HTpYIOTb, po3baBnstoTe HO i nigkucnstotb go pH 5,
BukopuctoBytoun 1M HCI. BogHy a3y ekctparytoTb
EtOAc, opraHiyHy a3y npomMuBaloTb HacCUYEHUM
po34YMHOM coni, cywaTtb Hag cynbdaTom HaTtpilo i
KOHLEHTPYIOTb, OAEPXYy4un BaxkaHuin NpoaykT i3 Bu-
xoaom 83%. MC BMCOKOro po3pisHeHHst obuucn. ans
[C3oH36CIN3O4S-H] 676,20423, 3HangeHo 676,20397.

Mpuknag 135: 4-{[2-(1-6eH3rigpun-2-{2-
[(6eH3uncynbdoHin)amiHoleTun}-5-xnop-1H-iHgon-3-
in)eTun] cynbgoHin} 6eH3orHa kucnorta

Crapgia 1: [Jo posuumHy, WO MICTUTb TpeT-
6yTunamndeHinxnopcunan (1,2exs.), imigason
(2,5exB.) i MDA (1,8M) (B atmoccbepi a3oTy), foda-
toTb 2-(5-xnop-1H-iHgon-2-in)etaHon (1ekB.). Peak-
LiHY CyMill nepeMmiwyloTb NpoTAroM Houi. Macatb
NaHCOs; (BogH.) i  ekcTparyloTb  CyMiLILLO
Et,O/EtOAc. OpraHiyHui Wwap npommBaloTb BOAOLO,
HacM4yeHUM PO34YMHOM COMM i CyliaTb Hag cynbdaToM
HaTpito. OunwaloTb Ha KOMOHLUi i3 cunikarenem i Bu-
KopuctoBytoTb cymiw 1:4 rekcanH/CH,Cl, gk entoeHT.
OpepxyloTb 2-({[TpeT-
oytun(gudenin)cunin]jokcu}etun)-5-xnop-1H-ingon
(xoBTa macnsiHucTa peyosuHa) 3 Buxogom 98%.

Cragia 2: Oo posuuHy, wo Mictute 2-({[TpeT-
oytun(audpeHin)cunin]okcm}etun)-5-xnop-1H-iHgon
(1ekB.), T®O (3eks.) i 1,2-guxnopetaH (0,1M), npu
0°C i B armocdepi Nz popatote metun 4-[(2-
okcoeTun)cynbaHin]oeHsdoar (3,7exB.). [oTim go-
patoTb EtsSiH (12ekB.), peakuivinin cymiwi gatoTb Ha-
rpiTuca Ao KiMHaTHOI TemnepaTtypu i nepemilyroTb
npoTarom Houi. Macats NaHCOj3; (BogH.), ekcTparyoTb
EtOAc, npomuBaloTb HACUYEHWM PO3YMHOM COMU i
cywaTtb Hag cynbdaTtoM HaTpito. OunaTs Ha Ko-
NOHUI i3 cunikarenem, BUKOPUCTOBYKOUM cymiw 1:5
EtOAc/rekcaH sik entoeHT. OgepxyoTe metun 4-({2-
[2-(2-{[TpeT-ByTnn(andeHin)cuninjokcuetnn)-5-xnop-
1H-ingon-3-injJetun}cynbdanin)  6eH3oaT (TBEpAa
)KOBTa peyoBuHa) 3 Buxogom 79%.

Cragis 3: MeTtun 4-({2-[2-(2-{[TpeT-
oytun(audpenin)cuninjokcm}etnn)-5-xnop-1H-ingon-3-
inleTun}cynbdarin)beHsoart (1ekB.) AogawTb A0 Cy-
cnensii NaH (1,1eks.) y OM®A (0,37M) npn 0°C i B
atmocdepi N2. Yepes 30 xBunuH gogatote Pho,CHBr
(1,8ekB.) i peakuiviHy cymill HarpiBaloTb A0 KiIMHaTHOI
Temnepatypu. Yepes 3 roguHu peakuinHy Cymill ra-
cate NH4Cl (BogH.), ekcTparyloTb  CyMiLLLLO
EtOAC/Et,O, npoMuBaloTb BOAOK i HACUYEHUM PO3-
YMHOM CONW i cylwaTb Hag cynbdartom Hatpito. Ouu-
LLalTb Ha KOMOHL i3 cunikarenem, BUKOPUCTOBYIOUU
cymiw 1:5 EtOAc/rekcaH sk entoeHT. OaepxyoTb
MeTun 3-[4-({2-[1-6enzrigpun-2-(2-{[TpeT-
oytun(gudperin) cuninjokeun}etun)-5-xnop-1H-iHgon-
3-inJetun}cynbdanin)derin]éersoat (koBTa cmona)
3 BUXoaom 65%.

Cragisa 4: [1o po34mHy/cycneHasii, Wo MiCTUTb Me-
™n 3-[4-({2-[1-6eH3rigpun-2-(2-{[TpeT-
o6yTun(gudpeHin)cuninjokcm}etnn)-5-xnop-1H-iHgon-3-
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inJetun}cynbdatin) deHin]éeHsoart (1ekB.), akpuro-
HiTpun (0,1M) i monekynsapHi cuta (1r/mmone 6eH3oa-
Ty), B atmocdepi N2 gogatote NMO (4ekB.). Yepes 10
xBunuH gopatote TPAP (0,12ekB.) i cymiw Harpisa-
toTb o 40°C. Yepes 1,5 roguHu peakuiviHy cymiwl
OXOMNMOMKYKTb, INbTPYTL | dinbTpaT 36MparoThb.
OunwialoTb Ha KOMOHLUI i3 cunikarenem, BMKOPUCTO-
Bytoun cymiw 1:5 EtOAc/rekcaH. OgepxytoTb MeTUn
3-[4-({2-[1-6eHarigpnn-2-(2-{[TpeT-
o6yTun(gudenin)cuninjokcu}etnn)-5-xnop-1H-ingon-3-
in] eTtun}cynbdoHin)deHin]oeHsoatr (TBepga 6Gina
peyoBMHa) 3 BUXoaoM 71%.

Cragia 5: [o posumHy wmetun 3-[4-({2-[1-
6eHnasrigpun-2-(2-{[tpet-
oytun(gudenin)cuninjokeuletun)-5-xnop-1H-iHgon-3-
inleTun}cynedoHin)deHin] 6eH3oaty (1eks.) y TIo
(0,1M) npu 0°C B atmocdepi N2 gopatwTs Topug
TeTpabytunamonito (1Mb TI'®) (1,2ekB.). PeakuinHy
CyMiLW HarpiBaloTb 40 KiMHaTHOI TeMnepatypu i yepes
1 roguHy racatb NH4Cl (BogH.). Ekctparytote EtOAC,
NPOMMBAIOTb HACMYEHUM PO3YMHOM COMM i CylaTb
Hag cynbcatom HaTtpito. OunwaroTb Ha KOMOHUi i3
cunikarenem, BMKOPUCTOBYHOUU CyMiLL 1:9
EtOAC/CH.Cl,.  Opepxytote  metun  3-[4-({2-[1-
6eHarigpun-5-xnop-2-(2-rigpokcietun)-1H-iHgon-3-
inleTun}cynbdoHin)deHin]6eHsoat (TBepga bGina pe-
YyoBwWHa) 3 BUxoaoM 86%.

Crapgia 6: [o posumHy wmetun 3-[4-({2-[1-
6eHarigpun-5-xnop-2-(2-rigpokcietun)-1H-ingon-3-
inJeTun}cynbdoHin)deHin]oeHsoaty (1ekB.) y CH,Cl,
(0,02M) npun 0°C B atmocdbepi N2 gogatots CH3SO,ClI
(2ekB.) i EtsN (2,5ekB.). Yepe3 1 roguHy peakuiniHy
CyMiLW HarpiBalTb A0 KiMHaTHOI TemnepaTypu. lMicna
[OLATKOBOI TFOAMHWM [04alTb BOAY, €KCTparylTb
CH.Cl;, npommnBaloTb HacMY4EHUM PO3YNHOM COMU i
cywaTb Hag cynbgaTtom HaTpito. BupansioTe pos-
YMHHKK, ogepxytoun meTtun 3-(4-{[2-(1-6eHsrigpun-5-
xnop-2-{2-[(meTnncynbdoHin)okcu]eTnn}-1H-iHaon-3-
in)etnn] cynbdoHin}deHin)beHsoatr (TBEpAa SACHO-
)KOBTa pe4voBuHa) 3 Buxogom 99%.

Cragia 7: Metun 3-(4-{[2-(1-6eHarigpun-5-xnop-
2-{2-[(meTuncynbdoHin)okculeTun}-1H-iHgon-3-
in)eTun]cynbdoHin}deHin)beH3oaT (1eks.), asug Ha-
Tpito (5ekB.) i AM®A (0,05M) noeaHyoTb B aTMocde-
pi N2 i HarpiBatoTb fo 60°C. Yepes 1 roguHy peakuin-
Hy CyMmill  OXOMNOAXYITb | JojalTb  BOAy.
Ekctparytotb cymiwwio EtOAc/Et,O, npomwuBatoTb
BOOOI0, HAacWYeHWM pPO3YMHOM COMW i cywaTtb Hap
cynbdaTtoMm HaTpito. BugansawoTb PO3YMHHWK, ofep-
Xyroun MeTun 3-[4-({2-[2-(2-a3npoeTnn)-1-
6eHsrigpun-5-xnop-1H-iHgon-3-
inleTun}cynbdoHin)deHin]6eHsoatr (TBepaa  SICHO-
XOBTa pedoBuHa) 3 Buxogom 99%.

Cragia 8: Metun 3-[4-({2-[2-(2-asupoeTun)-1-
©eHarigpun-5-xnop-1H-iHgon-3-
inJetun}cynbdgoHin)derin]éensoatr  (1eks.), PPhs
(2ekB.) i TT® (0,1M) noegHytoTb B aTmocdepi Ny i
nepeMiwyloTb  NpoTAroM Houi. [logaiTb  BoAy
(1Mn/1mmonb ©eH3oaTy) i peakuiiHy CyMmill 3HOBY
nepemMillyoTb NPOTSAroM Houi. PO3YMH KOHLEHTPYIOTb
i ouMLalTb Ha KOMOHLi i3 cunikarenem, BMKOPUCTO-
Bytoun cymiw 3:1 EtOAc/rekcaH i notim cymiw 5%
MeOH y CH.Cl,. Ogepxytotb metun 3-[4-({2-[2-(2-
amiHoeTun)-1-6eH3rigpun-5-xnop-1H-ingon-3-
inleTun}cynbdoHin)deHin]6eHsoatr (TBepaa  ACHO-
KOBTa pe4voBuHa) 3 Buxogom 99%.
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Cragia 9: [Oo cymiwi wmetnn 3-[4-({2-[2-(2-
amiHoeTun)-1-6eH3rigpun-5-xnop-1H-iHgon-3-
inleTun}cynbdoHin)dpeHin]éeHsoarty (1eks.), CH.Cl,
(0,08M), Boan (1mn/1mn CH2Cly) i Na.CO3 (2,5ekB.)
aofdaTb  anbda-tonyoncynbgoHinxnopug (2eks.).
Uepe3 2 rogvHyM OpraHiyHMI wap BigOKPEMIIOKTh,
NPOMMBAIOTb HACMYEHUM PO3YMHOM COMM i cyliaTb
Hap cynbdartom Hatpito. OunLaoTb Ha npenapaTus-
Hi cunikarenesii nnacTuHi, BukopucToByloun 3%
MeOH y CH.Cl,. Opepxytote metun 4-{[2-(1-
6eHarigpun-2-{2-[(6eH3nncynegoHin)amiHoletun}-5-
xnop-1H-ingon-3-in)etun]cynedoHnin}beHsoar (rpsas-
Ho-6ina peyvoBuHa) 3 BUxoaom 94%.

Cragia  10: Metun 4-{[2-(1-6eHsrigpun-2-{2-
[(6eH3uncynbgoHin)amiHoleTun}-5-xnop-1H-iHgon-3-
in)etun]cynedoHin}oeHsoar (l1eks.), Tre® (0,1M),
MeOH (1mn/1mn TIF®) i NaOH (1H) (11ekB.) nepemi-
WYyTb MPOTArOM HOYi. PO34YMHHWKM BMAaANsOTb |
OTPUMaHWI y pesynbTaTi 3anunLwoK NepeHocaTb y BO-
ay. PosunH nigkmucnsatote 1H HCI i dinbTpyBaHHSAM
30upaloTb OTpUMaHun y pesynbTtaTi ocad. Ogepxy-
10Tb 4-{[2-(1-6eHsrigpun-2-{2-
[(6eH3uncynbgoHin)amiHoleTun}-5-xnop-1H-iHgon-3-
in)eTun]cynbdoHin}oeH30nHy KucnoTy (rpAsHo-6ina
peyoBuHa) 3 BUxoaom 92%. MC BUCOKOro po3pi3HeH-
HA obumcn. ansa  [CsoH3sCIN2O6S,-H] 725,15523,
3HangeHo 725,15437.

Mpuknag 136: 4-({2-[1-6eHsrigpun-5-xnop-2-(2-
{[(2-xnop6eHann)cynsdoHrinjamiHo}etun)-1H-iHaon-3-
inleTun}cynbdoHin)beH3onHa kucnoTa

Cragia 1: Oo cymiwi wmetun 3-[4-({2-[2-(2-
amiHoeTun)-1-6eHarigpun-5-xnop-1H-iHgon-3-
inleTun}cynedoHin)deHin]éensoaty (npuknag 135,
cragia 8, 1eks.), CH.Cl, (0,08M), Boan (1mn/1mn
CH2Cl;) i NaxCOs; (2,5ekB.) popawoTb  (2-
xnop6eHaun)cynbdoHinxnopug (3,4eks.). Yepes 2
roguHu noparTb we (2-
xnop6eHaun)cynbdoHninxnopug (3,4eks.). licna go-
aatkoBux 1,5 roavH OpraHiyHUIA LWap BidOKPEMIIHO-
10Tb, NMPOMMBAIOTb HACMYEHUM PO3YMHOM COMM i Cy-
watbe Hag cynbdatom HaTpito. OuuwawTb Ha
cunikarenesin npenapaTuBHIA NNAcTUHI, BUKOPUCTO-
Bytoun 3% MeOH y CH,Cl.. Opgepxytote metun 3-[4-
({2-[1-6eH3rigpnn-5-xnop-2-(2-{[(2-
xnop6eHaun)cynbdoHinjamiHo}etun)-1H-iHaon-3-
inleTun}cynbdoHin)  derin]beH3oat (KoBTOrapsya
cmona) 3 Buxogom 40%.

Cragia 2: Metun 3-[4-({2-[1-6eHarigpun-5-xnop-
2-(2-{[(2-xnopbeH3nn)cynbdoHin]amiHo}eTnn)-1H-
iHgon-3-in] etun}cynbdgoHin)deHinldéeHsoat (1eks.),
e (0,1M), MeOH (1mn/imn Tr®) i NaOH (1H)
(11ekB.) nepemiwyloTb pa3om NpPOTArOM Houi. Pos-
YMHHWKN BUMAANSAIOTb | OTPUMaHui y pesynbTtaTi 3a-
NVLWOK nepeHocATb Y Body. Po3umH nigkmucnsaoTs 1H
HCl i dinbTpyBaHHAM 306MpaloTb OTpUMaHUA y pe-
gynbTati ocag. OpepxytoTb 4-({2-[1-6eHarigpun-5-
xnop-2-(2-{[(2-xnop6eH3un)cynbdoHin] amiHo}eTnn)-
1H-ingon-3-inJeTun}cynbdoHin) ©OeH30MHY KUCNOTY
(TBEpAa YepBOHO-XOBTOrapsya pevyoBuHa) 3 BUXO4OM
80%. MC BucOKOro po3pi3HEHHs obuucn. ans
[C39H34CI2N206S2+H] 761,13081, 3HalaeHo
761,13146.

Mpuknag 137: 4-({2-[1-6ensrigpun-5-xnop-2-(2-
{[(2,6-ancbTopbeH3un)cynbdoHinjamiHo}etun)-1H-
iHgon-3-injeTnn}cynbdoHin)beH3onHa kucnoTa
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Cragia 1. [Ho cymiwi wmetnn 3-[4-({2-[2-(2-
amiHoeTun-1)-6eHsrigpun-5-xnop-1H-iHaon-3-
inleTun}cynbdoHin)deHin]oeHsoaty (npuknag 135,
cragia 8, 1eks.), CH.Cl, (0,08M), Boan (1mn/1mn
CH.Cl;) i Na,COsz (2,5ekB.) popatoTb (2,6-
andropbeHaun) cynbgoHinxnopug (3,4eks.). Yepes 2
rOAVMHN OpraHiyHWi Lap BiAOKPEMIIOTb, NPOMUBA-
I0Tb HACMYEHNM PO3YMHOM CONU i CyllaTb Haj Cynb-
daTtom HaTtpito. OumwaTb Ha cunikarenesi npena-
paTvBHIA nnactuHi, Bukopuctosyloun 3% MeOH vy
CH.Cl,. Opepxytote metun 4-({2-[1-6eHarigpwn-5-
xnop-2-(2-{[(2,6-
andTopbeHann)cynbdoHrinjamiHo}etun)-1H-iHgon-3-
inJetun}cynbgoHin)beH3oar (TBepaa rpsisHo-Gina
peyoBMHa) 3 BUXoaoM 87 %.

Cragia 2: Metun 4-({2-[1-6ensrigpun-5-xnop-2-
(2-{ [(2,6-onudpTopbeH3mn) cynbdoHin]lamiHo}eTun)-
1H-ingon-3-inJeTun}cynedgoHin) 6eH3oar (1eks.), TP
(0,1M), MeOH (1mn/1mn Tr®) i NaOH (1H) (11ekB.)
nepeMillyloTb pa3oM NPOTSAroM Hodi. Po3unHHMKK
BMAANSATb | OTPUMAHUIA y pesynbTaTi 3anuLoK ne-
peHocsTb y Bogy. Po3unH nigkucnsatote 1H HCI i di-
NbTpyBaHHAM 30MpaloTb Ocag, Wo BUMNaB y pesyrnbTa-
Ti. OpepxyoTb  4-({2-[1-6eHsrigpnn-5-xnop-2-(2-
{[(2,6-onpTOpGEH3NN)CYNbGOHIN]amiHo}eTH)-1H-
iHoon-3-injeTun}cynbdoHin)oeH30onHy kucnoty (TBe-
paa 6ina-xoBTa peyoBuHa) 3 Buxogom 96%. MC Bu-
COKOro po3pisHeHHst obuncn. ansg [CagHs3CIFaN2O6S,-
H] 761,13638, 3HangeHo 761,13565.

Mpuknag 138: 4-({2-[1-6eHsrigpnn-5-xnop-2-(2-
{[(2-dTOp6eHann)cynbdoHin]amiHo}eTun)-1H-iHaon-
3-inJeTun}cynbdoHin)beH3orHa knucnora

Cragis 1: Oo cymiwi wmetun 3-[4-({2-[2-(2-
amiHoeTun)-1-6eH3rigpun-5-xnop-1H-iHoon-3-
inleTun}cynbdoHin)deHin]éeHsoaty (npuknag 135,
cragia 8, 1eks.), CH.Cl, (0,08M), Boan (1mn/1mn
CH.Cl;) i  NaxCOs; (2,5ekB.) popawTb  (2-
dTopbeHann)cynbdoninxnopua (3,4eks.). Yepes 2
roAvHW OpraHiyHM Lwap BiAOKPEMNIoTb, NPOMUBa-
I0Tb HACMYEHNM PO3YMHOM CONMU i CyllaTb Hag Cynb-
daTtom HaTpito. OumwlaTb Ha cunikarenesi npena-
paTvBHIM nnactuHi, Bukopuctosyloun 3% MeOH vy
CH.Cl,. Opepxytote metun 4-({2-[1-6eHarigpun-5-
xnop-2-(2-{[(2-pTop6eH3un)cynbdoHinjamiHo}eTnn)-
1H-ingon-3-inJeTun}cynbgoHrin)beHsoar (TBepaa rps-
3HO-6ina peyosunHa) 3 BUxogom 82%.

Cragia 2: Metun 4-({2-[1-6eHsrigpun-5-xnop-2-
(2-{[(2-dbTOpGEeH3nN)cynbgoHin]amiHo}eTnn)-1H-
iHoon-3-injetun}cynedoHin)beHsoatr  (1eks.), Tr®
(0,1M), MeOH (1mn/1mn Tr®) i NaOH (1H) (11ekB.)
nepeMilyloTb pa3oM NPOTAromM Hodi. Po3unHHUKK
BUAANSTb | OTpUMaHWIA Yy pesynbTaTi 3anuliok ne-
peHocsTb y Bogy. Po3sunH nigkucnsatote 1H HCI i di-
NbTpyBaHHAM 306upatoTb ocag, LWo BUMNaB y pesynbTa-
Ti. OpepxytoTb 4-({2-[1-6eHsrinpun-5-xnop-2-(2-{[(2-
pTOpOeH3nn)cynbdoHin]amiHoetun)-1H-ingon-3-
inleTun}cynbdoHin)0eH30nHy KucnoTy (TBepaa rpss-
Ho-6ina pevoBuHa) 3 Buxogom 99%. MC Bucokoro
po3pisHeHHss o6umcn. ana  [CsagH34CIFN206S,-H]
743,1458, 3HangeHo 743,14511.

Mpuknag 139: 4-(2-{1-6eHsrigpun-5-xnop-2-[2-(2-
niponiavH-1-inetaHcynbdoHinamiHo)etnn]-1H-iHgon-
3-in}eTokcn)6eH3orHa kucnoTta

Cragia 1: Cnonyky roTytoTb i3 NPOMIDKHOT CMOMyKK
npuknagy 87, ctagia 1 i niponignHy npoueayporo
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npuknagy 87, crtagis 2 3 Buxogom 92% 6e3 ounieH-
HS1 Ha KOMOHLIi.

Cragia 2: MNpomixHy cnonyky, o sBnsie cobot
cknagHun edip, rigponisyloTb y BigNoBigHOCTI A0
cragii 8 npuknaay 1, 3a BUHATKOM TOro, Wwo pH pery-
noTe Jo 4-5, ogepXKyl4um 3asHayeHy B 3arorioBKy
kncnoTy 3 Buxogom 92%. MC BMCOKOro po3pi3HeHHs
obuncn. gna [CasHioCIN3OsS-H] 684,23044, 3Hanae-
Ho 684,23009.

Mpuknag 140: 4-({2-[1-6eHsrigpun-5-xnop-2-(2-
{[(3,4-pnxnopbeHaunn)cynbdoHinjamiHo}eTun)-1H-
ingon-3-injeTnn}cynbdoHrin)beH3onHa kucnoTa

Crapgia 1: [Oo cymiwi wmetun 3-[4-({2-[2-(2-
amiHoeTun)-1-6eHsrigpun-5-xnop-1H-iHgon-3-
inJeTun}cynbgoHin)deHrin]6eHsoaty (npuknag 135,
cragia 8, 1eks.), CHyCl, (0,08M), Bogn (1mn/1mn
CHxCl;) i Na),COs; (2,5ekB.) popawTb (3,4-
anxnopbeHann)cynbdoHinxnopua (2,1eks.). Yepes 1
roauHy OopraHiYHW LWap BiAOKPEMoTb, NPOMUBa-
I0Tb HACMYEHNM PO3YMHOM CONU i CyllaTb HaA Cynb-
daTtom HaTpito. OumwlaTb Ha cunikarenesin npena-
paTuBHIN nnacTuHi, BukopuctoBytun 3% MeOH y
CH.Cl,. Opepxytots Metun 4-({2-[1-6eHsrigpun-5-
xnop-2-(2-{[(3,4-
anxnopbeHann)cynbdoHin]amiHo}etun)-1H-iHgon-3-
inleTun}cynbdoHin)beHsoat (TBepaa bina pevoBuHa)
3 Buxoaom 87%.

Cragia 2: Metun 4-({2-[1-6eHarigpun-5-xnop-2-
(2-{[(3,4-pnxnopbeHann)cynbdoHin]amiHo}eTun)-1H-
iHoon-3-inJetun}cynbgoHin)éeHsoatr  (1ekB.), Tro
(0,1M), MeOH (1mn/1mn TI®) i NaOH (1H) (11eks.)
nepeMilyloTb pasoM NPOTAroM HoYi. PO34YMHHMKK
BUOANATb | OTPUMaHWUIA Yy pesynbTaTi 3anuwiok ne-
peHocaTb y Bogy. PosunH nigkmucnsiote 1H HCI i i-
NbTpyBaHHAM 30MpatoTb ocag, Lo BUMNaB y pesynbTa-
Ti. OpepxytoTb  4-({2-[1-6eHsrigpun-5-xnop-2-(2-
{[(3,4-pnxnopbeHann)cynbdoHinjamiHo}eTun)-1H-
ingon-3-injeTnn}cynbdoHin)beH30nHy kucnoty (TBe-
poa siCHO-XoBTa pedvoBuHa) 3 Buxogom 93%. MC Bu-
COKOro po3pisHeHHs1 obumcn. ansa [CagHasClsN2OgS,-
H] 793,07728, 3HangeHo 793,07629.

Mpuknag 141: 4-({2-[1-6eHsrigpun-5-xnop-2-(2-
{[(2,6-opumeTun6eH3nn)cynbdoHin]amiHo}etun)-1H-
iHoon-3-injeTnn}cynbdoHin) 6eH3oiHa kucnoTa

Crapgia 1: [Oo cymiwi wmetun 3-[4-({2-[2-(2-
amiHoeTun)-1-6eHsrigpun-5-xnop-1H-iHgon-3-
inJeTun}cynbgoHin)deHrin]6eHsoaty (npuknag 135,
cragia 8, 1eks.), CH.Cl, (0,08M), Boan (1mn/1mn
CHxCl;) i Na),COs; (2,5ekB.) popawTb (2,6-
anmeTnnoeHsun)cynbdoHinxnopug (3,0ekB., npwk-
nag 52, cragia 1). Yepes 2 roamMHu opraHiyHuin wap
BiJOKPEMIIOIOTb, MPOMMBAKTL HACUYEHUM PO3YMHOM
conu i cywatb Hag cynbdartom HaTpito. OuuwaTb
Ha cunikarenesii npenapaTuBHIA NNAcTUHiI, BUKOPUC-
ToBytoun 3% MeOH y CH,Cl,. OpgepxytoTe meTun 4-
({2-[1-6eH3rigpwn-5-xnop-2-(2-{[(2,6-
anmeTnnbeHsun)cynbdoHinjamiHo}etnn)-1H-ingon-3-
inletun}  cynbdoHin)6eH3oaT  (TBepaa  ACHO-
KOopuyHeBa pevoBuHa) 3 Buxogom 1%.

Cragia 2: Metun 4-({2-[1-6eHarigpun-5-xnop-2-
(2-{[(2,6-gnmeTnnbeH3nn)  cynbdoHiIn]JamiHo}eTun)-
1H-ingon-3-inJeTun}cynbdoHin) 6eHsoat (1eks.), TP
(0,1M), MeOH (1mn/1mn TI®) i NaOH (1H) (11eks.)
nepeMillyloTb pasoM MNpPOTArOM HoYi. PO3YMHHUKK
BUOANSTb | OTPUMaHWUIA Yy pesynbTaTi 3anuwiok ne-
peHocaTb y Bogy. Po3unH nigkucnsote 1H HCI i di-
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NbTpyBaHHAM 36MpatoTb Ocaj, Lo BMMNaB y pesynbTa-
Ti. OpepxywTb  4-({2-[1-6eHsrigpun-5-xnop-2-(2-
{[(2,6-pumeTuNn6eH3un)cynbdoHin]amiHo}etun)-1H-
iHoon-3-injeTun}cynbdoHin)oeH30nHy kucnoty (TBe-
paa 6ina pevosuHa) 3 Buxogom 99%. MC Bucokoro
pospidHeHHa obuncn. ana [CaiHzeCl CIN2O6S,+H]
753,18653, 3HangeHo 753,18597.
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MeTon J nponoHye anbTepHaTUBHY CXemy peak-
Ui Ang NigMHOXMHKU CMONMYK, O MICTATLCS B AaHOMY
OOKyMeHTi. BignosigHMM 4YMHOM 3aMmilleHui aHini
ranoreHyTb, Bukopuctosytoun IC1, I, abo Br2, i no-
TiM amiH 3axuwiatoTb Yy BUrNSadi kapbamaTty, BUKOPUC-
TOBYIOYM, Hanpuknag, TpuetunamiH i xnopdopmiarT.
OaHnn apunranoreHig 3'egHyloTb 3 arnkiHoM, LWO Mic-
TWUTb BIAMNOBIOHI PYHKLiOHaNbHI rpynu, 3 BUKOPUCTaH-
HAM Pd i migHoro katanisaTopiB y NPUCYTHOCTI OCHO-
BW, Takoi $K TpueTunamiH. [aHun oTpumaHun y
pes3ynbTaTi NPpoAYKT MOXHa Migaatv uuknisadii, BUKO-
puctoBytoum Pd kaTanisaTop y NpuCYTHOCTI aninxno-
puay i 3amileHoro okcupany. lNMoTim aTom asoTy iH-
OOony MOXHa  ankinyeatm  0BpOOKOK  CUITbHOK
OCHOBOIO, TaKkow K HaTpin Gic(TpumeTuncunin)amia,
H-BulLli, rigpug HaTpito abo rigpva kanito B pO34YMHHK-
Ky, Takomy sk OM®A, OIMCO abo TI®, nicns 4yoro
ngoe peakuis 3 BignosigHMM ranorexigom. NoTim ani-
niHgon MmoxHa obpobutn 9-BBN i notim nanagiesum
KaTanisaTopom, Micnsa 4Yoro mae [oOaBaHHs apun-
abo BiHINNMoanay Onsa 34iNCHEHHA peakuii NoegHaHHS
Cy3syku. 3 oTpuMaHoi B pe3ynbTaTi NPOMIKHOI Crony-
KA MOXHa 3HSATM 3axXWCT, BUKOPUCTOBYHOYU rigpasuH
abo ankinamiH, ooepXXyrun NepBUHHUIA amiH. JaHui
aMiH NoTiM MoXHa 0bpobuTn HeobXigHUM cynbdOoHi-
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nXnopuaom npu ABoxdasHux ymoBax, CyMill BOAHOIO
GikapboHaTy HaTpito/guxnopmeTaHy, abo B opraHiy-
HOMY PO34YMHHMKY 3 JoOaBaHHAM OCHOBM, LUO SABNSAE
coboto OrokoBaHUi opraHiyHMi amiH. OcTaTouHMn
rigponia NpoBoAsiTb MPW OCHOBHUX YMOBaXx FigpoKcu-
OOM HaTpito B CyMmiwi Bogu, metaHony i TT'® npu kim-
HaTHIn TemnepaTypi abo Npw NigBWLLEHIA Temnepary-
pi. AnNbTepHaTUBHO WMOr0  MOXHA  PO3LLENUTU
06pOBKOI0 TIOMETOKCMAOM HATPIil0 B PO3YMHHUKY, Ta-
KoMy sik TT® abo MDA, npu nigBuLleHin Temnepa-
Typi (50°C-100°C).
MeTtopg K
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MeTtog K nponoHye anbTepHaTuBHWMIA cnocid oae-
p>XaHHA Cnonyk 3rigHo 3 AaHWM BuHaxodoM. Bignosi-
OHVM YMHOM 3aMilleHW aHiniH ranoreHyTb, BUKO-
puctoBytoumn ICI, I, abo Brz, i noTim amiH 3axuwiaTb
Ak kapbamat abo amia, BUKOPUCTOBYHOYM, Hanpuknaga,
TPUPTOPOLITOBUI aHrigpua, TpuetTunamiH i gumeTtu-
namiHonipnauH. [laHa npomixHa cnosiyka noTiM pea-
rye 3 ankiHom, Lo MICTUTb BiAMOBIAHI dyHKUiOHAmNbHI
rpynu, 3 BukopuctaHHam Pd i migHoro kaTtanisaTopiB y
npucyTHOCTi ocHoBu. OTpMMaHWi y pesynbTati apu-
nankiH niggalTb UMKnisaudii B iHAoN, HarpiBawo4n 3
amiHOM, TakMM SK ninepnaunH. [nsa ogep)kaHHA 3axu-
LLLeHOro amiHy BWKOPWUCTOBYIOTb CTaHOApTHi yMOBWM
peakuii MitcyHoBy, docdiH, asopmkapbokeunar i
dTanamig. lHoon moxHa ankinysatu y C3 NoOnoXeHHi
(nonoxxeHHs 3 aTomy Byrneuo iHAony) anbaerigamu
abo BigNoBiAHMMM aueTansiMmM B NPUCYTHOCTI KUCIOTH
Jbloica abo BpeHcTena, Takoi sik eTepaT TpudpTopuay
6opa abo TpudTopouToBa KMcnoTa. [oTim atom aso-
Ty iHOONy MoOXHa ankinyBatu oOpoOKOK CUIMbHOK
OCHOBOIO, TaKkow sk HaTpii Gic(TpumeTtuncunin)amia,
H-BulLi, rigpug HaTpito abo rigpva kanito B pO34YNHHK-
Ky, Takomy gk AM®PA, IMCO abo TI®, nicns yoro
noe peakuis 3 BignoBigHWMM ranoreHigoMm. 3 oTpuma-
HOi B pe3ymnbTaTi NMPOMDKHOI CMOMYKM MOXHa 3HATU
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3aXMCT, BUKOPUCTOBYKOUM rigpa3vH abo ankinamin,
npvBoOAAYN A0 OAepKaHHSA NepBUHHOro amiHy. JaHuin
aMiH NoTiM MoXHa 0bpobuTn HeobXigHUM CyrnbdOHi-
nxnopuaom npu AsoxdasHux ymoBax, CyMill BOAHOMO
GikapboHaTy HaTpito/guxnopmeTtaHy, abo B opraHiy-
HOMY PO34YMHHUKY 3 AOAaBaHHAM OCHOBW, WO SABMSIE
coboto GrokoBaHWi OpraHiyHMn amiH. OcTaTouHuN
rigponia nNpoBoAsiTb MPW OCHOBHUX YMOBaXx FigpoOKCH-
OOM HaTpito B CyMiwi Bogu, metaHony i TTd npu kim-
HaTHin abo TemnepaTypi Npu NiABULLEHIN Temnepa-
TYypi.

AnbTepHaTUBHO MOro MOXHa po3LenuTn ob6pob-
KOIO TIOMETOKCUAOM HAaTPil0 B PO3YMHHUKY, TAKOMY 5K
Tro abo AM®A, npu nigsuLieHin Temnepatypi (50°C-

100°C).
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MeToa L nponoHye iHWni anbTepHaTUBHUIA CMO-
Ci6 ogepkaHHSA CMomnyK 3rigHO 3 AaHWM BUHAXOAOM.
BignoBigHUM 4YMHOM 3aMilLeHUIA ranoreHoOM aHiniH,
amB. meTtoam J i K, i cumeTpuyHuin ankiHon abo anki-
HOM 3 OJHIEK 3aXMCHOIO IPYMNOL0, HaMpUKNag 3axuile-
Hun THP, B3aemogie B NpUCYTHOCTi OCHOBW, MiAHOTO i
nanagieBoro kartanisaTtopiB, MiCNsi YOro nae 3HATTS
3aXMCTY MPU KACNOTHUX YMOBAX, SKLLO BUKOPWUCTOBY-
I0Tb CybCTpaT 3 OOHIE 3axXMCHOK rpynow, Aaruu
CUMETPUYHUI iHgondion. 3HiMalTb cumeTpito 3 giony
0o6pobkoto  kapboHingiimigasonom y BignosigHOMY
PO3YMHHMKY | NOTIM NEPBUHHMI CNUPT 3aMilLaloTb Npu
CTaHAapTHMX ymoBax peakuii MiTtcyHoby, npudomy
Onst ofepxaHHsi HaxaHoro edipy BMKOPUCTOBYOTb
docaiH, asognkapbokeunart i cnupT. Kapbamat Mox-
Ha PO3KPWTU, 3AINCHIOYM B3AEMOLi0 3 a3naoM Ha-
Tpito, WO6 oagepxatn ankinasua. ATom asoTy iHgony
NnoTiM MOXHa arnkinyBatm 0OpobOKOK CUITBHOK OCHO-
BOKO, TaKOK SK HaTpin OGic(TpumeTmncunin)amig, H-
BuLi, rigpua, HaTpito abo rigpua kanito, y po3YnHHUKY,
Takomy sk AM®A, IMCO a6o TI®, nicna voro nae
B3aemogiss 3 BignosigHMM ranoreHigoMm. O6pobka
TpudeHindocdiHom y Bornoromy TI® gae GaxaHui
ankinamiH. Motim amiH moxHa 06pobuTn HeobxigHUM
cynboHinxnopmaom npu ABoxdasHUX ymoBax, Cy-
Mil BogHoro OikapboHaTy HaTpito/guxnopmMeTaHy,
abo B OpraHiYHOMY PO3YMHHUKY 3 A0AABaHHAM OCHO-
BU, WO sIBNsie cobolo OnokoBaHWA OpraHiyHUA amiH.
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OcTtaToyHun rigponi3a NpoBoAATbL NPU OCHOBHUX YMO-
Bax rigpoKcuaom HaTpito B CyMilli BOAW, MeTaHOnMYy i
Tr® npu kimHaTHIN abo TeMnepaTypi Npu NiABULLEHIN
Temnepatypi. AnbTepHAaTUBHO, PO3LLENNEHHST MOXHA
30iACHUTM OOPOBKOKD TIOMETOKCMAOM HaTpild B pO3-
YMHHWKKY, Takomy sk TITd abo AMCO, npu nigsuLleHin
Temnepartypi (50°C-100°C).
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MeTtog M nponoHye noganblly cTparteriio ogep-
XaHHS Cnonyk 3rigHo 3 JaHuM BuHaxogoM. Bignosia-
HUM YMHOM 3aMiLLEHUI aHiniH ranoreHyTb, BUKOPUC-
TtoBytoun ICl, |, abo Brp, i notim amiH MoxHa
ankinysaT, BWKOPWUCTOBYHOYM OpraHidyHy OCHOBY i
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ranoreHia. OTpumaHuii y Takuii crnoci® ankinamid no-
TiM nigoatoTb B3aeMOAiT 3 BUKOPUCTAHHAM SK KaTani-
3aTop nanagito B MPUCYTHOCTI Axepena xnopuay i
ocHoBwM 3 dociHoM abo 6e3 docdiHy i HeobXiaHUM
ankvHom, ogepxytoun iHgon. Konu Z B ankiHi aBnse
coboto NHSO2(CH2)n2X1R1, crHTE3 3akiHuylOTb rigpo-
ni30M NpM OCHOBHMX YMOBaxX rigpoOKCUAOM HaTpilo B
cyMmiwi Bogu, meTtaHony i TI'® npu kiMHaTHIN Temne-
patypi abo npu NiaBULLEHI TemnepaTypi.

AnbTepHaTMBHO, PO3LLENMEHHS MOXHA 34iINCHUTH
06pOBKOID TIOMETOKCMAOM HaTPIil0 B PO3YMHHUKY, Ta-
komy sik TT® abo AMCO, npu nigsuLeHin Temnepa-
Typi (50°C-100°C).

Konu Z=NH,

OTpvmMaHuii y pesynbTarti iHgoNn NoTiM MOXHa 06-
pobuTn HeobXigHMM CyrnbdOHINXNOPNAOM MpU OBOX-
asHMx ymoBax, Ccymiw BoAHoro bOikapboHaTy Ha-
Tpito/gnxnopmeTtaHy, abo B opraHiYyHOMY PO3YMHHUKY
3 JoaBaHHSAM OCHOBW, LU0 siBMsie cO6o 6rokoBaHWM
opraHiyHui amiH. OcTaToyHuMi rigponi3a nNpoBOAATb
Npn OCHOBHMX YMOBAaXx FiApPOKCMAOM HATPIil0 B CyMiLlli
BoAun, meTaHony i TF® npu kiMHaTHI TemnepaTypi
abo npu nigBuLeHin Temnepatypi. AnbTepHaTUBHO,
po3LWensieHHs MOXHa 34iINCHUTM 0OPOBKOD TIOMETOK-
CMOOM HaTpilo B PO34MHHUMKY, Takomy sk TF® abo
OMCO, npu nigBuLLeHin Temnepatypi (50°C-100°C).

Konn Z=OH

OTpvMaHuii y pesynbTaTi CnMpT MOXHa KOHBEp-
TyBaTW B ranoreHig abo meaunart, Hanpuknag, BUKO-
PUCTOBYHUM METaHCYNbMOHINXNOpMA | OpraHivHy
OCHOBY, SIKy MOTIM MOXHa Oyna 6 3amicTuTn asngom
HaTpito B AM®A. OTpumaHui y pesynbTtaTi ankinasug
MOXHa BiHOBUTW Nig Aieto TpudeHindocdiHy i Bono-
roro TI®. AMiH MOXHa cynbdoHinysaTu A€o Cynb-
doHinxnopuagy npu asoxdasHux ymosax Llota i ba-
yMaHa, cymiw BogHoro GikapboHaTy i guxnopmMeTany,
abo B 6e3BogHMX yMOBaxX, Y NPUCYTHOCTI ANXNopme-
TaHy W opraHiyHoi ocHoBMu, Takoi gk  N,N-
giisonponinetunamii. OTpumaHy B pesynbTaTi NpoMmi-
XKHY CMOMyKy Tiaporni3yoTb, BUKOPUCTOBYHOUN OCHOBY,
NaOH, KOH, LiOH, i cymill po34ynMHHWKIB, LLIO BKIO-
Yae cnupT, BoAy i TeTparigpodypaH.

MeTton N
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CHCly 2) NaOHMoOH/Tr®

MeTtog N nmponoHye noganbluy cTpaTerito ogep-
XKaHHSA Nigrpynu crnonyk 3rigHo 3 AaHMM BMHAXOOOM.
2-chopminiHgon 3 dyHKuUioHanbHow rpynoto B C3 no-
noxeHHi (auB. metoa A) B3aemogie 3a yMOB peakuiji
Buttura, abo iHWUX yMOB MeTanoopraHiyHux peak-
Ui, NpMBOASAYM OO0 YTBOPEHHSA ckragHoro edipy an-
KeHoaty. [laHun cknagHuii edip MOXHa KOHBepTyBa-
TV B kucnoty obpobkoto Pd, i oTpumaHy B pe3ynbTari
HeHacuyeHy KUCMNOTY BiQHOBMIOKTb TiAPYyBaHHAM.
AIKINoBy KMCMNOTY aKTUBYIOTb KOHBEPCIED B XITOPaH-
rigpua nig gieto okcaninxnopugy, abo y dTopaHria-
pua 3a gonomorok uiaHypdTopuay, i notim o6pob-
NSATbL  BignoBigHMM  GoprigpMaHUM  BiOHOBHUKOM,
onepxytoum cnupT. CnvpT KOHBEPTYTbL Yy Opomia,
BMKOPUCTOBYOUN TpudpeHingocdiH i 4oTnpbox6po-
MUCTUI ByrneLpb, i NOTIM 3aMilllaloTb aHIOH Cynbgo-
Hamigy, OTpMMaHuin 06POBKOK MEPBUHHONO Cynbdo-
HaMmigy CUNbBHOK OCHOBOID, Takot Ak Na, H-Buli i T.4.,
ofepxylum OaxaHun  BTOPUHHWUIA  cynbdoHaMmiIa.
OTpuMaHy B pesynbTaTti MPOMKHY CMONyKy, LIO AB-
nsie coboto cknagHui edpip, rigponisytoTb, BUKOpUC-
ToBytoum ocHosy, NaOH, KOH, LiOH, i cymiw pos-

YMHHWKIB, WO  BKMWOYAEe  Cnupr, Boay i
TeTparigpodypaH.
Mpuknag 142: 4-[2-(1-6eHarigpnn-2-{3-

[(6eH3uncynbgoHin)amiHo]lnponin}-5-xnop-1H-ingon-
3-in)eTokcn]6eHsonHa kucnoTa

Cragia 1: Y 250mn TeTparigpodypaHy npu Kim-
HaTHI TemnepaTtypi posunHsTb 5,0r MeTUnoBoro
egipy 4-[2-(1-6eHarigpvn-2-dopmin-1H-iHoon-3-
in)eTokcm]6eH30mHOT kucnoTtn, cragia 4, npuknag 1
(0,0092M, 1exs.) i 5,0r
anin(tpudeningocdopainigeH)auetaty  (0,0139M,
1,5ekB.). Bnigo-XOBTUIA PO3YMH NEepeMilLyloTb NPOTS-
rom ogHiei rognHu. TLUX nokasye HoBy nnamy npu Rf
+0,5 y cymiwi 1:1 rekcaHw/eTunaueTar i BiACYTHICTb
BUXigHoro iHgony. PeakuinHy cymiw BunusailoTb Y
500mMn eTunaueTtaTy, NpoMMBalOTL BOAOK (2x125mn)
i HacM4eHUM posvmHoM coni (2x125mn). OpraHiyHuin
wap cywatb Hag cynbaToM marHito i inbTpyloTh.
dinbTpaT BMNapTb A0 XOBTOI MACNSHUCTOI peyo-
BMHM, WO PO34YMHATL y 50Mn cymiwi 1:1 rekca-
Hu/eTunaueTar i iNbTpyoTh Yepes LWap curikaresnto
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AN BMOANEHHST OCHOBHOI pevoBuHU. OpepXxytoTb
5,23r MEeTUNOBOro edipy 4-{2-[2-(2-
aninokcmkap6oHinBiHin)-1-6exarigpnn-5-xnop-1H-
iHOoN-3-in]JeTokcU}6eH30MHOT KUCNOTU Y BUIMSAI XKOB-
TOI MacnaHuUCToi pevoBuHY (Buxig 91%).

Crapis 2: o 75mn TI'® gopatotb 6,12r metuno-
Boro edpipy  4-{2-[2-(2-aninokcmkapBoHinBiHin)-1-
6eHsrigpun-5 -xnop-1H-iHgon-3-injeTokcn}6eH30MHoI
KWUCNOTU (0,098M, 1ekB.) i 1,12 rreTpa-
Kic(TpndeHingocdid)nanagito (O) (0,001M, 0,1eks.).
[o peakuinHoi cymiwi no kpannax npotarom 20xs.
popatotb 8,60mn mopdoniny (0,098M, 1eks.). Micna
3aBepLUeHHs] [0JdaBaHHS peakuiiHy CyMill nepemi-
WyOTb NpW KIMHATHIN TemnepaTypi npotarom 4 ro-
AViH. PeakuinHy cymiw BunusatoTb y 250Mn eTunade-
TaTy W opraHiyHui po3dmH ekctparytoTe 1H NaOH
(2x75mn). BogHi wapw noegHytoTb i nigkucnsaTe 1H
HCI, kucnuii po3unH ekcTparyloTb eTunaueTraTom
(3x75mn). OpraHiyHi Wapu NoegHyOTb | NPOMUBaKOTb
HacMyeHnm posdmHom coni (1x50mn), cywaTb Hag
cynbaToM marhito, iNbTPYOTL i BUNApOOTb, oae-
pXyloun metunosui edip 4-{2-[1-6eHsrigpun-2-(2-
kapbokcuBiHin)-5-xnop-1H-iHgon-3-
inJeTokcn}6eH30MHOI KUCNOTW Yy BUINSAAI XKOBTOI Mac-
nsHucToi pevoBuHn (5,40Mm, Buxig 97%).

Cragia 3: Y 15mMn MeTaHony po3unHsioTe 400mr
MEeTUNOBOro eqipy 4-{2-[1-6eHarigpun-2-(2-
KapbokcuBiHin)-5-xnop-1H-iHaon-3-
inJeToken}beHsonHoi kucnotn (0,0007M, 1eks.). Oo
OaHOro po3yunHy gopatotb 80Mr 5% nnaTuHM Ha akTu-
BOBaHOMY BYrinni y BArNsAAi cycrneHsii B SMn metaHo-
ny. YopHy cycneHsito nomiwaioTe B atMocepy BoA-
HI0 32 fonoMoroto H6anoHy i NnepemillyoTb NPOTSrom
24 rogvH npu KiMHaTHIN TemnepaTypi. BogeHb Bigka-
4yloTb, AodaroTb we 80Mr 5% nnaTuHM Ha akTMBOBA-
HOMY BYrinni B SMN MeTaHony i peakuivHy CyMill 3HO-
BY MOMILLAIOTb B aTMocdepy BOAHIO 3a AOMOMOro
OanoHy i nepemiwyTb NPOTArOM [oOaTkoBUX 24
roavH npu KiMHaTHIM TemnepaTypi. [MpoTikaHHA peak-
uii koHTpontoTe AMP | B JaHUA MOMEHT Bif3Haya-
I0Tb MOBHY KOHBepCito. PeakuinHy cymiw inbTpytoTb
Yyepes UeniT i pinbTpaT BUNapioTb, OAEPXYoUn Me-
TMnoBun edip 4-{2-[1-6eHarigpun-2-(2-kapbokcieTun)-
5-xnop-1H-iHaon-3-in]eTokcn}6eH30MHOI  KMcnoTn  y
BUrNsiAi TBEPOOi >KOBTO-3eneHoi peyoBuHM (320mn,
Buxig 79%).

Cragia 4: Y 1,0mn 6e3BOAHOrO MeTuneHxnopuay
posumHaloTe  100Mr metunosoro edipy 4-{2-[1-
6eHarigpun-2-(2-kapbokcietun)-5-xnop-1H-ingon-3-
inJeTokcn}6eHsonHoi kucnotn (0,0002M, 1eks.). Oo
po3uunHy gogatotb 33,5mr okcaninxnopuay (0,0003M,
1,5ekB.) i peakuivHy cyMmill nepemillyoTb NPOTArom
OfHIET roavHN npu KiMHaTHIN TemnepaTypi. [MoTim
peakuiiHy Cymill BMNaplolTb A0 CyXOro CTaHy i 3a-
JNIMLWOK PO34nHATbL y 1,0Mn 6€3BOAHOIO €TUNOBOro
edipy, oo akoro gogatoTtb 0,027mn TMEDA. o aaHo-
ro posuvnHy popatote 0,35mMn posuunHy Goprigpuay
LUMHKY B NpocToMy edipi, NPUroTOBMEHOrO ONMCaHUM
y nitepatypi metogom [Tet. Lett. Vol. 22, p.4723,
1981]. PeakuinHy cyMmiw nepeMiwyoTb NPOTArom
15xB. nNpu KiMHaTHINn Temnepatypi i racats 1,0mn Bo-
an. PeakuinHy cymiw posbasnsiote 10Mn eTMnoBoro
edipy i BiOOKPEMNMIOTb BOAHWI LUAp, OpraHidHum
wap cywartb Hafg CynbaTtoM MarHito, ginbTpyoTb i
BUMNAPIOOTE 4O OAEpXaHHA NPO30pol MachstHUCTOI
peyoBuHU. MacrnsiHUCTy pedqoBMHY MigaalTb Xpoma-



123

Torpachii 3 BMKOPUCTAHHAM  CyMmiWi  eTunaue-
TaT/rekcanu (1:9), ogepxyoun metunosun edip 4-{2-
[1-6eHarigpun-5-xnop-2-(3-rigpokcunponin)-1H-iHgon-
3-inJeTokcn}6eH30MHOT k1McnoTu y Burnsai 6inoi niHuw
(81mr, Buxig 83%).

Cragia 5: Y 2,0mn 6e3BogHOro MeTuneHxnopugy
posumHalTe 104,0mr meTtunosoro edipy 4-{2-[1-
6eHarigpun-5-xnop-2-(3-rigpokcunpotn)-1H-iHgon-3-
in] eTokcu}6eHsonHoi kucnoTn (0,0002M, 1,0eks.). o
AaHoro posunHy popatTb 116,0mr 3B'a3aHoro Ha
nonictuponi TpudeHindocdiHy (1,61Mmonb/m,
0,0002M, 1,0ekB.), nicns 4Yoro KAoe AodaBaHHSA
125,0mr 4yoTmpboxbpomuctoro Byrneur (0,0004M,
2ekB.). CycneHsilo nepemilyoTe NPOTAroM 2 roauvH
npu KiMHaTHIN Temneparypi, MiCNs 4YOro peakuiiHy
CyMiLW inNbTPYIOTL i PiNbTpaT BMNApIOOTL 40 XXOBTO-
rapsiyoi MacnsHUCTOl pevyoBuHU. MacnsHUCTy pedo-
BMHY OYMLLAIOTb KOJNTOHKOBOK Xpomatorpacieto 3 Bu-
KOpUCTaHHAM  cymiwi eTunauetat/rekcaH (2:98),
opepxytoum 100mr (86%) meTtunosoro edipy 4-{2-[1-
6eHarigpun-2-(3-6pomnponin)-5-xnop-1H-iHaon-3-
in]eToKcn}6EeH30MHOT KUCITOTU Y BUIISAI )KOBTOI MiHW.

Cragia 6: Y 0,5mn OM®A posuunHstoTe 33,3Mr o-
TonyoncynbdoHamigy (0,0002M, 1,2ekB.) i gaHy cy-
MilWw gopatTb Ao cycneHsii 8,0mr 60% rigpuay HaTpito
(0,0002M, 1,2ekB.) y 0,5Mn OM®A. PeakuiiHy cymiw
nepemiwytotb npotsarom 30xB., MicNA 4oro AoAalTb
100mr metunoBsoro edipy 4-{2-[1-6eH3rigpnn-2-(3-
6pomnponwu)-5-xnop-1H-iHaon-3-in]eTokcn}6eH30MHOT
kucnotn (0,0002M, 1,0ekB.) y 0,5mn OM®A i po3uuH
nepemillyloTe NPOTAroM [0AaTKOBOI roguvHu. Peak-
LiNHY cyMilWw racsTe Bogoto i posbasndaTte 10mMn eTn-
nauetaty. OpraHiyHui Wwap npoMMBaKOTb BOAOHD
(2x5mn) i HacnyeHum po3vmHOM coni (2x5wmn), cy-
LWwaTb Haj cynbdaTtoM MarHito i BUnapiowTb 4O XKOBTOI
MacnsHUCTOI PEeYOBUHM. 3amnULLOK OYULLAKOTb KOMOH-
KOBOI Xpomatorpadieto (eTunauetat/rekcaHn 5:95),
opepxytoun 20mr (17%) metunosoro edipy 4-{2-[1-
6eHarigpun-5-xnop-2-(3-
eHinmeTaHcynbdoHinamiHonponin)-1H-iHgon-3-
inJetokcn} GEH30MHOI KACMOTWM Yy BUIMA4I Npo30poi
MacnsHUCTOI PeYOBUHMU.

Crapgia 7: 20,0mr inpony 3 npuknagy 6
(0,00002M, 1ekB.) rigponisytoTb siK Y npuknagi 1, cta-
4is 8, ogepXylun 3a3HavyeHy B 3aronoBKy CMOSMyKy
(13,0wmr, Buxiag 88%) m/z(M-1)691.
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2) NeOH/TTOY
MeOH

BignosigHMM 4MHOM 3aMmilleHui ranoreHamiH
B3aEMofi€ 3 BiAMOBIOHWM ranoreHigoM i TPeTUHHO
aMiHOBOK OCHOBOIO, Aatoun N-ankinoBaHui cyoctpaT
Ans peakuii noeaHaHHsA LWonuriwmpy (3 ankiHonom y
npucytHocTi Pd" i BignosigHoi ocHoBu). OaHwit apu-
nankiHon niggatTb UWKNisauil B iHOON nig gieto rano-
reHigy migi i Tenna. BinbHWI cnupT 3axuwaroTb cuni-
NBbHOI 3aXWCHOK rpynoto, 3A4INCHIOKYN B3AEMOAIIO i3
CUMINXNOpNAOM Y MPUCYTHOCTI OCHOBW, TaKoi K iMi-
pason. [anuni iHgon notim niggatote C3 auuntoBah-
HI0, 30IMCHIOYM B3aEMOAII0 3 NPUOATHUM XnopaHrig-
pugom, i oOTpumaHy B pesynbTaTti  CrOMyKy
BiQHOBMIOOTb CUMBHUMW BiAHOBHMKaAMW, MEPEBAXHO,
6opaHom abo komnnekcom 6opaHy. MoTiM NepBUHHMI
CNUPT OKUCNATL A0 anbgeriny 6yab-sikKuM OKUCIHo-
BayeMm, BKMoyatoum okcaninxnopua/AMCO (ymosu
CeepHa) abo TPAP/NMO. Janun anbaerig nigaawotb
BMMUBY YMOB BiAOyAOBHOrO amiHyBaHHS, LIO BKIO-
YyaTb GoprigpuaHUiA BiOHOBHUWK i, Y OesKnX BUMag-
Kax, NPOTOHOBMICHY KMCINOTY i nepBuMHHMI abo BTO-
PUHHUIA amiH. TloTiM i3 cuninbHoro edipy 3HiMalTb
3axucT gxepenom drtopy, wo Bkrovae CsF, TBAF,
HF i 7.4. JaHui BinbHUA CAMPT KOHBEPTYIOTb Y BiaXi-
OHy rpyny, ranorexia, 3 sukopuctaHHam CBry i doc-
(iHy, abo B cynboHaTHWIA cknagHuin edip MeTaHcy-
NbOHINXNOPMAOM | TPETUHHUM aMiHOM. 3AINCHIOTb
B3a€EMOJi0 aKTUBOBAHOrO CNMPTY 3 a3naoM HaTpilo B
OM®A abo OMCO, oagepxytoun GaxaHuin a3ug, sK1n,
y CBOK 4epry, BiOHOBMNIOWOTL 3a yMoB CTayauHrepa,
docdiHom i cymiwwo TTO/H,O, abo 3a gonomorowo
riApyBaHHA 3 BUKOPWUCTaHHAM BOAHIO i BiAMOBigHOrO
KaTanizatopa. AMiH MOXHa cynbdOHinoBaTK Nig gieto
cynbdoHinxnopugy npu asoxdgasHmx ymosax LLoTa i
BaymaHa, cymiw BogHoro GikapboHaTty i guxnopme-
TaHy, abo B 6e3BOOHMX ymOBaXx, Y NPWUCYTHOCTI AnX-
nopmeTaHy W opraHiyHoi ocHoBu, Takoi sk N,N-
giisonponinetunamii. OTpumaHny B pesynbTaTi NpoMi-
XKHY CMOMyKy riaponi3ytoTb, BUKOPUCTOBYHYM OCHOBY,
NaOH, KOH, LiOH, i cymiw po34MHHMKIB, LLO BKIHO-
Yae cnupT, BoAy i TeTparigpodypaH.

Y HaBegeHux Hwx4e npuknagax 143-151 cuHtes
34iMCHeHU 3 BUKopucTaHHam metogy N.
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Mpuknag 143: 4-{[2-(1-6eHarigpun-2-{2-
[(6eH3uncynbdoHin)amiHoleTun}-5-xnop-1H-iHgon-3-
in)eTun]amiHo}6eH30MHa KucnoTa

Crapia 1: [Jo po3uuHy 4-xnop-2-noaaHiniHy
(16,5r, 65,1Mmonb) y AM®A (250mMn) npu KiMHaTHIR
Temnepartypi gogatoTb a-bpomandeninmetan (21,5r,
84,6mMmonb) i “°ProNEt (23mn, 130MMonb) i peakLiiiiHy
cymiw HarpiBatoTb npu 45°C npotdarom Houi. lMicns
BUAANEHHSA NPU 3HWKEHOMY TUCKY NETKMX KOMMOHEH-
TiB 3anMwok po3umHsaoTb Y EtOAC, npommBatoTh BO-
poto (3x), HaCMYeHUM pO3YMHOM COMM i cylwaTb Haj
MgSO,. OunileHHst xpomaTorpadieto Ha KOMoHUi 3
SiO; (rekcaHm - cymiw 5% EtOAc/rekcaHn) nae 6axa-
HUA  BeHsrigpun-(4-xnop-2-noadeHin)amin -~ (26,1r,
Buxig 97%) y BUrnsaai TBepaoi X)KOBTYBaTOI PEYOBUHM.

Cragia 2 Cymiw  6eHsrigpun-(4-xnop-2-
noadeHin)aminy (26,1r, 62,2mmone), PdCly(PPhs),
(1,90r, 2,67mmorns), Cul (1,2r, 6,2mMmonb), 3-0yTuH-1-
ony i EtsN (120mn) nepemiwytoTts npu 45°C npoTtsarom
20 roguH. PeakuinHy cymiw cinbTpytoTb Yepes uenit
i npomuBatoTe EtOAc. ®inbTpaT KOHUEHTPYOTb, NO-
BTOPHO po3uunHsoTb y EtOAc, npommsaoTb BoAow
(3x), HacuMyeHMM po3YMHOM conu i cywaTb Hag
MgSO.. Heounwenun  4-[2-(GeHarigpynamiHo)-5-
xnopgeHin]oyT-3-uH-1-on  (25,5r) 6GesnocepeaHb0
BMKOPUCTOBYIOTb Ha HACTYMHil cTagii 6e3 goaaTkoBo-
rO OYMLLIEHHS.

Cragisa 3: Po3unnH HeouuweHoro  4-[2-
(6ensrigpunamino)-5-xnopdeHin]oyT-3-mH-1-ony
(25,5r) i Cul (2,71, 14,17mmonb) y AM®A (200mn) Ha-
rpisatoTb npu 125°C npotsarom 24 rogvH. PeakuinHy
cyMmil pinbTpyoTh Yepes uenit i npomusaloTb EtOAC.
®dinbTpaT KOHUEHTPYHOTb, MOBTOPHO PO3YMHSAIOTH Y
EtOAc, npommBatoTb BoAok (3x), HACUYEHUM PO34M-
HOM conu i cywatb Hag MgSO,4. Xpomatorpadisi Ha
konoHui i3 cunikarenem (30% EtOAc/rekcaHn) pae
BaXkaHui 2-(1-6eH3rigpun-5-xnop-1H-ingon-2-
in)etaHon y BWrmadi TBepOoi >KOBTOI  PEYOBUHMU
(14,5m, Buxig 73% 3a aBi cragii).

Cragia 4: 0o po3uuHy 2-(1-6ensrigpun-5-xnop-
1H-iHgon-2-in)etanony (15,3r, 42,3mmonb) y CHCl,
(190mn) npn 0°C popatwoTeb imigason  (3,72r,
55,0mmonb) i TBDPSCI (13,2mn1, 50,8mMmone). Micns
nepeMillyBaHHa Mpu Til XXe TemnepaTypi NpoTArom
1,5 roavH peakuiiHy Cymill NPOMUBAOTb XOFOAHOM
BOA010 (3X), HACMYEHNM PO3YMHOM COMM i CyllaThb Haz
MgSO. HeouunweHun cuninbHun ecdpip 6e3nocepen-
HbO BMKOPMCTOBYIOTb Ha HaCTYMHIN cTtagii 6e3 gogar-
KOBOIO OYMLLEHHS.

Cragia 5: [lo po34nHy HEOUULLEHOTO CUMiNbHOrO
edipy B Et,0 (200mn) npu 0°C no kpannsx goaawTb
okcaninxnopug (4,84mn, 55,5mMmonb).  PeakuinHin
CyMili AalTb HarpiTuca Ao KiMHaTHOI TemnepaTtypu i
nepemMilllyBaHHs MPOAOBXYKTb MNPOTAroMm 4 rofwvH,
nicna yoro popattb EtzN (35mn) i MeOH (10mn).
Cymiw npomuBaloTb BOAOK, HACMYEHUM PO3YMHOM
cormm i cywatb Hag MgSO,. HeounweHun ketoedip
©6e3nocepenHbO BUKOPUCTOBYKOTb HA HACTYMHIiA CTa-
aii.

Cragisa 6: o ketoedpipy B TI® (300mn) npu kim-
HaTHI TemnepaTtypi no kpannsax gogatoTb BH3-Me,S
(10M, 36mn) i peakuinHy cyMiWl KMN'ATATb 3i 3BOPOT-
HUM XOMOAMINBHUKOM MPOTAroM Houi. Cymiw oxono-
oxytote o 0°C, nicna voro gopatote NaOH (30%,
150mn1) | nepemiwyBaHHA MNPOAOBXYIOTH MPOTArOM
30xB. TI® BMaansatoTb Npu 3HMKEHOMY TUCKY i peak-
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UiHy cymiw ekctparytotb EtOAc, npomuBarTb BO-
OO0, HaCMYEeHMM pO34YMHOM COMM | cywatb Haj
MgSOas. OuneHHSA KONOHKOBOK Xpomatorpadieto
(Big 15 no 20% EtOAc/rekcanu) gae 6axaHuin npo-
OYKT 'y Burnsaai TBepgoi 6inoi pedosuHmn (15,9r,
24, 7Tmmonb, 58% 3a Tpu cTagii).

Cragia 7: Jo posunHy okcaninxnopwugy (0,372mn,
4,27vmmonb) y CH2Cl, (10mn) npu -78°C no kpannsix
popaote IMCO (0,661mn, 9,31mmonb). PeakuiiHy
CyMiLll nepemilwyioTb Npu Ti XKe TemnepaTypi npoTs-
rom 5xB., nicna 4Yoro AgopatoTb po3uuH  2-{1-
6eHsrigpun-2-[2-(TpeT-
6yTungndenincunaxinoken)etun]-5-xnop-1H-ingon-
3-injetaHony (2,50r, 3,88mmonb) y CH.Cl, (8mn).
Micna popatkoBux 40xB. nepemillyBaHHSA A40Aal0Tb
“°Pr,NEt (3,38Mn, 19,4MMoMb), peakLifHy cyMill ra-
cAaTb xonogHow Bogot (5mn) i ekctparytotb CH,Clo.
OpraHiyHun wap cywate Hag MgSO, i BMNaptooTh.
Heounwexun {1-6eHarigpun-2-[2-(TpeT-
6yTungndenincunaxinoken)etun]-5-xnop-1H-ingon-
3-infauetanbgeria 6esnocepeaHbL0 BUKOPUCTOBYHOTb
Ha HacCTyMHin cTagii.

Crtagia 8: [Jo po34MHYy HEOYMLLEHOro anbaerigy
(3,88mmonb) B 1,2-guxnopetadi (39mn) npu 0°C po-
parTe MeTun 4-amiHob6eHsoat (645mr, 4,27MMonb),
outoBy kucnoty (1,33mn) i NaBH(OACc)s. PeakuinHin
CyMmiWwi JalTb Harpitucs 4o KiMHaTHOI TemnepaTypu
NpoTArom Houi i racatb xonogHnm NaHCOs;. O6pobka
eKkcTpakuieto gae 6axaHun metunosun egip 4-(2-{1-
6eHasrigpun-2-[2-(TpeT-
OyTungndeHincunaxinoken)etun]-5-xnop-1H-ingon-
3-injeTMnamiHo)6eH30HOI  kncnoTu, dkui Gesnoce-
pefHbO BMKOPUCTOBYKOTb Ha HacTymHin cragii 6e3
00[aTKOBOIO OYMLLIEHHS.

Cragia 9: [Oo wmetunosoro edipy 4-(2-{1-
GeHarigpun-2-[2-(TpeT-
6yTungndenincunaxinoken)etun]-5-xnop-1H-ingon-
3-injetnnamiHo)6eH3orHoi  kucnotn (3,88mmons) y
Tr® (25mn) npn 0°C pogatote cymin HOAc: 1M TBAF
(B Tr®) (2,3mn:5,8mn) i peakuinHy cymill nepemity-
I0Tb NPW KiIMHATHIA TemnepaTypi npoTtaroM 18 roguH.
O6pobka eKcTpakLieto, 3a sIkol Ae pOo3TUPaHHS B
cymiwi 5% EtOAc/rekcaH, fae GaxaHuin MeTUnoBui
edip  4-{2-[1-6eHarigpun-5-xnop-2-(2-rigpokcieTnn)-
1H-ingon-3-injeTMnamiHo]6eH30MHOT KUCNoTh, 3 He-
BEIMKOIO AOMILLKOI, Y BUrNaAi TBepaoi rpsasHo-6inoi
peyoBuHu (92%, 3a Tpu cTagii).

Cragia 10: Jo posunHy meTunosoro edipy 4-{2-
[1-6eH3rigpun-5-xnop-2-(2-rigpokcieTnn)-1H-iHgon-3-
inleTunamiHo]6eHsonHoi kncnotu (1,64r, 3,04mmons)
B CHxCl, npu 0°C popawots EtsN (0,636mn,
4,56mmonb) i MsCIl (0,282mn, 3,64mmonsb). [Micna
nepemilllyBaHHs Mpu Tin e TemnepaTtypi nNpoTsarom
35xB. peakuiviHy CyMill racsiTb XONOAHOK BOAOM.
O6pobka eKCTpaKUiel Aae HEeOUYULLEHUA me3unat y
BUMMSAAI TBepOoi rpsidHo-6inoi peyosuHm (1,70r, 90%).

Cragisa 11: Po34sH HeouuleHoro mesunaTy
(1,70r, 2,75mmonb) i NaNs (89wmr, 13,8mmonb) y
OM®A (14mn) nepemiwytote npu 80°C npotarom 6
roavH. PeakuinHy cymiw posbaensitots EtOAc i nia-
AaTb 00pobui BoAow, nicns 4oro Kae KOroHKOBa
dnew-xpomaTorpacdis, ogepxytun baxaHun meTtu-
noeun eqip 4-{2-[2-(2-asugoeTnn)-1-6eHsrigpnn-5-
xnop-1H-iHgon-3-in]JeTnnamiHo]0eH30MHOT  KMCROTU
(813 wmr, Buxig 52%).
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Cragia 12: [Oo wmetunoBoro edipy 4-{2-[2-(2-
asungoetun)-1-6eHarigpun-5-xnop-1H-iHgon-3-
in]eTunamiHo]6eH30MHOT KMCNOTH (400w,
0,709Mmmonk) y TI® (4mn) npm 0°C no 4yactuHax fo-
AatoTte PhsP (223wmr, 0,851MMmonk). PeakuinHy cymilu
nepemMillyloTb Npu KiMHaTHIi TemnepaTypi NpoTSArom
11 roguH i npn 35°C npotarom 4ropg., nicrs 4oro Ao-
patoTb Bogy (50Mkn) i nepemillyBaHHS NMPOAOBXKYOTb
npoTAroM Houi. PeakuiiHy cymiw po36aensaTb
EtOAc, cywatb Hag MgSO, i oumnLLaloTb KOMOHKOBOO
dpnew-xpomatorpadieto (Big EtOAc po cymiwi 20%
MeOH/EtOAc 3 1% Et3N), ogepxytoum 6axaHun me-
Tunosun edip 4-{2-[2-(2-amiHoeTunn)-1-6eH3rigpwn-5-
xnop-1H-iHgon-3-in]JeTnamiHo]6eH30MHOT  KMCIOTK
(201wmr, 53%) y Burnagi TeBepaci peyYoBUHM.

Cragia 13: MNpomixHy cnonyky 3i ctagii 8 o6pob-
NATb  o-TOMYONCYNb(OHINXNIopMaOM NPOLeaYpPOoLo
npuknagy 87, crapia 2, ogepxywuu GaxaHun npo-
DOYKT i3 Buxogom 72%.

Cragia 14: MNpoMixHy cnonyky, Lo sBnsie coboto
cknagHuin edip, rigponisytoTe y BignoBigHOCTI A0
cTagii 8 npuknagy 1, ogaepxyroun 3asHayeHy B 3aro-
NOBKY kucnoty 3 BuxogoM 87%. MC Bucokoro pospis-
HeHHs obuncn. ansa [CsoHszsCIN3O4.S+H] 678,21879,
3HanaeHo 678,2178.

Mpuknag 144: 4-({2-[1-6ensrigpun-5-xnop-2-(2-
{[(2-xnop-6-meTnndeHin)cynbdoHin]amiHo}etun)-1H-
iHoon-3-injeTun}amiHo)6eH3omnHa KucnoTa

Cragia 1: lNMpomikHy cnonyky 3 npuknagy 143,
cragis 12 06pobnsatoTb 2-xnop-6-
MeTUNBEH30MNCYNb@OHINXNTOPUAOM npoueaypoto,
onucaHow B npuknagi 87, cragia 2, ogepxytoun 6a-
XaHui NpoaykT i3 Buxogom 85%.

Crapgia 2: MNpomixHy cnonyky, o sBnsie cobot
cKknagHun edip, rigponisytoTb y BiANOBIAHOCTI A0
cragii 8 npuknagy 1, ogepxyroun 3asHayeHy B 3aro-
NOBKY Kucnoty 3 Buxoaom 96%. MC Bucokoro pospis-
HeHHs obuncn. anda [CsgHzsCIN3O4S+H] 712,17981,
3HanaeHo 712,17895.

Mpuknag 145: 4-({2-[1-6eHsrigpun-5-xnop-2-(2-
{[(2-meTOKCUDEHIN)CYyNnbdOoHIN]amiHo}eTN)-1H-
iHoon-3-injeTnn}amiHo)6eH3onHa kucnoTa

Cragia 1: MNpomixHy cnonyky 3 npuknagy 143,
cTagida 12 06pobnstoTb 2-
MeToKcnbeH3oncynboHINXnopuaom  npoleaypoto,
onucaHow B npuknaai 87, crtagia 2, ogepxytoun 6a-
XaHui NpoaykT i3 Buxogom 85%.

Cragia 2: MNMpomikHy crnonyky, Wo sBnAsie coboto
cknagHum edpip, rigponisyloTb y BignNoBigHOCTI A0
ctagii 8 npuknagy 1, ogepxyrlodu 3asHavyeHy B 3aro-
noBKy Kucnoty 3 Buxogom 92%. MC B1COKOro pospis-
HeHHst obumcn. ans [CsgH3zsCIN3OsS+H] 694,2137,
3HangeHo 694,21311.

Mpuknag 146: 4-({2-[1-6eHsrigpun-5-xnop-2-(2-
{[(2-xnopdpeHin)cynboHinjamiHo}eTnn)-1H-iHaon-3-
inleTun}amiHo)6eH3onHa kucrnoTa

Cragia 1: MNpomikHy cnomnyky 3 npuknagy 143,
cTagis 12 06pobnsTh 2-
xnop6eH3oncynbgoHINXnopmMaom npoueaypoto, onu-
caHoto B npuknagi 87, ctagisa 2, ogepxytoun 6axaHun
NpoAaykT i3 Buxoaom 21%.

Cragis 2: MNpomixHy crnonyky, Wo siBnsie coboto
cknagHum edip, rigponisyloTb y BiANOBIAHOCTI A0
cTagii 8 npuknagy 1, ogepxytoun 3asHayeHy B 3aro-
NOBKy kucnoty 3 BuxogomM 94%. MC Bucokoro pospis-
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HeHHa obumcn. ansa [CsgH3sCloN3O4S+H] 698,16416,
3HangeHo 698,16365.

Mpuknag 147: 4-[[2-(1-6eHarigpnn-2-{2-
[(6eH3uncynbgoHin)amiHoletTun}-5-xnop-1H-iHgon-3-
in)eTun](meTnn)amiHo]6eH30MHa kucnoTa

Cragisa 1: Heounwenwni {1-6ensrigpun-2-[2-(TpeT-
OyTungndeHincunaxinoken)etun]-5-xnop-1H-ingon-
3-infauetanbgerig 3i cragii 7 npuknagy 143 obpo6-
NATb MeTUnoBuM edipom 4-meTnnamiHob6eH30MHoI
KMCNoTW npouenypoto, onucaHow B npuknagi 143,
cTagia 8, ogepxyun baxaHuin meTunosui edip 4-
[(2-{1-6eHsrigpun-2-[2-(TpeT-
6yTungndenincunaxinoken)etun]-5-xnop-1H-ingon-
3-in}eTun)meTMnamiHo]6eH30MHOT KNCNOTH 3 BUXOAOM
73%.

Crapgia 2: 3a3HayeHy B 3aronoBKy CMOMyKy roty-
I0Tb NpoLeaypoto, onucaHow B npuknagi 143, craais
9. HeouuweHun wmetunosun  edip  4-({2-[1-
6eHarigpun-5-xnop-2-(2-rigpokcietun)-1H-iHgon-3-
inleTun]meTunamiHo]6eH3onHOI kucnoTn 6esnocepe-
OHbO BUKOPWUCTOBYIOTb Ha HacTynHin ctagii 6e3 goaa-
TKOBOTO OYULLIEHHS.

Cragia 3-6: Metunosun edip 4-({2-[2-(2-
asngoetun)-1-6eHarigpun-5-xnop-1H-ingon-3-
injeTun]MeTnNamiHO]0eH30MHOT KUCNOTU OAEPXYHTb
npoueaypoto, onucaHot B npuknagi 143, craaii 10-12
3 Buxogom 61% (3a 3 cragii).

Cragia 7: Po3unH meTtunosoro edipy 4-({2-[2-(2-
asunpgoetun)-1-6eHarigpun-5-xnop-1H-ingon-3-
inJetun]meTnnamiHoloéeH3onHoi  kucnotn (410w,
0,709mmonb) i 10% Pd/C (155mr) y cymiwi Me-
OH/CH.CI, (7Mn:1mn) nepemiwytoTb B atmocdepi H;
(1atm.) npotarom 2 roaumH 15xB. PeakuiiHy cymiw
dinbTpyloTb Yepe3 uenit i npomuBaioTe MeOH i
CH2Cl,. KonoHkoBa dneli-xpomaTorpadis 3anuiiky
(B8ig, CH2Cl, no 8% MeOH/CH,Cl,) nae 6axaHun me-
Tunosun edip 4-({2-[2-(2-amiHoeTun)-1-6eHarigpun-5-
xnop-1H-ingon-3-injeTnn]meTnnamiHo]6eH30MHOT
Kncnotu 3 Buxogom 78% (305wmr).

Cragia 8: MNpomixHy cnonyky 3i ctagii 7 o6po6b-
NSTb  a-TONyoncynbdOHINXNOpPUAOM NpoLeaypoto,
onucaHow B npuknagi 87, cragia 2, ogepxytoun 6a-
XaHun NpoaykT i3 Buxogom 83%.

Cragis 9: MNpomixHy cnonyky, Wwo sBnsie coboto
ckrnagHun edip, rigponisyloTb y BiANOBIOHOCTI A0
cTagii 8 npuknagy 1, ogepxytoun 3asHayeHy B 3aro-
noBky kucnoty 3 Buxogom 91%. MC Bucokoro pospis-
HeHHs obuncn. ana [CsgHzsCIN3O4S+H] 692,23444,
3HangeHo 692,23374.

Mpuknag 148: 4-[{2-[1-6eHasrigpun-5-xnop-2-(2-
{[(3,4-pnxnopbeHaunn)cynbgoHin]jamiHo}etun)-1H-
iHoon-3-injeTun}(MeTun)amiHolb6eH3olMHa knucnoTa

Cragia 1: MNpomixHy cnonyky 3 npuknagy 147,
cragia 7 0obpobnsTb 3,4-
anxnopdeHinmeTaHcynb@OHINXIopMaoM  npoueny-
poto, onvcaHot B nNpuknagi 87, ctagis 2, ogepXKyr4m
GaxxaHui npoaykT i3 Buxonom 87%.

Cragia 2: MNpomixHy cnomnyky, o sBnsie coboto
cknagHun edip, rigponisytloTb y BigNOBIgHOCTI A0
cragii 8 npuknagy 1, ogepyroun 3asHayeHy B 3aro-
NOBKY Kucnoty 3 Buxogom 68%. MC Bucokoro pospis-
HeHHs obuncn. ansa [CaoHssClsN3O4S+H] 760,15649,
3HanpeHo 760,1573.

Mpuknag 149: 4-[{2-[1-6eHsrigpnn-5-xnop-2-(2-
{[(2-xnop-6-meTnndeHin) cynbdoHinjamiHo}eTnn)-1H-
iHoon-3-injeTnn}(meTun)amiHolb6eH3oMHa KnucnoTa
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Cragia 1: lMpomikHy cronyky 3 npuknagy 147,
cragisa 7 0obpobnstoTb 2-xnop-6-
MeTUNBGEH30CYNbGOHINXITOPUAOM npoueaypoto,
onvcaHow B npuknagi 87, cragia 2, ogepxytoun 6a-
XaHui NpoaykT i3 Buxoaom 96%.

Cragia 2: MNMpomikHy crnonyky, Lo sense coboto
cknagHun edip, rigponisyloTb Yy BIiAMOBIAHOCTI OO
ctagii 8 npuknagy 1, ogepxyrouu 3asHayeHy B 3aro-
noBKy kucnoty 3 Buxogom 88%. MC B1cokoro pospis-
HeHHs1 obumcn. ans [CaoHs7CI N3O4,S+H] 726,19546,
3HangeHo 726,19461.

Mpuknag 150: 4-[{2-[1-6eHsrigpun-5-xnop-2-(2-
{[(2-xnopdpeHin)cynboHinjamiHo}eTnn)-1H-iHaon-3-
inleTun}(meTnn)amiHol6eH30MHa KncnoTa

Cragia 1: MNpomikHy cnonyky 3 npuknagy 147,
cTagis 7 06pobnsTb 2-
Xxnop6eH30ncynbdOHINXNoOpUAOM NpoLeaypolo, onu-
caHoto B npuknagi 87, ctagisa 2, ogepxytoun 6axaHui
NpoaykT i3 Buxoaom 96%.

Crapia 2: MNpomixHy cnomnyky, o sBnse coboto
cknagHum edip, rigponisyloTb Yy BIiANOBIAHOCTI [0
cTagii 8 npuknagy 1, ogepxytoumn 3asHayeHy B 3aro-
NOBKY KncroTy 3 Buxogom 84%. MC BUCOKOro pospis-
HeHHs obumcn. ans [CaoHssCIoN3O4S+H] 712,17981,
3HangeHo 712,17966.

Mpuknag 151: 4-[(2-[1-6eHsrigpun-5-xnop-2-(2-
{[(2-meTOKCUDEHIN)cynbdoHin]amiHo}eTnn)-1H-
iHoon-3-inJeTun}(meTnn)amiHo]6eH30MHa K1ucnoTa

Cragia 1: MNpomixHy cnonyky 3 npuknagy 147,
cTagis 7 06pobnsaTb 2-
METOKCMOEH30MCYNbMOHINXNOPUMAOM  MPOoLEAYPOLo,
onucaHot B npuknagi 87, cragia 2, ogepxytoun 6a-
aHui NpoaykT i3 Buxoaom 95%.

Crapgia 2: MNpomixHy cnonyky, Wwo sBnsie coboto
cknagHun edip, rigponisyloTb y BiANOBIgHOCTI A0
cragii 8 npuknagy 1, ogepxyroun 3asHayeHy B 3aro-
NoBKy kucnoty 3 Buxogom 73%. MC Bucokoro pospis-
HeHHs obuncn. ana [CaoHzsCIN3OsS+H] 708,22935,
3HanaeHo 708,2286.

Mpuknag 152: 4-{3-[1-6GeHsrigpnn-5-xnop-2-(2-
{[(2,4-pnxnopdeHin)cynbgoHnin]amiHo}etnn)-1H-
iHgon-3-in]nponin}6eHsonHa kucnota

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-injnponin}beH3oaty
(cTagia 6, npuknag 42) [oAaTb 2,4-
anxnopbeHaoncynboHinxnopug nNpoueayporo Npuk-
nagy 1, cragia 7, ogepXytum npoaykT i3 BUXOOOM
95%.

Crapgia 2: MNpomixHy cnomnyky, o sBnsie cobot
cKknagHum edip, rigponisyloTb y BignoBigHOCTI A0
cragii 8 npuknagy 1, ogepxyroun 3asHayeHy B 3aro-
NOBKY Kucnoty 3 BuxogoM 77%. MC Bucokoro pospis-
HeHHsA obumncn. ana CsgH33CIN.O4S 730,1227, 3Han-
aeHo (EPN+) 731,1299.

Mpuknag 153: 4-{3-[1-6GeHsrigpnn-5-xnop-2-(2-
{[(2,6-puxnopdeHin)cynbdoHnin]amiHo}etnn)-1H-
iHgon-3-in]nponin}6eHs3onHa kucnota

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-injnponin}beH3oaty
(cTapia 6, npuknag 42) noparTb 2,6-
AnxnopbeH3oncynboHinxnopug npoueaypor nNpuk-
nagy 1, cragia 7, ogepXyloum npoaykT i3 BUXOAOM
93%.

Cragia 2: MNMpoMikHy crnonyky, Wo sBnAsie coboto
cKknagHun edip, rigponisytoTb y BigNoBIigHOCTI A0
cragii 8 npuknagy 1, ogepxyrouu 3asHayeHy B 3aro-
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NOBKyY kucnoty 3 BuxogoM 71%. MC Bucokoro pospis-
HeHHsa obuucn. ana CsgH33ClsN>O4S 730,1227, 3Han-
aeHo (EPU+) 731,13005.

Mpuknag 154: 4-{3-[1-GeHarigpun-5-xnop-2-(2-
{[(2,4,6-TpuxnopdeHin)cynbgoHinjamiHo}etnn)-1H-
iHgon-3-inJnponin}6exHsonHa kucnota

Cragia 1: 0o wmetnn 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-injnponin}beH3oaty
(ctapgia 6, npuknag 42) popawTe  2,4,6-
Tpuxnop6eH30nCcynNbMOHINXNopua npoLeayporo npu-
knagy 1, ctagis 7, ogepXyrouu NpOAyKT i3 BUXOOAOM
76%.

Cragia 2: MNpomikHy cnonyky, o ABnsie coboto
ckrnagHun edip, rigponisytloTb y BiAMOBIOHOCTI 40
cragii 8 npuknagy 1, ogepXyroun 3asHayeHy B 3aro-
NoBKy Kucnoty 3 Buxogom 84%. MC Bucokoro pospis-
HeHHsa obuucn. ana CsgH3>Cl4sN>O4S 764,0837, 3Hain-
aeHo (EPU+) 765,08981.

Mpuknag 155: 4-{3-[1-6eHasrigpun-5-xnop-2-(2-
{[(2-uiaHodeHiIN)cynbdoHin]amiHo}eTun)-1H-iHaoN-3-
injnponin}6eHsonHa kucnoTa

Cragia 1: 0o wmetun 4-{2-[2-(2-amiHoeTun)-1-
©eHarigpun-5-xnop-1H-ingon-3-injnponin}6eHsoaTy
(cTagis 6, npvknag, 42) [oaalTb 2-
LiaHOGeH30nCyNbGOHINXIoOpNa  NPOLEAYPO  NPUK-
nagy 1, cragia 7, ogepXywuu npoaykT i3 BUXOOOM
87%.

Cragia 2: MNpomikHy cnonyky, Lo ABnsie coboto
cknagHun edip, rigponisyloTb y BiANOBIOHOCTI A0
cragii 8 npuknagy 1 i ounwaroTb npenapaTUBHO
BEPX, ogepxytoum 3a3HayeHy B 3aroyioBKy KMCMOTY 3
BnxoaomM 8%. MC BUCOKOro po3pisHeHHs1 obumcn. ans

C40H34CIN3O4S  687,1959, 3HavigeHo  (EPU+)
688,2019.
Mpuknag 156: 4-(3-{2-[2-({[2-

(aviHomeTuUn)peHin]cynbgoHintamiHo)etun]-1-
6eHarigpun-5-xnop-1H-iHgon-3-injnponin)6eH3onHa
Kucnorta

Cragia 1: Metun 4-{3-[1-6eH3rigpun-5-xnop-2-(2-
{[(2-uiaHodeHin)cynbdoHin]amiHo}eTun)-1H-iHaon-3-
inlnponin}6exsoar (npuwknag 154, cragia 1, 0,43r,
0,61mMonb) posunHsaoTe Yy TId® (4mn) i MeOH
(12mn). HOopatote xnopug  kobansty (1) (0,16r,
1,2mmonb) i NaBH, (0,23r, 6,1Mmoneb). Yepes 2 roaun-
HU CyMmilw inbTPyIOTb, KOHUEHTPYIOTb i MigaarTb
xpomartorpadii Ha cunikareni (MeOH-CH,Cl,), ogep-
Xytoun amiHoedip 3 Buxogom 13%.

Cragia 2: MNpomixkHy cnomnyky, Wwo sBnsie coboto
cKkrnagHun edip, rigponisytoTb y BiANOBIAHOCTI A0
ctagii 8 npuknagy 1, ogepxyrouu 3asHayeHy B 3aro-
noBKy kucnoty 3 BuxogomM 59%. MC Bucokoro pospis-
HeHHA obuumcn. ana CsgH3zsCIN3OsS 693,2064, 3Ha-
aeHo (EPN+) 694,21261.

Mpuknag 157:  4-[3-(1-6ensrigpun-2-{2-[(1,1'-
OudeHin-2-incynbdoHin)amiHoletnn}-5-xnop-1H-
iHgon-3-in)nponin]6eHsonHa kucnota

Cragia 1: 2-bpomaundeHrin (0,55mn, 3,2mMmonb)
posumHaoTe y TF® (10mn) i Et,O (10mn) i oxono-
OXyloTb o -78°C, y Tol Xe yac LWBMAKO MO Kpannsx
pogatoum H-Buli (1,3mn, 2,5M po3unHy B rekcai,
3,2mmonb). Micns 40xB. cymiw gonatoTb 3a JONOMO-
rol0 KaHwns OO0 oxonomxeHoro Ao -78°C posunHy
SO, (10mn) B Et,0 (20mn). Cymiw HarpiBaoTb 80
KIMHaTHOI TemnepaTypu NpPOTArOM HOYi, KOHLEHTPY-
10Tb i po3tupatoTe B Et,O. OTpumaHy B pesynbtari
TBepay Oiny pedvyoBMHY CyCNeHOVPYKT B reKkcaHi
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(40mn) i oxonogxytoTb Ao 0°C. [JogatoTb cynbgypu-
nxnopug (3,4mn 1,0M po3unHy B CH,Cly, 3,4Mmonb) i
CyMiLll nepeMilyoTb NpKU KIMHATHIN TemnepaTtypi Npo-
TAroM 5 roguH. MoTiM 1T KOHLEHTPYIOTb, OAepXy4yn
2-AundpeHincynbdoHinxnopua 3 Buxogom 67%.

Cragia 2: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
©eHarigpun-5-xnop-1H-ingon-3-injnponin}6eHsoaTty
(cTapis 6, npvknag, 42) [oaatTb 2-
BideHincynbgoHinxnopua npouenypoto npuknagy 1,
cTagia 7, oaepxyum npoaykr i3 Buxonom 83%.

Cragia 3: MNpomixHy cnonyky, wo sBnsie cobot
cknagHum edip, rigponisyloTb Yy BIiANOBIAHOCTI A0
cTagii 8 npuknagy 1, ogoepxyroun 3asHayeHy B 3aro-
noBky kucnoty 3 BuxogomM 98%. MC Bucokoro pospis-
HeHHa obuumcn. ansa CssH39CIN2O4S 738,2319, 3Han-
aeHo (EPU+) 739,23825.

Mpuknag 158:  4-{3-[1-6eHsrigpun-2-(2-{[(2-
6pomdeHin)cynbdoHin]jamiHo}eTnn)-5-xnop-1H-
iHgon-3-in]nponin}6eH3oHa kucnota

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-injnponin}éeH3oaTty
(cTagia 6, npuknag, 42) [oAarTb 2-
OpombBeH30nCynbMOHINXopua NpPoLeaypor Npukna-
Ay 1, cTagis 7, ogepyto4m NpoaykT i3 Buxoaom 76%.

Cragia 2: MNpomixHy cnonyky, Wwo sBnse cobot
cknagHuin edip, rigponisytoTb y BignoBigHOCTI A0
cragii 8 npuknagy 1, ogepxyrouu 3asHayeHy B 3aro-
NoBKy kucnoty 3 BuxogoM 95%. MC Bucokoro pospis-
HeHHA obumcn. ang [CsgHz4BrCIN,O4,S+H] 740,1111,
3HangeHo (EPN+) 741,11696.

Mpuknag 159: 4-{2-[1-6eHsrigpun-5-xnop-2-(2-
{[(2,4-pnxnopdeHin)cynbdoHninjamiHo}etnn)-1H-
iHoon-3-in)etokcu] 6eH3olHa kncnoTa

Cragia 1: JaHy cnonyky oaepxytoTb 3 MeTun 4-
{2-[2-(2-amiHoeTUN)-1-6eH3rigpun-5-xnop-1H-iHaon-
3-inJeTokcu}oeHsoaty (ctagis 6, npuknag 1) i 2,4-
anxnopbeHsoncynbgoHinxnopmay npoueaypor npu-
knagy 1, cragia 7 3 Buxogom 83%.

Cragia 2: MNMpomikHy crnonyky, Wo sBMAsie coboto
cknagHum edpip, rigponisyloTb y BignoBigHOCTI A0
ctagii 8 npuknagy 1, ogepxyrodu 3a3HayeHy B 3aro-
nosky kucnoty 3 Buxogom 80%. MC Bucokoro pospis-
HeHHa obuucn. ana CizgH31CIsN>OsS 732,1019, 3Han-
aeHo (EPU+) 733,10824.

Mpuknag 160: 4-{2-[1-6eHsrigpun-5-xnop-2-(2-
{[(2,6-ouxnopdeHrin)cynbdoHnin]amiHo}etnn)-1H-
iHoon-3-in)eTokcm]6eH3oHa kucnoTa

Cragia 1: JaHy cnonyky OAepXyrTb 3 MeTun 4-
{2-[2-(2-amiHoeTUN)-1-6eH3rigpun-5-xnop-1H-iHgon-
3-inJeTokcu}beHsoaty (ctagis 6, npuknag 1) i 2,6-
anxnopbeHsoncynbgoHinxnopuay npouenypot npu-
knagy 1, ctagia 7 3 Buxogom 77%.

Crapgia 2: MNpomixHy cnomnyky, o sBnse coboto
cknagHum edip, rigponisyloTb y BIANOBIAHOCTI A0
cTagii 8 npuknagy 1, ogepxytoumn 3asHayeHy B 3aro-
NOBKy kucnoty 3 BuxogomM 82%. MC Bucokoro pospis-
HeHHsa obumcn. ana CsgH31CIsN>OsS 732,1019, 3Han-
aeHo (EPU+) 733,10836.

Mpuknag 161: 4-{2-[1-6eHsrigpun-5-xnop-2-(2-
{[(2,4,6-TpuxnopdeHin)cynbgoHin]amiHo}etnn)-1H-
iHgon-3-in)eTokcu]6eH3oHa kucnora

Cragia 1: OaHy cnonyky ofepXylTb 3 MeTun 4-
{2-[2-(2-amiHOeTuN)-1-6eH3rigpun-5-xnop-1H-ingon-
3-injeTokcu}beHsoaty (ctagia 6, npuknag 1) i 2,4,6-
Tpuxnop6eH3oncynbdoHinxnopmay npoueaypoto
npuknagy 1, cragia 7 3 Buxogom 90%.
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Cragia 2: MNMpomikHy cronyky, Wo sBMAsie coboto
ckrnagHuin edip, rigponisytoTb y BiAMOBIgHOCTI A0
ctagii 8 npuknagy 1, ogepxyrouu 3asHayeHy B 3aro-
NoBKy kucnoty 3 BuxogomM 87%. MC Bucokoro pospis-
HeHHs1 obumcn. ansa CzgH30Cl4N20sS 766,0630, 3Hai-
aeHo (EPN+) 767,07063.

Mpuknag 162: 4-{2-[1-6eHsrigpnn-5-xnop-2-(2-
{[(2-uiaHodeHIN)cynbdoHin]amiHo}eTun)-1H-iHoon-3-
in)eTokcu]6eH30MHa KncnoTa

Cragia 1: JaHy cnonyky ogepxytoTb 3 MeTun 4-
{2-[2-(2-amiHoeTUN)-1-6eH3rigpun-5-xnop-1H-iHgon-
3-inJeTokcu}beHsoaty (ctagia 6, npuknag 1) i 2-
LiaHOGeH301CYyNbMOHINXIopAY nNpoLeayporo MNpuk-
nagy 1, cragia 7 3 suxogom 82%.

Cragia 2: MNpomixHy cnomnyky, Wwo sBnsie coboto
cKkrnagHun edip, rigponisytloTb y BiAMOBIAHOCTI A0
cragil 8 npuknagy 1 i ounwaloTb npenapaTUBHO
BEPX, ogepxyto4un 3a3HayeHy B 3arofioBKY KUCMOTY 3
BMxogoM 17%. MC BMCOKOro po3pi3HEHHst obumch.
ansa  CsoH32CIN3OsS 689,1751; 3HavigeHo (EPU+)
690,18082.

Mpuknag 163: 4-(2-{2-[2-({[2-
(amiHomeTun)beHin]cynbdoHintamiHo)etun]-1-
6eHarigpun-5-xnop-1H-iHgon-3-injetokcn)beH3onHa
KucnoTa

Cragia 1: Metun 4-{2-[1-6eH3rigpun-5-xnop-2-(2-
{[(2-uiaHodeHiN)cynbdoHin]amiHo}eTun)-1H-iHgon-3-
inJetokcn}oeHsoat (npuknag 161, cragia 1, 0,31r,
0,44mmonb) posunHsaoTe Yy Trd® (4mn) i MeOH
(12mn). fOopatote xnopug kobanbty (II) (0,11r,
0,88mmonb) i NaBH,4 (0,171, 4,4mmonb). Yepes 2 ro-
OVHU CyMill inNbTPyOTb, KOHLEHTPYIOTL i niggalTb
xpomatorpadii Ha cunikareni (MeoH-CH.Cl,), onep-
Xytoumn amiHoedip 3 Buxoaom 17%.

Cragis 2: MNpomixHy crnonyky, Wwo sBnsie coboto
cknagHun edip, rigponisyoTb y BigNOBIgHOCTI A0
cTagii 8 npuknagy 1, ogepxyroun 3asHayeHy B 3aro-
noeky kucnoty 3 suxogomMm 39%. MC Bucokoro pospis-
HeHHsA obumncn. ansa CsgH3sCIN3OsS 693,2064, 3Han-
aeHo (EPN+) 694,21261.

Mpuknag 164:  4-[2-(1-6ensrigpun-2-{2-[(1,1'-
O6udpeHin-2-incynbdoHin)amiHoletun}-5-xnop-1H-
iHoon-3-in)eTokcm]6eH30olHa k1ucnoTa

Cragia 1: CynbdoHamig ogepxyioTb 3 MeTun 4-
{2-[2-(2-amiHoeTun)-1-6eHarigpun-5-xnop-1H-iHgon-
3-inJeTokcu}beHsoaty (ctagia 6, npuknag 1) i 2-
AvndeHincynboHinxnopugy (ctagia 1, npuknag 156)
npoueaypoto npuknagy 1, cragis 7 3 suxogom 93%.

Cragia 2: MNpomixHy cnonyky, o sBnsie coboto
cKkrnagHuin edip, rigponisytoTb y BiAMOBIAHOCTI A0
ctagii 8 npuknagy 1, ogepyroun 3asHayeHy B 3aro-
noBky kucnoty 3 BuxogomM 94%. MC Bucokoro pospis-
HeHHsA obumncn. ansa CasH37CIN2OsS 740,2112, 3Han-
aeHo (EPN+) 741,21709.

Mpuknag 165:  4-{2-[1-6eHarigpnn-2-(2-{[(2-
6pomdeHin)cynbdoHinjamiHo}eTun)-5-xnop-1H-
iHoon-3-in)eTokcn]6eH30lHa k1ucnoTa

Cragia 1: OaHy cnonyky ofepXywTb 3 MeTun 4-
{2-[2-(2-amiHoeTUN)-1-6eH3rigpun-5-xnop-1H-iHaon-
3-inJeTokcu}beHsoaty (ctagis 6, npuknag 1) i 2-
6pombeH3soncynboHinxnopugy npoueayporo npuik-
nagy 1, cragia 7 3 suxogom 90%.

Cragia 2: MNMpomikHy cronyky, Wo sBnAsie coboto
cknagHun ecpip, rigponisyloTb y BignoBigHOCTI A0
ctagii 8 npuknagy 1, ogepxyrouu 3asHayeHy B 3aro-
noBKy kucnoty 3 Buxogom 91%. MC Bucokoro pospis-
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HeHHsa obuncn. ana  CsgHsBrCIN,OsS  742,0904,
3HanaeHo (EPU+) 743,09697.

Mpuknag 166: 4-{3-[1-6eHsrigpun-5-xnop-2-(2-
{[(5-xnop-2,4-andTopdeHin)cynbdoHinjamiHo}etun)-
1H-ingon-3-in]nponin}6eH3oiHa kucnoTa

Cragia 1: Oo wmetun 4-{3-[2-(2-amiHoeTun)-1-
©eHarigpun-5-xnop-1H-ingon-3-injnponin}6eHsoaTty
(ctagia 6, npuknag 42) popatTe 5-xnop-2,4-
andTopbeHsoncynbgoHinxnopua npoueayporo npu-
knagy 1, ctagis 7, ogepXyrouu NpoaykT i3 BUXOAOM
68%.

Crapgia 2: MNpomixHy cnomnyky, Lo sBnse coboto
cknagHum edip, rigponisyloTb y BIiANOBIAHOCTI A0
cTagii 8 npuknagy 1, ogepxytoumn 3asHayeHy B 3aro-
TNOBKY KMCIOTYy 3 BUxogom 44%. MC BUCOKOro pospis-
HEHHSs1 obuuncrn. ans [C39H32Cl2F2N204S+H]
733,15007, 3HangeHo 733,14978.

Mpuknag 167: 4-{3-[1-6eHsrigpun-5-xnop-2-(2-
{[(2-meTOKCU-4-MeTUNdEHIN)cynbdOoHin]amiHo}eTun)-
1H-ingon-3-injnponin}6eHsoiHa kucnoTa

Cragia 1: Jo wmetun 4-{3-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-ingon-3-injnponin}6eH3oaTty
(cTapgia 6, npuknag 42) popawTb  2-MeTOKCU-4-
MeTUNB6EeH30NCyNbGOHINXNOPUA NPOLELYPO MPUK-
nagy 1, cragia 1, ogepXywo4n nNpoaykT i3 BMXOOOM
86%.

Cragia 2: MNpomixHy cnonyky, Wwo sBnsie cobot
cknagHum edip, rigponisyloTb Yy BIiANOBIAHOCTI [0
cTagii 8 npuknagy 1, ogoepxyroun 3asHayeHy B 3aro-
noBky kucnoty 3 BuxogomMm 39%. MC Bucokoro pospis-
HeHHa obumcn. ana [CaiH3zeCIN2OsS+H] 707,2341,
3HangeHo 707,23407.

Mpuknag 168: 4-{3-[1-6eHsrigpun-5-xnop-2-(2-
{[(4-xnop-2,5-andpTopdeHin)cynbdoHin]amiHo}etun)-
1H-ingon-3-in]nponin}6eHs3oiHa kucnoTa

Cragia 1: o wmetun 4-{3-[2-(2-amiHoeTun)-1-
6eHasrigpun-5-xnop-1H-iHgon-3-injnponin}éeH3oaTty
(ctapia 6, npuknag 42) popawoTb  4-xnop-2,5-
andTopbeHsoncynbgoHinxnopua npoueaypor npu-
knagy 1, ctagis 7, O4epXKyroun NPOAYKT i3 BUXOAOM
79%.

Crapgia 2: MNpomixHy cnonyky, o sBnsie cobo
cknagHun edip, rigponisyloTb y BigNOBIgHOCTI A0
cragii 8 npuknagy 1, ogepxyoun 3asHayeHy B 3aro-
NOBKy kucnoty 3 suxogom 63%. MC Bucokoro pospis-
HEHHSA obuncn. ans [C39H32Cl2F2N204S+H]
733,15007, 3HanpeHo 733,14882.

Mpuknag 169: 4-{2-[1-6eHsrigpun-5-xnop-2-(2-
{[(5-xnop-2,4-gndTopdheHin)cynbdoHinlamiHo}eTnn)-
1H-iHgon-3-inJeTokcn} 6eH301MHa kucnoTa

Cragia 1: JaHy cnonyky oaepxyloTb 3 MeTun 4-
{2-[2-(2-amiHoeTUN)-1-6eH3rigpun-5-xnop-1H-iHaon-
3-inJeTokcu}beHsoaty (ctagia 6, npuknag 1) i 5-xnop-
2,4-pndpTopbeHsoncynboHinxnopngy npoueaypoto
npuknagy 1, crapisa 7, ogepXyr4un NPOAYKT i3 BUXO-
aom 38%.

Cragia 2: MNpomixHy cnonyky, wo siensie coboto
cKknagHun edip, rigponisytoTe y BigNOBIAHOCTI A0
cragii 8 npuknagy 1, ogepxyroun 3asHayeHy B 3aro-
noeky kucnoty 3 suxogom 31%. MC Bucokoro pospis-
HEHHSA obuuncrn. ans [C3sH30Cl2F2N205S+H]
735,12933, 3HanaeHo 735,12824.

Mpuknag 170: 4-{2-[1-6eHsrigpun-5-xnop-2-(2-
{[(4-xnop-2,5-andTopdeHin) cynbdoHin]amiHo}eTun)-
1H-ingon-3-in}eTokcn) 6eH3onHa KucnoTa
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Cragia 1: [aHy cnonyky ogepXxytoTb 3 MeTun 4-
{2-[2-(2-amiHoeTUN)-1-6eH3rigpun-5-xnop-1H-iHgon-
3-inJeTokcu}beHsoaty (cTagisa 6, npuknag 1) i 4-xnop-
2,5-andpTopbeHsoncynbgoHinxnopuagy npoueaypoto
npuknagy 1, ctagia 7 3 suxoaom 79%.

Cragia 2: MNpomixHy cnomnyky, Wwo sBnsie coboto
ckrnagHun edip, rigponisytloTb y BiAMOBIOHOCTI 40
ctagil 8 npuknagy 1, ogepxyrouu 3asHayeHy B 3aro-
NOBKY KMCNOTY 3 BUXogom 63%. MC B1cokoro pospis-
HEHHS obuuncn. ans [C3sH30Cl2F2N205S+H]
735,12933, 3HangeHo 735,12913.

Mpuknag 171: 4-{2-[1-6eHsrigpnn-5-xnop-2-(2-
{[(2-meTOKCU-4-MeTUNDEHIN)CyNbdOHIn]amiHo}eTun)-
1H-ingon-3-in}eTokcn)beH3onHa kucnoTa

Cragia 1: JaHy cnonyky ogepXywTb 3 MeTun 4-
{2-[2-(2-amiHoeTuN)-1-6eH3rigpun-5-xnop-1H-iHgon-
3-inJeTokcu}beHsoaty (ctagia 6, npuknag 1) i 2-
MEeTOKCU-2-MeTUnbeH3oncynbdoHinxnopmay npowe-
aypoto npuknaagy 1, ctagis 7.

Cragia 2: HeouwuweHy NpoOMiKHY CMOMyKy, LWO
AaBnse cobor cknagHum edpip, rigponis3yoTb y BiAno-
BigHOCTI Ao ctagii 8 npuknagy 1, ogepxytoun 407vr
3a3HAYeHOI B 3arofloBKy KMCIMOTU 3 KiNIbKiCHUM BWXO-
goMm. MC BMCOKOrO poO3pi3HEHHA o6uucn. ang
[C40H37CIN2OsS+H] 709,21337, 3HarigeHo 709,21194.

Mpuknag 172: 4-{3-[1-6eHsrigpun-5-xnop-2-(2-
{[(7-xnop-2,1,3-6eH30KCcagia3on-4-
in)cynedoHin]amiHo}etun)-LU-iHaon-3-
injnponin}6eHsoiHa kucnota

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
©eHarigpun-5-xnop-1H-ingon-3-injnponin}6eHsoaTty
(ctapia 6, npuknag 42) popjawTb  4-xnop-7-
xnopcynbdoHin-2,1,3-6eH30kcagia3on  npoueaypoto
npuknagy 1, ctagisa 7, ogepxXyyn NpPoayKT i3 BUXO-
aom 43%.

Cragis 2: MNpomixHy cnonyky, o sBnsie coboto
cknagHun edip, rigponi3yloTb y BiAMOBIOHOCTI A0
cTagii 8 npuknagy 1, ogepxytoum 3asHayeHy B 3aro-
TNOBKY KUCIOTY 3 BMXOAOM 26% nicns po3aineHHs
BEPX. MC BWCOKOro po3pi3HEHHs1 obumucn. anga
[C39H32CI2N4O5S+H] 739,15433, 3HanaeHo 739,1537.

Mpuknag 173: 4-{3-[1-6eHasrigpun-5-xnop-2-(2-
{[(7-meTOKCU-2,1,3-6eH30KCaaia3on-4-
in)cynedoHin]amiHo}etnn)-1H-iHgon-3-
in}nponin)6eH3onHa kncnoTa

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
©eHarigpun-5-xnop-1H-ingon-3-injnponin}6eHsoaTy
(ctrapmia 6, npuknag 42) popawTb  4-xnop-7-
xnopcynbdoHin-2,1,3-6eH30kcagia3on  npoueaypoto
npuknagy 1, ctagia 7, ogepXyun NpoaykT i3 BUXO-
aom 43%.

Cragia 2: MNpomixHy cnonyky, Wwo sBnsie cobot
cknagHun edip, rigponi3yloTb y BiAMOBIOHOCTI A0
cTagii 8 npuknagy 1, ogepxytoun 3asHayeHy B 3aro-
TNOBKY KUCIOTY 3 BMXOAoOM 36% nicns po3aineHHs
BEPX. MC BWCOKOro po3pi3HEHHs1 obumucn. ana
[C40H35CIN4OsS+H] 735,2046, 3HaaeHo 735,20-,9.

Mpuknag 174: 4-{2-[1-6eHasrigpun-5-xnop-2-(2-
{[(7-xnop-2,1,3-6eH30KCcagia3on-4-
in)cynbdoHinjamiHo}etnn)-1H-iHgon-3-
inJeTokcun}beH3onHa kncnota

Cragia 1: OaHy cnonyky ofepXylTb 3 meTun 4-
{2-[2-(2-amiHOeTUN)-1-6eH3rigpun-5-xnop-1H-iHgon-
3-inJeTokcn}beHsoaty (ctagia 6, npuknag 1) i 4-xnop-
7-xnopcynbgoHin-2,1,3-6eH3okcagiazony  npoueny-
poto npuknagy 1, ctagia 7 3 Buxogom 56%.
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Cragisa 2: MNMpomikHy cronyky, Wo sBnAsie coboto
cknagHun edip, rigponisytoTb y BignoBigHOCTI A0
ctagii 8 npuknagy 1, ogepxyrodu 3asHayeHy B 3aro-
noeky kucnoty 3 BuxogoMm 30% nicns posgineHHs
BEPX. MC BuCOKOro po3pi3HEHHsI 06uucn. Aans
[C36H30CI2N4OsS+H] 741,1343, 3HavigeHo 741,1328.

Mpuknag 175: 4-{2-[1-6eHsrigpun-5-xnop-2-(2-
{[(7-meTokcK-2,1,3-6eH30kcagia3on-4-
in)cynbdoHin]amiHo}etun)-1H-iHgon-3-
in)eTokcu]6eH30MHa K1cnoTa

Cragia 1: JaHy cnonyky ogepxytoTb 3 MeTun 4-
{2-[2-(2-amiHoeTunn)-1-6eH3rigpun-5-xnop-1H-iHgon-
3-inJeTokcu}beHsoaty (ctagia 6, npuknag 1) i 4-xnop-
7-xnopcynb@oHin-2,1,3-6eH3okcagiaszony  npoueay-
poto npuknaagy 1, ctagis 7 3 Buxogom 56%.

Cragia 2: MNpomixHy cnonyky, Wwo sBnsie cobot
cKknagHun edip, rigponisytoTe y BignoBigHOCTI A0
cragii 8 npuknagy 1, ogepxyroun 3asHayeHy B 3aro-
NOBKY KUCMNOTy 3 BMxodoM 36% nicnsi po3gineHHs
BEPX. MC Bucokoro pospisHeHHss obuucn. Ans
[C39H33C|N407S+H] 737,1838, 3HangeHo 737,1819.

Mpuknag 176: 4-(3-{1-6eH3rigpun-5-xnop-2-[2-
({[5-(2-meTun-1,3-tiazon-4-in)TieH-2-
in]JcynboHintamiHo)etun]-1H-ingon-3-
in}nponin)beH3oiHa KncnoTa

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-injnponin}beH3oaty
(ctapia 6, npuknag 42) popawTtb 5-(2-meTtun-1,3-
Tiason-4-in)TiodeH-2-cynbdOoHInNXnopua npoLeayporo
npuknagy 1, ctapia 7, ogepXyr4um NPOAYKT i3 BUXO-
aom 90%.

Cragia 2: MNpomixHy cnonyky, Wwo sBnsie cobot
cKknagHun edip, rigponisytoTe y BigNOBIAHOCTI A0
cragii 8 npuknagy 1, ogepxyroun 3asHayeHy B 3aro-
noeky kucnoty 3 suxogom 100%. MC Bucokoro pospi-
3HeHHs1 obuncn. ans [CaiHzsCIN3O4Ss+H] 7661636,
3HanaeHo 766,1629.

Mpuknag 177: 4-(2-{1-6eH3rigpun-5-xnop-2-[2-
({[5-(2-meTun-1,3-tiazon-4-in)TieH-2-
in]cynbdoHin}amiHo)etnn]-1H-ingon-3-
in}eTokcn)beH30MHa KucnoTa

Cragia 1: OaHy cnonyky ofepXywTb 3 MeTun 4-
{2-[2-(2-amiHoeTUN)-1-6eH3rigpun-5-xnop-1H-iHaon-
3-inJeTokcu}beHsoaty (ctagis 6, npuknag 1) i 5-(2-
MeTun-1,3-tiazon-4-in)tiopeH-2-cynboHinxnopmay
npoueaypoto npuknagy 1, cragis 7 3 suxogom 100%.

Cragia 2: MNMpomikHy crnonyky, Wo sBnAsie coboto
cknagHun edpip, rigponisyloTb y BignosigHOCTI A0
cragii 8 npuknagy 1, ogepxyrlodu 3a3HayeHy B 3aro-
noBKy Kucnoty 3 Buxogom 92%. MC BUCOKOro pospis-
HeHHst obumcn. ana [CaoH34CIN3OsS3-H] 767,1269,
3HangeHo 766,1259.

Mpuknag 178: 4-[2-(1-6eHsrigpun-5-xnop-2-{2-
[(tieH-3-incynbdoHin}amiHoleTun}-1H-iHgon-3-
in)eTokcm]6eH301Ha KnucnoTa

Cragia 1: JaHy cnonyky O4epXytoTb 3 MeTun 4-
{2-[2-(2-amiHoeTUN)-1-6eH3rigpun-5-xnop-1H-iHgon-
3-inJeTokcu}beHsoaty (ctagis 6, npuknag 1) i 3-
TiobeHcynboHinxnopmay npoueaypoto npuknagy 1,
ctagia 7 3 Buxogom 91%.

Cragia 2: MNpomixHy cnonyky, wo sense coboto
cknagHum edip, rigponisyloTb y BIiANOBIAHOCTI [0
ctagii 8 npuknagy 1, ogepXyruM 3asHayeHy B 3aro-
NOBKy kucnoty 3 Buxogom 96%. MC Bucokoro pospis-
HeHHs1 obumncn. ans [CaeH31CIN,OsS,+H] 671,14357,
3HangeHo 671,1428.
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Mpuknag 179: 4-{2-[1-6eHsrigpnn-5-xnop-2-(2-
{[(6-mopponiH-4-innipnanH-3-
in)cynbdoHin]amiHo}etun)-1H-iHgon-3-
inJeTokcun}6eH3orHa kncnoTa

Cragia 1: JaHy cnonyky oaepxytoTb 3 MeTun 4-
{2-[2-(2-amiHoeTun)-1-6eHarigpun-5-xnop-1H-iHgon-
3-inJeTokcu}beHsoaty (ctagia 6, npuknag 1) i 6-
MopdoniHo-3-nipuanHCynbMOHINXnopugy npoueay-
poto npuknaay 1, ctagis 7 3 Buxogom 91%.

Cragia 2: MNpomixHy crnonyky, o sBnsie coboto
cknagHuin edip, rigponisytoTb y BigNOBIgHOCTI A0
cTagii 8 npuknagy 1, ogepxytoumn 3asHayeHy B 3aro-
NoBKy kucnoty 3 BuxogomM 92%. MC Bucokoro pospis-
HeHHs obuncn. ansa [CaiHszgCIN4OeS+H] 751,23516,
3HanaeHo 751,2345.

Mpuknag 180: 4-[3-(1-6eHsrigpnn-5-xnop-2-{2-
[(TieH-3-incynbdoHin)amiHoleTun}-1H-iHgon-3-
in)nponin]6eH3oiHa KucrnoTa

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-injnponin}éeH3oaTty
(cTapia 6, npvknag, 42) [oparTb 3-
TiocbeHcynboHinxnopma npoueayporo npuknagy 1,
cTagis 7, ooepXyum npoaykT i3 Buxogom 87%.

Cragia 2: MNpomixHy cnomnyky, o ABnsie coboto
cKkrnagHun edip, rigponi3ytloTb y BiAMOBIAHOCTI A0
ctagii 8 npuknagy 1, ogepxyroun 3asHayeHy B 3aro-
noBKy kucnoty 3 Buxogom 99%. MC Bucokoro pospis-
HeHHs obuncn. ansa [CszHz3CIN204S»+H] 669,16431,
3HanaeHo 669,1629.

Mpuknag 181: 4-{3-[1-GeHsrigpnn-5-xnop-2-(2-
{[(6-mopcboniH-4-innipnanH-3-
in)cynbdoHin]amiHo}etun)-1H-iHgon-3-
in]nponin}6eH3oiHa kucnoTa

Crapia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-injnponin}éeH3oaty
(cTapia 6, npuknag 42) pogatoTb 6-mopdoniHo-3-
NipUAMHCYNbAOHINXIopWA npoueaypoto npuknagy 1,
cTagia 7, oaepxyoum npoaykT i3 Buxogom 79%.

Cragia 2: MNpomixHy cnomnyky, Wwo sBnse cobot
cknagHun edpip, rigponisytloTb y BignoBigHOCTI A0
ctagii 8 npuknagy 1, ogepXyrouu 3asHayeHy B 3aro-
noBKy kucnoty 3 Buxogom 89%. MC B1CoKoro pospis-
HeHHst obumcn. ansa [CaHaCIN4OsS+H] 749,2559,
3HangeHo 749,255.

Mpuknag 182: 4-(2-{1-6ensrigpnn-2-[2-
(6eH30[1,2,5]okcapiason-4-cynbdoHinamiHo)eTnn]-5-
xnop-1H-ingon-3-in)eTokcu] 6eH3omHa kncnota

Cragia 1: JaHy cnonyky ogepXxytoTb 3 MeTun 4-
{2-[2-(2-amiHoeTUN)-1-6eH3rigpun-5-xnop-1H-iHgon-
3-inJeTokcu}beHsoaty (ctagis 6, npuknag 1) i 6eH3o-
dypaH-4-cynbgoHinxnopuay npoueayporo npuknagy
1, ctagis 7 3 Buxogom 88%.

Cragia 2: MNpomixHy cnomnyky, o aBnse coboto
cknagHun edip, rigponisyloTb y BiAMOBIOHOCTI A0
ctagii 8 npuknagy 1, ogepXyruM 3asHayeHy B 3aro-
NOBKY KMCrnoTy 3 Buxogom 94%. MC BUCOKOro po3spis-
HeHHs obumcn. gna [CssH31CINsOsS+H] 707,17256,
3HanpgeHo 707,1719.

Mpuknag 183: 4-(3-{1-6eHsrigpun-2-[2-
(6eH30[1,2,5]okcaaiason-4-cynbdoHinamiHo)etunn]-5-
xnop-1H-ingon-3-in)nponin]6eHsoiHa kucnoTa

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
©eHarigpun-5-xnop-1H-ingon-3-injnponin}6eHsoaTty
(cTagia 6, npuknag 42) popatTb 6GeH3odypaH-4-
cynbdoHinxnopug npoueaypoto npuknagy 1, cragia
7, ofepXyoun NpoaykT i3 Buxonom 69%.
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Cragisa 2: MNMpomikHy cronyky, Wo sBnAsie coboto
cknagHun edip, rigponisytoTb y BignoBigHOCTI A0
ctagii 8 npuknagy 1, ogepxyrloun 3asHayeHy B 3aro-
noeky kucnoty 3 suxogom 93%. MC Bucokoro pospis-
HeHHs1 obuucn. ans [CsgH33CIN4OsS,+H] 705,1933,
3HangeHo 705,1931.

Mpuknag 184: 4-{2-{1-6eHarigpun-2-[2-(2-
6eH3unokcmbeHsoncynbdoHinamiHo)etnn]-5-xnop-
1H-iHgon-3-in)eTokcum]6eH3olHa kncnoTa

Cragia 1: JaHy cnonyky ogepxytoTb 3 MeTun 4-
{2-[2-(2-amiHoeTUN)-1-6eH3rigpun-5-xnop-1H-iHgon-
3-inJeTokcu}beHsoaty (ctagia 6, npuknag 1) i 2-
6eH3nnokcmbeHsoncynb@oHINXxnopuagy npoueaypoto
npuknagy 1, ctagia 7 3 Buxogom 87%.

Cragia 2: MNMpomikHy crnonyky, Lo sense coboto
ckrnagHun edip, rigponisytoTb y BiAMOBIAHOCTI A0
ctagii 8 npuknagy 1, ogepxyrouu 3asHayeHy B 3aro-
noBKy Kucnoty 3 Buxogom 95%. MC Bucokoro pospis-
HeHHs1 o6umcn. ana [CisH3gCIN2,OgS-H] 769,21446,
3HanaeHo 769,2129.

Mpuknag 185: 4-(2-{1-6eHsrigpun-5-xnop-2-[2-(2-
isonponokcmbeHsoncynbdoHinamiHo)etun]-1H-iHaon-
3-in)eTokcn]6eHsonHa kucnoTa

Cragia 1: OaHy cnonyky ofepXywTb 3 MeTun 4-
{2-[2-(2-amiHoeTUN)-1-6eH3rigpun-5-xnop-1H-iHgon-
3-inJeTokcu}beHsoaty (ctagia 6, npuknag 1) i 2-
i3onponokcMbeH3oncynbdOoHINxnopuay npoueayporo
npuknaay 1, ctagia 7 3 suxogom 88%.

Crapgia 2: MNpomixHy cnomnyky, Lo sBnse coboto
cknagHum edip, rigponisyloTb Yy BIiAMOBIAHOCTI OO
cTagii 8 npuknagy 1, ogepxytoumn 3asHayeHy B 3aro-
NOBKY KMUCNOTY 3 BMXOAOM 74% nicns po3TvpaHHsa B
pietunosomy edipi. MC Bucokoro po3pi3HeHHs 06-
yncn. ana [Cai1H3eCIN2OeS+H] 723,22902, 3HangeHo
723,2284.

Mpuknag 186: 4-(3-{1-6eHasrigpun-5-xnop-2-[2-(2-
isonponokcmbeHsoncynsdoHinamiHo)etun]-1H-iHaon-
3-in)nponin]6eH3onHa kucnoTa

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
©eHarigpun-5-xnop-1H-ingon-3-injnponin}6eH3oaTy
(cTapis 6, npuknag, 42) [oaalTb 2-
i30MponoKCcMGeH30NCYNbGOHINXIOpUA  NpoLeaypoto
npvknagy 1, ctagisa 7, ogepXyum NpoaykT i3 BUXO-
aom 71%.

Crapgia 2: MNpomixHy cnomnyky, o sBnse coboto
cknagHum edip, rigponisylotb y BIANOBIAHOCTI A0
cTagii 8 npuknagy 1, ogepxytoumn 3asHayeHy B 3aro-
TNOBKY KUCINOTy 3 Buxogom 82% nicns O4vMLEeHHS
BEPX. MC BWCOKOro po3pi3HeHHss obuucn. ans
[C42H41CIN2OsS+H] 721,24975, 3HangeHo 721,2490.

Mpuknag 187: 4-(3-{1-6eHsrigpun-2-[2-(2-
6eH3unokcmbeH3oncynsgoHinamiHo)etnn]-5-xnop-
1H-ingon-3-in)nponin]6eHsonHa kucnoTa

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
©eHarigpun-5-xnop-1H-ingon-3-injnponin}6eH3oaTy
(cTagia 6, npuknag, 42) [0AaTb 2-
6eH3unokcmbeHsoncynbgoHinxnopug  npouenyporo
npuknagy 1, ctagisa 7, ogepXyumn NpoaykT i3 BUXO-
aom 57%.

Cragis 2: MNpomixHy crnonyky, Wo siBnsie coboto
cknagHum edip, rigponisyloTb y BIiANOBIAHOCTI [0
cTagii 8 npuknagy 1, ogepxytoun 3asHayeHy B 3aro-
NOBKY KUCINoOTy 3 BuxogoM 97% nicns o4vMLeHHS
BEPX. MC BWCOKOrO po3pi3HEHHs obumucrn. ana
[C46H41CIN2,OsS+H] 769,2505, 3HangeHo 769,2494.
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Mpuknag 188: 4-(3-{1-6eHarigpun-2-[2-(2-
rinpokcubeHsoncynbgoHin-amiHo)etun]-1H-iHgon-3-
in)nponin]6eH3onHa KucrnoTa

Cragia 1: beH3unbHy rpyny 3i ctagii 1 npuknagy
186 BupansaTb rigporeHonisom. HeouulleHy pevo-
BMHY OYMLLAIOTb Ha KOMOHL i3 curikarenem 3 BUKOpW-
ctaHHaMm CHyCl, - 5% EtOAc/CH,CI; 3 yTBOpeHHAM
cymiwi, aky gani ounwaote BEPX, ogepxyroun me-
TUMNOBUI edgip 4-(3-{1-6eHarigpun-2-[2-(2-
rinpokcubeHsoncynbdoHinamito)etnn]-1H-iHgon-3-
in)nponin]6eH3oiHoi kncnotn (7%) i meTunosuii edip
4-(3-{1-6eHsrigpun-5-xnop-2-[2-(2-
rigpokcnbensoncynbdoHinamiHo)etnn]-1H-iHgon-3-
in)nponin]6ex3onHoi kucnotun (18%).

Cragia 2: MNpomixHy cnonyka, Lo sBnAsie coboro
MEeTUNOBUI edip 4-(3-{1-6eHarigpun-2-[2-(2-
rinpokcubeHsoncynbdoHinamiHo)etnn]-1H-iHgon-3-
in)nponin]6eH30MHOI KUCNOTK, rigponi3ytoTb y Bigno-
BigHOCTI 0o cTagii 8 npuknagy 1, ogepXyoumn 3asHa-
YeHy B 3aronoBky KucnoTy 3 Buxogom 81%. MC Buco-
KOro pospisHeHHs obuncn. ana  [CsoHzsN205S+H]
645,2418, 3HangeHo 645,2423.

Mpuknag 189: 4-(3-{1-6eHarigpun-5-xnop-2-[2-(2-
rinpokcubeHsoncynbgoHin-amiHo)etun]-1H-iHgon-3-
in)nponin]6eHs3oiHa kucnoTa

Cragia 1: MNpomixHy crnonyka, Wwo sBnsie coboto
meTunosun edip 4-(3-{1-6eHsrigpun-5-xnop-2-[2-(2-
rigpokcnbensoncynbdoHinamiHo)etunn]-1H-iHgon-3-
in) nponin]6eH3onHol kncnoTtu, 3i ctagii 1 npuknagy
187 rigponi3dytoTb y BiANOBIAHOCTI [0 cTagii 8 npuk-
nagy 1, ogepXylun 3asHayeHy B 3arofioBKy KUCIOTY
3 Bxogom 86%. MC BUCOKOro po3pi3HEHHsT oG4mch.
ana [CsoH3sCIN,OsS+H] 679,20,8,  3HanmgeHo
679,2038.

Mpuknag 190: 4-(2-{1-6eHasrigpun-5-xnop-2-[2-(2-
xnop6eH3oncynegoHin-amiHo)etun]-1H-iHgon-3-
in)eTtokcu]-2-cpropbeH3omHa knucnota

Cragia 1: o po3uuHy PhsP (698mr, 2,7mmonb,
2,0ekB.) y TI'® (10mn) noBinbHO gopakoTh Aiisonponi-
nasogukap6okeunar (0,55mn, 2,7vmonsb, 2,0eks.) npu
0°C B atmocdepi N2. Cymill nepemillytoTb NPOTArom
15xB. PosuuH 2-{1-6eH3rigpun-2-[2-(TpeT-
6yTungndeHincunaxinokeun)etun]-5-xnop-1H-ingon-
3-injetaHony (859mr, 1,3mmonb, 1,0ekB., cTagia 6,
npuknag 142) y Tr® (5mn) gopgaiotb A0 peareHTis
MitcyHoby, nicns yoro roe 4o4aBaHHA METUIOBOro
edipy 2-dTop-4-rinpokcubeHsornHoi kucrnotn (340wmr,
2,0mmorb, 1,5ekB.). OTpumaHui y pesynbTaTti pO34mnH
nepemillyloTe NpoTsiroMm Hodi. Bupanswote TI®. 3a-
nuwok po3snogingatoTe Mk EtOAc i Bogoto. OpraHiyHy
hasy nNpomMuBalOTb BOAOK, HACUYEHUM PO3YUHOM
conu i cywatb Hag MgSO,. lMpogykT ounwatoTb Ha
KOMOHLi i3 cunikarenem, BMKOPUCTOBYOUMN Cymil 8%
EtOAc/rekcaH. OpepxytoTb 0,95r (90%) npoaykty y
BUrNsiAi TBEPAOI Binoi pevoBMHU.

Cragia 2: 3HiMaloTb 3axuCT i3 MeTunoBoro edipy
4-(2-{1-6eHzrigpun-2-[2-(TpeT-
6yTungndeHincunaxinokeun)etun]-5-xnop-1H-ingon-
3-injeTokcn)-2-pTOpOEH30MHOI  KUCNOTKM, BIAMNOBIAHO
Ao npoueaypw npuknagy 143, ctagia 9, ogepxyoum
metunosun  edip  4-{2-[1-6eH3rigpun-5-xnop-2-(2-
rigpokcieTunn)-1H-iHgon-3-in]eTokcu}-2-
dTopbeH30MHOIT KMCnoTH 3 BUXxoaom 89%.

Cragia 3: Metunosui edoip 4-{2-[1-6eHsrigpnn-5-
xnop-2-(2-rigpokcietvn)-1H-iHaon-3-in]eTokcu}-2-
PTOPOEH30MHOI  KMCMNOTU aKTVMBYKOTb KOHBEpPCIED B
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Mesunar, sik onucyeTtbca B ctagii 10 npuknagy 143, i
OTpMMaHW Yy pes3ynbTaTi NPOAYKT BUKOPWUCTOBYHOTH
6€e3 OuMLLIEHHSI Ha HACTYMHiIN cTagii.

Crtagia 4: MesunaT 3 nonepefHboi cTagii 3ami-
LaTb a3ngom, sk onucyetbca B ctagii 11 npuknagy
143, opepxytoun wmetunosun edip 4-{2-[2-(2-
asunpoetun)-1-6eHarigpun-5-xnop-1H-iHaon-3-
inleTokcn}-2-oTOpOEHI3ONHOI  KACMOTU 3 BMXOOOM
97% (3a gBi cTagii).

Cragia 5: Metunosun  edip  4-{2-[2-(2-
asungoetun)-1-6eHarigpun-5-xnop-1H-iHgon-3-
inleTokcn}-2-chTOopOEH30MHOT  KMCNOTU  BIOHOBMIOOTH
3a ymoB CtayauHrepa, ogepxytoun metun 4-{2-[2-(2-
amiHoeTun)-1-6eH3rigpun-5-xnop-1H-iHgon-3-
inJeTokcn}-2-propbeHsoats Buxogom 93%.

Cragisa 6: 3gincHiooTe B3aemogito metun 4-{2-[2-
(2-amiHoeTun)-1-6eHarigpun-5-xnop-1H-iHgon-3-
inleTokcn}-2-cbTopbeH3oaTy 3 nonepeaHbOi cTagii 3 2-
xnop6eH3oncynbdOoHINXNopMaomMm  BignosigHO 8o
npoueaypu npuknagy 1, cragis 7, ogepxytoun baxa-
HWUIA NPOAYKT i3 Buxoaom 73%.

Cragia 7: MNMpomikHy crnonyky, Wo sBnAsie coboto
cknagHum edip, rigponisyloTb Yy BIiANOBIAHOCTI OO
ctagii 8 npuknagy 1, ogepxyrouu 3asHayeHy B 3aro-
NOBKYy KMcnoTy 3 Buxogom 96%. MC Bu1cokoro pospis-
HeHHs1 064umcn. ans [CasHsi Cl,FN,OsS+H] 717,13876,
3HanpgeHo 717,1365.

Mpuknag 191: 4-(2-{1-6eHsrigpun-5-xnop-2-[2-(2-
xnop-6-metunbeHsoncynboHinamiHo)etnn]-1H-
iHoon-3-injeTokcm)-2-pTopbeH3oHa KucnoTta

Cragia 1: OaHy cnonyky ofepXylTb 3 MeTun 4-
{2-[2-(2-amiHoeTuUN)-1-6eH3rigpun-5-xnop-1H-iHgon-
3-inJetokcu}-2-cptopbeHsoaty (ctagia 5, npuknag
190) i 2-xnop-6-meTun6eH3oncynegoHinxnopuay
npoueaypoto npuknagy 1, cragia 7 3 Buxoaom 66%.

Cragia 2: MNpomixHy cnonyky, Wwo sBnsie cobot
cknagHunm edip, rigponisyloTb y BIiANOBIAHOCTI [0
cTagii 8 npuknagy 1, ogepxytoun 3asHayeHy B 3aro-
NoBKy kucnoty 3 BuxogomM 95%. MC Bucokoro pospis-
HeHHs 064mcn. ans [CsgH33ClFNLOsS+H] 731,15441,
3HangeHo 731,1532.

Mpuknag 192: N-[2-(1-6eHsrigpun-5-xnop-3-{2-[4-
(2H-TeTpason-5-in)deHokcnletun}-1H-iHgon-2-
in)etnn]-1-(3,4-guxnopdeHin)meTaHcynspoHamig

Cragia 1: 3pgincHioloTs B3aemogito  2-{1-
6eHasrigpun-2-[2-(TpeT-
oyTungndeHincunaninokeun)etun]-5-xnop-1H-ingon-
3-injetaHony 3i cragii 6 npuknagy 142 3 4-
rigpOKCUBEH3OHITPUIOM 33 YMOB, OMUCAHWUX Y MPUK-
napi 189, crapia 1, opepxyoun 4-(2-{1-6eHarigpun-2-
[2-(TpeT-6yTunaudeHincunaninokcm)etnn]-5-xnop-
1H-ingon-3-in}eTokcn)beH30oHiTpMn 3 BUXoaoM 85%.

Crapgisa 2: 3HiMatoTb 3aXuCT i3 cuninbHoOro edipy 3
nonepeaHboi cTagii, BignoBigHO A0 npuknagy 143,
ctagia 9, ogepxytoun 4-{2-[1-6eHarigpnn-5-xnop-2-(2-
rigpokcietnn)-1H-ingon-3-inJetokcu}oeH3oHiTpun 3
Buxoaom 93%.

Cragia 3: CnupT i3 nonepeaHbOi cTagii akTuBy-
I0Tb KOHBEpPCI€0 B Me3unaTt, sik ONUcyeTbca B cTagil
10 npuknagy 143, ogepxyrounm OaxaHui mesunar,
AKMN BMKOPUCTOBYIOTb 6€3 OYMLLEHHS Ha HacTymMHin
cragii.

Cragisa 4: MesunaT 3 nonepeaHboi ctagii o6pob-
NATb 3a YMOB, onucaHux y ctagii 11 npuknagy 143,
onepxytoun  4-{2-[2-(2-azaupgoeTun)-1-6eH3rigpun-5-
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xnop-1H-iHgon-3-in]eTokcnM}6eH30HI TP 3 BUXOOO0M
91% (3a gBi cTagii).

Cragia 5: 4-{2-[2-(2-A3ngoeTun)-1-6eH3rigpwn-5-
xnop-1H-iHaon-3-in] eTokcn}6eH30HITpMN BiAHOBIIO-
10Tb 32 yMoB CTayauHrepa, sik AeTanbHO ONMCyeTbCs
B cragii 12 npuknagy 143, opepxyoun 4-{2-[2-(2-
amiHoeTun)-1-6eH3rigpun-5-xnop-1H-iHgon-3-
inJeTokcun}6eH3oHITpKUN 3 BUXoaom 92%.

Cragia 6: 3pginicHioloTb B3aemopito 4-{2-[2-(2-
amiHoeTun)-1-6eH3rigpun-5-xnop-1H-iHaon-3-
inleTokcun}6eH3oHITPUNY 3 nonepegHboi ctagii i (3,4-
anxnopdeHin)MeTaHcynbMOHINXNopuay  BiAnoBigHO
00 npouenypu npuknagy 1, cragia 7, ogepxykouu
OaxxaHui npoaykT i3 Buxogom 92%.

Cragia 7: Cymiw HiTpuny (1,0exs.), asngotpume-
Tuncunany (2,0eks.), okenay anbytunonosa (0,1exs.)
i Tonyony (3,3Mn/MMOfb) HarpiBaloTb Y repMeTUYHIN
Tpy6ui npn 120°C npotsarom 20 roguH. Cymiw nigkuc-
naTb 1H HCI npu kiMHaTHIM TemnepaTypi, NoTiM po-
36asnsTe EtOAc. OpraHiyHy basdy npomuBaloTb
BOAOK | HaCM4YeHMM pO34YMHOM COMi, CyllaTb Haja
MgSO4. HeounwweHun Tetpason nigaawTb XpoMaTor-
padii 3 BukopuctaHHam cymiwi 50% EtOAc/rekcaH -
80% EtOAc/rekcad nntoc 0,5% ouTtoBOi KMCNoTw,
OEPXKYIOYM 3a3HAYEHUI Y 3arofioBKy MPOAYKT i3 BU-
xoaom 58%. MC BMCOKOro po3pisHeHHs1 obumncn. ans
[C39H33ClI3NgO3S+H] 771,14732, 3HanaeHo 771,1475.

Mpuknag 193: N-[2-(1-6eHsrigpun-5-xnop-3-{2-[4-
(2H-TeTpason-5-in)deHoken]etun}-1H-iHgon-2-
in)eTnn]-2-xnopbeH3oncynbdoHamig

Cragia 1: 3givicHioloTb B3aemogito  4-{2-[2-(2-
amiHoeTun)-1-6eH3rigpun-5-xnop-1H-iHgon-3-
inleTokcn}6eH3oHiTpuny (ctagis 5, npuknag 192) i 2-
xnop6eH3oncynbdOoHINXnopuay npoLensypor  Mnpuk-
nagy 1, cragia 7, ogepxywun BaxaHuin nNpoaykT i3
BMUxoaoM 77%.

Cragia 2: Hitpun 3 nonepegHbOi cTagii KOHBep-
TYlOTb y TETPas3on BiANOBIAHO 4O npoueaypw cragii 7
npuknagy 192, ogepXytoun 3a3HayYeHUn y 3arofioBKy
npoAaykT i3 BuxoaoM 45%. MC BMCOKOro po3pi3HEHHSI
obuncn. ans [CsgH32CloNgO3S+H] 723,17065, 3Haii-
aeHo 723,1711.

Mpuknag 194: N-[2-(1-6eHasrigpun-5-xnop-3-{2-[4-
(2H-TeTpason-5-in)deHoken]etun}-1H-ingon-2-
in)eTnn]6ytaH-1-cynbgoHamig

Cragia 1: 3pivcHioloTb B3aemogito  4-{2-[2-(2-
amiHoeTun)-1-6eHsrigpunn-5-xnop-1H-ingon-3-
inJeTokcn}6eHsoHiTpuny (ctagia 5, npuknag 192) i 1-
6yTaHcynboHinxnopuay npouegypot npuknagy 1,
cTagia 7, ooepxyrum GaxkaHui nNpoaykT i3 BUXOLAOM
79%.

Crtagia 2: Hitpun koHBepTyloTb Yy TeTpason Bia-
noBiaHO A0 npoueaypw ctagii 7 npuknagy 192, oge-
PXyloun 3a3HaY€HWIN y 3aronoBKy NPOAYKT i3 BUXOO0M
91%. MC BMCOKOrO pO3pi3HEHHS o64yucn. ans
[C36H37CINsO3S+H] 669,24092, 3HanaeHo 669,2409.

Mpuknag 195: N-[2-(1-6eHasrigpun-5-xnop-3-{2-[4-
(2H-TeTpason-5-in)deHokeunletTnn}-1H-iHgon-2-
in)etnn]-2,2,2-TpudTopeTaHcynbdoHamis

Cragia 1: 3pivcHioloTb B3aemogito  4-{2-[2-(2-
amiHoeTun)-1-6eHsrigpun-5-xnop-1H-iHgon-3-
inleTokeun}beHsoHiTpuny (ctagia 5, npuknag 192) i
2,2,2-TpudTopeTaHcynbgOHINxXnopuay npouenyporo
npvknagy 1, cragia 7, ogepXyun 6axaHum npoaykt
i3 BUxoaom 64%.
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Cragia 2: Hitpyn koHBepTyloTb Yy TeTpason Bia-
noBigHO Ao npouedypw ctagii 7 npuknagy 192, oge-
PXXyloun 3a3HaYeHWI y 3arofoBKy NPOAYKT i3 BUXOO0M
77%. MC BWCOKOrO pO3pi3HEHHsT 0b6uucn. ans
[C34H30C|F3NGO3S+H] 695,18135, 3Hal71p,eHO
695,1807.

Mpuknag 196: 4-(2-{1-6eH3rigpwn-5-xnop-2-[2-
(2,4,6-TpucpTopbeHson-cynboHinamiHo)etunn]-1H-
ingon-3-injetokcu) 6eH30MHa KMcnoTa

Cragia 1: JaHy cnonyky ogepxytoTb 3 MeTun 4-
{2-[2-(2-amiHoeTUN)-1-6eH3rigpun-5-xnop-1H-iHgon-
3-inJeTokcu}beHsoaty (ctagia 6, npuknag 1) i 2,4,6-
TpudpTopbeH3oncynbdOHINXnopuay npoueaypoto
npuknagy 1, cragia 7 3 Buxogom 92%.

Cragia 2: MNMpomikHy cronyky, Wo sBnsie coboto
ckrnagHun edip, rigponisytoTb y BiAMOBIAHOCTI A0
ctagii 8 npuknagy 1, ogepxyrouu 3asHayeHy B 3aro-
noBKy Kucnoty 3 Buxogom 92%. MC Bucokoro pospis-
HeHHs1 obumcn. ans [CsgHzoCIFN,O3S+H] 719,15889,
3HanpeHo 719,15843.

Mpuknag 197: 4-(2-{1-6eHsrigpun-5-xnop-2-[2-(4-
METOKCU-2-HiTpobeH30nCcynbdoHinamiHo)eTun]-1H-
ingon-3-injetokcn) 6eH30MHa KMcnoTa

Cragia 1: OaHy cnonyky ofepXywTb 3 MeTun 4-
{2-[2-(2-amiHoeTUN)-1-6eH3rigpun-5-xnop-1H-iHgon-
3-inJeTokcu}beHsoaty (ctagia 6, npuknag 1) i 4-
MEeTOKCU-2-HITpobeH30MnCyNbgoHINXnopmuay  npoue-
aypoto npuknagy 1, ctagia 7 3 Buxogom 74%.

Crapgia 2: MNpomixHy cnomnyky, Lo sBnse coboto
cknagHum edip, rigponisyloTb Yy BIiAMOBIAHOCTI OO
cTagii 8 npuknagy 1, ogepXyroum 3asHayeHy B 3aro-
NoBKy KMcnoty 3 Buxogom 94%. MC B1cokoro pospis-
HeHHs obumcn. ansa [CsgH34CIN3OgS+H] 740,1828,
3HangeHo 740,1834.

Mpuknag 198: 4-(2-{1-6eHasrigpun-5-xnop-2-[2-(3-
TpudTopMeToKkcnbeH3on-cynedgoHinamiHo)etun]-1H-
ingon-3-injetokcn) 6eH30nHa kucnoTa

Crapia 1: OaHy cnonyky ofepxylTb 3 meTun 4-
{2-[2-(2-amiHoeTunN)-1-6eH3rigpun-5-xnop-1H-iHgon-
3-injeTokcu}beHsoaty (ctagia 6, npuknag 1) i 3-
(TpndbTOopMeETOKCH)BEH30NCYNbGOHINXNOpMaY  Npo-
ueanypoto npuknagy 1, cragis 7 3 Buxogom 61%.

Crapia 2: MNpomixHy cnonyky, wo siensie coboro
cknagHun edip, rigponisyloTb y BiANOBIgHOCTI A0
cTagii 8 npuknagy 1, ogepxytoun 3asHayeHy B 3aro-
NOBKy kucnoty 3 BuxogomM 86%. MC Bucokoro pospis-
HeHHs obuncn. Ang [CsoH3CIF3N20S+H] 771,1514,
3HanaeHo 771,1512.

Mpuknag 199: 4-(3-{1-6eHarigpun-5-xnop-2-[2-
(2,4,6-TpucbTopbeH3oncynbdoHinamiHo)etun]-1H-
iHoon-3-in} nponin)6eH3olHa kncnoTa

Cragia 1: o wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHasrigpun-5-xnop-1H-iHgon-3-injnponin}éeH3oaTty
(ctapgia 6, npuknag 42) popawtb  2,4,6-
TpucpTOopHEH30NCYNBMOHINXNOPUA NpoLEeaypoto Npu-
knagy 1, ctagis 7, O4epXKyroun NPOAYKT i3 BUXOAOM
61%.

Crapgia 2: MNpomixHy cnonyky, o sBnsie cobo
cknagHun edip, rigponisyloTb y BiANOBIgHOCTI A0
cragii 8 npuknagy 1, ogepyouu 3asHayeHy B 3aro-
NoBKy kucnoty 3 BuxogomM 97%. MC Bucokoro pospis-
HeHHs 064mncn. ang [CagH32CIFsN2.04S+H] 717,17962,
3HanpeHo 741,17913.

Mpuknag 200: 4-(3-{1-6eHarigpun-5-xnop-2-[2-(4-
MeTOKCU-2-HiTpobeH3oncynbgoHinamiHo)etun]-1H-
ingon-3-in}nponin) 6eH3olHa kncnoTa
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Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-injnponin}éeH3oaty
(ctapia 6, npuknag 42) popaTb  4-METOKCU-2-
HITpOGeH30nCyNbGOHINXNopMA NpoLeaypoto npukna-
ay 1, cTagis 7, ogepxytoum npoaykT i3 Buxogom 81%.

Cragia 2: MNpomixHy cnomnyky, Wwo sBnsie coboto
ckrnagHun edip, rigponisytloTb y BiAMOBIOHOCTI 40
ctagil 8 npuknagy 1, ogepxyrouu 3asHayeHy B 3aro-
NOBKY KMcnoTy 3 Buxogom 95%. MC B1COKOro pospis-
HeHHs1 obumcn. ansa [CaoH3sCIN3O7S+H] 738,2035,
3HangeHo 738,2028.

Mpuknag 201: 4-(3-{1-6eHasrigpunn-5-xnop-2-[2-(3-
TpudTopmeTokenbeHson-cynedoHinamiHo)etun]-1H-
ingon-3-in}nponin)6eH3orHa knucnoTa

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-injnponin}éeH3oaty
(ctapia 6, npuknag 42) popawTb  4-METOKCU-2-
HiITpoGeH30nCcyNbGOHINXNopUA NpoLeaypoto npukna-
ay 1, cTagis 7, ogepxyoum npoaykT i3 Buxogom 83%.

Cragia 2: MNpomixHy cnonyky, o ABnsie coboto
cknagHun edip, rigponi3ytloTb y BiANOBIOHOCTI A0
cragii 8 npuknagy 1, ogepXyroun 3asHayeHy B 3aro-
noBky kucnoty 3 Buxogom 91%. MC Bucokoro pospis-
HeHHs1 064mncn. ang [CaoHz34CIFsN2OsS+H] 747,19019,
3HangeHo 747,18996.

Mpuknag 202: 4-{2-[1-6eHarigpun-5-xnop-2-{2-
[({4-
MeTuncynboHinbeHson}cynbdoHrin)amiHoletnn}-1H-
ingon-3-in)nponin]6eHsoiHa kucnota

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
©eHarigpun-5-xnop-1H-ingon-3-injnponin}6eHsoaTty
(cTagis 6, npvknag, 42) [oaalTb 4-
MeTurncynboHinbeH3oncynbMoHinxnopug npoueny-
poto npuknagy 1, cragia 7, ogepXyrouum NpoaykT i3
BMX0O0M 65%.

Cragis 2: MNpomixHy cnonyky, o sBnsie coboto
cknagHun edip, rigponi3yloTb y BiAMOBIOHOCTI A0
cTagii 8 npuknagy 1, ogepxytoum 3asHayeHy B 3aro-
noeky kucnoty 3 Buxogom 100%. MC Bucokoro pospi-
3HEeHHa obyucn. ana [C40H37C|N20652+H] 741,18544,
3HangeHo 741,18421.

Mpuknag 203: 4-[2-(1-6eH3rigpun-2-{2-[(4-
mMeTuncynbdoHinbeHson)amiHoletun}-5-xnop-1H-
iHoon-3-in)eTokcn]6eH3olHa k1ucnoTa

Cragia 1: Oany cnonyky ofepxylTb 3 meTun 4-
{2-[2-(2-amiHoeTunn)-1-6eHarigpun-5-xnop-1H-iHngon-
3-inJeTokcu}beHsoaty (ctagia 6, npuknag 1) i 4-
MeTuncynbgoHindeH3oncynbgoHinxnopmuay npoue-
aypoto npuknagy 1, ctagisa 7 3 Buxogom 61%.

Cragia 2: MNpomixHy cnomnyky, o sBnsie coboto
cknagHun edip, rigponisyloTb y BiANOBIAHOCTI A0
cragii 8 npuknagy 1, ogepyroun 3asHayeHy B 3aro-
noeky kucnoty 3 suxogom 90%. MC Bucokoro pospis-
HeHHs obumcn. ana [CsgHssCIN2O7S,-H] 741,15014,
3HanaeHo 741,14842.

Mpuknag 204: 4-{2-[1-6eHarigpnn-5-xnop-2-{2-
[({2-
MeTuncynboHinbeH3on}cynbgoHin)amiHoletun}-1H-
iHoon-3-in)nponin]6eH3onHa kucnota

Crapia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-injnponin}6eH3oaTty
(cTagia 6, npuknag, 42) [oaalTb 2-
MeTuncynbgoHindeH3oncynbgOoHInNxnopma npoueay-
poto npuknagy 1, cragisa 7, O4epXyrouu MpoaykT i3
BUXoaoM 65%.
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Cragisa 2: MNMpomikHy cronyky, Wo sBnAsie coboto
cknagHun edip, rigponisytoTb y BignoBigHOCTI A0
ctagii 8 npuknagy 1, ogepxyrodu 3asHayeHy B 3aro-
noeky kucnoty 3 suxopaom 100%. MC sucokoro po3spi-
3HeHHs1 obuncn. ans [CaoHs7CIN2OsS,+H] 741,18544,
3HanaeHo 741,18425.

Mpuknag 205: 4-[2-(1-6eHarigpun-2-{2-[(2-
MeTuncynboHinbeHsomn)amiHoletun}-5-xnop-1H-
iHoon-3-in)eTokcu]6eH3oHa kucnoTa

Cragia 1: JaHy cnonyky ogepxytoTb 3 MeTun 4-
{2-[2-(2-amiHoeTUN)-1-6eH3rigpun-5-xnop-1H-iHgon-
3-inJeTokcu}beHsoaty (ctagia 6, npuknag 1) i 2-
MeTUnBeH30NCyNb@OHINXNopuay npoueayporo npuk-
nagy 1, cragia 7 3 suxogom 61%.

Cragia 2: MNMpomikHy cronyky, Wo sBnsie coboto
ckrnagHun edip, rigponisytoTb y BiAMOBIAHOCTI A0
ctagii 8 npuknagy 1, ogepxyrouu 3asHayeHy B 3aro-
nosky kucnoty 3 Buxogom 90%. MC Bucokoro pospis-
HeHHs1 obumcn. ans [CseHssCIN,O7S,+H] 743,16470,
3HanaeHo 743,16431.

Mpuknag 206: 4-{2-[1-6eHsrigpun-5-xnop-2-{2-
[({3-deHincynbgoHinbeH3on}cynbdoHin)amiHoleTnn}-
1H-ingon-3-in)nponin] 6eH3owHa kucnoTta

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHasrigpun-5-xnop-1H-iHgon-3-injnponin}éeH3oaty
(cTapgis 0, npvknag, 42) [oAalTb 3-
eHinbeH30ncynbGOHINXNopUa NpoLenypor  NpukK-
nagy 1, ctagia 7, ogepxXytloum npoaykT i3 BUXOAOM
65%.

Cragia 2: MNMpomikHy cronyky, Wo sBnAsie coboto
cknagHun edip, rigponisyloTb y BIAMOBIAHOCTI A0
ctagii 8 npuknagy 1, ogepxyrouu 3asHayeHy B 3aro-
noBKy kucnoTty 3 Buxogom 100%. MC Bucokoro pospi-
3HeHHs1 obumcn. ans [CysH3zeCIN,O4S+H] 739,23919,
3HangeHo 739,23896.

Mpuknag 207: 4-[2-(1-6eHarigpun-2-{2-[(3-
deHincynbdoHinbeHson)amiHoleTun}-5-xnop-1H-
iHgon-3-in)eTokcm]6eH3orHa kucnota

Cragia 1: JaHy cnonyky OAepXytoTb 3 MeTun 4-
{2-[2-(2-amiHoeTunN)-1-6eH3rigpun-5-xnop-1H-iHgon-
3-inJeTokcu}beHsoaty (ctagis 6, npuknag 1) i 3-
deHinbeH3oncynbGOHINXNopuay nNpoueaypor Npuik-
nagy 1, cragia 7 3 suxogom 61%.

Cragia 2: MNpomixHy cnonyky, o sBnsie cobo
cknagHum edip, rigponisyloTb y BIiANOBIAHOCTI [0
cTagii 8 npuknagy 1, ogepxytoumn 3asHayeHy B 3aro-
noeky kucnoty 3 suxogom 90%. MC Bucokoro pospis-
HeHHs obuncn. ana [CasHs7CIN,OsS+H] 741,21845,
3HangeHo 741,21879.

Mpuknag 208: 4-{2-[1-6eHsrigpun-5-xnop-2-{2-
[{2-TpudpTopmeTUnCynbGOHInN-
6eH3on}cynbdoHin)amiHoleTnn}-1H-iHoon-3-
in)nponin] 6eH3onHa kucnota

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
©eHarigpun-5-xnop-1H-ingon-3-injnponin}6eH3oaTy
(cTagia 6, npuknag, 42) [0AaTb 2-
TpudTopMeTUncynbdoHinbeH3oncynbgoHinxnopua
npoueaypoto npuknagy 1, cragia 7, ogepxyoum npo-
AYKT i3 BuUXogom 65%.

Cragis 2: MNpomixHy crnonyky, Wo siBnsie coboto
cknagHum edip, rigponisyloTb y BIiANOBIAHOCTI [0
cTagii 8 npuknagy 1, ogepxytoun 3asHayeHy B 3aro-
noBky kucnoty 3 Buxogom 100%. MC Bucokoro pospi-
3HEHHsI obuuncr. ans [CaoH34F3CIN205S+H]
731,19527, 3HangeHo 731,19591.
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Mpuknag 209: 4-[2-(1-6eHsrigpun-2-{2-[(2-
TpudTopMeTUncynbdoHinbeH3on) amiHoleTun}-5-
xnop-1H-iHgon-3-in)eTokcu] 6eH301MHa kucnoTa

Cragia 1: JaHy cnonyky oaepxyloTb 3 MeTun 4-
{2-[2-(2-amiHoeTUN)-1-6eH3rigpun-5-xnop-1H-iHaon-
3-inJeTokcu}beHsoaty (ctagia 6, npuknag 1) i 2-
TpudhTOpMETUNBEH3ONCYNBMOHINXTIOPUAY npoueny-
poto npuknaay 1, ctagis 7 3 Buxogom 61%.

Cragia 2: MNpomixHy crnomnyky, o ABnsie coboto
cKknagHuin edip, rigponisyloTb y BignoBigHOCTI A0
ctagii 8 npuknagy 1, ogepxyrouu 3asHayeHy B 3aro-
noeky kucnoty 3 suxogom 90%. MC Bucokoro pospis-
HEHHS obuncn. ans [Ca0H34F3CIN204S2+H]
733,17454, 3HanpeHo 733,17439.

Mpuknag 210: 4-{3-[1-GeHsrigpnn-5-xnop-2-(2-
{[(5-meTnn-1-ceHin-1H-nipason-4-
in)cynbdoHin]amiHo}etun)-1H-iHgon-3-
in]nponin}6eH3oiHa kucrnoTa

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-injnponin}éeH3oaTty
(ctapia 6, npuknag 42) popatoTb 5-metun-1l-geHin-
1H-nipa3on-4-cynbdoHinxnopua npoueayporo Npuk-
nagy 1, ctagia 7, ogepXytounm npoayKT i3 BUXOAOM
93%.

Cragia 2: MNpomixHy cnomnyky, o ABnsie coboto
cKknagHuin edip, rigponisytoTb y BignoBigHOCTI A0
cragii 8 npuknagy 1, ogepyrouu 3asHayeHy B 3aro-
noeky kucnoty 3 BuxogomM 99%. MC Bucokoro pospis-
HeHHs obuncn. ana [CaszHzeCIN4O4S+H] 743,24533,
3HanpeHo 743,24506.

Mpuknag 211: 4-{2-[1-6eHarigpnn-5-xnop-2-{2-
{[(5-meTnn-1-ceHin-1H-nipason-4-
in)cynbdoHin]amiHo}etun)-1H-iHgon-3-
inJeTokcun}b6eH3orHa knucnoTa

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-inJeTokcu}oeHsoary
(ctapia 6, npuknag 1) pogatoTtb 5-meTunn-1-ceHin-1H-
nipason-4-cynbOoHiNxnopua npoueaypo npuknagy
1, cTagis 7, ogepxytoum npoaykT i3 Buxogom 88%.

Cragia 2: MNpomixHy cnomnyky, Wwo sBnsie coboto
ckrnagHun edip, rigponisytoTb y BignoBigHOCTI A0
ctagii 8 npuknagy 1, ogepxyrouu 3asHayeHy B 3aro-
noeky kucnoty 3 suxogom 100%. MC sucokoro pospi-
3HeHHs1 obumcn. ans [Cs2H37CIN,OsS+H] 745,2246,
3HanaeHo 745,22362.

Mpuknag 212: 4-{3-[1-6eHsrigpnn-5-xnop-2-(2-
{[(1,3,5-TpumeTnn-1H-nipason-4-
in)cynedoHin]amiHo}etnn)-1H-ingon-3-
in]nponin}6eH3oiHa kucnoTa

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-injnponin}éeH3oaty
(ctapia 6, npuknag 42) popatotb 1,5-aumetun-1H-
nipason-4-cynbOoHiNxnopua npoueaypo npuknagy
1, cTagis 7, ogepxyum npoaykT i3 Buxogom 92%.

Cragia 2: MNpomixHy cnomnyky, Wwo sBnsie coboto
cknagHun edpip, rigponisytloTb y BignoBigHOCTI A0
ctagii 8 npuknagy 1, ogepXyrouu 3asHayeHy B 3aro-
NOBKy KMcnoTy 3 Buxogom 92%. MC B1COKOro pospis-
HeHHs1 obumcn. ans [CagH39CIN,O4,S+H] 695,24533,
3HanaeHo 695,24453.

Mpuknag 213: 4-{2-[1-6eHsrigpnn-5-xnop-2-(2-
{[(1,3,5-TpumeTnn-1H-nipason-4-
in)cynbdoHin]amiHo}etnn)-1H-ingon-3-
inJeTokcn}6eH30nHa kucnoTa

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHoon-3-inJeTokcu}6eHsoary
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(ctagia 6, npuknag 1) popawotb 1,5-gumeTtun-1H-
nipason-4-cynb@OoHinxnopug npoueaypoto npuknagy
1, cTagis 7, ogepxyroum npodykT i3 Buxogom 100%.

Cragis 2: MNpomixHy crnonyky, Wwo siBnsie coboto
cknagHun edip, rigponisytoTb y BigNoBigHOCTI A0
cTagii 8 npuknagy 1, ogepxytoumn 3asHayeHy B 3aro-
TNOBKY KMCIOTY 3 BUXxogom 74%. MC BUCOKOro po3spis-
HeHHs obumcn. ansa [CssH37CIN4OsS+H] 697,2246,
3HangeHo 697,2241.

Mpuknag 214: 4-{3-[1-6eHsrigpun-5-xnop-2-(2-
{[(2,3-guxnopdeHin)cynbgoHnin]amiHo}etnn)-1H-
ingon-3-injnponin}6eHsonHa kucnota

Cragia 1: Jo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-ingon-3-injnponin}6eHsoaTy
(cTagia 6, npuknag 42) [oaarwTb 2,3-
anxnopbeH3oncynbgoHinxnopug nNpouesypor Npuk-
nagy 1, cragia 7, ogepXytuu npoaykT i3 BUXOOOM
85%.

Crapgia 2: MNpomixHy cnonyky, wo sBnsie cobot
cknagHum edip, rigponisyloTb y BIiANOBIAHOCTI A0
cTagii 8 npuknagy 1, ogaepxyroun 3asHayeHy B 3aro-
NOBKy kucnoty 3 BuxogomMm 96%. MC Bucokoro pospis-
HeHHa obuucn. gna [CsoHs3ClsN204S-H] 729,1154,
3HangeHo 729,1135.

Mpuknag 215: 4-(2-[1-6eHsrigpun-5-xnop-2-(2-
{[(2,3-puxnopdeHin)cynbgoHnin]amiHo}etnn)-1H-
iHoon-3-injJeTokcu}6eH3olHa kucnoTta

Cragia 1: Jo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-inJeTokcn}oeHsoary
(cTagia 6, npuknag, 1) [0oAalTb 2,3-
anxnop6beH30ncynbgOHINXIopyna Npoueaypot NpuK-
nagy 1, crtagia 7, ogepXytoun npoaykT i3 BUXOOOM
79%.

Crapgia 2: MNpomixHy cnonyky, Wwo sBnsie coboto
cknagHun edip, rigponisyloTb y BiANOBIgHOCTI A0
cragii 8 npuknagy 1, ogepxyroun 3asHayeHy B 3aro-
NOoBKy kucnoty 3 BuxogomM 97%. MC Bucokoro pospis-
HeHHs obumucn. ans [CzsH31CIsN2OsS-H] 731,0947,
3HangeHo 731,0930.

Mpuknag 216: 4-{3-[1-GeHsrigpun-5-xnop-2-(2-
{[(4'-pTOp-1,1"-gndbeHin-4-in)cynbdoHin]amiHo}eTun)-
1H-ingon-3-in]nponin}6eHsoiHa kucnoTa

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-injnponin}beH3oaty
(ctapia 6, npuknag 42) pgopawTb 4'-pTropdeHin-4-
6eHzoncynbMOoHINXxnopua npoueaypot npuknagy 1,
cTagisa 7, o4epXyun NpoaykT i3 Buxogom 65%.

Cragia 2: MNMpomikHy crnonyky, Wo sBnAsie coboto
cKknagHum 3dump, rigponisyloTb Yy BiQNOBIAHOCTI A0
cragii 8 npuknagy 1, ogepxyrodu 3asHavyeHy B 3aro-
noeky kucnoty 3 suxogom 100%. MC Bucokoro pospi-
3HeHHs 06umcn. ans [CasHzsCIFN,04,S+H] 757,22976,
3HanaeHo 757,22874.

Mpuknag 217: 4-{2-[1-6eHsrigpun-5-xnop-2-(2-
{[(4'-dpTOp-1,1"-gndbeHin-4-in)cynbdoHinjamiHo}eTun)-
1H-ingon-3-inJeTokcn}beH3olHa kncnoTa

Crapia 1: OaHy cnonyky ofepXywTb 3 MeTun 4-
{2-[2-(2-amiHoeTUN)-1-6eH3rigpun-5-xnop-1H-iHgon-
3-inJeTokcu}beHsoaty (ctagis 6, npuwknag 1) i 4'-
pTopcheHin-4-6eH3oncynbgoHInNxnopuay  npoueay-
poto npuknaay 1, ctagis 7 3 Buxogom 61%.

Cragia 2: MNpomixHy cnonyky, wo sense coboto
cknagHun edpip, rigponisyloTb y BignNoBigHOCTI A0
ctagii 8 npuknagy 1, ogepXyruM 3asHayeHy B 3aro-
nosky kucnoty 3 Buxogom 90%. MC Bucokoro pospis-
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HeHHsa obumcn. anga [CasHssCIFN20OsS+H] 759,20903,
3HangeHo 759,20745.

Mpuknag 218: 4-{2-[1-6eHarigpun-5-xnop-2-{2-
[({3-TpudpTopmeTUnBeH3on}cynbgoHin)amiHoletTun}-
1H-ingon-3-in)nponin] 6eH3olHa kucnoTta

Cragia 1: 0o wmetun 4-{2-[2-(2-amiHoeTun)-1-
©eHarigpun-5-xnop-1H-ingon-3-injnponin}6eHsoaty
(cTagis 6, npvknag, 42) [oaalTb 3-
TpucTOopMETUNOEH30NCYNbMOHINXNOPUA  npoueny-
poto npuknagy 1, cragia 7, ogepXyrouu NpoaykT i3
BUXoaoM 65%.

Cragia 2: MNpomikHy cnomnyky, o ABnsie coboto
cknagHun edip, rigponisyloTb y BiANOBIQHOCTI A0
cragii 8 npuknagy 1, ogepXyroun 3asHayeHy B 3aro-
noeky kucnoty 3 Buxogom 100%. MC Bucokoro po3spi-
3HEHHSI obuuncr. ans [C40H37CIF3N204S+H]
731,19527, 3HangeHo 731,19582.

Mpuknag 219: 4-[2-(1-6eH3rigpun-2-{2-[(3-
TpudTopMeTUnbeH3on)amiHoletnn}-5-xnop-1H-
ingon-3-in)eTokcn]6eH3oHa knucnora

Cragia 1: JaHy cnonyky ofepxylTb 3 MeTun 4-
{2-[2-(2-amiHoeTun)-1-6eHarigpun-5-xnop-1H-iHgon-
3-inJeTokcu}beHsoaty (ctagia 6, npuknag 1) i 3-
TpucTopMeTUNOGEH30NCYNbMOHINXNopUay npoueny-
poto npuknaay 1, ctagis 7 3 Buxogom 61%.

Cragia 2: MNpomixkHy crnonyky, o sBnsie coboto
cKknagHuin edip, rigponisytoTb y BigNOBIigHOCTI A0
cTagii 8 npuknagy 1, oAepxyroun 3asHayeHy B 3aro-
noeky kucnoty 3 suxogom 90%. MC Bucokoro pospis-
HeHHs o6umcn. anga [CagHssCIF3N2OsS+H] 733,17454,
3HanpeHo 733,17431.

Mpuknag 220: 4-[2-(1-6eHsrigpnn-5-xnop-2-{2-
[({[(3,4-pnxnopdeHin)Tio] Me-
Tun}cynbdoHin)amiHoletun}-1H-iHoon-3-
in)eTokcu]6eH30MHa k1cnoTa

Cragisa 1: Jo meTtun 4-{2-[1-6eHarigpun-5-xnop-2-
(2-xnopmeTtaHcynbdoHinamiHoetnn)-1H-ingon-3-
inJeToken}beHsoaty, npuknag 81, craaia 1, gogarTb
3,4-anxnopTiodeHon npoueaypor  npuknagy 81,
cTagisa 2. HeounweHy peyvyoBrHY OouMLLIaKTbL npenapa-
TmBHo BEPX i3 Buxopom cknagHoro edipy 24% i
kucnotn 14%.

Cragis 2: MNpomixHy cnonyky, o sBnsie coboto
cknagHun edip, rigponisyloTb y BiANOBIgHOCTI A0
cTagii 8 npuknagy 1, ogepxytoumn 3asHayeHy B 3aro-
NOBKY KUCMOTY 3 BUXxoAoM 97%. m/z (M-1) 779,01.

Mpuknag 221: 4-[2-(1-6eHsrigpnn-5-xnop-2-{2-
[({[(3-xnop-4-
dTopdpeHin)TiolmeTun}cynbdoHin)amiHoleTnn}-1H-
iHoon-3-in)eTokcu] 6eH3olHa KncnoTa

Cragisa 1: Jo meTtun 4-{2-[1-6eHarigpun-5-xnop-2-
(2-xnopmeTtaHcynboHinamiHoeTun)-1H-iHoon-3-
inleToken}beHsoaty, npuknag 81, craaia 1, gogarTb
3-xnop-4-ropTiodpeHon npouenypoto npuknagy 81,
cragia 2. lNMpoaykT ouvwaTb KOFOHKOBOK dhneLw-
xpomarorpadpieto 3 BuKkopucTtaHHam cymiwi  30%
EtOAc/rekcanu 3 Buxoaom 70%.

Cragia 2: MNpomixHy cnomnyky, o sBnsie coboto
cknagHun edip, rigponisytloTb y BigNOBIgHOCTI A0
cragii 8 npuknagy 1, ogepyroun 3asHayeHy B 3aro-
NOBKY KncnoTy 3 Buxoaom 89%. m/z (M-1) 760,94.

Mpuknag 222: 4-[2-(1-6eHsrigpnn-5-xnop-2-{2-
[{2-dpTOpGeH3on}cynbdoHin)amiHoleTnn}-1H-iHgon-
3-in)nponin]6eH3onHa kucnoTa

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-injnponin}éeH3oaty
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(cTagia 6, npvknag, 42) [oaalTb 2-
pTopbeH3oncynbgoHINXNopma NpoLesypoo  NpuK-
nagy 1, cragia 7, ogepXytuu npoaykT i3 BUXOOOM
65%.

Cragis 2: MNpomixHy crnonyky, Wo siBnsie coboto
cknagHum edip, rigponisyloTb y BIiAMOBIAHOCTI A0
cTagii 8 npuknagy 1, ogepxytoumn 3asHayeHy B 3aro-
noBky kucnoty 3 Buxogom 100%. MC Bucokoro po3spi-
3HeHHs obumcn. ans [CagH34CIFN,0,S+H] 681,19846,
3HangeHo 699,19854.

Mpuknag 223: 4-[2-(1-6eHarigpun-2-{2-[(2-
dpTOopbeH3on)amiHoleTnn}-5-xnop-1H-iHgon-3-
in)eTokcun] 6eH3oMHa kucnoTa

Cragia 1: OaHy cnonyky ofepXywTb 3 MeTun 4-
{2-[2-(2-amiHoeTunn)-1-6eH3rigpun-5-xnop-1H-iHgon-
3-inJeTokcu}beHsoaty (ctagis 6, npuknag 1) i 2-
dpTopbeH3oncynbgoHinxnopmuagy npoueaypor npuk-
nagy 1, cragia 7 3 Buxogom 61%.

Cragia 2: MNpomixHy cnonyky, wo siensie coboro
cknagHun edip, rigponisyloTb Yy BiANOBIAHOCTI [0
cTagii 8 npuknagy 1, ogaepxyroun 3asHayeHy B 3aro-
noeky kucnoty 3 suxogom 90%. MC Bucokoro pospis-
HeHHsa obumcn. anga [CssHssCIFN,OsS+H] 683,17773,
3HangeHo 683,17694.

Mpuknag 224: 4-[2-(1-6eHsrigpun-5-xnop-2-{2-
[({2,6-andTopbeHzon}cynbgoHin)amiHoleTnn}-1H-
iHgon-3-in)nponin]6eH3onHa kucnota

Cragia 1: Jo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-injnponin}6eH3oaTty
(cTagia 6, npuknag 42) [ooaarwTb 2,6-
andTopbeHsoncynboHinxnopug npoueayporo npu-
knagy 1, ctagia 7, ogepXyrouu NpoaykT i3 BUXOAOM
65%.

Crapgia 2: MNpomixHy cnonyky, Wwo sBnsie coboto
cknagHun edip, rigponisyloTb y BiANOBIgHOCTI A0
cragii 8 npuknagy 1, ogepxyroun 3asHayeHy B 3aro-
noeky kucnoty 3 sBuxogom 100%. MC Bucokoro pospi-
3HEHHSA o6uncn. ans [C39H33CIF2N204S+H]
699,18904, 3HargeHo 699,18850.

Mpuknag 225:  4-[2-(1-6eHsrigpun-2-{2-[(2,6-
andTopbeHson)amiHoleTun}-5-xnop-1H-iHgon-3-
in)eTokcu] 6eH30MHa KucnoTa

Cragia 1: JaHy cnonyky oaepxytioTb 3 MeTun 4-
{2-[2-(2-amiHoeTUN)-1-6eH3rigpun-5-xnop-1H-iHaon-
3-inJeTokcu}beHsoaty (ctagia 6, npuknag 1) i 2,6-
andTopbeHsoncynbgoHinxnopmay npoueayporo npu-
knagy 1, ctagia 7 3 Buxogom 61%.

Cragia 2: MNMpomikHy crnonyky, Wo sBnAsie coboto
cKknagHun edip, rigponisytoTb y BiANOBIAHOCTI A0
ctagii 8 npuknagy 1, ogepxyroun 3asHavyeHy B 3aro-
noeky kucnoty 3 suxogom 90%. MC Bucokoro pospis-
HeHHs1 o6umcn. ans [CagH32CIF2N,OsS+H] 701,16831,
3HanaeHo 701,16849.

Mpuknag 226: 4-[2-(1-6eHsrigpun-5-xnop-2-{2-
[({2-xnop-6-meTunGeHson}cynbgoHin)amiHoleTun}-
1H-ingon-3-in)nponin] 6eH3orHa kucnota

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHasrigpun-5-xnop-1H-iHgon-3-injnponin}éeH3oaty
(ctapia 6, npuknag 42) popaoTb  2-xnop-6-
MeTUNGEH30NCyNbGOHINXNOPUA NPOLIELYPOD  MPUK-
nagy 1, cragia 7, ogepXyloum npoaykT i3 BUXOAOM
65%.

Cragia 2: MNMpomikHy crnonyky, LWo sBnse coboto
cknagHun edpip, rigponisyloTb y BignNoBigHOCTI A0
cragii 8 npuknagy 1, ogepxyrouu 3asHayeHy B 3aro-
noBkKy kucnoty 3 Buxogom 100%. MC Bucokoro po3spi-
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3HeHHs obuncn. ans [CaoH3sCl2N204S+H] 711,18456,
3HangeHo 711,18404.

Mpuknag 227: 4-[2-(1-6eHarigpun-2-{2-[(2-xnop-
6-MeTunGeH3on)amiHoleTnn}-5-xnop-1H-iHgon-3-
in)eTokcum]6eH30MHa k1cnoTa

Cragia 1: OaHy cnonyky ofepXywTb 3 MeTun 4-
{2-[2-(2-amiHoeTun)-1-6eHarigpun-5-xnop-1H-iHgon-
3-inJeTokcu}beHsoarty (cTagia 6, npuknag 1) i 2-xnop-
6-MeTuUn6eH3oncynbGOHINXnopuay npouenypoto
npuknagy 1, ctagia 7 3 Buxogom 61%.

Cragia 2: MNpomixHy crnonyky, o sBnsie coboto
cknagHun edip, rigponi3yloTb y BiANOBIQHOCTI A0
cTagii 8 npuknagy 1, ogepxytoumn 3asHayeHy B 3aro-
noeky kucnoty 3 Buxogom 90%. MC Bucokoro pospis-
HeHHs obuncn. ansa [CsgHz4ClaN20sS+H] 713,16383,
3HangeHo 713,16269.

Mpuknag 228: 4-[2-(1-6eHsrigpnn-5-xnop-2-{2-
[({4-TpudpbTopmeTUNOeH3on}cynbgoHin)amiHoletTun}-
1H-ingon-3-in)nponin]6eHs3oiHa kucnoTa

Cragia 1: [Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-injnponin}éeH3oaTty
(cTagia 6, npuknag, 42) 0oAalTb 4-
TpudbTOpMETUNBEH3ONCYNBMOHINXTOPUA  Npoueny-
poto npuknagy 1, cragia 7, ogepXyrouu MpoaykT i3
BUXoaoM 65%.

Cragia 2: MNpomixkHy crnonyky, o sBnsie coboto
cKknagHuin edip, rigponisytoTb y BigNOBIigHOCTI A0
cTagii 8 npuknagy 1, ogepxyroun 3asHayeHy B 3aro-
noeky kucnoty 3 suxopgom 100%. MC Bucokoro po3spi-
3HEHHSA obuuncr. ans [CaoH37CIF3N204S+H]
731,19527, 3HanpeHo 731,19580.

Mpuknag 229: 4-[2-(1-6eHarigpun-2-{2-[(4-
TpudTopMeTUnbeHson)amiHoletnn}-5-xnop-1H-
iHoon-3-in)eTokcm]6eH3olHa kucnoTa

Cragia 1: JaHy cnonyky ogepxytoTb 3 MeTun 4-
{2-[2-(2-amiHoeTUN)-1-6eH3rigpun-5-xnop-1H-iHaon-
3-inJeTokcu}beHsoaty (ctagia 6, npuknag 1) i 4-
TpudTopMeTUnBGEeH3oNCyNbMOHINXNopuay npoueany-
poto npuknaagy 1, ctagis 7 3 Buxogom 61%.

Cragia 2: MNMpomikHy crnonyky, Wo sBnse coboto
cKkrnagHun edip, rigponisytoTb y BiANOBIAHOCTI A0
ctagii 8 npuknagy 1, ogepxyrouu 3asHayeHy B 3aro-
noeky kucnoty 3 suxogom 90%. MC Bucokoro pospis-
HeHHs1 o6umcn. ans [CagH3sCIF3N,OsS+H] 733,17454,
3HanpeHo 733,17432.

Mpuknag 230: 4-[2-(1-6eHsrigpnn-5-xnop-2-{2-
[({2-
TpudTopMeToKCnbeH3on}cynbgoHin)amiHoletun}-1H-
iHoon-3-in)nponin]6eHs3onHa kucnota

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-injnponin}éeH3oaty
(cTapia 6, npuknag, 42) JoaarTb 2-
TpudTopmeTokenbeHsoncynboHinxnopuag npoueny-
poto npuknagy 1, crtapia 7, ogepXyrouu npoaykT i3
BUXxoaom 65%.

Cragia 2: MNpomixHy cnomnyky, Wwo sBnsie coboto
cKkrnagHun edip, rigponisytoTb y BiANOBIAHOCTI A0
ctagii 8 npuknagy 1, ogepxyrouu 3asHayeHy B 3aro-
noeky kucnoty 3 suxogom 100%. MC sucokoro pospi-
3HEeHHS obuucn. ansi [CaoH37CIF3N205S+H]
747,19019, sHanaeHo 747,18848.

Mpuknag 231: 4-[2-(1-6eHarigpun-2-{2-[(2-
TpudTOopMeToKcnbeH3on)amiHoleTnn}-5-xnop-1H-
iHoon-3-in)eTokcn]6eH30MHa KucnoTa

Cragia 1: OaHy cnonyky ofepXywTb 3 MeTun 4-
{2-[2-(2-amiHoeTUN)-1-6eH3rigpun-5-xnop-1H-iHgon-
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3-injeTokcu}beHsoaty (ctagia 6, npuknag 1) i 2-
TpudpTopMeToKkcnbeH3oncynboHinxnopuay npote-
aypoto npuknagy 1, ctagisa 7 3 Buxogom 61%.

Cragis 2: MNpomixHy crnonyky, Wwo siBnsie coboto
cknagHun edip, rigponisytoTb y BigNoBigHOCTI A0
cTagii 8 npuknagy 1, ogepxyroum 3asHayeHy B 3aro-
noeky kucnoty 3 suxogom 90%. MC Bucokoro pospis-
HeHHs o6umcn. ans [CagHasCIFsN2OsS+H] 749,16945,
3HangeHo 733,16813.

Mpuknag 232: 4-[2-(1-6eHsrigpun-5-xnop-2-{2-
[({2-meTun6eH3on}cynbdoHin)amiHoleTun}-1H-iHgon-
3-in)nponin] 6eH30MHa kucnoTa

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-ingon-3-injnponin}6eHsoaTy
(cTagia 6, npuknag, 42) [oAarTb 2-
MeTUNB6eH30NCyNbGOHINXNOPUA NPOLELYPO MPUK-
nagy 1, cragia 7, ogepXytuu npoaykT i3 BUXOOOM
65%.

Cragia 2: MNpomixHy cnonyky, wo siensie coboro
cknagHun edip, rigponisyloTb Yy BiANOBIAHOCTI [0
cTagii 8 npuknagy 1, ogaepxyroun 3asHayeHy B 3aro-
noeky kucnoty 3 Buxogom 100%. MC Bucokoro pospi-
3HEeHHAa obuucn. angd [C40H37C|N204S+H] 677,22354,
3HangeHo 677,22244.

Mpuknag 233: 4-[2-(1-6eHsrigpun-2-{2-[(2-
mMeTunbeHson)amiHoleTun}-5-xnop-1H-iHaon-3-
in)eTokcu] 6eH30MHa kKucnoTa

Crapia 1: OaHy cnonyky ofepxylTb 3 MeTun 4-
{2-[2-(2-amiHoeTunn)-1-6eH3rigpun-5-xnop-1H-ingon-
3-inJeTokcu}beHsoaty (ctagia 6, npuknag 1) i 2-
MeTunbeHsoncynbdoHINxnopuay nNpouesyporo NpukK-
nagy 1, cragia 7 3 Buxogom 61%.

Cragia 2: MNpomixHy cnonyky, o sBnsie cobot
cknagHun edip, rigponisyloTb y BiANOBIgHOCTI A0
cragii 8 npuknagy 1, ogepxyroun 3asHayeHy B 3aro-
noeky kucnoty 3 suxogom 90%. MC Bucokoro pospis-
HeHHa obumcn. ansa [CsgH3sCIN,OsS+H] 679,20280,
3HanaeHo 679,20197.

Mpuknag 234: 4-[2-(1-6eHsrigpun-5-xnop-2-{2-
[({2-meTokcnbeHson}cynbgoHin)amiHoleTun}-1H-
iHgon-3-in)nponin]6eHsonHa kucnota

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-injnponin}beH3oaty
(cTapia 6, npuknag, 42) JoaarTb 2-
MeTOKCUBeH30mnCcynbGOHINXNopna NpoLeaypor npu-
knagy 1, ctagia 7, ogepXyr4n MpoaykT i3 BMXOOOM
65%.

Cragia 2: MNMpomikHy crnonyky, Wo sBnAsie coboto
cKknagHun edip, rigponisytoTb y BiANOBIAHOCTI A0
ctagii 8 npuknagy 1, ogepxyrodu 3asHayeHy B 3aro-
noeky kucnoty 3 suxogom 100%. MC Bucokoro pospi-
3HeHHs1 obumcn. ans [CsoH37CIN,OsS+H] 693,2185,
3HanaeHo 693,21852.

Mpuknag 235: 4-[2-(1-6eHarigpun-2-{2-[(2-
MeTokcnbeH3on)amiHoleTunn}-5-xnop-1H-iHgon-3-
in)eTokcm]6eH30MHa KncnoTa

Cragia 1: OaHy cnonyky ofepXyTb 3 MeTun 4-
{2-[2-(2-amiHoeTUN)-1-6eH3rigpun-5-xnop-1H-iHgon-
3-inJeTokcu}beHsoaty (ctagis 6, npuknag 1) i 2-
MeToKcnbeH3oncynbgoHInxnopuay npoueaypoto
npuknagy 1, cragia 7 3 Buxogom 61%.

Crapgia 2: MNpomixHy cnomnyky, o sBnse cobo
cknagHum ecpip, rigponisytoTb y BignoBigHOCTI A0
ctagii 8 npuknagy 1, ogepXyruM 3asHayeHy B 3aro-
nosky kucnoty 3 Buxogom 90%. MC Bucokoro pospis-
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HeHHa obumcn. ansa [CsgHssCIN2,OgS+H] 695,19722,
3HangeHo 695,19701.

Mpuknag 236: 4-[2-(1-6eHsrigpun-5-xnop-2-{2-
[({2-TpeT-6yTNGeH30on}cynbgoHin)amiHoleTnn}-1H-
iHgon-3-in)nponin] 6eH3olHa kucnoTa

Cragia 1: 0o wmetun 4-{2-[2-(2-amiHoeTun)-1-
©eHarigpun-5-xnop-1H-ingon-3-in] nponin }6eH3o0aty
(ctagia 6, npuknag 42) popakwTb  2-TpeT-
6yTunbeH3oncynboHinxnopng npoueaypor  Npuik-
nagy 1, cragia 7, ogepXytouu nNpoaykT i3 BUXOOOM
65%.

Cragia 2: MNpomikHy cnomnyky, o ABnsie coboto
cknagHun edip, rigponisyloTb y BiANOBIQHOCTI A0
cragii 8 npuknagy 1, ogepXyroun 3asHayeHy B 3aro-
noeky kucnoty 3 Buxogom 100%. MC Bucokoro po3spi-
3HeHHs obumcn. ans [CasHasCIN,O4S+H] 719,27049,
3HangeHo 719,27057.

Mpuknag 237: 4-[2-(1-6eHsrigpun-2-{2-[(2-TpeT-
6yTunbeHson)amiHoletun}-5-xnop-1H-iHgon-3-
in)eTokcm]6eH3oMHa Knucnota

Cragia 1: JaHy cnonyky ofepxylTb 3 MeTun 4-
{2-[2-(2-amiHoeTun)-1-6eHarigpun-5-xnop-1H-iHgon-
3-inJeTokcu}beHsoaty (ctagia 6, npuknag 1) i 2-TpeT-
6yTunbeH3oncynboHinxnopmay npouesypol NpuK-
nagy 1, cragia 7 3 Buxogom 61%.

Cragia 2: MNpomixkHy crnonyky, o sBnsie coboto
cKknagHuin edip, rigponisytoTb y BigNOBIigHOCTI A0
cTagii 8 npuknagy 1, ogepxytoumn 3asHayeHy B 3aro-
noeky kucnoty 3 suxogom 90%. MC Bucokoro pospis-
HeHHs obuncn. ana [CaxHa1CIN,OsS+H] 721,24975,
3HanpeHo 721,24907.

Mpuknag 238: 4-[2-(1-6eHsrigpnn-5-xnop-2-{2-
[({2-meTunTiobeHnzon}cynbdoHin)amiHoleTnn}-1H-
iHoon-3-in)nponin]6eH3oHa kucnoTta

Crapia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-injnponin}beH3oaty
(cTapia 6, npuknag, 42) 0oAalTb 2-
meTunTiobeH3oncynbdoHinxnopuag npoueayporo npu-
knagy 1, ctagis 7, O4epXKyroun NPOAYKT i3 BMXOAOM
65%.

Cragia 2: MNpomixHy cnomnyky, o sBnsie coboto
ckrnagHun edip, rigponisytoTe y BignoBigHOCTI A0
cragii 8 npuknagy 1, ogepyroun 3asHayeHy B 3aro-
noeky kucnoty 3 suxopgom 100%. MC sucokoro pospi-
3HeHHs 06umcn. ans [CaoH3z7CIN204S,+H] 709,19561,
3HanaeHo 709,19504.

Mpuknag  239: 4-[2-(1-6eHnasrigpun~2-{2-[(2-
MeTunTtiobeHson)amiHoleTun}-5-xnop-1H-iHoon-3-
in)eTokcu] 6eH30MHa kucnoTa

Cragia 1: OaHy cnonyky ofepXywTb 3 MeTun 4-
{2-[2-(2-amiHoeTUN)-1-6eH3rigpun-5-xnop-1H-iHaon-
3-inJeTokcu}beHsoaty (ctagis 6, npuknag 1) i 2-
mMeTunTiobeH3oncynboHinxnopuag npoueayporo npu-
knagy 1, cragia 7 3 Buxogom 61%.

Cragia 2: MNpomixHy cnomnyky, Wwo sBnsie coboto
cknagHun edpip, rigponisytloTb y BignoBigHOCTI A0
ctagii 8 npuknagy 1, ogepXyrouu 3asHayeHy B 3aro-
nosky kucnoty 3 Buxogom 90%. MC Bucokoro pospis-
HeHHs1 obumncn. ans [CaeH3sCIN,OsS,+H] 711,17487,
3HanpeHo 711,17518.

Mpuknag 240: 4-[2-(1-6eHsrigpun-5-xnop-2-{2-
[({3-xnop-2-meTunbeHson}  cynbdoHin)amiHoleTun}-
1H-iHaon-3-in)nponin]6eH3oHa k1ucnota

Cragia 1: Oo wmetun 4-{2-[2-(2-amwoeTnn)-1-
6eHarigpun-5-xnop-1H-iHgon-3-injnponin}éeH3oaty
(ctapia 6, npuknag 42) popawTb  3-xnop-2-
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MeTUNOEH30NCYyNbGOHINXNOPUA NPOLEAYPO MPUK-
nagy 1, cragia 7, ogepXytuu npoaykT i3 BUXOOOM
65%.

Cragis 2: MNpomixHy crnonyky, Wwo siBnsie coboto
cknagHun edip, rigponisytoTb y BigNoBigHOCTI A0
cTagii 8 npuknagy 1, ogepxytoumn 3asHayeHy B 3aro-
noeky kucnoty 3 Buxogom 100%. MC Bucokoro pospi-
3HeHHs obuncn. ana [CaoH3sCl2N204S+H] 711,18456,
3HangeHo 711,18465.

Mpuknag 241: 4-[2-(1-6eH3rigpun-2-{2-[(3-xnop-
2-meTunbeHson)amiHoleTnn}-5-xnop-1H-iHoon-3-
in)eTokcu] 6eH30MHa kucnoTa

Crapia 1: OaHy cnonyky ofepxylTb 3 MeTun 4-
{2-[2-(2-amiHoeTunn)-1-6eH3rigpun-5-xnop-1H-iHgon-
3-inJeTokcm}beHsoaty (ctagia 6, npuknag 1) i 3-xnop-
2-meTnnbeHsoncynbdOoHInxnopuay npouenypoto
npuknagy 1, cragia 1 3 Buxogom 61%.

Crapgia 2: MNpomixHy cnonyky, Wwo sBnsie cobot
cknagHun edip, rigponisyloTb y BigNOBIgHOCTI A0
cTagii 8 npuknagy 1, ogaepxyroun 3asHayeHy B 3aro-
noeky kucnoty 3 suxogom 90%. MC Bucokoro pospis-
HeHHs obuncn. ansa [CagHz4CIoN205S,+H] 713,16383,
3HanaeHo 713,16296.

Mpuknag 242: 4-[2-(2-{2-[2-(4-aueTunninepasuH-
1-in)eTaHcynbdoHinamiHoletun}-1-6eH3rigpwn-5-
xnop-1H-iHgon-3-in)eTokcu] 6eH301MHa kucnoTa

Cragisa 1: Cnonyky ogepxytoTb 3 Buxogom 91% i3
npomikHOI cnonykn npuknagy 100, cragia 1 i 1-
aueTtunninepasvHy npouegypoto npuknagy 100, cra-
4ia 2, 3a BUHATKOM TOro, WO CyMill HarpiBalTb npu
60°C npotsrom 19 roauH.

Cragia 2: MNpomixHy cnonyky, Wwo sBnsie cobot
cKknagHun edip, rigponisytoTe y BigNOBIAHOCTI A0
cragii 8 npuknagy 1, ogepxyroun 3asHayeHy B 3aro-
noBky kucnoty 3 suxogom 19%. m/z (M-1) 741,2.

Mpuknag 243: 4-[2-(1-6eHsrigpun-5-xnop-2-{2-[2-
(3,5-aumeTunninepasun-1-
in)eTaHcynbdoHinamiHoleTun}-1H-iHaon-3-in)eTokeu]
©eHsonHa kucroTa

Cragisa 1: Cnonyky ogepxytoTb 3 Buxoaom 97% i3
npomixxHoi cnonyku npuknagy 100, ctagia 1 i unc-2,6-
anmeTtunninepasnHy npoueaypoto npuknagy 100,
cTagia 2, 3a BUHATKOM TOro, WO CYMill HarpisawTb
npu 60°C npoTtsirom 19 rognH.

Crapgia 2: MNpomixHy cnomnyky, o sBnse coboto
cknagHum edip, rigponisyloTb y BIiANOBIAHOCTI A0
cTagii 8 npuknagy 1, ogepxytoumn 3asHayeHy B 3aro-
NOBKy kncnoty 3 Buxogom 39%. m/z (M-1) 727,2.

Mpuknag 244 4-[2-(2-{2-[2-(4-aueTnn-3,5-
avmMeTunninepasuH-1-in)etaHcynbdoHinamiHoleTnn}-
1-6eH3rigpun-5-xnop-1H-iHgon-3-in)eTokcn]6eH3olHa
KucnoTa

Cragisa 1: o po3unHy meTtunosoro edipy 4-[2-(1-
6eHarigpun-5-xnop-2-{2-[2-(3,5-anmeTnnninepasmH-1-
in)etaHcynbgoHinamiHoletun}-1H-iHaon-3-
in)eTokcm]6eH30MHOI kKncnoTtn (ctagis 1, nonepegHin
npuknag) (31mr, 0,042mmonk) y CH2Cl, (1mn) npu
0°C popatotb EtzN (0,10mn) i Ac20 (60mkn) i peakuin-
HY CyMill nepemiwyloTb NPy KiMHATHIN TemnepaTypi
npotsirom 4 roguH. O6pobka BOAoto, 3a SIKOKW Kae
xpomarorpadis Ha cunikareni (3,5% MeoH/MeoH),
Aae GaxaHy MpOMiKHY Cromyky, WO $Bnsie coboro
cknagHun edip (17wmr, Buxig 52%).

Cragia 2: MNMpomikHy crnonyky, Wo sBfAsie coboto
cKknagHun edip, rigponisytoTb y BigNoBIigHOCTI A0
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ctagii 8 npuknagy 1, ogepXyrouM 3asHayvyeHy B 3aro-
NOBKY K1croTy 3 Buxogom 96%. m/z (M-1) 771,2.

Mpuknag 245: 4-(2-{1-6eHarigpwn-5-xnop-2-[2-
({[2-(4-meTnnninepuguH-1-in)
eTun]cynboHin}amiHo)etun]-1H-iHaoon-3-injeTokcun)
©eHsonHa kucroTa

Cragia 1: CnonyKy rotytoTb i3 NPOMKHOI CNOMyKM
npuknagy 100, ctapis 1 i 1-aueTunninepasvHy 4-
MeTunninepuauHy npoueaypoto npuknagy 100, cra-
aia 2. [pogykT o4ualTb KOMOHKOBOW hreL-
xpomatorpadieto 3 BUKOPUCTAHHAM cymiwi 50-60%
EtOAc/rekcaH 3 Buxoaom 87%.

Cragia 2: MNpomikHy cnonyky, o ABnsie coboto
ckrnagHun edip, rigponisytloTb y BiAMOBIOHOCTI 40
cragii 8 npuknaay 1, 3a BMHATKOM TOro, wo pH pery-
noTe 0o 4-5, ogepXKyloum 3asHayeHy B 3arofioBKy
kucnoTty 3 Buxogom 91%. m/z (M-1) 712,3.

Mpuknag 246: 4-(2-{1-6eH3rigpwn-5-xnop-2-[2-
({[2-(3-meTnnninepuanH-1-in)
eTun]cynbdoHintamiHo)etun]-1H-iHgon-3-
in}eTokcn)beH3onHa KucnoTa

Cragia 1: CnonyKy roTytoTb i3 NPOMDKHOI CNOMyKM
npuknagy 100, ctagia 1 i 3-meTunninepnanHy npoue-
aypoto npuknagy 100, ctagia 2. MNpoaykT ounwaoTb
KOSTOHKOBOK dhneLu-xpomartorpadieto 3 BUKOPUCTaH-
HsAM cymiwi 50-60% EtOAc/rekcaH 3 Buxogom 94%.

Cragia 2: MNpomixHy cnonyky, wo siensie coboto
cknagHun edip, rigponi3yloTb y BiANOBIQHOCTI A0
cragii 8 npuknaay 1, 3a BUHATKOM TOro, Wwo pH pery-
noTb 0o 4-5, ogepXKy4uM 3asHayeHy B 3arorioBKy
kucnoty 3 Buxogom 87%. MC BMCOKOro po3pi3HeHHS
o6uncn. ans [C4oH44CIN3OsS+H] 714,2763, 3HaaeHo
714,2765.

Mpuknag 247:
kap6amoinniponignH-1-
in)eTaHcynboHinamiHoletun}-5-xnop-1H-iHgon-3-
in)eTokcm]6eH3orHa KnucnoTa

Cragia 1: CnonyKy roTytoTb i3 NPOMDKHOI CNOMYKM
npuknagy 100, ctagia 1 i L-nponiHamigy npouenypoto
npuknagy 100, ctagia 2. MpogykT ouMLaTb KOMOH-
KOBOW (prelu-xpomatorpadieto 3 BUKOPUCTAHHAM
EtOAc 3 Buxogom 86%.

Cragis 2: MNpomixHy cnonyky, o sBnsie coboto
cknagHun edip, rigponisyloTb y BiANOBIgHOCTI A0
cragii 8 npuknaay 1, 3a BUHATKOM TOro, o pH pery-
noTb Ao 4-5, ogepxKylovM 3asHayeHy B 3arorioBky
kucnoTy 3 Buxoaom 43% nicns npenapatmeHoi BEPX.
MC BMCOKOTO PO3pPi3HEHHSs o6umcrn. ans
[C39H41CIN4OsS+H] 729,2508, 3HavigeHo 729,251.

Mpuknag 248: 4-[2-(1-6eHsrigpun-5-xnop-2-{2-
[({2-[(28)-2-(meTOKCMMeTUR)NiponianH-1-
inJetun}cynbdgoHin)amiHoletun}-1H-iHaon-3-
in)eTokcm]6eH3orHa KnucnoTa

Cragia 1: Cnonyky ogepxyloTb i3 MPOMIKHOI
cnonykn npuknagy 100, cragisa 1 i (S)-(+)-2-
(MeTokcumMeTUMN)NipONiANHY Npoueaypol  Mpuknagy
100, cragia 2. [lpoAykT ouuLLaldTb KONOHKOBOKO
drnew-xpomartorpadieto 3 BUKOPUCTaAHHAM  CYMillli
80% EtOAc/rekcaH 3 Buxogom 87%.

Cragis 2: MNpomixHy crnonyky, Lo siBnsie coboto
cknagHunm edip, rigponisyloTb Yy BiANOBIAHOCTI [0
cragii 8 npuknagy 1 3a BUHATKOM TOro, wo pH pery-
noTb 0o 4-5, ogepXKyl4un 3asHayeHy B 3arofioBKy
kucnoTy 3 Buxogom 87%. MC BMCOKOro po3pi3HeHHs
o6uncn. ons [C4oH44CIN3OeS+H] 730,2712, 3HanigeHo
730,2709.

4-[2-(1-6eHarigpnn-2-{2-[2-(2-
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Mpuknag 249: 4-(2-{1-6eHarigpun-5-xnop-2-[2-
({[2-(2-eTvnninepngnH-1-
in)eTun]cynedoHin}amiHo)etnn]-1H-iHgon-3-
in}eTokcu) 6eH3oMHa KucnoTa

Crapia 1: Cnonyky oaepxylTb i3 MPOMDKHOI
crnonyku npuknagy 100, cragia 1 i 2-eTunninepuguny
npoueaypoto npuknagy 100, ctagia 2. MNpoaykT oun-
LaloTb KOMOHKOBOK (breLl-xpomaTtorpadieto 3 BUKO-
puctaHHam cymiwi 50-60% EtOAc/rekcaH 3 BUxogom
73%.

Cragia 2: MNpomixHy cnonyky, o sBnsie cobot
cknagHum edip, rigponisyloTb y BIANOBIAHOCTI A0
cragii 8 npuknagy 1 3a BUHATKOM TOro, wo pH pery-
noTb Jo 4-5, ogepXKy4um 3asHayeHy B 3arorioBKy
Kncnoty 3 BuxogoM 38% nicnsa ouvLeHHs npenapa-
TMBHOWO BEPX. MC BMCOKOro po3pisHEHHs1 obuucr.
ansa [C41H46CIN3OsS+H] 728,292, 3HanageHo
728,2925.

Mpuknag 250: 4-[2-(1-6eHsrigpun-5-xnop-2-{2-
[{2-[(3R,5S)-3,5-aumeTunmopdoniH-4-
inleTun}cynedoHin)amiHoletun}-1H-iHgon-3-
in)eTokcu] 6eH30MHa kucnoTa

Cragia 1: Cnonyky ogepxyloTb i3 MPOMiIKHOI
cnonykn npuknagy 100, crtapgis 1 i wumc-2,6-
anmeTtunmopdoniHy npoueaypoto npuknagy 100,
cragia 2. lNpogykT ouvwalTb KOMOHKOBOK doneLl-
xpomaTtorpadieto 3 BUKOpPUCTaHHSAM cyMiwi  50%
EtOAc/rekcaH 3 Buxoaom 79%.

Crapgia 2: MNpomixHy cnomnyky, Lo sBnse coboto
cknagHum edip, rigponisyloTb Yy BIiAMOBIAHOCTI OO
ctagii 8 npuknagy 1 3a BMHATKOM TOro, wo pH pery-
noTe 0o 4-5, ogepXKylouM 3asHayeHy B 3arorioBKy
KucnoTy 3 Buxogom 94%. m/z (M-1) 729,4.

Mpuknag 251: 4-(2-{1-6eH3rigpun-5-xnop-2-[2-
({[2-(2-okca-5-a3abiynkno[2.2.1]renT-5-
in)etnn]cynbdgoHintamiHo)etnn]-1H-iHgon-3-
in}eTokcn) 6eH3onHa kucnoTa

Crapia 1: Cnonyky ogepxyloTb i3 MPOMiIKHOI
crnonyku npuknagy 100, cragia 1 i (1S,4S)-(+)-2-a3a-
5-okcabiumkno-[2.2.1]-rentaH rigpoxnopuay npoe-
aypoto npuknagy 100, ctagia 2. MNpoaykT ounwaTb
Ha CombiFlash cymiwwio 1-7% MeOH/CH.CI, 3 Bu-
xonom 85%.

Crapia 2: MNpomixHy cnonyky, wo siensie coboto
cknagHum edip, rigponisyloTb y BIiANOBIAHOCTI [0
cragii 8 npuknagy 1 3a BUHATKOM TOro, wo pH pery-
NIOITL 40 4-5, ofepXyto4un 3a3HayeHy B 3aroroBky
kncnoty 3 Buxogom 100%. MC BMCOKOro po3pi3HeHHS
obuncn. ans [CsgHaoCIN3OsS+H] 714,2399, 3HaigeHo
714,2397.

Mpuknag 252: 4-(2-{1-6eH3rigpun-5-xnop-2-[2-
({[2-(2-izonponinniponignH-1-
in)etun]cynedoHin}amiHo)etnn]-1H-iHgon-3-
in}eTokcn) 6eH3onHa kucnoTa

Cragia 1: Cnonyky ogepxyloTb i3 MPOMIKHOI
cnonykm  npuknagy 100, cragia 1 i 2-
(meTuneTun)niponiguH  rigpoxnopugy npouenyporo
npuknagy 100, ctagia 2. lNpoaykT ouuwaroTb Ha
CombiFlash cymiwwio 1-5% MeOH/CH.CIl, 3 Buxo-
aom 61%.

Crapgia 2: MNpomixHy cnomnyky, o sBnse cobo
cknagHum edip, rigponisyloTb y BIiANOBIAHOCTI [0
ctagii 8 npuknagy 1 3a BUHATKOM TOro, wo pH pery-
noTe 0o 4-5, ogepXKyl4um 3asHayeHy B 3arorioBKy
kucnoTy 3 Buxogom 97%. MC BMCOKOro po3pi3HEeHHs
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o6uncn. gns [Ca1H4sCIN3OsS+H] 728,292, 3HanigeHo
728,293.

Mpuknag 253: 4-(2-{1-6eHarigpwn-5-xnop-2-[2-
({[2-(2-meTnn-3-okconinepa3unH-1-
in)etnn]cynbgoHin}amiHo)etnn]-1H-iHgon-3-
in}eTokcu) 6eH3onHa KucnoTa

Cragia 1: Cnonyky ogepxyloTb i3 MPOMIKHOI
cnonykn npuknagy 100, cragiga 1 i 3-metun-2-
ninepasnHoHy npoueaypoto npuknagy 100, crtagia 2.
Mpoaykt oumLialTb KOITOHKOBOIO dnew-
XpomaTtorpadieto 3 BUKOPUCTaHHAM cyMiwi 5% Me-
OH/CH,CI; 3 Buxoaom 80%.

Cragia 2: MNpomikHy cnonyky, o ABnsie coboto
ckrnagHun edip, rigponisytloTb y BiAMOBIOHOCTI 40
ctagii 8 npuknagy 1 3a BUHATKOM Toro, wo pH pery-
noTe 0o 4-5, ogepXKyloum 3asHayeHy B 3arofioBKy
KMcnoTy 3 BuxoaoM 29% micnsi ouWLEHHs npenapa-
TMBHOWO BEPX. MC BMCOKOro po3pisHeHHs1 obuucr.
ana  [Cs3oHa1CINgOgS+H]  729,2508,  3HamgeHo
729,2501.

Mpuknag 254: 4-{3-[1-6eHsrigpnn-5-xnop-2-(2-
{[(2-xnopdpeHin)cynbdoHin]amiHo}eTnn)-1H-iHaon-3-
in] nponin} 6eH3orHa knucnoTa

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-injnponin}beH3oaty
(cTagis 6, npuknag 1) [0o4aloTb 2-
xnop6eH3oncynbdOoHINXnopua npoueaypor npukna-
Ay 1, ctagia 7, oaepxyouv NpoaykT i3 BUXOA0M 66%.
'H AMP (400Mlu, CDCls) & m.o. 1,94 (m, 2H), 2,74
(m, 6H), 2,97 (m, 2H), 3,91 (c, 3H), 4,94 (T, J=6,32ly,
1H), 6,48 (a, J=9,09Iu, 1H), 6,79 (mm, J=8,84,
2,02y, 1H), 6,83 (c, 1H), 7,03 (m, 4H), 7,26 (m, 9H),
7,39 (@, J=2,02I'uy, 1H), 7,44 (g, J=3,54I'u, 2H), 7,90
(m, J=7,58I'u, 1H), 7,96 (g, J=8,34Tu, 2H).

Cragia 2: MNpomixHy cnomnyky, o sBnsie coboto
cknagHun edip, rigponisyloTb y BiANOBIAHOCTI A0
cragii 8 npuknagy 1, ogepxytouu, nicns dnew-
XpomaTtorpadii, 3asHa4yeHy B 3arofioBKy KUCMOTY 3
Buxogom 84%. 'H AmP (400Mrlu, CDCI3) 6 m.a. 1,96
(m, 2H), 2,76 (m, 6H), 2,98 (m, 2H), 5,00 (1, J=6,32I"L,
1H), 6,79 (na, J=8,84, 2,024, 1H), 6,84 (c, 1H), 7,04
(m, 4H), 7,28 (m, 10H), 7,40 (@, J=1,77Ty, 1H), 7,45
(@, J=3,79ru, 2H), 7,90 (@, J=7,58y, 1H), 8,02 (g,
J=8,34I'y, 2H). MC Bwucokoro po3pi3HeHHA o6G4umcn.
anst [C3gH34CIoN204S-Na] 719,1514, 3HanigeHo (EPU-
) 695,15363.

Mpuknag 255: 4-{2-[1-6eHsrigpun-5-xnop-2-(2-
{[(2-xnopdpeHin)cynbdoHinjamiHo}eTnn)-1H-iHaon-3-
inJeTokcn} 6eH30MHa kucnoTa

Cragia 1: JaHy cnonyky ogepXxytoTb 3 MeTun 4-
{2-[2-(2-amiHoeTun)-1-6eHarigpun-5-xnop-1H-iHgon-
3-inJeTokcn}beHsoaty i 2-
Xxnop6eH30ncynbdOHINXNopuay MPOLESYPO  MPUK-
nagy 1, cragia 7 3 Buxogom 86%. 'H AmP (400MIu,
OMCO-ds) 6 m.a. 2,93 (m, 2H), 3,02 (m, 2H), 3,11 (T,
J=6,57Tu, 2H), 3,81 (c, 3H), 4,19 (1, J=6,57Tu, 2H),
6,49 (o, J=8,84I'y, 1H), 6,80 (na, J=8,84, 2,02lu,
1H), 6,96 (g, J=8,84l'u, 2H), 7,01 (c, 1H), 7,04 (aa,
J=6,95, 2,40l"y, 4H), 7,34 (m, 5H), 7,40 (m, 1H), 7,60
(m, 3H), 7,80 (am, J=7,83, 1,52y, 1H), 7,86 (A,
J=8,84Iu, 2H), 8,11 (T, J=5,81I"u, 1H).

Cragia 2: MNpomixHy cnomnyky, Wwo sBnsie coboto
ckrnagHuin edip, rigponisytoTb y BigNOBIgHOCTI A0
cragii 8 npuknagy 1. HeouuwieHy peyoBuHY ouuLla-
10Tb (hreww-xpomaTtorpadieto, oaepxyoun 3asHavyeHy
B 3aronoBky Kucrnoty 3 BuxodoMm 74%. 'H amp
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(400Mlu, CDCl3) & m.g. 2,89 (m, 2H), 3,18 (T,
J=6,57Ty, 2H), 4,20 (v, J=6,57T"y, 2H), 5,09 (T,
J=6,32I'y, 1H), 6,53 (g, J=8,84I'u, 1H), 6,82 (m, 3H),
6,90 (c, 1H), 7,05 (m, 4H), 7,26 (m, 7H), 7,45 (m, 2H),
7,52 (@, J=2,02Iy, 1H), 7,90 (m, 1H), 8,00 (g,
J=8,84I'y, 2H). MC Bwucokoro po3pi3HEeHHA oB4mcn.
onsa C3gH32CIboN2OsS  698,1409, 3Hal7l,ﬂeH0 (EP|/1+)
699,14786. Enewm, aHanis, obuucn. ans
C3gH32CI>N20sS: C 65,23; H 4,61; N 4,00; 3HangeHo:
C 65,02; H 4,44; N 3,94.

Mpuknag 256: 4-({2-[1-6eHsrigpun-5-xnop-2-(2-
{[(2-xnopdpeHin)cynbdoHin]amiHo}eTnn)-1H-iHaon-3-
inleTun}cynbdoHin) 6eHsonHa kucnoTa

Cragia 1: JlaHy cnonyky ogepxytoTb 3 METUNOBO-
ro egipy 4-{2-[2-(2-amiHoeTnn)-1-6eH3rigpun-5-xnop-
1H-ingon-3-inJeTaHcynbdoHIN}6eH30MHOI  KMCnoTH i
2-xnopcynbdoHinxnopugy npouenypoto npuknagy 1,
ctagis 7 3 Buxogom 48%. 'H ampP (400Mrlu, CDCls) 6
m.g. 2,88 (kB., J=7,07I"y, 2H), 3,03 (1, J=7,33I4, 2H),
3,20 (m, 2H), 3,43 (m, 2H), 3,97 (c, 3H), 5,18 (T,
J=6,44T'y, 1H), 6,46 (o, J=8,84I'y, 1H), 6,78 (aa,
J=8,97, 2,15I'y, 1H), 6,84 (c, 1H), 7,04 (oo, J=6,69,
2,40l'y, 4H), 7,21 (g, J=2,02ly, 1H), 7,31 (m, 7H),
7,48 (g, J=3,79'uy, 2H), 7,91 (g, J=7,58y, 1H), 8,08
(@, J=8,59I'y, 2H), 8,24 (m, 2H).

Cragia 2: MNMpomikHy crnonyky, Wo sBnsie coboto
cknagHun edip, rigponisytoTb y BiAMOBIAHOCTI A0
ctagii 8 npuknagy 1, ogepxyrouu 3asHayeHy B 3aro-
NOBKY KMCnoTy 3 BuMxogom 97%. 'H amp (400MTw,
CDCl3) & m.g. 2,88 (kB., J=6,91Tu, 2H), 3,04 (T,
J=7,20l"y, 2H), 3,22 (m, 2H), 3,45 (m, 2H), 5,25 (T,
J=6,44T'y, 1H), 6,47 (g, J=9,09y, 1H), 6,78 (aa,
J=8,84, 2,02I'y, 1H), 6,84 (c, 1H), 7,04 (oa, J=6,57,
2,53ly, 4H), 7,22 (g, J=2,02ly, 1H), 7,31 (m, 7H),
7,48 (g, J=3,79'y, 2H), 7,92 (g, J=7,83I'y, 1H), 8,12
(m, J=8,59Iy, 2H), 8,28 (g, J=8,34I'u, 2H).

Mpuknag 257: 4-{3-[1-6eHsrigpun-5-xnop-2-(2-
{[(1,2-pumeTun-1H-imigason-4-
in)cynedoHin]amiHo}eTtnn)-1H-ingon-3-in]nponin}
OeH30lMHa kucnoTa

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-injnponin}6eH3oaTty
aogaTtb  1,2-gumeTtunimigason-4-cynboHinxnopug,
npoueaypoto npuknagy 1, cragia 7, ogepXyum npo-
AyKT i3 Buxogom 80%. 'H amp (400MTu, AMCO-Dg)
3 m.a. 1,86 (m, 2H), 2,18 (c, 3H), 2,71 (m, 4H), 2,94
(m, 4H), 3,49 (c, 3H), 3,83 (c, 3H), 6,42 (g, J=8,84TL,
1H), 6,76 (pa, J=8,84, 2,02I'y, 1H), 7,06 (m, 4H), 7,36
(m, 8H), 7,44 (o, J=2,02I'u, 1H), 7,49 (c, 1H), 7,59 (c,
1H), 7,87 (g, J=8,08I'u, 2H).

Crapgia 2: MNpomixHy cnomnyky, o ABnse coboto
cknagHun edip, rigponisyloTb y BIiANOBIAHOCTI A0
cTagii 8 npuknagy 1, oaepxytoumn 3asHayeHy B 3aro-
MOBKY KMCTOTY 3 BuxoaoM 61%. *H AMP (400Mru,
OMCO-D¢) & m.g. 1,87 (m, 2H), 2,18 (c, 3H), 2,70 (T,
J=7,58ly, 4H), 2,95 (m, 4H), 3,49 (c, 3H), 6,42 (g,
J=8,84I'y, 1H), 6,76 (oA, J=8,84, 2,02I'u, 1H), 7,06
(m, 5H), 7,35 (m, 8H), 7,44 (g, J=2,02I'y, 1H), 7,49 (c,
1H), 7,59 (T, J=4,93I'y, 1H), 7,85 (g, J=8,34y, 2H).
MC BMCOKOTO PO3pi3HEHHsI O6uncn. ans
CsgH37CIN4O4S 680,2224, 3HanpeHo (EPU+) 681,
22879.

Mpuknag 258: 4-{2-[1-6eHsrigpun-5-xnop-2-(2-
{[(1,2-gumeTnn-1H-iminason-4-
in)cynbdoHin]amiHo}etun)-1H-iHgon-3-
inJeTokcun}6eH3orHa knucnoTa
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Cragia 1: laHy cnonyky rotytioTb 3 meTtun 4-{2-[2-
(2-amiHoeTun)-1-6eH3rigpun-5-xnop-1H-iHgon-3-
inJeTokcn}beHsoaty i 1,2-gumeTunimigason-4-
cynbdoHInNxnopuay npoieaypoto npuknagy 1, cragis
7 3 BuxoZom 84%. 'H SIMP (400Mlu, CDCls) 8 m.a.
2,25 (c, 3H), 3,07 (m, 2H), 3,13 (m, 2H), 3,18 (T,
J=6,82l"u, 2H), 3,39 (c, 3H), 3,88 (c, 3H), 4,17 (T,
J=6,69u, 2H), 5,30 (m, J=2,78I'y, 1H), 6,47 (g,
J=9,09Iy, 1H), 6,79 (oA, J=8,84, 2,02I'u, 1H), 6,83
(m, J=8,84I'y, 2H), 6,93 (c, 1H), 7,08 (m, 5H), 7,29 (m,
6H), 7,51 (g, J=2,02l'u, 1H), 7,94 (g, J=8,84I'y, 2H).

Cragia 2: MNpomixHy crnonyky, o sBnsie coboto
cknagHun edip, rigponi3ytloTb y BiANOBIQHOCTI A0
cTagii 8 npuknagy 1, ogepxytoun 3asHayeHy B 3aro-
MOBKY KMCMOTY 3 BUXOAOM 55%. ‘H SIMP (400Mru,
OMCO-D¢) & m.g. 2,17 (c, 3H), 3,02 (m, J=9,10ly,
4H), 3,14 (1, J=6,57Tu, 2H), 3,47 (c, 3H), 4,21 (T,
J=6,69I'u, 2H), 6,47 (o, J=8,84I'y, 1H), 6,79 (aa,
J=8,84, 2,27T'uy, 1H), 6,96 (g, J=8,84I'u, 2H), 7,07 (m,
5H), 7,36 (m, 6H), 7,49 (c, 1H), 7,63 (m, 2H), 7,84 (g,
J=8,84I'y, 2H). MC Bwucokoro po3pi3HeHHs oG4umch.
anst Cs7H3sCINAOsS  682,2017, 3HavimeHo (EPU+)
683,20812.

Mpuknag 259: 3-[4-({2-[1-6eHariopun-5-xnop-2-
(2-{[(2-xnopdpeHin)cynbdoHin]amiHo}eTnn)-1H-iHgon-
3-injetTnn}cynbdoHin)deHin] nponioHoBa kMcnoTa

Cragia 1: daHy cnonyky ofepXyoTb 3 €TUNOBOro
edipy 3-(4-{2-[2-(2-amiHoeTun)-1-6eH3riopun-5-xnop-
1H-ingon-3-inJeTaHcynbdoHin}deHin)nponioHoBoi
KMcnotu i 2-xnopcynboHinxnopuay npoueayporo
npuknagy 1, cragia 7 3 Buxogom 78%. 'H amP
(400Ml'u, CDCl3) & m.g. 1,25 (m, 3H), 2,66 (T,
J=7,58Iy, 2H), 2,88 (kB., J=6,48Iy, 2H), 3,07 (M, 6H),
3,34 (m, 2H), 4,12 (kB., J=7,07Ty, 2H), 5,31 (T,
J=6,32l'u, 1H), 6,45 (o, J=8,84I'y, 1H), 6,77 (aa,
J=8,84, 2,02I'y, 1H), 6,85 (c, 1H), 7,04 (m, 4H), 7,16
(m, J=1,77Tu, 1H), 7,30 (m, 7H), 7,46 (m, 4H), 7,91 (m,
3H).

Cragis 2: MNpomixHy crnonyky, Wwo sBnsie coboto
cknagHun edip, rigponisyoTb y BigNOBIgHOCTI A0
ctagii 8 npuknagy 1, opepxywuu nicna dnew-
XpomaTtorpadii 3a3HayeHy B 3aronioBKy KWCMOTY 3
BUXoaoM 41%. *H AMP (400Mru, CDCls) & m.4. 2,74
(c, 4H), 2,86 (T, J=6,69I'y, 2H), 2,93 (m, 2H), 3,08 (T,
J=6,57Tu, 2H), 3,29 (m, 2H), 6,43 (g, J=8,84I'y, 1H),
6,61 (c, 1H), 6,78 (m, 2H), 7,00 (m, 4H), 7,25 (m, 7H),
7,36 (o, J=1,77Tu, 1H), 7,45 (m, 2H), 7,50 (g,
J=8,34I'y, 2H), 7,80 (g, J=7,58Iu, 1H), 7,93 (g,
J=8,34I'y, 2H). MC Bwucokoro po3pi3HeHHs1 obumcr.
ana  CaoHzsCloN20s5S, (M-H) 773,1319, 3HangeHo
773,13107.

Mpuknag 260: 4-{2-[1-6eHsrigpnn-5-xnop-2-(2-
{[(3-xnop-4-meTundeHin)cynbdoHin]amiHo}etun)-1H-
ingon-3-inJeTokcn} 6eH3olHa kncnoTa

Cragisa |: JaHy cnonyky rotytoTb 3 metun 4-{2-[2-
(2-amiHoeTun)-1-6eHarigpun-5-xnop-1H-iHgon-3-
inleTokcun}beHsoaty i 3-xnop-4-
MeTun6eH3oncynsgoHinxnopuay NPOLeAYpOoto Mpuk-
naay 1, ctagia 7 3 Buxogom 100%. "H AMP (400MIy,
CDCl3) & m.g. 2,38 (c, 3H), 2,92 (kB., J=6,99I'y, 2H),
3,09 (T, J=7,58l'y, 2H), 3,18 (1, J=6,44ly, 2H), 3,88
(c, 3H), 4,21 (1, J=6,44Tu, 2H), 4,42 (1, J=6,44TL,
1H), 6,54 (g, J=8,84'y, 1H), 6,79 (m, 2H), 6,83 (ag,
J=8,84, 2,02I'y, 1H), 6,88 (c, 1H), 7,04 (m, 4H), 7,20
(m, J=8,08Iy, 1H), 7,29 (m, 6H), 7,40 (nao, J=7,96,
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1,89y, 1H), 7,52 (n, J=2,02l'y, 1H), 7,66 (g,
J=1,77Ty, 1H), 7,93 (m,2H).

Cragia 2: MNpomixHy cnonyky, o sBnsie cobot
cknagHun edip, rigponisyloTb y BigNoBigHOCTI A0
cragii 8 npuknagy 1. HeounweHuii NpoaykT ouuLla-
10Tb dhrieww-xpomartorpadieto, ogepXKytoumn 3asHadeHy
B 3arofloBky Kucnoty 3 BuxoaoMm 69%. 'H amp
(400Ml'y, CDCI3) & m.a. 2,38 (c, 3H), 2,93 (m, 2H),
3,10 (1, J=7,45I'y, 2H), 3,19 (1, J=6,44Tu, 2H), 4,23
(T, J=6,44Tu, 2H), 4,52 (c, 1H), 6,54 (g, J=8,84Ty,
1H), 6,83 (m, 3H), 6,89 (c, 1H), 7,04 (m, 4H), 7,20 (g,
J=8,08I'y, 1H), 7,29 (m, 6H), 7,40 (mm, J=8,08,
1,77Tu, 1H), 7,53 (@, J=2,02Iy, 1H), 7,67 (g,
J=2,02l"y, 1H), 7,98 (g, J=8,84I'y, 2H). MC Bucokoro
po3pi3HeHHs obumcn. ang CsgHzaClaN2OsS 712,1565,
3HangeHo (EPU+) 713,16268. En. aHan. obumcn. ans
C39H34CIoN,0sS: C, 65,64; H, 4,80; N, 3,93. 3Hange-
Ho: C, 65,62; H, 4,52; N, 3,73.

Mpuknag 261: 4-{3-[1-6eHsrigpnn-5-xnop-2-(2-
{[(3-xnop-4-meTnndeHin)cynbdoHin]amiHo}etun)-1H-
iHgon-3-in]nponin} 6eH3oiHa kucnoTta

Cragia 1: Jo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-injnponin}6eH3oaty
aodaTb  3-xrnop-4-meTunoeH3oncynboHiInxnopug,
npoueaypoto npuknagy 1, cragia 7, ogepXyum npo-
AYKT i3 BUXoaoM 98%. 'H AMP (400Mry, CDCls) &
m.g. 1,95 (m, 2H), 2,40 (c, 3H), 2,72 (kB., J=8,25Iy,
4H), 2,82 (kB., J=6,74I"y, 2H), 2,96 (T, J=7,33I'y, 2H),
3,91 (c, 3H), 4,27 (1, J=6,44T'u, 1H), 6,49 (g,
J=8,84I'y, 1H), 6,80 (aa, J=8,97, 2,15I'y, 1H), 6,82 (c,
1H), 7,02 (m, 4H), 7,26 (m, 9H), 7,38 (na, J=7,96,
1,89y, 1H), 7,40 (@, J=2,02I'y, 1H), 7,66 (4,
J=1,77Tu, 1H), 7,96 (g, J=8,34y, 2H).

Cragia 2: MNMpomikHy crnonyky, Wo sBnse coboto
cKknagHun edip, rigponisytoTb y BiANOBIAHOCTI A0
ctagii 8 npuknagy 1, opepxywtouum nicna  dneww-
xpomatorpadii 3asHayeHy B 3arorioBKy KUCMOTY 3
Buxoaom 40%. *H AMP (400MTu, CDCl3) 6 m.g. 1,96
(m, 2H), 2,40 (c, 3H), 2,73 (m, 4H), 2,83 (m, 2H), 2,98
(t, J=7,33l'y, 2H), 4,33 (1, J=6,32I'y, 1H), 6,49 (4,
J=8,84Iu, 1H), 6,80 (na, J=8,84, 2,27T'u, 1H), 6,83 (c,
1H), 7,02 (m, 4H), 7,21 (g, J=7,83Iu, 1H), 7,29 (M,
8H), 7,39 (m, 2H), 7,66 (g, J=1,77Ty, 1H), 8,00 (a,
J=8,08I"y, 2H). MC BMCOKOro poO3pi3HEHHsT 0G4MCH.
anst CaoH36CIoN204S 710,1773, 3HavigeHo (EPU+)
711,18411. En. anan. ob4uncn. ansa C4oH3sCIoN»O4: C,
67,51; H, 5,10; N, 3,94. 3HangeHo: C, 67,67; H, 5,27;
N, 3,81.

Mpuknag 262: 4-{2-[1-6eHsrigpun-5-xnop-2-(2-
{[(3-xnop-5-cpTOp-2-MeTUNGEHIN)CyNbGOHIN] ami-
Ho}eTun)-1H-ingon-3-injeTokcu}beH3omHa Knucnota

Cragia 1: JaHy cnonyky rotytotb 3 MeTun 4-{2-[2-
(2-amiHoeTun)-1-6eHarigpun-5-xnop-1H-iHgon-3-
inleTokcn}beHsoaty i 3-xnop-5-pTop-2-
MeTunGeH3oncynsdoHinxnopuay NpoLeAypoto Mpuk-
nagy 1, ctagia 7 3 suxogom 100%. "H AMP (400MTI v,
CDCl3) 6 m.4. 2,26 (c, 3H), 2,99 (m, 2H), 3,10 (m, 2H),
3,18 (1, J=6,57Tu, 2H), 3,88 (c, 3H), 4,21 (T,
J=6,57Tu, 2H), 4,71 (1, J=6,32I'y, 1H), 6,52 (g,
J=8,84Iu, 1H), 6,81 (m, 3H), 6,88 (c, 1H), 7,04 (m,
4H), 7,14 (g, J=9,60Iy, 1H), 7,29 (m, 6H), 7,52 (g,
J=2,02l'y, 1H), 7,58 (g, J=7,58Iuy, 1H), 7,94 (m, 2H).

Cragia 2: MNpomixHy cnonyky, o sBnsie cobot
cKknagHun edip, rigponisytoTb y BigNoBIigHOCTI A0
cragii 8 npuknagy 1, ogepxyroun 3asHayeHy B 3aro-
NOBKY KMCNOTY 3 BMXOAOM 69%. 'H amp (400MTw,
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CDClI3) 8 m.a. 2,26 (c, 3H), 2,99 (m, 2H), 3,11 (m, 2H),
3,19 (1, J=6,44Ty, 2H), 4,23 (1, J=6,44Tu, 2H), 4,79
(T, J=6,32I'u, 1H), 6,52 (g, J=8,84I'u, 1H), 6,83 (Mm,
3H), 6,88 (c, 1H), 7,04 (m, 4H), 7,15 (g, J=9,60Iy,
1H), 7,29 (m, 6H), 7,52 (g, J=2,02I'y, 1H), 7,59 (g,
J=7,58Iy, 1H), 7,99 (g, J=8,84I'y, 2H). MC Bucokoro
po3pisHeHHss  obumcn.  ansa  CzoH33ClFN2OsS
730,1471, 3HangeHo (EPU+) 731,1532.

Mpuknag 263: 4-{3-[1-6eHsrigpnn-5-xnop-2-(2-
{[(3-xnop-5-cTOp-2-
MeTundeHin)cynedoHin]amiHo}etun)-1H-iHgon-3-
in]nponin}6eH3oiHa kucrnoTa

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-injnponin}éeH3oaTty
4o4aTb 3-xnop-5-ptop-2-
MeTUNOEH30NCyNbGOHINXNOPUA NPOLEAYPOI MPUK-
nagy 1, crtagia 7, ogepXywuu npoaykT i3 BUXOOOM
75%. *H SIMP (400Mru, CDCls) & m.a. 1,95 (M, 2H),
2,27 (c, 3H), 2,72 (kB., J=7,58I'y, 4H), 2,89 (T,
J=6,82I'y, 2H), 2,97 (m, 2H), 3,91 (c, 3H), 4,59 (T,
J=6,19I'y, 1H), 6,47 (o, J=8,84I'y, 1H), 6,80 (ag,
J=8,97, 2,15I'y, 1H), 6,82 (c, 1H), 7,03 (g, J=6,82,
2,53y, 4H), 7,13 (a, J=9,60Mu, 1H), 7,24 (g,
J=8,34Tu, 2H), 7,29 (m, 6H), 7,40 (g, J=2,02I'4, 1H)
7,58 (g, J=7,58u, 1H), 7,96 (o, J=8,34I'y, 2H).

Cragia 2: MNpomixkHy cnomnyky, Wwo sBnsie coboto
cKkrnagHun edip, rigponi3ytoTb y BiAMOBIAHOCTI A0
ctagil 8 npuknagy 1, ogepxyrouu 3asHayeHy B 3aro-
NOBKY KMCNoTy 3 BuMxogoMm 96%. 'H amp (400MTw,
CDCl3) 6 m.a. 1,96 (m, 2H), 2,28 (c, 3H), 2,74 (m, 4H),
2,89 (m, 2H), 2,99 (m, 2H), 4,65 (kB., J=6,32"y, 1H),
6,47 (p, J=8,84I'y, 1H), 6,80 (nn, J=8,97, 2,15Iy,
1H), 6,82 (¢, 1H), 7,03 (m, 4H), 7,14 (o, J=9,60Iy,
1H), 7,30 (m, 8H), 7,40 (g, J=2,02Iu, 1H), 7,58 (g,
J=7,58I"uy, 1H), 8,01 (g, J=8,08I'y, 2H). MC Bucokoro
po3pisHeHHss  obumcn.  aAnsa CyoH3sCIFN204S
728,1679, sHanpgeHo (EPW+) 729,17441. En. anan.
obuncn. ana CsoH3sCI,FN>O4S: C, 65,84; H, 4,83; N,
3,84. 3HanpeHo: C, 65,49; H, 5,02; N, 3,72.

Mpuknag 264: 4-{3-[1-6eHsrigpun-5-xnop-2-(2-
{[(2-HiTpOheHin)cynbdoHin]amiHo}etun)-1H-iHaoN-3-
in]nponin}6eHsonHa kucnoTa

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
©eHarigpun-5-xnop-1H-ingon-3-injnponin}6eHsoaTty
(cTagis 6, npvknag, 1) [o4aloTb 2-
HiITpOGeH30nCyNbGOHINXNopUA NpoLeaypoto Npukna-
ay 1, ctagisa 7, ogepXyroum npoaykr i3 Buxoaom 74%.
'H AMP (400Mlu, CDCls) & m.a. 1,97 (m, 2H), 2,73
(kB., J=8,08Iy, 4H), 2,91 (m, 2H), 3,04 (m, 2H), 3,91
(c, 3H), 5,33 (T, J=6,06I'u, 1H), 6,52 (o, J=8,84Iy,
1H), 6,80 (na, J=8,84, 2,024, 1H), 6,90 (c, 1H), 7,06
(an, J=6,57, 2,53y, 4H), 7,24 (g, J=8,34I'u, 2H),
7,29 (m, 6H), 7,39 (p, J=2,02I'u, 1H), 7,50 (7a,
J=7,71, 1,26y, 1H), 7,65 (ta, J=7,77, 1,39y, 1H),
7,75 (om, J=7,83, 1,26l'y, 1H), 7,80 (mm, J=7,96,
1,14ly, 1H), 7,96 (8, J=8,08I'y, 2H).

Cragis 2: MNpomixHy crnonyky, Wwo sBnsie coboto
cknagHun edip, rigponisyoTb y BigNOBIgHOCTI A0
cTagii 8 npuknagy 1, ogepxytoun 3asHayeHy B 3aro-
noeky kucnoty 3 suxogom 100%. 'H AmMP (400MTw,
CDCl3) & m.a. 1,98 (m, 2H), 2,75 (m, 4H), 2,92 (m, 2H),
3,06 (m, 2H), 5,35 (1, J=6,06l'y, 1H), 6,52 (g,
J=8,84Iu, 1H), 6,81 (a4, J=8,84, 2,02y, 1H), 6,91 (c,
1H), 7,07 (oA, J=6,82, 2,53y, 4H), 7,29 (m, 8H), 7,40
(@, J=2,02I'u, 1H), 7,51 (m, 1H), 7,66 (m, 1H), 7,76
(on, J=7,83, 1,26Iy, 1H), 7,81 (aa, J=7,96, 1,14rwu,



159

1H), 8,01 (g, J=8,34I"y, 2H). MC BMCOKOro po3pi3HeH-
Ha o64mncn. ana CzgH34CIN3OeS 707,18568, 3Hange-
Ho (EPW+) 708,19296.

Mpuknapg 265: 4-{2-[1-6eHsrigpun-5-xnop-2-(2-
{[(2-HiTpOdeHiIn)cynbdoHin]amiHo}etun)-1H-iHgon-3-
inJeTokcn} 6eH30MHa kucnoTa

Cragisa 1: JaHy cnonyky rotyiotb 3 Metun 4-{2-[2-
(2-amiHoeTun)-1-6eHarigpun-5-xnop-1H-iHgon-3-
inJeTokcn}beH3oaTy i 2-HiTpocynbGOHINXNopuay npo-
uenypoto npuknagy 1, cragis 7 3 Buxogom 63%. H
AMP (400MTly, CDCI3) 8 m.g. 2,99 (m, 2H), 3,19 (m,
4H), 3,88 (c, 3H), 4,21 (1, J=6,57Tu, 2H), 5,40 (T,
J=6,19l"uy, 1H), 6,57 (g, J=8,84Iu, 1H), 6,82 (m, 3H),
6,96 (c, 1H), 7,08 (m, 4H), 7,29 (m, 6H), 7,49 (1A,
J=7,71, 1,26l'u, 1H), 7,52 (g, J=1,77""y, 1H), 7,65 (T4,
J=7,71, 1,26y, 1H), 7,80 (m, 2H), 7,93 (g, 2H).

Cragia 2: MNpomixHy cnonyky, wo siense coboto
ckrnagHun edip, rigponisytloTb y BiANOBIAHOCTI A0
ctagii 8 npuknagy 1, ogepxyrouu 3asHayeHy B 3aro-
NoBKy kucnoty 3 Buxogom 90%. 'H amp (400MTw,
CDCl3) 6 m.g. 2,99 (m, 2H), 3,20 (m, 4H), 4,23 (T,
J=6,57T'y, 2H), 540 (r, J=6,19I'y, 1H), 6,57 (g,
J=8,84l"y, 1H), 6,84 (m, 3H), 6,95 (c, 1H), 7,08 (m,
J=5,68, 3,66y, 4H), 7,29 (m, 6H), 7,50 (m, 2H), 7,65
(t@, J=7,77, 1,39y, 1H), 7,80 (m, 2H), 7,98 (a, 2H).
MC BMCOKOTO PO3pPi3HEHHS obuuncn. ans
CsgH32CIN3O7S  709,16495, 3HampgeHo (EPU+)
710,17059.

Mpuknag 266: 4-[2-(1-6eHsrigpun-5-xnop-2-{2-
[(meaunTuncynbdoHin)amiHoletun}-1H-iHgon-3-
in)eTokcu] 6eH30MHa kucnoTa

Crapia 1: OaHy cnonyky ofepxyTb 3 MeTun 4-
{2-[2-(2-amiHoeTunN)-1-6eH3rigpun-5-xnop-1H-iHgon-
3-inJeTokcu}beHsoaty i 2-
Me3UTUNEHCYNbMOHINXNopUAY NpoLeaypor npukna-
ay 1, cragia 7 3 Buxogom 89%. H AMP (400MrIwu,
CDCl3) 6 m.a. 2,24 (c, 3H), 2,48 (c, 6H), 2,90 (m, 2H),
3,05 (m, 2H), 3,16 (7, J=6,69I'y, 2H), 3,89 (c, 3H),
4,17 (1, J=6,69I'y, 2H), 4,48 (1, J=6,44I"y, 1H), 6,52
(, J=8,84Iu, 1H).

Crapia 2: MNpomixHy cnonyky, wo sense coboto
cknagHun edip, rigponisyloTb y BIiANOBIAHOCTI [0
ctagii 8 npuknagy 1, ogepxytoumn 3asHayeHy B 3aro-
MOBKY KMCTOTY 3 BUXoAoM 68%. ‘H AMP (400Mru,
CDClI3) & m.a. 2,24 (c, 3H), 2,48 (c, 6H), 2,90 (kB.,
J=6,99Iy, 2H), 3,06 (m, 2H), 3,17 (1, J=6,69Iu, 2H),
4,19 (1, J=6,57Tu, 2H), 4,59 (c, 1H), 6,52 (g,
J=8,84I'y, 1H), 6,82 (m, 6H), 7,02 (m, 4H), 7,29 (m,
6H), 7,52 (g, J=2,02I'y, 1H), 7,98 (g, J=8,84I'u, 2H).

MC BUCOKOro PO3pPi3HEHHS obuuncn. ans
Cs1H3oCIN2OsS ~ 706,22682, 3HanpgeHo (EPU+)
707,23370.

Mpuknag 267: 4-(3-{1-6eHarigpun-5-xnop-2-[2-
(2,4,6-TpumeTnnbeH3oncynbgoHinamiHo)etnn]-1H-
iHgon-3-in}nponin)6eH3oliHa k1ucnora

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-injnponin}beH3oaty
(cTapia 6, npuknag 1) JonarTb 2-
Me3nTuneH6eH3oncynbOoHINXxnopug, npouenypoto
npuknagy 1, ctapia 7, ogepXyro4un NPOAYKT i3 BUXO-
nom 83%. 'H AMP (400Mry, CHLOROF CDCls) &
m.g. 1,93 (m, 2H), 2,26 (c, 3H), 2,47 (c, 6H), 2,70 (m,
4H), 2,82 (m, 2H), 2,91 (m, 2H), 3,91 (c, 3H), 4,36 (T,
J=6,44I"u, 1H), 6,46 (g, J=8,84I'y, 1H), 6,75 (c, 1H),
6,79 (oo, J=8,84, 2,27T'y, 1H), 6,88 (c, 2H), 7,00 (m,
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4H), 7,22 (g, J=8,34I'y, 2H), 7,28 (m, 6H), 7,39 (g,
J=2,02l'y, 1H), 7,95 (g, J=8,34I'y, 2H).

Cragia 2: MNpomixHy crnomnyky, o sBnsie coboto
cknagHun edip, rigponi3ytoTb y BignoBigHOCTI A0
cragii 8 npuknagy 1, ogepyroun 3asHayeHy B 3aro-
NOBKY KMcnoty 3 Buxogom 84%. 'H amp (400MTIw,
CDCI3) 8 m.g. 1,94 (m, 2H), 2,26 (c, 3H), 2,47 (c, 6H),
2,71 (m, 4H), 2,83 (m, 2H), 2,93 (m, 2H), 4,45 (T,
J=5,81I"u, 1H), 6,46 (g, J=8,84I'u, 1H), 6,75 (c, 1H),
6,79 (om, J=8,97, 2,15I'y, 1H), 6,88 (c, 2H), 7,00 (m,
4H), 7,27 (m, 8H), 7,40 (a, J=2,02I'y, 1H), 8,01 (g,
J=8,34I'y, 2H). MC Bwucokoro po3pi3HeHHs oG4umch.
ana C42H41C|N204S 704,24756, 3Hal7I,EI,eHO (EP|/|+)
705,25452.

Mpuknag 268: 4-(3-{1-6eHarigpun-5-xnop-2-[2-
({[2-cpTop-6-
(TpndbTopmeTUn)deHin]cynbdoHintamiHo)etun]-1H-
iHgon-3-in}nponin)6eH3olHa k1ucnora

Cragia 1: 2-Bpom-1-dpTop-3-pTopmeTnndeH3on
(1,0exB.) popatoTe [0 cymiwi TeTparigpodypaHy
(0,5M) i pieTnnosoro edipy (0,5M) i oxonompxytoTb 4O
-78°C. Mo kpannsax popatoTb H-OyTunnitin (2,5M,
1,0ekB.) i peakuinHy CyMmill MepeMiwylTb NpoTAroM
40xB. KoHpgeHcyoTb obcsar giokeuay cipku, Wo opis-
Hioe obcary TI®, i posbaensatoTe agBoMa obcsaramu
edipy. 3a gonomoroto kaHwoni NogatoTb NiTiEBY Cinb
OeHs3ony B Aiokcua Cipky i peakuinHin cymiwi aarTb
NOBIMbHO HarpiTUcA OO0 KiMHaTHOI Temnepartypu. Bu-
OansoTb PO3YMHHUK i OTpMMaHy B pes3ynbTaTi Cifb
npomMmnBatoTb edipom, MOTIM NEPEHOCHATb Y rekcaHu
(1,0M) i oxonomxyoTb Ha GaHi 3 nbogom. [lopgatoTb
cynbdpypunxnopug (1,06ekB.), peakuiiHy cymiw Ha-
rpiBaloTb OO KiIMHaTHOI TemnepaTtypu i nepemilyioTb
npoTsiroMm 5 roavH. BuaoansiioTe pO34YMHHUK, OOEpXKY-
Houn 2-bTOp-6-
TpucbTOPMETUNOEH3ONCYNLMOHINXTOPUL Yy BUrMSai
TBEpAOi MacnsiHUCTOI Ginoi pevyoBUHW 3 BUXOOOM
65%. [NpoayKT BWKOPUCTOBYHOTb HEOUMLLEHUM. H
AMP (400MTI"u, OMCO-Ds) 6 M. A. 7,46 (m, 1H), 7,52
(m, 2H).

Cragia 2. Jo wmetun 4-{2-[2-(2-amiHoeTun)-1-
OeHarigpun-5-xnop-1H-ingon-3-injnponin}  6eH3oaTty
[oaalTb 2-pTop-6-
TpucbTOopMETUNOEH30NCYNbMOHINXNOPUA  npoueay-
poto npuknagy 1, cragia 7, ogepXyrouu MpoaykT i3
BUXOAOM 62%. *H AMP (400MTu, CDCl3) 6 m.g. 1,94
(m, 2H), 2,73 (m, 4H), 2,91 (M, 2H), 2,99 (m, 2H), 3,91
(c, 3H), 4,87 (1, J=5,81I'y, 1H), 6,50 (o, J=8,84Iy,
1H), 6,81 (aa, J=8,97, 2,15y, 2H), 7,03 (m, 4H), 7,24
(@, J=8,34I'y, 2H), 7,30 (m, 7H), 7,41 (g, J=2,02I'y,
1H), 7,62 (m, 2H), 7,95 (g, J=8,34Tu, 2H).

Cragia 3: MNMpomikHy crnonyky, Wo sBMAsie coboto
cKkrnagHun edip, rigponisytoTb y BiANOBIAHOCTI A0
ctagii 8 npuknagy 1, ogepxyrouu 3asHayeHy B 3aro-
NOBKY KMCNOTY 3 BMXOAOM 56%. 'H amp (400MIu,
CDCl3) 8 m.4. 1,96 (m, 2H), 2,75 (m, 4H), 2,92 (m, 2H),
3,00 (m, 2H), 4,93 (1, J=5,94'u, 1H), 6,51 (4,
J=8,84I'y, 1H), 6,82 (m, 2H), 7,03 (m, 4H), 7,28 (m,
8H), 7,32 (g, J=10,61I"u, 1H), 7,41 (g, J=2,02I'y, 1 H,
) 7,63 (m, 2H), 8,01 (g, J=8,08I'y, 2H). MC Bucokoro
po3pisHeHHs1 o6uncn. ans  [CaoHszsCIFsN204S+H]
749,18585, 3HanpeHo 749,18578.

Mpuknag 269: 4-(2-{1-6eHarigpwn-5-xnop-2-[2-
({[2-dbTop-6-
(TpudTopMeTUn)dpeHin]cynbdoHin}amiHo)etun]-1H-
iHoon-3-in}eTokcn) 6eH30MHa KucnoTa
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Cragia I: OJo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-inJeTokcu}6eHsoary
JoaarTb 2-pTOp-6-
TpucbTOpMETUNGEH30NCYNLMOHINXNOPUA  npoueay-
poto npuknagy 1, cragia 7, ogepXyrouuM NpoaykT i3
Buxoaom 89%. 'H amP (400Mrlu, CDCI3) 6 m.a. 3,00
(m, 2H), 3,12 (m, 2H), 3,20 (T, J=6,44Tu, 2H), 3,88 (c,
3H), 4,20 (1, J=6,44T"4, 2H), 4,99 (1, J=6,06lu4, 1H),
6,54 (o, J=8,84I'y, 1H), 6,79 (o, J=8,84I'y, 2H), 6,84
(am, J=8,97, 2,15y, 1H), 6,88 (c, 1H), 7,04 (am,
J=6,82, 2,53I'y, 4H), 7,28 (m, 6H), 7,33 (m, 1H), 7,54
(m, J=2,02I'u, 1H), 7,60 (m, 2H), 7,93 (g, J=9,100y,
2H).

Crapia 2: MNpomixHy cnomnyky, o sBnse coboto
cknagHun edip, rigponisyloTb y BIiAMOBIAHOCTI A0
cTagii 8 npuknagy 1, ogepxyroumn 3asHayeHy B 3aro-
NOBKY KMCNOTY 3 BMXxogoM 36%. 'H amp (400MTIw,
CDCI3) 6 m.g. 3,01 (m, 2H), 3,13 (m, 2H), 3,21 (T,
J=6,44T'y, 2H), 4,22 (1, J=6,44l'y, 2H), 5,07 (T,
J=6,06Iy, 1H), 6,55 (g, J=8,84'y, 1H), 6,83 (m, 3H),
6,88 (c, 1H), 7,04 (m, 4H), 7,28 (m, 6H), 7,32 (m, 1H),
7,55 (@, J=2,02ry, 1H), 7,61 (m, 2H), 7,98 (g,
J=8,84I'y, 2H). MC Bwucokoro po3pi3HEeHHA oB4mcn.
ansa [C39H31C|F4N204S+H] 751,16511, 3Hal7|,EleH0
751,16431.

Mpuknag 270: 4-{3-[1-6eHsrigpun-5-xnop-2-(2-
{[(2,6-pumeTundpenin)cynbdoninjamiHo}etnn)-1H-
iHoon-3-in]nponin}6eHs3onHa kucnota

Cragia 1: 2,6-OumeTtunbeHsoncynboHinxnopug
onepxylTb 3 2-6pom-1,3-gumeTnnbeHsony npoue-
aypoto npuknagy 18, ctagii 1-2. Peakuia gae npoaykr
y BumMsAai TBepaoi 6inoi pevoBuHu 3 Buxogom 84%.
'H-AMP (400Mru, OMCO-Dg) & m.o. 2,54 (c, 6H),
6,94 (g, J=7,33Iu, 2H), 7,02 (m, 1H).

Cragia 2: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
©eHarigpun-5-xnop-1H-ingon-3-injnponin}6eH3oaTy
JoaarTb 2,6-gumeTun6eH3oncynbgoHinxnopug
npoueaypoto npuknagy 1, cragia 7, ogepxytouun npo-
OYKT i3 BuxogomMm 66%. 'H amp (400Mly, CDCl3) &
m.g. 1,93 (m, 2H), 2,50 (c, 6H), 2,70 (m, 4H), 2,82 (m,
2H), 2,93 (m, 2H), 3,91 (c, 3H), 4,40 (1, J=6,32Iy,
1H), 6,47 (g, J=8,84l'y, 1H), 6,77 (c, 1H), 6,80 (aa,
J=8,97, 2,15I'u, 1H), 7,00 (m, 4H), 7,07 (g, J=7,58Iu,
2H), 7,22 (g, J=8,08I'y, 2H), 7,27 (m, 7H), 7,40 (g,
J=2,02ly, 1H), 7,95 (g, J=8,08I'y, 2H).

Cragia 3: MNMpomikHy crnonyky, Wo sBnAsie coboto
cKknagHun edip, rigponisytoTe y BigNOBIAHOCTI A0
ctagii 8 npuknagy 1, ogepxyrodu 3asHayeHy B 3aro-
NOBKY KUCNoTy 3 BuxodoM 96%. 'H amp (400Mru,
OMCO-Dg) & m.a. 1,81 (m, 2H,) 2,50 (c, 6H), 2,65 (m,
4H), 2,81 (m, 2H), 2,87 (m, 2H), 6,45 (g, J=8,84IL,
1H), 6,77 (na, J=8,84, 2,27T"u, 1H), 6,94 (c, 1H), 7,02
(m, 4H), 7,17 (n, J=7,58y, 2H), 7,28 (g, J=8,34IL,
2H), 7,33 (m, 6H), 7,43 (g, J=2,27T'y, 1H), 7,70 (7,
J=5,81T"uy, 1H), 7,85 (g, J=8,08I'y, 2H). MC Bucokoro
po3pisHeHHss  obumcn. ansa  [CaiHzgCIN2O4S+H]
691,23919, 3HangeHo 691,23872.

Mpuknag 271: 4-{2-[1-6eHsrigpun-5-xnop-2-(2-
{[(2,6-anmeTnndeHin)cynbgoHin]amiHo}etun)-1H-
ingon-3-injeTokcn} 6eH3orHa kncnoTa

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-ingon-3-injeTokcn}6eHsoaty
[oaarTb 2,6-aMmeTun6eHs3oncynbgOHINXnopua
(npuknag 266, ctagis 1) npouedypot npuknagy 1,
cTagia 7, oaepxXyun npoaykT i3 Buxogom 88%. 'H
AMP (400Ml'y, CDCl3) 6 m.g. 2,51 (c, 6H), 2,90 (m,
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2H), 3,06 (m, 2H), 3,16 (1, J=6,69Iy, 2H), 3,89 (c,
3H), 4,17 (7, J=6,57T'u, 2H), 4,50 (1, J=6,19"u, 1H),
6,53 (g, J=8,84I'u, 1H), 6,79 (g, J=9,10I"y, 2H), 6,83
(m, 2H), 7,02 (m, 4H), 7,06 (g, J=7,58Iu, 2H), 7,23 (Mm,
1H), 7,28 (m, 6H), 7,53 (g, J=2,02I'y, 1H), 7,93 (g,
J=8,84Tu, 2H).

Cragia 2: MNpomixHy cnomnyky, Wwo sBnsie coboto
cKkrnagHun edip, rigponi3ytoTb y BIiAMOBIAHOCTI A0
ctagil 8 npuknagy 1, ogepxyrouu 3asHayeHy B 3aro-
NOBKY KMCnoTy 3 BuMxogoMm 79%. 'H amp (400MTw,
OMCO-Dy) & m.a. 2,48 (c, 6H), 2,85 (m, 2H), 2,95 (m,
2H), 3,08 (T, J=6,57T'u, 2H), 4,15 (1, J=6,69IL, 2H),
6,48 (o, J=8,84T'u, 1H), 6,79 (og, J=8,84, 1,77Tu,
1H), 6,90 (a, J=8,84Iu, 2H), 6,95 (c, 1H), 7,01 (m,
4H), 7,14 (g, J=7,58I'u, 2H), 7,29 (m, 6H), 7,63 (g,
J=2,02l'u, 1H), 7,73 (1, J=5,94I'y, 1H), 7,82 (g,
J=8,84I'y, 2H). MC Bwucokoro po3pi3HEHHA o6G4mcn.
ana  [CaoH37CIN2OsS+H]  693,21845,  3HanmgeHo
693,21791.

Mpuknag 272: 4-{2-[1-6eHasrigpun-5-xnop-2-(2-
{[(2,6-pieTnndeHin)cynbdoHin]amiHo}etun)-1H-
ingon-3-injetokcn} 6eH3orHa kncnoTa

Crapia 1: 2,6-Oietun6eHsoncynbgoHinxnopug
ogepxyloTb 3 2-6pom-1,3-gieTunbeHsony npoueay-
poto npuknagy 18, ctagii 1-2. Peakuia nae npogykr y
BUrNsiAi TBEPAOi MacnsHUCTOI Gnifgo-XOBTOI peyoBu-
HM 3 BUxoaom 36%. H-AmP (400MI"y, OMCO-Dg) &
m.g. 1,13 (1, J=7,33I'y, 6H), 3,08 (kB., J=7,33I, 4H),
6,96 (g, J=7,58I'u, 2H), 7,10 (m, 1H).

Cragia 2: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-inJeTokcu}oeHsoary
popaoTb  2,6-aietunbeHsoncynboHinxnopug  npo-
ueaypoto npuknagy 1, cragia 7, ogepxyr4m npoaykT
i3 Buxogom 72%. 'H amp (400 Mu, OMCO-Dg) 6 m.4.
1,10 (1, J=7,33l4, 6H), 2,91 (m, 6H), 2,99 (m, 2H),
3,11 (1, J=6,69uy, 2H), 3,81 (c, 3H), 4,18 (T,
J=6,69I'y, 2H), 6,49 (o, J=8,84I'y, 1H), 6,80 (og,
J=8,84, 2,02I'y, 1H), 6,93 (a, J=8,84Iu, 2H), 6,97 (c,
1H), 7,02 (m, 4H), 7,17 (g, J=7,58Iu, 2H), 7,32 (M,
5H), 7,38 (1, J=7,71I"y, 1H), 7,65 (a, J=2,02I'y4, 1H),
7,74 (t, J=5,94"u, 1H), 7,85 (g, J=8,84I"u, 2H).

Cragia 3: lNMpomixHy cnonyky, o ABnsie coboto
cknagHun edpip, rigponisyloTb y BignoBigHOCTI A0
ctagii 8 npuknagy 1, ogepXyruM 3asHayeHy B 3aro-
NOBKY Kucnoty 3 Buxogom 88%. 'H amp (400MTw,
OMCO-D¢) & m.g. 1,10 (1, J=7,33I4, 6H), 2,91 (m,
6H), 2,98 (g, J=7,83Iy, 2H), 3,10 (T, J=6,57Tu, 2H),
4,17 (1, J=6,69I'y, 2H), 6,49 (o, J=8,84I'y, 1H), 6,80
(om, J=8,84, 2,02Iu, 1H), 6,91 (a, J=9,09Tu, 2H),
6,97 (c, 1H), 7,02 (m, 4H), 7,17 (g, J=7,58Iy, 2H),
7,32 (m, 5H), 7,38 (1, J=7,58I'y, 1H), 7,65 (g,
J=2,27Tu, 1H), 7,74 (t, J=5,81T'y, 1H), 7,83 (A,
J=8,84Tu, 2H). MC BMCOKOro po3pi3HEHHs 0B4mcn.
ans [C42H41C|N205$+H] 721,24975, 3HangeHo
721,24876.

Mpuknag 273: 4-{3-[1-6eHasrigpun-5-xnop-2-(2-
{[(2,6-pieTnndeHin)cynbdoHinjamiHo}etnn)-1H-
iHgon-3-in]nponin} 6eH3oiHa kucnota

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-injnponin}6eH3oaTty
aodaTb 2,6-gieTunteHsoncynbgoHinxnopug (Npuk-
nag 268, cragis 1) npouenypoto npuknagy 1, cragis
7, opepxXyoun npopykTt i3 BuxogoMm 71%. 'H auP
(400Mly, AMCO-D¢) & m.a. 1,11 (1, J=7,33'y, 6H),
1,81 (m, 2H), 2,65 (m, 4H), 2,84 (m, 2H), 2,90 (m, 6H),
3,84 (c, 3H), 6,44 (g, J=8,84T'u, 1H), 6,77 (an, J=8,84,
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2,02y, 1H), 6,94 (c, 1H), 7,02 (m, 4H), 7,19 (g,
J=7,58Iy, 2H), 7,33 (M, 7H), 7,40 (1, J=7,71Tu, 1H),
7,43 (o, J=2,02I'y, 1H), 7,70 (1, J=5,68I'y, 1H), 7,86
(a, J=8,34Iu, 2H).

Cragis 2: MNpomixHy crnonyky, Wwo sBnse coboto
cknagHun edip, rigponisyloTb Yy BIiAMOBIAHOCTI OO
cTagii 8 npuknagy 1, ogepxytoumn 3asHayeHy B 3aro-
NOBKY Kucnoty 3 Buxogom 85%. 'H amp (400MTw,
OMCO-Dg) & m.g. 1,11 (1, J=7,33Iy, 6H), 1,81 (m,
2H), 2, 65 (m, 4H), 2,84 (m, 2H), 2,91 (m, 6H), 6,45 (g,
J=8,84I'u, 1H), 6,77 (o4, J=8,84, 2,02I'u, 1H), 6,95 (c,
1H), 7,02 (m, 4H), 7,19 (o, J=7,58Iy, 2H), 7,28 (g,
J=8,34Tu, 2H), 7,33 (m, 5H), 7,40 (m, 1H), 7,43 (g,
J=2,27Tu, 1H), 7,70 (t, J=5,68I'y, 1H), 7,84 (A,
J=8,34I'y, 2H). MC BwucoKoro po3pi3HeHHA oG4mcr.
onsa [C43H43C|N204S+H] 719,27049, 3Hal7I,D,eH0
719,27028.

Mpuknag 274: 4-{2-[1-6eHsrigpnn-5-xnop-2-(2-
{[(2,6-pumeTOKCMEHIN)CynbdoHin]amiHo}eTnn)-1H-
iHoon-3-inJeTokcu} 6eH3olHa k1cnoTa

Cragia 1: 1,3-OumeTokcmbeH3on (1,0ekB.) nomi-
watTb y aietunosun edip (0,2M) i no kpannsx go-
patoTb H-6ytunnitin (1,0eks.). PeakuiiHy cymiw Ku-
n'ataTe 3i 3BOPOTHMM XONOAWUIBHUKOM MpoTaroMm 3
rognH. Cymill oxonomkyroTb OO KiMHATHOI Temnepa-
Typu, NOTiM i nomiwaTb Ha BaHIo i3 cymilli cyxoro
nboAy N aueToHy i oxonogxyTb Ao -50°C. JopatoTb
6pomig (0,98ekB.) i peakLuiiHin cymilli faloTb NOBIMb-
HO HarpiTucsa o KiMHaTHOI TemnepaTypu. PeakuiviHy
CyMilll racsaTb HaCMYEHUM pPO3YMHOM Tiocynbdaty
HaTpIlo | BOOHWI Liap ekcTparytoTb edipom. OpraHiyHi
€KCTPaKT! NPOMMBAOTb HACUYEHUM PO3YMHOM COfi,
cywatb Hag cynbgaToM HaTpilo i KOHUEHTPYHTb,
OfEepXKylouM TBepdy KOPWYHEBY peYoBUHY. TBepay
peyoBMHY nigAalTb nepekpucTanisauii 3 rekcawy,
OLEePXKYUM NPOAYKT y BUrMsai TBepgoi 6inoi pevo-
BUHM 3 BUXoAoM 27%. 'H amp (400MIy, AMCO-Ds)
d m.a. 3,83 (c, 6H), 6,73 (g, J=8,34I'y, 2H), 7,30 (T,
J=8,34Iu, 1H).

Cragis 2: 2,6-
InmeTokenbeHsoncynboHinxnopung ogepxyroTb 3 2-
Opom-1,3-anmeTokCcMbeH30y npoueaypoo npuknagy
1, cTagia 1. Peakuis gae cymiw cynbgoHinxnopvay n
iHLWIOro NpoaykTy y BUrNsAAi TBepAoi 6inoi peyoBnHU.

Cragia 3: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHarigpun-5-xnop-1H-iHgon-3-inJeTokcu}oeHsoaty
goaarTb 2,6-gumeTokcMbeH3oncynbgoHInxnopua,
npouenypoto npuknagy 1, cragia 7, ogepXxywum npo-
AOYKT i3 BUxXogom -72%. H amp (400MIu, CDCl3) &
m.a. 3,08 (m, 2H), 3,14 (m, 2H), 3,20 (1, J=6,69IL,
2H), 3,64 (c, 6H), 3,88 (c, 3H), 4,18 (1, J=6,69I'y, 2H),
5,41 (T, J=5,68I'uy, 1H), 6,42 (g, J=8,84'y, 1H), 6,52
(m, J=8,59Iy, 2H), 6,79 (m, 3H), 6,91 (c, 1H), 7,02 (m,
4H), 7,25 (m, 6H), 7,36 (1, J=8,46I'y, 1H), 7,54 (g,
J=2,02l'y, 1H), 7,93 (g, J=8,84I'uy, 2H), m/z (M-) 737.

Cragia 4: MNpomixHy cnonyky, Wwo sBnsie coboto
cknagHunm edip, rigponisyloTb y BIiANOBIAHOCTI [0
cTagii 8 npuknagy 1, ogepxytoun 3asHayeHy B 3aro-
noeky kucnoty 3 suxogom 100%. 'H amp (400MTw,
CDClI3) 6 m.g. 3,08 (m, 2H), 3,15 (m, 2H), 3,21 (T,
J=6,69Iy, 2H), 3,64 (c, 6H), 4,20 (1, J=6,57T"u, 2H),
5,44 (m, 1H), 6,42 (g, J=8,84T'u, 1H), 6,53 (g,
J=8,59ry, 2H), 6,79 (na, J=8,84, 2,02I'y, 1H), 6,83
(m, J=8,84I'y, 2H), 6,91 (c, 1H), 7,02 (m, 4H), 7,25 (m,
6H), 7,36 (1, J=8,46I'y, 1H), 7,54 (n, J=2,02I'y, 1H),
7,98 (o, J=8,84l'y, 2H). MC Bucokoro po3pi3HeHHs
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o6uncn. ans [C4oH37CIN,O7S+H] 725,20729, 3Hange-
HOo 719,27028.

Mpuknag 275: 4-{3-[1-6eHarigpun-5-xnop-2-(2-
{[(2,6-anmeToKkcudpeHin)cynbgoHinjamiHo}etnn)-1H-
iHgon-3-in]nponin} 6eH3oiHa kucnoTta

Cragia 1: 0o wmetun 4-{2-[2-(2-amiHoeTun)-1-
©eHarigpun-5-xnop-1H-ingon-3-injnponin}6eHsoaty
JoaarTb 2,6-aMmeTokcnbeHsoncynbgoHinxnopug
(npuvknag 270, ctagisa 1) npouepypoto npuknagy 1,
cTagia 7, ogepxytoun npoaykt i3 Buxogom 80%. 'H-
AMP (400Ml'y, CDCl3) & m.a. 'H amP (400MTIu,
CDCl3) 8 m.4. 1,94 (m, 2H), 2,72 (m, 4H), 3,01 (m, 4H),
3,59 (c, 6H), 3,91 (c, 3H), 5,37 (m, 1H), 6,37 (g,
J=8,84I'y, 1H), 6,53 (g, J=8,59I'y, 2H), 6,76 (oa,
J=8,97, 2,15y, 1H), 6,84 (c, 1H), 6,98 (m, 4H), 7,21
(@, J=8,34l"y, 2H), 7,26 (m, 6H), 7,38 (M, 2H), 7,94 (A,
J=8,34I"uy, 2H), m/z (M+) 737.

Cragia 2: MNpomixHy cnomnyky, Wwo sBnsie coboto
cKkrnagHun edip, rigponi3ytloTb y BIiAMOBIAHOCTI A0
ctagil 8 npuknagy 1, ogepXyrouu 3asHayeHy B 3aro-
NOBKYy Kucnoty 3 Buxogom 91%. 'H amp (400MTIw,
CDCl3) & m.a. 1,95 (m, 2H), 2,74 (v, 4H), 3,02 (m, 4H),
3,60 (c, 6H), 5,41 (c, 1H), 6,37 (o, J=8,84Iu, 1H),
6,53 (o, J=8,59Iu, 2H), 6,76 (oo, J=8,84, 2,27Ty,
1H), 6,84 (c, 1H), 6,99 (m, 4H), 7,25 (m, 8H), 7,37 (T,
J=8,46lu, 1H), 7,40 (g, J=2,02l'u, 1H), 7,99 (g,
J=8,34I'y, 2H). MC BwucoKoro po3pi3HEeHHA oG4mcr.
ana [C41H39C|N2068+H] 723,22902, 3Ha|7|,quo
723,22893.

Mpuknag 276: 4-{2-[1-6eH3rigpun-5-HiTpo-2-(3-
deHinmeTaHcynbdoHinnponin)-1H-iHaon-3-inleTokcu}
©6eH30liHa kucnoTa

Cragia 1: 4-HitpoaniniH (1,0ekB.) gogatoTb y cy-
miw Bogu (0,8M) i koHueHTposaHoi HCI (10,8M). Oo
cymiwi 4:1 Bogu i koHueHTpoBaHoi HCI (1,3M) noga-
10Tb MOHOXIOpuA, 1oy (1ekB.) i oxomomxyloTb OO0
0°C. Po3uuH ICI pogatoTb 0O pO34MHY aHiniHy i peak-
LifHY CyMmilW 3anuiatoTb Npy KiIMHATHIA TemnepaTypi
npotarom 20 roguH. PeakuinHy cymiwl inbTpyoThb,
OLlepXXylouM MoaoBaHWMA NPOAYKT Yy BUrMa4i TBepaoi
XoBTOI peyvoBuHun 3 Buxogom 97,3%. 'H ampP
(300MIu, OMCO-Dg) & m.g. 6,75 (g, J=9,07T"y, 1H),
7,98 (om, J=9,07, 2,47Tu, 1H), 8,40 (n, J=2,47Tu,
1H), MS m/z 263 (M-H).

Cragist 2. 2-Moa-4-HiTpoaHinin (1eks.) i 6eHaria-
pun6powmig (1,3ekB.) gopatTe y anxnopetad (0,8M).
Hopatotb giisonponinetnnamid (1,1ekB.) i peakuinHy
cymiw HarpiBatoTb npu 50°C npotsrom 20 roguH. Pe-
akuinHy cymiw oxonogxxytoTb i npomusatoTe 1H HCI,
cywaTb NaxSOg i KOHUEHTPYIOTb. OUNLLEHHS 3 BUKO-
puctaHHam dnew-xpomatorpadii (10% eTunauertaty
B rekcaHax) Ja€ ankinoBaHui NPOAYKT i3 BMXOOOM
81%. H SAMP (400Mly, CDCl3) 6 m.go. 5,56 (g,
J=4,80l'u, 1H), 5,67 (g, J=5,05I'u, 1H), 6,36 (g,
J=9,10l"u, 1H), 7,32 (m, 6H), 7,38 (m, 4H), 7,99 (aa,
J=9,09, 2,53y, 1H) 8,61 (g, J=2,53I"4, 1H).

Cragia 3. Y kpyrnmogoHHy komnby, WO MiCTUTb
10mn OM®A, wo 6yB gerasoBaHWin aproHoMm, Aona-
10Tb  GeH3rigpun-(4-HiTpo-2-ioadeHin)amin - (1eks.),
MeTunoBun eqip 4-(6-rigpokcurekc-3-mHinokcn) 6ex-
3omHoi kucnotwn (1,5eks.), LiCl (1eks.), KOAc (5ekB.) i
auetat nanagito (II) (0,04eks.). PeakuiiHy cymiw Ha-
rpiatotb npyu 100°C npotarom 7,5 roguH. lMoTim ii
OXONOKYHOTb, PO30aBNAlTbL eTunaleTaTtom, NpoMu-
BalOTb BOAOK i HACUYEHVMM PO3YMHOM COfli, CyllaTb
Hag NapSO, i KOHUEHTpYHTb, OfepXykun TBepay
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KOpUYHEBY PEYOBUHY. OuneHHs dnew-
xpomartorpadieto gae ABa MpoaykTu, MeTUnoBuin
edip  4-{2-[1-6eHsrigpun-5-HiTpo-2-(2-rigpokcieTnn)-
1H-ingon-3-inJeTokcn}6eH30MHOT KMCNoTK | GaxkaHui
metunoBun  edip  4-{2-[1-6eHarigpunn-5-HiTpo-3-(2-
rigpokcieTnn)-1H-iHgon-2-in]JeTokcn}6eH30MHOT  Knc-
noTtu 3 3aranbHuM Buxodom 71%. MpoayKkTn He Mox-
Ha po3ainuTn cnew-xpomaTorpadieto i obuagsa Bu-
KOPUCTOBYIOTLCA Ha HaCTynHin cTagii. 'H oaump
(400Mlu, CDCls) & m.g. 1,66 (1, J=5,56I"y, 1H), 1,80
(T, J=5,18l'u, 1H), 3,14 (m, 4H), 3,35 (M, 4H), 3,81 (m,
2H), 3,87 (m, J=1,52I"y, 6H), 3,97 (kB., J=6,32I"L, 2H),
4,10 (1, J=6,82I"y, 2H), 4,31 (7, J=6,19'y, 2H), 6,58
(a, J=4,04Tu, 1H), 6,60 (g, J=4,04I'y, 1H), 6,67 (4,
J=9,10l"u, 2H), 6,89 (g, J=8,84I'y, 2H), 7,10 (m, 9H),
7,20 (c, 1H), 7,32 (m, 12H), 7,75 (m, 2H), 7,90 (a,.
J=8,84I'y, 2H), 7,95 (g, J=9,09I'u, 2H), 8,52 (g,
J=2,27Tu, 1H), 8,59 (g, J=2,27Ty, 1H).

Crapgia 4. Perioisomepu (1,0ekB.) 3 nonepeaHboi
ctagii nepeHocatb y TI®d. [dopatoTb TpueTunamiH
(1,2ekB.) i meTaHcynbdoHinxnopug (1,2exB.). Peak-
LiNMHY CyMilWl nepeMiyoTb, MOKU He BUTpPaTUTLbCA
BUXigHa pevoBuHa, o koHTpontooTe TLWX. Peakuin-
Hy CyMmiw po36aBnsalTbL OAUXIIOPMETAHOM i NpoMuBa-
I0Tb BOAOK i HACMYEHMM PO34YnHOM cori. Cymiw cy-
watb Hag NaxSOs i koHueHTpyloTb. Peakuia pae
HenogintoBaHy cymiw i3omepis 3 Buxogom 100%. H
AMP (400Ml'y, CDCl3) & m.a. 2,81 (c, 3H), 2,90 (c,
3H), 3,35 (m, 8H), 3,87 (m, J=1,52I'y, 6H), 4,07 (T,
J=6,19I'y, 2H), 4,14 (1, J=7,20l'y, 2H), 4,30 (T,
J=6,06"y, 2H), 4,49 (1, J=6,69I'y, 2H), 6,62 (g,
J=6,57T'y, 1H), 6,65 (g, J=6,57Tu, 1H), 6,69 (4,
J=8,84lu, 2H), 6,88 (g, J=9,09I'y, 2H), 7,02 (c, 1H),
7,10 (pm, J=7,71, 4,67Tu, 8H), 7,23 (c, 1H), 7,34 (m,
12H), 7,79 (m, 2H), 7,91 (g, J=8,84I'y, 2H), 7,96 (g,
J=8,84I'y, 2H), 8,49 (g, J=2,27Tu, 1H), 8,62 (g,
J=2,02Iu, 1H).

Cragia 5. Cymiw HeouulleHUx me3unaTtis 3 no-
nepefHboi ctagii (1ekB.) i asugy Hatpilo (2,2ekB.)
neperHocatb y AMCO (0,05M). PeakuinHy cymiw ne-
peMilyioTb NpW KIMHATHIN TeMnepaTypi 40 3HUKHEHHS
BUXIOHOI PEeYOBMHK, WO KOHTpontowTb TLUX. Peak-
LiNHY cymil po3baBnsioTb eTunaueraTtom, NnpoMmBa-
H0Tb BOZOM i HACMYEHMM PO3YMHOM COfi, CylaTb Haz
NazSO4 i KOHUEHTPYIOTb, OAEPXKYlo4M baxkaHi asuam 3
KinbKicHUM Brxogom. *H AMP (400MTlu, CDCls) & m.4.
3,12 (m, 4H), 3,33 (m, 6H), 3,64 (1, J=6,82I'y, 2H),
3,88 (v, J=1,52I'y, 6H), 4,05 (1, J=6,32I'y, 2H), 4,29
(T, J=6,19I"uy, 2H), 6,65 (m, 4H), 6,87 (g, J=8,84Iy,
2H), 7,02 (c, 1H), 7,10 (m, 8H), 7,21 (c, 1H), 7,34 (m,
12H), 7,78 (m, 2H), 7,91 (g, J=8,84Iu, 2H), 7,96 (g,
J=8,84I'y, 2H), 8,49 (m, J=2,27Tu, 1H), 8,61 (4,
J=2,27Tu, 1H).

Crapgia 6. Cymiw HenopinoBaHWX asuiis
(1,0ekB.) 3i cragii 5 i TpudeHindocaoiHy (1,1eks.)
nepeHocAaTb y TI® i nepemiwyioTb Npu KiMHATHIN
Temnepartypi A0 3HUKHEHHSA BUXIQHOI pe4YOBUHK, Oofe-
pXyloun nNpoaykT i3 Ginbw Bucokum Rf 3a gaHumn
TWX. Oo peakuinHoi cymiwi aogatoTs 1mn Boam i ii
NPOOOBXYITb MepeMillyBaTtv Npu KiMHaTHIM Temne-
patypi, nokn TLWX He nokaxke 3HUKHEHHS MPOMIKHOI
crnonykun 3 Binbw BucokuMm Rf. TP BupansioTh y Ba-
KyyMi W OoTpumaHy B pesynbTaTi TBEepAy PeyvoBUHY
nepeHocsATb B eTunauetaTt, NpoMMUBalOTb BOAOH i
HacuU4yeHUM po3ynHoM coni, cywaTb Hag NaSOs i
KOHUEHTpYTb. OuunwieHHs dneww-xpomaTtorpadieto
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Jae 3aranbHUi BUXiO BIAHOBMEHWMX MNPOAYKTIB, LLO
popisHioe 43%. Perioizomepy po3ginsaioTb, BUKOpUC-
TOBYHOUM hriewws-xpomaTtorpadito (rpagieHT entoBaH-
Ha Big 0,25% wmeTtaHony B auxnopmetaHi go 10%
MeTaHony B guxnopmeTtaHi). Perioizomepu ineHTUdi-
kytoTb AMP i 6axaHy cnonyky, metunosun edip 4-{2-
[2-(2-amiHoeTun)-1-6eHarigpun-5-HiTpo-1H-iHaon-3-
inJeTokcn}6eH30MHOI kMCnoTu, BigbupalTe ANs Ha-
CTYMHOI cTagii. H ampP (400Mrlu, CDCI3) 6 m.a. 3,30
(m, 6H), 3,88 (c, 3H), 4,27 (1, J=6,57T"u, 2H), 6,56 (g,
J=9,35I'y, 1H), 6,88 (@, J=9,10ly, 2H), 7,10 (og,
J=6,44, 2,65I'u, 4H), 7,32 (m, 7H), 7,72 (ag, J=9,09,
227Tu, 1H), 7,95 (o, J=8,84lu, 2H), 8,60 (a,
J=2,27Ty, 1H). MC m/z 550 (M+).

Cragia 7: [Jo metunoBsoro edipy 4-{2-[2-(2-
amiHoeTun)-1-6eHsrigpun-5-Hitpo-1H-iHgon-3-
in]eTokcn}6eH30MHOT KWUCNOTU [oAalTb o-
TONyoncynbOHINXNopua npoueaypot npuknagy 1,
cTagia 7, ofepXyun NpoaykT i3 Buxogom 61%. H
AMP (400Mlu, CDCl3) 8 m.g. 2,89 (M, 2H) 3,09 (m,
2H), 3,25 (T, J=6,06Iu, 2H), 3,88 (c, 3H), 4,09 (c, 2H),
4,15 (m, 1H), 4,25 (1, J=6,06I'y, 2H), 6,61 (g,
J=9,35I'y, 1H), 6,84 (m, J=8,84I'u, 2H), 6,97 (c, 1H),
7,07 (m, 4H),7,20 (v, J=8,08, 1,52y, 2H), 7,32 (m,
9H), 7,77 (mop, J=9,10, 2,27Tu, 1H), 7,95 (A,
J=9,10l"u, 2H), 8,59 (a, J=2,27T'y, 1H). MC m/z 703
(M-H).

Cragia 8: MNMpomikHy crnonyky, Wo sBnAsie coboro
cKkrnagHun edip, rigponi3ytloTb y BiAMOBIAHOCTI A0
ctagil 8 npuknagy 1, ogepxyrouu 3asHayeHy B 3aro-
NOBKY KMCNOTY 3 BMX0OOM 75%. 'H amp (400MTw,
CDCl3) 8 m.g. 2,90 (m, 2H), 3,10 (m, 2H), 3,26 (T,
J=6,06I'y, 2H), 4,10 (c, 2H), 4,26 (1, J=6,06IL, 2H),
4,37 (1, J=6,19I'y, 1H), 6,61 (g, J=9,35Iy, 1H), 6,85
(@, J=9,09I'y, 2H), 6,97 (c, 1H), 7,07 (m, 4H), 7,20 (m,
2H), 7,32 (m, 9H), 7,76 (na, J=9,10, 2,27Tu, 1H), 7,97
(o, J=8,84Iu, 2H), 8,58 (g, J=2,27T'y, 1H). MC Buco-
KOro po3spisHeHHss obumcn. ana  CsgH3sN3O;S
689,2196, 3HanaeHo (EPU+) 690,22581.

Mpuknag 277: 4-{2-[1-6eHarigpun-5-xnop-2-{2-
[{2-(2-xnop-1-
meTuneTun)beHson}cynbdoHrin)amiHoletnn}-1H-
ingon-3-injnponin} 6eH3oHa kucnota

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun}-1-
©eHarigpun-5-xnop-1H-ingon-3-injnponin}6eHsoaTy
(ctagia 6, npuknag 42) popawTb 2-(2-xnop-1-
MeTuneTun)beH3oncynboHINXnopua  nNpoueaypoto
npuknagy 1, ctagia 1, ogepXxyun NPoayKT i3 BUXO-
aom 65%.

Cragis 2: MNpomixHy cnonyky, o sBnsie coboto
ckrnagHun edip, rigponisyloTb y BiANOBIOHOCTI A0
cTagii 8 npuknagy 1, ogepxytoun 3asHayeHy B 3aro-
noBky kucnoty 3 Buxogom 100%. MC Bucokoro pospi-
3HeHHs1 0bumcn. ans [Ca2H40CloN204S+H] 739,21586,
3HangeHo 739,21611.

Mpuknag 278: 4-[2-(1-6eHnsrigpun-2-{2-[(2-(2-
xnop-1-meTtunetun)6eHson)amiHoleTnn}-5-xnop-1H-
iHoon-3-in)eTokcu] 6eH3olHa k1cnoTa

Cragia 1: Oany cnonyky ofepxylTb 3 meTun 4-
{2-[2-(2-amiHoeTun)-1-6eHarigpun-5-xnop-1H-iHgon-
3-inJeTokcn}beHsoaty (ctagia 6, npuknag 1) i 2-(2-
xnop-1-meTnneTnn)6eH3oncynbgoHinxnopmugy  npo-
uenypoto npuknagy 1, cragis 7 3 suxogom 61%.

Cragia 2: MNpomixHy cnomnyky, Wwo sBnsie coboto
cknagHun edip, rigponisyloTb y BignoBigHOCTI A0
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ctagii 8 npuknagy 1, ogepXyrouM 3asHayeHy B 3aro-
nosky kucnoty 3 Buxogom 90%. m/z (M-1)=739,3.

Mpuknag 279: 4-{2-[1-6eHasrigpun-5-xnop-2-(2-
{[(2,6-pumeTun6eH3nn)cynbdoHin]amiHo}etun)-1H-
iHoon-3-injeTokcu}6eH3oHa kucnota

Cragia 1: OaHy cnonyky ofepXyTb 3 MeTun 4-
{2-[2-(2-amiHoeTunn)-1-6eH3rigpun-5-xnop-1H-iHgon-
3-inJeTokcu}beHsoaty (ctagis 6, npuknag 1) i 2,6-
AVMEeTUNOeH3MncynbOHINXNnopuay npoueaypoto
npuknagy 1, cragia 7 3 Buxogom 45%.

Cragia 2: MNpomixHy cnonyky, o sBnsie cobot
cknagHum edip, rigponisylotb y BIANOBIAHOCTI A0
cTagii 8 npuknagy 1, ogoepxyroun 3asHayeHy B 3aro-
NOBKy kncnoty 3 Buxogom 88%. m/z (M-1)=738,2.

Mpuknag 280: 4-[3-(1-6eHsrigpun-5-xnop-2-{2-
[(umknonponincynbdoHin)amiHoleTun}-1H-iHgon-3-
in)nponin]6eHsonHa KucrnoTa

Cragia 1: JaHy crnonyky oaepxyloTb 3 MeTun 4-
{2-[2-(2-amiHoeTUN)-1-6eH3rigpun-5-xnop-1H-iHgon-
3-inJeTokcu}beHsoaty (ctapia 6, npuknag 1) i umkno-
nponaHcynb@OHINXxnopuay npoueaypoto npuknagy 1,
cTagia 7 3 BuxogomM 83%.

Cragia 2: MNMpomikHy cronyky, Wo sBnAsie coboto
cKknagHum edip, rigponisytloTe y BigNoBigHOCTI A0
ctagii 8 npuknagy 1, ogepxyrouu 3asHayeHy B 3aro-
nosky kucnoty 3 Buxogom 80%. MC Bucokoro pospis-
HeHHa obuucn. ana CssHssCINO4S 626,2006, 3Han-
AeHo (EPU+) 627,20734.

Mpuknag 281: 4-{3-[1-6eHsrigpun-5-xnop-2-(2-
{[(2-deHineTnn)cynbdoHin] amiHo}etun)-1H-iHgon-3-
in]nponin} 6eH3onHa kucnota

Cragia 1: Oo wmetun 4-{2-[2-(2-amiHoeTun)-1-
6eHasrigpun-5-xnop-1H-iHgon-3-injnponin}beH3oaty
(cTapia 6, npuknaa 42) gogaoTb peHinetaHcynbgo-
Hinxnopua [oAepXyoTb, BiANOBIAHO A0 npoueaypu
J.Org.Chem. 1984, 49, 5124-5131] npouenypoto npu-
knagy 1, ctagia 7, ogepXyr4n MpoAyKT i3 BMXOOOM
77%.

Cragia 2: MNMpomikHy crnonyky, Wo sBMAsie coboto
cknagHum edpip, rigponisyloTb y BignoBigHOCTI A0
ctagii 8 npuknagy 1, ogepxyrodu 3a3HayeHy B 3aro-
noBKy kucnoty 3 Buxogom 82%. MC Bucokoro pospis-
HeHHa obuucn. ana Cs1H39CIN2O4S 690,2313, 3Hau-
aeHo (EPU+) 691,2383.

Mpuknag 282: 4-{2-[1-6eHsrigpun-5-xnop-2-(2-
{[(2-deHineTnn)cynbdoHrin]amiHo}etun)-1H-iHgon-3-
inJeTokcn}beH3orHa knucnoTa

Cragia 1: JaHy cnonyky O4epXytoTb 3 MeTun 4-
{2-[2-(2-amiHoeTUN)-1-6eH3rigpun-5-xnop-1H-iHgon-
3-inJeTokcu}beHsoaty (ctapis 6, npuknag 1) i deHi-
netaHcynb@OHINxnopuay npoueaypor npuknagy 1,
cTtagia 7 3 Buxogom 81 %.

Crapgia 2: MNpomixHy cnomnyky, o sBnse coboto
cknagHum edip, rigponisyloTb y BIiANOBIAHOCTI A0
cTagii 8 npuknagy 1, ogepxyroum 3asHayeHy B 3aro-
NOBKy kucnoty 3 BuxogomM 85%. MC Bucokoro pospis-
HeHHa obuumcn. ana CsoH37CIN2OsS 692,2115, 3Han-
aeHo (EPN+) 693,2185.

Mpuknag 283: 2-{2-[1-6eHsrigpun-5-xnop-2-(2-
deHinmeTaHcynbgoHinamiHoetun)-1H-iHaon-3-
inJeTokecn} 6eH3oMHa kncnoTa

Cragia 1: Heounwenun 2-{1-GeHarigpnn-2-[2-
(TpeT-OyTunamdeHincunaninoken)etnn]-5-xnop-1H-
iHoon-3-injetaHon 3i ctagii 6 npuknagy 143 obpob-
NATb MeTUNoBMM edipoM 3-riapokcnbeH30MHOT Knc-
notu npoueaypoto npuknagy 143, ctagia 8, ogepxy-
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toun 6axkaHun metunosun eqip 3-(2-{1-6eHsrigpunn-2-
[2-(TpeT-6yTUnaundeHincnnaxinokcu)etnn]-5-xnop-
1H-iHgon-3-in}eTokcn)0eH30MHOT KUCNOTK 3 BUXOAOM
85%.

Cragisa 2: Cnonyky 3i 3HATUM 3aXMCTOM OfEpPXY-
I0Tb NMPOLIeAYPOIo, OnMcaHow B npuknagi 143, cragis
9. Heoumnwwennit metunosui edip 3-{2-[1-6eHsrigpun-
5-xnop-2-(2-rigpokcietun)-1H-iHgon-3-
inJeTokcun}6eH30MHOI KMCnoTn GesnocepeaHbO BUKO-
pUCTOBYIOTb Ha HacCTynHi crapii 6e3 goaaTkoBOro
OYMLLIEHHS.

Cragia  3-5: Metunosun  eddip  3-{2-[2-(2-
amiHoeTun)-1-6eHsrigpun-5-xnop-1H-iHaon-3-
in]eToKCN}6EeH30MHOT KUCMOTU OAEPXYHThb npoueay-
poto, onncaHoto B npuknagi 147, ctagii 3-7 3 BUXo4oM
57% (3a 3 cragii).

Cragia 6: Oo metunoBsoro edipy 3-{2-[2-(2-
amiHoeTun)-1-6eH3rigpun-5-xnop-1H-iHaon-3-
inJeTokcun}6eH3omHoT KUCNOTU JonarTb o-
TonyoncynbdOHINxnopug npouenypot npuknagy 1,
cTagis 7, oaepxyum npoaykr i3 Buxonom 73%.

Crapgia 7: MNpomikHy cnonyky, o sBnsie coboto
cknagHun edip, rigponi3ytloTb y BiANOBIQHOCTI A0
cragii 8 npuknagy 1, ogepXyroum 3asHayeHy B 3aro-
noBky kucnoty 3 BuxogomM 88%. MC Bucokoro pospis-
HeHHa obumcn. ansa [CsgH3sCIN2OsS+H] 679,2028,
3HangeHo 679,2029.

Mpuknag 284: 2-(2-{1-6eH3rigpwn-5-xnop-2-[2-
(3,4-guxnopdeHinmeTaH-cynbgoHinamiHo)etun]-1H-
ingon-3-injetoken} 6eH3orHa knucnoTa

Cragia 1: [Jo wmetunosoro edipy 3-{2-[2-(2-
amiHoeTun)-1-6eHsrigpun-5-xnop-1H-iHgon-3-
inJeTokcn}6eH30MHOT  Kncnotn (ctagia 5, npuknag
283) [ofaarTb 3,4-
anxnopdeHrinMeTaHcynb@OoHInxnopug npoueayporo
npuknagy 1, ctagisa 7, ogepxyum NpoaykT i3 BUXO-
aom 84%.

Cragia 2: MNpomixHy cnomnyky, o aBnsie coboto
ckrnagHun edip, rigponisyloTb y BiAMOBIOHOCTI A0
ctagii 8 npuknagy 1, o4epXyruM 3asHayeHy B 3aro-
NOBKY Kncrnoty 3 Buxogom 91%. MC Bucokoro po3spis-
HeHHs1 obumncn. ans [CsoH33CIsN2.OsS+H] 747,12486,
3HangeHo 747,12423.

Mpuknag 285: 3-{2-[1-GeHasrigpun-5-xnop-2-(2-
deHinmeTaHcynbdoHinamiHoeTun)-1H-iHaon-3-
inJeTokcun}beH3onHa knucnota

Cragia 1: Heouvwenun 2-{1-6GeHasrigpnn-2-[2-
(TpeT-0yTunamdeHincunaxinoken)etnn]-5-xnop-1H-
iHoon-3-injetaHon 3i ctagii 6, npuknagy 143 06po6-
NATb METUNOBUM eddipoM 2-TiAPOKCUBEH30MHOT KnC-
notu npoueaypoto npuknagy 143, ctagia 8, ogepxy-
toumn GaxkaHui metTunosui egip 2-(2-{1-6eHarigpnn-2-
[2-(TpeT-6yTunaudeHincnnaninokcu)etnn]-5-xnop-
1H-iHgon-3-in}eTokcn)beH30MHOT KUCNOTU 3 BUXOAOM
60%.

Cragia 2: Cnonyky 3i 3HATUM 3aXUCTOM OOEPXKY-
I0Tb NMPOLIeAYPOIo, ONMcaHow B npuknagi 143, crtagis
9. Heoumnwwennii metunosuii edip 2-{2-[1-6eHsrigpun-
5-xnop-2-(2-rigpokcieTnn)- 1H-iHOon-3-
inJeTokcun}6eH30MHOI KMCnoTn Ge3nocepeaHbO BUKO-
pPUCTOBYIOTb Ha HacCTynHi crapii 6e3 [oaaTKoBOro
OYMLLIEHHS.

Cragia  3-5: Metunosun  edip  2-{2-[2-(2-
amiHoeTun)-1-6eHsrigpun-5-xnop-1H-iHgon-3-
in]eToKcn}6EeH30MHOT KUCMOTU OAEPXyHTb Mpoueay-
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poto, onucaHoto B npuknagi 147, ctagii 3-7 3 BUXoaom
60% (3a 3 cragii).

Cragia 6: Oo metunosoro edipy 2-{2-[2-(2-
amiHoeTun)-1-6eH3rigpun-5-xnop-1H-iHgon-3-
inletokc}  GeH30MHOI  KMCMOTM  gojawTb  a-
TONyoncynbMOHINXnopua npoueaypot npuknagy 1,
cTagia 7, ogepxytoun npoaykr i3 Buxogom 90%.

Cragia 7: MNMpomikHy crnonyky, Wo sBnAsie coboto
ckrnagHun edip, rigponisytloTb y BiAMOBIAHOCTI A0
ctagii 8 npuknagy 1, ogepxyrouu 3asHayeHy B 3aro-
nosky kucnoty 3 Buxogom 90%. MC Bucokoro pospis-
HeHHs1 obumcn. ansa [CsgH3sCIN,OsS+H] 679,2028,
3HanaeHo 679,20358.

Mpuknag 286: 3-(2-{1-6eH3rigpun-5-xnop-2-[2-
(3,4-onxnopdeHrinmeTaH-cynbdoHinamiHo)etnn]-1H-
ingon-3-injetokcn) 6eH30MHa KMcnoTa

Cragisa 1: Oo metunoBsoro edipy 2-{2-[2-(2-
amiHoeTun)-1-6eHarigpun-5-xnop-1H-iHgon-3-
inJeTokcn}6eH3onHOi  kucnoTn (ctagia 5, npuknag
281) [oaarTb 3,4-
anxnopdeHrinMeTaHcynb@OHinxnopug npoueayporo
npuknagy 1, ctapia 7, ogepXyro4un NPOAYKT i3 BUXO-
noom 84%.

Cragia 2: MNMpomikHy cronyky, Wo sBnAsie coboto
cknagHun edip, rigponisyloTb y BIiAMOBIAHOCTI OO
ctagii 8 npuknagy 1, ogepxyloun 3asHavyeHy B 3aro-
noBKy kucnoty 3 Buxogom 89%. MC B1cokoro pospis-
HeHHs1 obumncn. ansa [CsoH33CIsN,OsS+H] 747,12486,
3HangeHo 747,12457.

Mpuknag 287: 4-[2-(1-6eHsrigpun-5-xnop-2-{2-
[({[(2,4-pnxnopdeHin) cynbda-
Hin]meTtun}cynbdoHin)amiHoletun}-1H-ingon-3-
in)eTokcu]6eH30Ha KncnoTa

Cragisa 1: Qo meTtun 4-{2-[1-6eHarigpnn-5-xnop-2-
(2-xnopmeTtaHcynbdoHinamiHoetun)-1H-ingon-3-
inJeTokcun}beHsoaty, npuknag 81, cragia 1, gogawTb
2,4-nuxnopTiopeHon npoueaypoto npuknagy 81,
cragia 2. HeouvweHy peqyoBrHy ouuLLaTb npenapa-
TuBHoto BEPX i3 Buxogom 50%.

Cragia 2: MNMpomikHy crnonyky, Wo sBnAsie coboto
cknagHum edpip, rigponisyloTb y BignNoBigHOCTI A0
ctagii 8 npuknagy 1, ogepxyrouu 3asHayeHy B 3aro-
nosky kucnoty 3 suxogom 100%. m/z (M-1) 776,92.

Mpuknag 288: 4-[2-(1-6eHsrigpun-5-xnop-2-{2-
[{[(2,4-andbTOpPdEHIN)TIO] me-
Tun}cynboHin)amiHoletnn}-1H-ingon-3-in)eTokcu]
©6eH3orHa kncnorta

Cragia 1: Jo meTtun 4-{2-[1-6eHsrigpnn-5-xnop-2-
(2-xnopmeTtaHcynbdoHinamiHoetun)-1H-ingon-3-
inleTokcn}beHsoaTty, npuknag 81, cragia 1, nogawTb
2,4-gudpTopTiodheHon npouedyporo  npuknagy 81,
cTagia 2. HeouvweHy pevyoBrHY ouuLLa0Tb nNpenapa-
TnBHoto BEPX i3 Buxogom 27%.

Cragia 2: MNpomixHy cnonyky, Wwo sBnsie cobot
cknagHum edip, rigponisyloTb y BIiANOBIAHOCTI A0
cTagii 8 npuknagy 1, ogepxytoumn 3asHayeHy B 3aro-
noeky kucnoty 3 Buxogom 100%. m/z (M-1) 744,97.

Mpuknag 289: 4-[2-(1-6eHsrigpun-5-xnop-2-{2-
[([(3,4-pnxnopdeHin) cynbdi-
Hin]meTun}cynbdoHin)amiHoletnn}-1H-inoon-3-
in)eTokcn]6eH30MHa k1cnoTa

Cragia 1: Metun 4-[2-(1-6eH3rigpun-5-xnop-2-{2-
[({[(3.4-
anxnopdeHin)tiolmetun}cynbgoHin)amiHoletmun}-1H-
iHoon-3-in)eTokcu]6eHsoaT (cTtagis 1 npuknagy 219) y
Tro okmcnstte MCPBA (1,1ekB.). HeounwweHy peyo-
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BUHY oynaTb KOITOHKOBOIO dbnew-
XpomaTtorpadieto 3 BUKOpUCTaHHsAM cyMiwi  30%
EtOAc/rekcaH 3 Buxoaom 42%.

Cragis 2: MNpomixHy crnonyky, Lo siBnsie coboto
cknagHun edip, rigponi3ytoTb y BigNoBigHOCTI A0
cragii 8 npuknagy 1, ogepXyroun 3asHayeHy B 3aro-
NOBKY KMcnoTy 3 Buxoaom 93%. m/z (M-l) 795,14.

Mpuknag 290: 4-{2-[1-6eHsrigpnn-5-xnop-2-(2-
{[(2-rinpokcudeHin)cynbgoHnin]amiHo}etnn)-1H-
iHoon-3-inJeTokcu} 6eH3olHa k1ucnoTa

Cragisa 1: lgpytoTb 4-[2-(1-6eH3rigpun-5-xnop-2-
{2-[2-(2-meTunneHTa-2,4-
AierHinokcm)beHsoncynbgoHinamiHoletnn}-1H-ingon-
3-in)etokcn]beHsonHy kmucnoty (0,55r, 0,70mmonb)
(ctagia 1, npuknag 183) i 10% Pd/C (55mr) y MeOH
(30mn) i EtOH (20mn). OTpumaHy B pesynbTaTi Cymill
DINbTPYOTL Yepe3 LEeniT i KOHUEHTPYTb. 3anuLiok
nigaaroTe Xpomatorpadii 3 BUKOPUCTAHHAM CyMiLLi
35-40% EtOAc/rekcaH, ogepxytoun 6axaHuin npoaykT
(0,50r, 95%).

Cragia 2: MNpomikHy cnomnyky, o ABnsie coboto
cknagHum edip, rigponisyloTb y BIiAMOBIAHOCTI A0
cragii 8 npuknagy 1, ogepXyroun 3asHayeHy B 3aro-
noskKy kucnoty 3 Buxogom 90%. MC Bucokoro pospis-
HeHHsa obuumcn. ana CsgHs3CIN2OgS 680,1748, 3Hain-
aeHo (EPN+) 681,18118.

Mpuknag 291: N-{2-[1-6eH3rigpun-5-xnop-3-(2-{4-
[(2)-(2,4-piokco-1,3-TiasonignH-5-
inineH)meTun]deHokeuteTnn)-1H-iHgon-2-injetun}-1-
(3,4-onxnopdeHin)vetaHcynbgoHamig

Cragis 1: 2-{1-6eHarigpunn-2-[2-(TpeT-
6yTungndeHincunaxinokeun)etun]-5-xnop-1H-iHgon-
3-injetaHon (ctagia 6, npuknaa 142) 3'egHytoTb 3 4-
rinpokcubeHsanbaerigoMm npu ymoBax, OMUCaHUX Yy
npuknagi 189, cragia 1, ogepxywoun 4-(2-{1-
GeHarigpun-2-[2-(TpeT-
6yTungndenincunaxinoken)etun]-5-xnop-1H-ingon-
3-injetokcn)bensanbaerig 3 Buxogom 70%.

Cragisa 2: 3HiMatoTb 3axXuCT i3 cuninbHoro edipy 3
nonepeaHboi CTagii, BiANOBIAHO A0 NpoLeaypu NpuK-
nany 143, cragia 9, ogepxytoun 4-{2-[1-6eHarigpwn-
5-xnop-2-(2-rigpokcietun)-1H-iHgon-3-
inJeTokcun}beHsanbaeria 3 Buxogom 90%.

Crtagia 3: CnupT i3 nonepeaHbOi cTadii akTuBY-
I0Tb MEPETBOPEHHAM B Me3unar, K ONUCYETbCHA B
cragii 10 npuknagy 143, ogepxytoum 6axaHun mesu-
nart, Wo BMKOPUCTOBYIOTb HA HacCTyMHiA cTtagii 6e3
OYNLLEHHS.

Cragisa 4: MesunaT 3 nonepeaHboi ctagii o6pob-
NATbL NpU ymMoBax, onucaHux y ctagii 11 npuknagy
143, ofepXyo4mn 4-{2-[2-(2-a3npoeTnn)-1-
6eHsrigpun-5-xnop-1H-iHgon-3-
inJeTokcn}6eHsanbaerig 3 sBuxogom 98% (3a OBi cTa-
aii).

Cragia 5: Cymiw  4-{2-[2-(2-asupgoeTun)-1-
OeHarigpun-5-xnop-1H-iHgon-3-injJeTokcn}  6eH3anb-
aerigy (1,29r, 2,41MMonb, 1,0ekB.), 2,4-
TiasoniguHaiony (0,41r, 3,13mmonb, 1,3ekB.) i nine-
puanHy (0,12mn, 1,21mmonb, 0,5ekB.) y EtOH
(125mMn) kMN'ATATb  3i 3BOPOTHMM  XONOAUNBHUKOM
npoTsarom Hodvi. EtOH BupgansoTe y Bakyymi. 3anuok
po3baensTe EtOAcC i npomuBaoTb BOOOW, MOTIM
HacU4eHUM po3dmHoM corli. OpraHiyHui Wwap cywaTb
Hag MgSO, i KOHUEHTPYHTb, | 3anuvWoK nigaalTb
xpomatorpadii, BukopuctoByoun cymiw 30-35%
EtOAc/rekcaH, ogepxywun 5-(4-{2-[2-(2-aznpgoeTun)-
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1-6eHnsrigpnn-5-xnop-1H-ingon-3-
inleTokcn}beHannuaeH)TiasonnanH-2,4-gioH  (1,33r,
87%).

Crapisa 6: [lo po3unHy npoaykTy 3i ctagii 5y Tro
(80mn) HeBenukumK nopuismu goaatoTs PhaP. Cymiw
nepeMiwyoTb npotsrom 1 gobu. JogaTs 3mMn BOAM i
nepeMilyoTb NpoTaAroM gogartkoBux 2 gi6. Biadinb-
TPOBYIOTb OTPUMaHY TBEPAY PEYOBUHY, LLO iAeHTUDI-
KytoTb PX/MC sk TpudpeHingocdiHiMiH BULWEeBKa3aHo-
ro asugy (60%).

Cragia 7: Imin (250mr, 0,29mmonb, 1,0ekB.) 3i
ctagii 6 i (3,4-guxnopdeHrin)MeTnncynbgOHINXnopua,
y cymiwi CH,Cl, (10mn) i HacuyeHoro NaHCO3 (5mn)
nepemMillyloTb NPOTAroM HOYi MPOLEAYPO MpuKnagy
1, cTagia 7, oaepXytoumn NpoaykT i3 BUXOAoM 7%. m/z
(M-1) 830,45.

Mpuknag 292: N-[2-(1-6eH3rigpun-5-xnop-3-{2-[4-
(2,4-piokcoTiazonianH-5-inineHmeTnn)deHokenleTnn}-
1H-ingon-2-in]eTnn}-2-meTnn6eH3oncynsdoHamig

Cragia 1: Cymiw TpudeHindocdiHimiHy (300mr,
0,35mmonb, 1,0eks.) 3i ctagii 6 npuknagy 287 i 2-
mMeTunbeHsoncynedoHinxnopugy B cymiwi CH,Cl,
(15mn) i HacuyeHoro NaHCOg3; (5mn) nepemiwyoTb
nNpoTAroM Houi npoueayporo npuknagy 1, cragia 7,
ogepxytoum npoaykt i3 BuxogoMm 3%. MC Bucokoro
po3piaHeHHss  obumcn. ana [Ca2H3sCIN3OsS-H]
760,1723, 3HangeHo 760,1728.

Mpuknag 293: 4-{3-[1-6eHsrigpun-5-xnop-2-(2-
{[(1-meTnn-1H-imigason-2-in)cynsdoHinjamiHo}eTnn)-
1H-ingon-3-in]nponin}6eHsonHa kucnoTa

Cragia 1: Oo wmetun 4-{3-[2-(2-amiHoeTun)-1-
6eHasrigpun-5-xnop-1H-iHgon-3-injnponin}beH3oaty
(ctapia 6, npuwknag 42) popawtb 1-metun-1H-
imigason-2-cynb@oHinxnopuag npoueaypoto npuknagy
1, cTagis 7, ogepxyoun npoaykT i3 Buxogom 70%.

Crapia 2: MNMpomixHy cnonyky, wo siensie coboro
cknagHunm edip, rigponisyloTb y BIiANOBIAHOCTI [0
cTagii 8 npuknagy 1, ogepxytoun 3asHayeHy B 3aro-
NOBKy kucnoty 3 BuxogomM 92%. MC Bucokoro pospis-
HeHHa obumcn. ansa [Cs7H3sCIN4O4S+H] 667,2141,
3HangeHo 667,2137.

Mpuknag 294: 4-{2-[1-6eHasrigpun-5-xnop-2-(2-
{[(1-meTnn-1H-imigason-2-in)cynedoHinlamiHo}eTnn)-
1H-ingon-3-inJeTokcn} 6eH301MHa kncnoTa

Crapia 1: OaHy cnonyky ofepxylTb 3 meTun 4-
{2-[2-(2-amiHoeTunn)-1-6eH3rigpun-5-xnop-1H-iHgon-
3-injeTokcu}beHsoaty (ctagia 6, npuknag 1) i 1-
MeTun-1H-imigason-2-cynbdoHinxnopugy npoueay-
poto npuknagy 1, cragia 7, ogepXyrouu NpoaykT i3
BUX0A0M 76%.

Crapgia 2: MNpomixHy cnonyky, Wwo sBnsie coboto
cknagHun edip, rigponisyloTb y BiANOBIAHOCTI A0
cTagii 8 npuknagy 1, ogepxytoun 3asHayeHy B 3aro-
NoBKy kucnoty 3 suxogom 87%. MC Bucokoro pospis-
HeHHa obuucn. gna [CssH33CIN4OsS+H] 669,1933
3HangeHo 669,1933.

Mpuknag  295:  4-{3-[1-6eHsrigpun-2-(2-{[(2-
xnopdeHin)cynbdoHinlamiHo}etnn)-1H-iHgon-3-
in]nponin} 6eH3oiHa kucnota

Cragis 1: Cymiw metun-4-nopbeHsoaty (5,3r,
20,2mmonb), aninosoro cnupty (1,78r, 30,3mMmons),
NaHCO; (4,24r, 50,5mmons), Pd(OAc), (0,14r,
0,60mmonb), (H-Bu)sNBr (6,55r, 20,2mmonb) i Mmone-
KynsipHux cut 4-A (4,1r) y 6essogHomy JMPA (69mn)
nepeMillyoTb NpK KiIMHaTHIN TemnepaTypi npoTarom 4
4i6. PeakuinHy cymiw dinbTpyloTb Yepes uenit, gi-
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nbTpaT BUNMBaKTbL Y Boay W ekcTparytoTb EtOAc.
OpraHiyHui Wwap NpoMMBaKTb HACUYEHNM PO3YMHOM
coni, cywaTb (NazSOs) i KOHUEHTPYIOTb Yy BaKyyMi.
dnew-xpomaTtorpadia (cvnikarenb, 10-20%
EtOAc/rekcann) gae 2,11r (85% no BigHoBRIOBaHI
BMXiOHI peyoBuHi) GaxaHoro meTtunosoro edipy 4-
(3-okconponin)6eH30MHOoi KUCroTn y BUrMsaai nNpo3o-
PO MacnsaHUCTOI PEYOBUHN.

Cragisa 2: Jo poauuHy 2-metun-1H-ingony (0,86,
5,2mMmonb) i MEeTUNoBOro egipy 4-(3-
okconponin)éeHsonHoi kucnotu (1,0r, 5,2mmons) B
metuneHxnopugi (50mn) popatote TPO (1,78,
15,6mMMonb), nicnsa 4oro nae AodaBaHHA TPUETUICU-
nany (1,81r, 15,6mmonb). PeakuinHy cymiw nepemi-
LWYOTb NPOTATOM HOYi, racsiTb HaCMYEHUM PO3YNHOM
NaHCOs3; (50mn) i opraHiyHMi Wwap NpoMyBalTb Ha-
cuyeHnm posdnHom NaHCOs, Bogot, HacuyeHum
po3umHoM conu i cywatb (NazSO,). PO34UMHHUK BU-
4ansoTb NPpY 3HWKEHOMY TUCKY i 3aNMLLIOK OYULLA0Tb
KOMOHKOBOK dorielu-xpomarorpacdpieto 3 BUKOPUCTaH-
HAM cymiwi 10-20% EtOAc/rekcann, ogepxytoun 6a-
XaHuh metunosun edip 4-[3-(2-metnn-1H-iHgon-3-
in)nponin]6eH3oHoi kncnoTtu 3 Buxogom 88% (1,67r).

Cragia 3: o po3unHy NpoayKTy 3 nonepenHboi
crtagii 2 (1,66r, 4,86mmonb) y AM®A (20mn) gopaoTs
NaH (60% y miHepanbHii onii, 0,24r, 5,83MMonb) B
atmocapepi N,. Cymiw nepemiwyioTe npotsarom 1 ro-
AVIHX NpuY KIMHaTHIA TemnepaTypi, nicnsa 4Yoro no kpa-
nnsx gogatoTe 6eHarigpundpomia (1,8r, 7,29mmons) y
OM®A (5mn). [aHy peakuiiHy CyMmill nepemiwyTb
NPOTArOM HOYi NpY KiMHaTHIN TemnepaTtypi. [Jo peak-
LinHOi cymiwi aopgatotb Bogy (500mn) i Hei ekcTpary-
toTb EtOAC, npommnBatoTb HaCUYEHUM PO3YMHOM COfi,
cywaTb (NaxSO4) i KOHUEHTPYIOTb MpU 3HUKEHOMY
TUCKY [0 KOPUYHEBOrO CUPOMY, SIKUA OYULLAIOTL XPO-
MaTorpadieto Ha cunikareni, BUKOPUCTOBYIOUN CYMiLLl
10% EtOAc/rekcaHu sik entoeHT, Wwob Bnainutn metu-
nosun edpip 4-[3-(1-6ensrigpun-2-metnn-1H-iHgon-3-
in)nponin]6eH30MHOT KUCNOTK y BUrNSAAi TBepaoi Ginoi
peyoBuHU 3 BUXOAoM 76% (1,47T).

Cragisa 4: MpopykT i3 nonepeaHboi ctagii (1,46r,
2,87mMMonb) posunHaoTe y CCly (14,5Mn1), nicns voro
popatotb NBS (1,02r, 5,73mMmons) i nepokcug 6eHso-
iny (2mr). PeakuinHy cymiw kun'aTsTb 3i 3BOPOTHUM
XONOAWUNBbHUKOM NPOTAroM 1 roamHU (MOKU HE 3HUKHE
ycs BuXigHa pedvoBuHa). [laHy Cymill OXONOMAXYHTb
00 KiMHaTHOi TemnepaTypw, inbTpytoTb i TBEpay
peyoBuHy npomwmBalTb CCls. ®inbTpaT BUNapoTh
[0 KOPUYHEBOTO 3aNULLKY, KU PO3YMHSIIOTL Y CyMillli
aueTtoHy (40mn) i Bogn (4mn), NOTiM 4O AAHOrO po3-
ynHy popartb Ag.COs (1,75r, 3,16MMmonb) i nicns
nepeMillyBaHHs NPOTArOM HOYi NpY KiIMHATHIA Temne-
paTtypi Moro inbTpyloTb 4Yepes UeniT, PO3YNHHUK
BMNApPIOOTb MPWU 3HWXKEHOMY TUCKY i OO 3anuLLKy Ao-
patoTe Bogy. Cymiw ekcrparytots EtOAc, npomusa-
I0Tb HAcU4YeHUM po3ynHOM coni, cywatb (NaxSO.) i
BMNApHOOTb A0 CUMPONY, SKUA O4YMLLAITb CYMILLLLIO
10% EtOAc/rekcaHn, Buainsoum metunosun edip 4-
[3-(1-6eHnszrigpun-2-coopmin-1H-iHgon-3-
in)nponin]6ex3onHoi kucnotu (1,13r) 3 Buxogom 85%.
AnbTepHaTuBHO, aubpomia 3  peakuii 3  N-
OpomcykumMHiIMigom moxHa Bunutn B AMCO (10-20%
KOHLeHTpaUis no maci) i nepemiwysatu npotarom 30
XBUMWH MpU KiMHaTHIN Temnepatypi. [licna 3aeep-
LLEHHA peakuil, peakuinHy cymill BUNMBalOTb y Boay 1
OTpUMaHWI y pesynbTaTi ocag BiOKPeMMoTb inb-
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TpyBaHHAM, ocag Ha (PinbTpi NpoMMBalOTbL BOAOHK i
cylwaTb, 04epXytoUm No CyTi KiNbKiCHWUN BUXIa.

Cragia 5: [Jo posuuHy iHZony 3 nonepenHboi
cragii (0,52r, 1mmone) y CHsNO- (6,2mn) gopatoTb
NH4OAc (0,077r, 1MMOnb), CyMilll KUN'ATATL 3i 3BOPO-
THUM XONOAMITbHUKOM MPOTAroM 1 rogumHu, nNoTiM Jo-
patote NH,OAc (0,077r, 1mMMoOnb), CyMill NpoJoBXy-
I0Tb  KUM'STUTU  3i  3BOPOTHUM  XOMOAUITBHWKOM
npoTaromMm poAatkoBoi 1 roauHW, 3HOBY Ao4alTb
NH4OAC (0,077r, 1TMMonb) i NPpOAOBXYOTb HarpiBaH-
HA npoTsarom gopaTkoBoi 1 roguHu. PeakuinHin cymi-
Wi galTb OCTYAMTUCS A0 KiMHATHOI TemnepaTtypw,
pogatotb EtOAc (50mn), nicna 4oro gopatote 100mn
Boan. BogHun wap ekctparytote EtOAcC i 06'egHaHi
OpraHiYyHi Wwapv MpoMMBalTb HAaCUYEHUM PO3YMHOM
coni, cywatb (NazSO4) i BUNapioTb OO YTBOPEHHS
XKOBTOI  MiHW, $Ky niggatTb XpomaTorpadiyHomy
OUNLLEHHIO, BUKOPUCTOBYOYM cymiLl 10%
EtOAc/rekcaHn Sk entoeHT, OAEepXYylun METUIOBUIA
edip 4-{3-[1-6eHarigpnn-2-(2-HiTposiHin)-1H-iHaonN-3-
in]nponin}6eH30MHOT KUCNOTW Yy BUMMSAAI XXOBTOI MiHX 3
Buxogom 75% (0,38r).

Cragia 6: Zn(Hg) opepxytoTtb, gopatoum HgCl,
(3,4r, 7,2vmonb) po cymiwi nuny Zn (34,68,
530,35mmonb) i 5% HCI (38mn) y 100mn konbi, i AaHy
CyMill eHeprinHo nepemiwyoTb npotsarom 10xs. Oe-
KaHTyloTb BOAHY a3y, 3HoBy Aopatotb 38mn 5% HCI
i cymiw nepewmiwytoTe npotsarom 10xe. BogHy casy
AekaHTyloTb. [laHy TBepay pedqoBuHYy JogatoTb A0
BiHINbHOI HiTpocnonyku 6 (15r, 26,57mmonb) y TI®
(660mn) i koHueHTpoBaHin HCI (64,5vmn). aHy cymiw
nepeMilyoTb NpKM KiIMHaTHIN TemnepaTypi npoTarom 1
roavHNU, NOTIM KUN'ATATb 3i 3BOPOTHUM XONOAUIbHU-
KOM npoTAroM 15xB. PeakLuiliHy Cymill OXOnogXyloTb
00 KiMHaTHOI TemnepaTtypu i inbTpyloTb Yepes ue-
nit. o dineTpaty gogatoTe BogHUn po3unH NH4OH
(200 mn), nepemiwytoTb npotsrom 15xB. i TP Buaa-
NATb NpU 3HMXEHOMY TUCKy. BogHui wap ekctpa-
rytoTe CH,Cl,, o6'egHaHuii opraniyHMin wap npomu-
BalTb HACUYEHMM PO34MHOM coni, cywatb (NazSOy) i
KOHLUEHTPYIOTb [0 KOPUYHEBOI MiHW, SIKY O4YMLLAIOTb
KOMOHKOBOK XpomaTorpadieto, crnovaTKy enoyn
konoHky CHCI; ana BuganeHHs HenonsipHuUX AOMi-
LWOK, NOTiM cymiwwo 2% MeOH/CHCIs, wob suginu-
™™ 6axaHun meTtnnosun edip 4-{3-[2-(2-amiHoeTunn)-
1-6eH3rigpun-1H-ingon-3-injnponin}6eH3onHoi  Kuc-
notu 3 suxogom 40% (6,1r).

Cragia 7: Jo amiHy (1,0ekB.) i HacuyeHoro
NaHCO; (0,14M) y CH.CIl, (0,07M) popatoTtb 2-
xnopbeHsoncynbdoHinxnopug (1,0ekB.). Yepes 1
roAvHy CyMmill BUNMBAKOTb Y HACUYEHUIA PO3YnH Bika-
pboHaTty HaTpito n ekctparytoTe CH,Cl,. O6'egHaHy
opraHiyHy ¢asy npoMuBalOTb HACUYEHUM PO3HUMHOM
coni, cywaTtb Hag cynbdatom HaTpilo W ounwarTb
KOFIOHKOBOK XpoMaTtorpadieto, ogepxytoumn 92% 6a-
XaHoro MeTunoBoro edipy 4-(3-{1-6eHarigpwn-2-[2-
(2-xnopbeHsoncynegoHninamiHo)etun]-1H-iHaon-3-
in}nponin)6eH30MHOI KNCNoTH.

Cragia 8: OTpumaHuin y pesynbTaTi CKNagHun
edip nigaaoTb rigponisy, nepemiwytoun 3 1H NaOH
(5ekB.) y TI'® (0,07M) i gocraTHin kinbkocti MeOH,
wob ogepxaTn Npo3opuii po3umH. Peakuito KOHTPO-
motoTe TWX (10% MeoH-CH>Cl,) no 3HUKHEHHIO BU-
XigHOT pevyoBMHU. CyMill nepemilyoTb NPOTAroM
HOYi NpW KiIMHaTHIN TemnepaTtypi i NOTIM KOHLEHTPY-
10oTb, po3baBnawTs H,O i nigkncnsawts go pH 2-4,
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BukopuctoBytoun 1M HCI. BogHy a3y ekctparyioTb
EtOAc i opraHiyHy cpady npomuBalTb HacCUYEHUM
pPO34YMHOM cofi, cywaTb Haa cynbdaTtoM HaTpilo i
KOHLEHTPYIOTb, OAEpPXyluM 3a3HayeHy B 3aronoBKy
cnonyky 3 Buxogom 56%. m/z (M-1) 663,2.

Mpuknag 296: 4-{2-[1-6eHsrigpnn-5-xnop-2-(2-
{[(3,4-pnxnop6eHaun)cynbdoHinjamiHo}etnn)-1H-
iHgon-3-inJeToken}-2-dpTopbeH3orHa knucnora

Crapgisa 1: [(3,4-
anxnopdeHin)MmeTun]cynbdoHinxnopung (0,07r,
0,24MMonb) Npu NepemillyBaHHi JoAalTb A0 CyMiLli
etvn 4-{2-[2-(2-amiHoeTun)-1-6eHarigpun-5-xnop-1H-
iHoon-3-injeTokcn}-2-cptopbeHsoaty (cTagis 6, npuk-
nag 190, 0,17r, 0,2mmomnb) i KCOs; (0,055r,
0,4mmornb) y cymiwi CH2Ciz (2mn) i Bogm (0,7mn).
Uepe3 2 roguHun npu KiMHATHIA TemnepaTtypi cymill
ekctparytoTe CH2Ci, (10mMn) i ekcTpakT npomuBalTb
0,54 NaOH, Hacv4eHuM po34MHOM conu i cyliaTb Hag,
cynbcaTom HaTpito. Po3unH CH,Ci, dinbTpytoTb Ye-
pes cunikarens i dinbTpaTt BUNaptoTb. OTpuMaHun y
pesynbTaTi 3anuUWOK po3TUPalNTb Yy Cymili edipy i
rekcaHy, ogepxytoun 0,15r etun 4-{2-[1-6eHsrigpunn-
5-xnop-2-(2-{[(3,4-
anxnopbeHann)cynbdoHin]amiHo)etun)-1H-iHgon-3-
inJeTokecn}-2-cpTopbeHsoaT y Burnsaai TBepgoi Ginoi
pe4yoBuHU; Tnr=83-85°C; MC BMCOKOro po3pi3HEeHHsI
obuncn. ana Ca1H3sClsFN,OsS 792,1395 3HanpgeHo
(EPW+) 793,14729.

Cragia 2: Etun 4-{2-[1-6eHsrigpun-5-xnop-2-(2-
{[(3,4-pnxnop6eHaun)cynbdoHinjamiHo)etnn)-1H-
iHoon-3-injeTokcn}-2-cptopbeHsoar (0,11r,
0,14mmoneb), TF® (0,5mn), MeOH (0,5mn) i 1H NaOH
(0,5mn) nepemiwyoTe pa3oM NpoTArom Houi. Bupga-
NSATb PO3YMHHUKM N OTPUMaHUn y pesynbTaTi 3anm-
LWOK nepemiwatoTb y Boay. PosunH nigkucnsawts 1H
HCI i ekcTparyoTb eTunauetaToMm. EkcTpakT cywartb
Haa cynbdaTtom HaTpito i BunaptooTb. OTpumaHui y
pesynbTaTi 3anuWoOK po3TUMPalTb Yy Cymili edipy i
rekcaHy, opgepxytoun 0,10r 4-{2-[1-6eHsrigpunn-5-
xnop-2-(2-{[(3,4-
anxnopbeHann)cynbdoHin]amiHo)etun)-1H-ingon-3-
inJeTokcn}-2-TopbEH30MHOI KACNOTW Yy BUrMAAi TBe-
pooi 6inoi pevoBuHu; Tnp=117-119°C; MC Bucokoro
PO3pPi3HEHHS obuuncn. ansa C39H32CI3FN2OsS
764,1082, snanpeHo (EPU+) 787,09794.

Mpuknag 297: 4-{2-[1-6eHsrigpnn-5-xnop-2-(2-
{[(2-xnop6eHann)cynbdoHin]amiHo}etun)-1H-iHgon-3-
in] eTokcn}-2-cpTopbeH30MHa kncnoTa

Crapgisa 1: [(2-
xnopdeHin)meTtun]cynbgoHinxnopug (0,14,
0,6MMoOrb) Npu nepemilwlyBaHHi foAaloTb A0 CyMilli
etnn 4-{2-[2-(2-amiHoeTun)-1-6eHarigpun-5-xnop-1H-
iHoon-3-injeTokcn}-2-cptopbeHsoaty (ctagis 6, npuk-
nag 190, 0,12r, 0,2mmons) i K2CO3 (0,11r, 0,8mMmonb)
y cymiwi CH>Cl, (2mn) i Bogm (1mn). Yepes 2 rogmHn
npu KiMHATHIN TemnepaTypi CyMmill eKcTparyiTb
CHxCI, (10mn) i ekctpakt npomuatoTe 0,5H NaOH,
HaCM4YEHUM PO3YMHOM CONU i CyllaTb HaA cynbdaTom
HaTtpito. Po3unH CH Cl; oinbTpyloTb yepes cunika-
renb i ginbTpaT BUNaptooTe. OTpUMaHUN y pesynb-
TaTi 3anuvLLIOK PO3TMpalTb Y CyMmili edipy i rekcany,
opepxytoum 0,07r etnn 4-{2-[1-6eHsrigpun-5-xnop-2-
(2-{[(2-xnop6eH3un)cynbgoHinjamiHo}eTnn)-1H-
iHoon-3-injeTokcn}-2-cptopbeHsoaty y Burnaai TBep-
ol 6inoi pe4oBuHMN.
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Cragia 2: Etun 4-{2-[1-6eHsrigpun-5-xnop-2-(2-
{[(2-xnopbeHann)cynbdoHin]amiHo}etun)-1H-iHoon-3-
inJeTokcn}-2-cptopbeHsoar (0,06r, 0,1mmonb), Trd
(0,5mn), MeOH (0,5mn) i 1H NaOH (0,5mn) nepemi-
LWYOTb pa3oM NPOTAroM Houi. BuaansioTb po3ynHHU-
KV 1 OTPUMaHWIA y pe3ynbTaTi 3anuLoK nepemilanTb
y Bogy. PosunH nigkucnsawoTte 1H HCI i ekcTparytoTb
eTnnauetaToMm. EkcTpakT cywartb Hag cynbgatom
HaTpito i BunaptotoTb. OTpuMaHuin y pesynbTaTi 3a-
NULLOK pOo3TUpaloTb Y CyMmilli eduipy i rekcaHy, ogep-
Xytoun  0,06r  4-{2-[1-6eHsrigpun-5-xnop-2-(2-{[(2-
xnop6eHaun)cynbdoHinjamiHo}etun)-1H-iHaon-3-
inJeTokcn}-2-pTopHGEH30MHOI KNCNOTK Y BUIMAAI TBe-
pooi rpasHo-6inoi  pevoBuHW; Tn,=132-135°C; MC
(EPW) m/z 729,74 ((M-H)-); MC Bucokoro po3pi3HeH-
Ha 064uncn. ana CzgH33CIlFN,OsS 730,1471, 3Hanpe-
Ho (EPUN+) 731,15514.

Mpuknag 298: 3-[4-({2-[1-6eH3rigpun-5-xnop-2-
(2-{[(3,4-pnxnopbeHann)cynbdoHin]amiHo}eTun)-1H-
ingon-3-injeTnn}cynedoHin)deHin-2,2-
AVMeTUnnponaHoBa KucnoTa

Cragia 1: [(3,4-
xnopdgeHin)meTtun]cynedoHinxnopma (0,06r,
0,2vmMornb) Npy NepemilwyBaHHi A0Aal0Tb 0 CyMiLli
etvmn  3-(4-{2-[2-(2-amiHoeTun)-1-6eH3rigpun-5-xnop-
1H-ingon-3-inJeTaHcynbdoHin}deHin)-2,2-
anmeTtunnponioHaty (0,09r, 0,14mmonb) i KyCOs
(0,04r, 0,28mmonb) y cymiwi CH>Cl, (2mn) i Boau
(0,7mn). Yepes 2 roguHn Npu KiMHaTHIN TeMmnepaTypi
cymiw ekctparytote CH,Cl, (10Mn) i ekcTpakT npomu-
BatoTb 0,5H NaOH, HacnyeHMM po34YMHOM Conu i cy-
waTb Hag cynbdartom Hatpito. PozunH CHCl, dinbT-
pytoTb 4epe3 cunikarenb i inbTpaT BUNApOTb.
OTpumaHuii y pesynbTaTi 3anuwoK po3TupalTb Y
cymiwi edipy i rekcaHis, ogepxytouun 0,04r etun 3-[4-
({2-[1-6eH3rigpnn-5-xnop-2-(2-{[(3,4-
anxnopbeHann)cynsdoHrinjamiHo}etun)-1H-iHgon-3-
inleTun}cynedoHin)deHin]-2,2-gumeTunnponaHoary
y BUrnsagi Teepaoi 6inoi peyoBuHu.

Cragia 2: Etun 3-[4-({2-[1-6eHnsrigpnn-5-xnop-2-
(2-{[(3,4-pnxnopbeHann)cynbdoHin]amiHo}eTun)-1H-
iHgon-3-injleTnn}cynbdoHin)deninl-2,2-
anmetunnponaHoat  (0,04r, 0,05mmonsk), TI'®
(0,5Mmn), MeOH (0,5mn) i 1H NaOH (0,5mn) nepemi-
WYOTb MPOTAroM HOYi. BupansioTb PO3YMHHMKM 1
OTPMMaHWN y pe3ynbTaTi 3anuwok nepemiwarTb Y
Boay. PosuvH nigkmcnsitote 1H HCI i ekcTparyioTb
eTunauetatoMm. EkcTpakT cywartb Hag cynbatom
HaTpito i BunaptotoTe. OTpMaHWi y pesynbTarti 3a-
NULLOK po3TUpaloTb Y Cymili edipy i rekcaHis, ogep-
xytoun  0,04r  3-[4-({2-[1-6eHasrigpun-5-xnop-2-(2-
{[(3,4-puxnopbeHaunn)cynbdoHin]jamiHo}eTun)-1H-
ingon-3-injetnn}cynedoHrin)deHinl-2,2-
AVMEeTUANPONaHOBOI KNCNOTK Y BUrNAAI TBepaoi 6inoi
peyoBuHK; Ty =207-208°C; MC (EPWN) m/z 849,1 (M-
H); MC BMCOKOrOo poO3pi3HEeHHss obuucn. Aans
C43Ha1CIsN206S,  850,1472, 3HampeHo (EPU+)
851,1545.

Mpuknag 299: 4-{2-[1-6eHsrigpun-5-xnop-2-(2-
{[(3,4-puxnopbeHaun)cynbdoHinjamiHo}eTun)-1H-
ingon-3-injeTokcn}-2-meTokcmbeH3orHa knucnoTa

Cragis 1: MeTunnosumn edip 2,4-
aurigpokcmbeHsorHoi  kucnotn  (11,76r, 70mMmornb)
po3unHstoTb y Et,O (175mn). Motim gogatots EtsN
(10,78mn, 77mmonb), AcO (7,28mn, 77mmonsb) i
OMAP (kaTanitmyHa kinbkictb). lMoTim peakuinHun
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PO34MH MEepeMilyloTb NPOTSAroM OAHIEI FOAUHM Mpu
KiMHaTHIn Temnepatypi. [MOTiM peakuinHUn Po3ynH
KOHLEHTPYIOTb Ha POTOPHOMY BUMApPHWKY W OTpuma-
HUA y pe3ynbTaTi 3anuLOoK OYULLAI0Th Ha KOMOHLUI i3
cunikarenem, BWKOPUCTOBYKOUM OUXIIOpMETaH  SK
entoeHT. OpgepxytoTb 3,44r metunosoro edipy 4-
aLEeTOKCU-2-TiAPOKCUOEH30MHOI KUCINOTU 3 BUXOAOM
23%.

Cragia 2: Jo cymiwi npoaykTy 3i ctagii 1 (0,962r,
4,6mmonb), PhsP (1,79r, 6,8MMonb) i AMxnopmeTaHy
(10mn) popatots MeOH (0,3mn, 7,4mMone). MoTim o
peakuiiHoi  cymiwi gopgatote  DEAD  (1,32mn,
8,4mMmorb). PeakuiinHy cymill nepemiwyoTb npu Kim-
HaTHIn Temnepatypi npoTsarom 4 fi6. PeakuiiHnii po-
34MH KOHLIEHTPYHOTb Ha POTOPHOMY BWMAPHUKY W
OTPVMMaHWI y pe3ynbTaTi 3anuLLOK OYULLAI0Tb Ha CU-
nikareneByx npenapaTtuBHUX NNacTUHax, BUKOPWUCTO-
Bytoun cymiw 1:3 EtOAc/rekcaH sik entoeHT. Opepxy-
toTb  1,10r Mmetunosoro edipy 4-aueTokcu-2-
METOKCMOEH30MHOT KMCIOTK 3 KiNbKiICHUM BUXOO0M.

Cragisa 3: [lo po3unHy npoaykTy 3i ctagii 2 (1,10r,
4,9mmonb) y cymiwi TIP (1mn) i MeOH (1mn) goga-
toTb 0,1H NaOH (10mn, 1mmonb). PeakuiliHy cymiw
nepeMillyloTb MNPOTArOM TPbOX Ai0 MNpu KiMHATHIN
Temnepatypi. PeakuiiHnin po3ynH KOHLUEHTPYHOTb Ha
POTOPHOMY BMUMNAPHUKY W OTPUMaHUM Yy pesynbTaTi
3anuLIOoK PO34YMHAKTL Y Bodi. PO3unH HenTpanisyoTb
14 HCI, i Bunagae ocag. 36upatoTtb ocag i npommnBa-
10Tb BOAOM | rekcaHoMm. OgepxytoTb 0,29r meTunoso-
ro edipy 4-rigpokcu-2-MeToKCMBEH30MHOT KUCIoTh 3
Buxoaom 33%.

Cragia 4: [Jo cymiwi wmetunosBoro edipy 4-
rifpoKCu-2-MeToKCUBEH30MHOT KUCMOTU (0,29r,
1,6mMmonb), PhsP (0,312r, 1,2mMmonb) | AuxnopmMeTaHy
(10mn) gofawTtb 2-{1-6eHarigpun-2-[2-(TpeT-
6yTunandeHincunaxinokeun)etun]-5-xnop-1H-ingon-
3-injetaHon (ctagia 6, npuknag 142, 0,503r,
0,78mmonb). MoTiM OO peakuinHoi cymiwi goaatTb
DEAD (0,2mn, 1,3mMMonb). PeakuiliHy cymiw nepemi-
WYOTb NpU KIMHaTHIN TemnepaTypi NPOTSAromM HOMi.
PeakuinHuin po3ynmH KOHLEHTPYIOTb Ha POTOPHOMY
BUMapPHWKY N OTPUMaHWA y pesynbTaTi 3armLIoK o4n-
WaTb Ha cunikareneBuMx npenapaTtuBHUX MnacTu-
Hax, BUKOPWCTOBYKOYM [OMXITOPMETAH $IK EMEHT.
Opepxytote 0, r wmetunosoro edipy 4-(2-{1-
6eHasrigpun-2-[2-(TpeT-
OyTungndeHincunaxinokeun)etun]-5-xnop-1H-ingon-
3-in} eToKcn)-2-eTOKCUBEH30MHOT KUCITOTU 3 BUXOAOM
40%.

Cragisa 5: [Jo po3umHy meTtunosoro edipy 4-(2-{1-
GeHarigpun-2-[2-(TpeT-
6yTunandeHincunaxinokeun)etun]-5-xnop-1H-ingon-
3-injetokcn)-2-eTokenbeHsdonmHoi  kucnotn  (0,25r,
0,31mmonb) y TI'® (4mn) popatots TBAF (1M y TI®)
(0,37mn, 0,37mmonb). PeakuiiHy cymiw nepemiwy-
I0Tb MpW KiMHaTHIN TemnepaTypi npotarom 30 XBUMNWH.
PeakuinHnuin po3YnmH KOHLEHTPYIOTb Ha POTOPHOMY
BUMapPHWKY N OTPUMaHWA y pesynbTaTi 3armLIoK o4n-
WaTb Ha cunikareneBuMx npenapaTtuBHUX MnacTu-
Hax, BUKOPUCTOBYHOYUMU cymiLl 1:9
EtOAc/guxnopmeTaH sik entoeHT. Opepxytote 0,11r
meTunosoro edipy 4-{2-[1-6eHsrigpun-5-xnop-2-(2-
rigpokcietnn)-1H-iHgon-3-injetokcu}-2-
METOKCMOEH30MHOT Kncnotu (TBepaa bina pevyoBurHa)
3 BUXoaom 62%.



177

Cragia 6: [Jo po3uuHy cnupty 3i ctagii 5 (0,11r,
0,19mMonb) B anxnopmeTaHi (8mn) npu 0°C gopaoTb
MeO.CI (0,03mn, 0,39mmornb) i EtsN (0,07mn,
0,48mmonb). PeakuiHy cymiw nepemiwwytots npu 0°C
npoTarom 1 roguHKU i NOTiM HarpiBalTb A0 KiMHaTHOI
TemnepaTtypu i nepemilyTb NPOTAroM L0AATKOBOI
roanHn. PeakuinHMin po34mMH KOHLEHTPYIOTb Ha pOTO-
pHoMmy BunapHuky. OpepxytoTe 0,123r meTmnoBoro
edipy 4-{2-[1-6eHsrigpnn-5-xnop-2-(2-
MeTaHcynbgoHinokcietun)-1H-iHgon-3-injeTokcu}-2-
METOKCMOEH30MHOT KUCINOTU 3 KiNbKiICHUM BUXOO0M.

Cragia 7: Meaunart 3 nonepegHboi ctagii (0,123r,
0,19mmonb) posunHsaTe y AM®A (5mn). JoaatoTb
NaNs3 (0,065r, 1,0Mmonb), cymiw HarpiBatoTe 4o 60°C
i mepemiwyoTb NpoTaroM 3 roguvH. PeakuiHy cymiw
OXOMOMXYITb A0 KIMHATHOI TemnepaTypu i foAarTb
Boay. Exctparyiote EtOAC i opraHiyHun wap npomu-
BalOTb HAacMYEHMM PO34MHOM coni. OpraHiyHui wap
cywaTb Hag cynb@daTtoM HaTpito, PINbTPYTb i KOH-
LEHTPYIOTb Ha pPOTOPHOMY BUNApHWKY. JloaoaTkoso
cywartb nig cunbHUM Bakyymom. Opepxytots 0,110r
MeTUMOBOro edipy 4-{2-[2-(2-a3upoeTnn)-1-
6eHarigpun-5-xnop-1H-iHgon-3-inJeTokcu}-2-
METOKCMOEH30MHOT KNCNoTu 3 Buxoaom 97%.

Crapgia 8: [Jlo po3unHy asugy 3i cragii 7 (0,110r,
0,18mmonb) y TI'®d (2mn) gopatote PhsP (nonimepHo-
ro Hocisi: 3mmonb PhsP/rpam) (0,110r, 0,33mmonb).
Peakuiiy cymiwl nepemilyoTb Npn KiMHaTHIn TeM-
nepatypi npotsrom 24 roguvH. lNMoTim gogarTb BOAy
(0,5mn) i peakuinHy cymill nepeMiwyoTb Npu KiMHaT-
Hi TemnepaTypi NPOTAroM Houi. PeakuinHuin po34vumH
DINbTPYOTh | PiNbTPaT KOHUEHTPYIOTL Ha POTOPHOMY
BuNapHuky. OTpuMaHuii y pesynbTaTi 3anuwoK o4n-
WaTb Ha cunikareneBuMx npenapaTtuBHUX MnacTu-
Hax, BukopucTtoBytoun 2% MeOH B anxnopmeTaHi sik
entoeHT. OgepxytoTb 0,012r meTunosoro edipy 4-{2-
[2-(2-amiHoeTun)-1-6eHarigpun-5-xnop-1H-iHgon-3-
inJeTokcn}-2-MeTokCMBEH30MHOI KUCNOTN 3 BMXOOOM
12%.

Cragia 9: [lo po3umHy amiHy 3i ctagii 8 (0,012r,
0,021Mmmonb) i [(3,4-
anxnopdeHin)MeTun]cynboHinxnopuay (0,010r,
0,039mmonb) B AmxnopmeTaHi (2mn) gogatoTb BOA-
HUA HacudeHun po3umH NapCOs (2mn). PeakuinHy
CyMilLl NepemilLyoTb NPy KIMHATHIN TeMmnepaTypi npo-
TArom ABOX roguwH. lMOTiM peakuiiHuin po3yunH BiOo-
KPeMIoKTb, OpraHivyHy gasy 3bvpatTb, NPOMUBaKOTb
HaCMYEHUM PO3YMHOM CONMU i CyLlaTb HaA CynbdaTom
HaTpito. OpraHiyHMi po34MH INbTPYTh | KOHLEHT-
pylOTb Ha POTOpPHOMY BUMNapHuWKy. OTpumaHuin y pe-
3ynbTaTi 3aNULLOK OYULLAKTL Ha CurikareneBux npe-
napaTMBHUX NnacTuHax, BukopuctoByoun 2% MeOH
B AuxnopMeTaHi sk entoeHT. Ogepxytotb 0,016r 6a-
XaHoro cynbdoHamigy (TBepga 6Oina peyoBuHa) 3
Bnxoaom 96%. m/z (M+1) 793.

Crapgia 10: Jo po3unHy cknagHoro edipy 3i ctagii
9 (0,016r, 0,020mmonb) y cymiwi Tr® (1mn) i MeOH
(1mn) popatote 1H NaOH (1mn). Peakuiviny cymiw
nepeMillyoTb NPK KiIMHaTHIN TemnepaTypi NpoTarom 5
4i6. Tr® i MeoH B1aansoTb HA POTOPHOMY BUMAPHW-
Ky. EkcTparyloTb guxnopmetraHoM, BiJOKPEMMOKTH i
KOHLEHTPYIOTb BOAHWI Wap. BogHuin wap HenTpani-
3ytotb 1H HCI i 36upatoTb oTpumaHuii y pesynbTtari
ocag. OpepxytoTe 0,013r 3asHavyeHoi B 3arofioBKy
KMCNOTW (TBEepAa XOBTa peyoBuHa) 3 Buxoaom 84%.
m/z (M-1) 777.
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Mpuknag 300: 4-{2-[1-6eHsrigpnn-5-xnop-2-(2-
{[(3,4-pnxnopbeHann)cynbdoHin]jamiHo}etun)-1H-
iHoon-3-inJeTokcu}-2-izonponokcnbeH3onHa KucrnoTa

Cragia 1: o cymiwi meTunosoro edipy 4-
aLEeTOKCU-2-MeTOKCMOEH30MHOT  kucnotn (ctagis 1,
npuknag 299, 1,18r, 5,6mmonk), PhsP (1,84,
7,0mmonb) i auxnopmeTaHy (15mn) gogatoTb isonpo-
naHon (0,63mn, 8,2mmonb). lMoTiv A0 peakuinHoi
cymiwi pgopatote DEAD (1,12mn, 7,1mmonb). Peak-
LiHY CyMmilWl nepeMilwyoTb Npu KiMHaTHIN Temnepa-
Typi npoTsirom 2 fi6. PeakuiiHniA po34mH KOHLEHTPY-
I0Tb Ha POTOPHOMY BWMAPHWUKY W OTPUMAHUA Yy
pe3ynbTaTi 3anuLIOK O4ULLATb Ha cunikarenesux
npenapaTmMBHMUX MMNacTMHaX, BUKOPUCTOBYHUMN CyMilll
1:5 EtOAc/rekcaH sk entoeHT. Ogepxytots 1,11r me-
TMNoBOro eqipy 4-aLeToKCu-2-i30NponoKkcubeH30MHOI
Knucnotu 3 Buxoaom 79%.

Cragia 2: [Jo po3uumHy MeTuroBoro eqipy 4-
aueTokcu-2-isonponokcubeHnsonHoi  kucnotu (0,910r,
3,6mn) y cymiwi TI® (1mn) i MeOH (1mn) gopgatoTb
0,174 NaOH. PeakuinHy cymiw nepemiwyoTb NpoTs-
rom 3 Ai6 npu kiMHaTHIM TemnepaTtypi. PeakuinHun
PO34YMH KOHLIEHTPYHOTb Ha POTOPHOMY BUMAPHUKY W
OTPMMaHWN y pe3ynbTaTi 3anuwioK PO3YUHSAIOTb Y
BoAi. Po3umH Hentpanisyotb 1H HCI, i yTBOptoeTbCA
ocag. Ocap 36upatoTb i NpoMMBalOTb BOAOHK i rekca-
HoMm. OgpepxytoTb 0,870r metunoBoro edipy 4-
rigpPOKCK-2-i30NPONOKCUBEH3ONHOT KUCNOTK 3 KifbKiC-
HUM BUXOAOM.

Cragia 3: Jo cymiwi metunosoro edipy 4-
rigpokcu-2-izonponokcnbeHsonHoi  kncnotn  (0,328r,
1,6mmonsb), PhsP (0,312r, 1,2mMmonb) i guxnopmMeTany
(10mn) [oaarTb 2-{1-6eH3rigpun-2-[2-(TpeT-
6yTunandeHincunaxinokeun)etun]-5-xnop-1H-ingon-
3-injetaHon (ctagis 6, npuknag 142, 0,500r,
0,78mmonb). lMoTiM OO0 peakuinHol cymiwi goaakTb
DEAD (0,2mn, 1,3mmonb). PeakuiiHy cymiw nepemi-
WYOTb NpW KIMHATHIN TemnepaTtypi NpOTAroM HOMi.
PeakuinHnin po3YnMH KOHLEHTPYIOTb Ha POTOPHOMY
BUMapPHWKY W OTPUMaHWA y pesyrnbTaTi 3amLLIOK O4u-
WalTb Ha cunikareneBuMx npenapaTtuBHUX MnacTu-
Hax, BWKOPWCTOBYIOYM [OUXIIOPMETaH $K EereHT.
Opepxytots  0,20r meTtunosoro edipy 4-(2-{1-
GeHarigpun-2-[2-(TpeT-
6yTungndenincunaxinoken)etun]-5-xnop-1H-ingon-
3-in} eToKkcK)-2-i30NPONOKCMBEH30MHOI  KUCNOTK 3
Buxoaom 31%.

Cragia 4: [Jo po3uuHy cuninbHoro edipy 3i ctagii
3 (0,20r, 0,24mmonb) y TI® (4mn) popatotb TBAF
(1M B TI'®) (0,29mn, 0,29mMonb). PeakuinHy cymiw
nepeMilyloTb Npu KiMHaTHI TemnepaTtypi NpoTarom
30 xBunMH. PeakuinHMin poO34MH KOHLEHTPYIOTb Ha
POTOPHOMY BWMAPHUKY W OTPUMaHWMIM Yy pesynbTarti
3anvLWOoK OYMLLATb Ha cunikarenesunx npenapaTme-
HMX  MracTuHax, BMKOpPUCTOBYKYM  cymiw  1:9
EtOAc/guxnopmeTaH sik entoeHT. Opepxytote 0,10r
meTunosoro edipy 4-{2-[1-6eH3rigpun-5-xnop-2-(2-
rigpokcietunn)-1H-ingon-3-inleTokcu}-2-
i30MpPOMNOKCMOEH30MHOT KUCNOTU (TBEpAA KOpPUYHEBA
peyosuHa) 3 Buxogom 70%.

Cragia 5: o po3uuHy cnupty 3i ctagii 4 (0,10r,
0,17mmonb) B guxnopmeTtadi (8mn) npu 0°C gogatotb
MeTaHcynbdoHinxnopug (0,03mn, 0,39vmons) i EtsN
(0,06mn1, 0,43mMonb). PeakuiiHy cymiwl nepemilly-
toTb npy 0°C npoTtarom 1 roauHu i NoTiM HarpiBaroTb
A0 KiMHaTHOI TemnepaTypu i NepeMillyoTb NPOTSArom
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000aTKOBOI roavHu. PeakuiiHuin po34nH KOHLEHTPY-
I0Tb Ha poTopHOMY BunapHuky. Ogepxytotb 0,115r
meTunoBoro edipy 4-{2-[1-6eH3rigpun-5-xnop-2-(2-
MeTaHcynbdoHinokcietnn)-1H-ingon-3-injetokcu}-2-
i30MPOMNOKCMOGEH30MHOT KUCMOTU 3 KiNbKICHUM BUXO-
OOM.
Cragia 6: Mesunatr 3i cragii 5 (0,115r,
0,17mMMonb) po3unHsaTe y OM®A (5mn). OJoparTb
NaNs (0,065r, 1,0Mmonb), cymiw HarpiBatoTb 4o 60°C
i nepemiwyloTb NpoTsaArom 3 roauH. PeakuiiHy cymill
OXOMNMOMXYTb OO0 KIMHATHOI TemnepaTypu i oAalTb
BoAy. EkcTparyloTe eTunauetaToM i opraHiyHun Lwap
NPOMMUBAIOTL HACUYEHUM PO34YMHOM conli. OpraHiyHun
wap cywartb Hag cynbaToM HaTpito, DINbTPYOTL i
KOHLEHTPYIOTb Ha POTOPHOMY BuNapHuky. [logaTkoBo
cywartb nig cunbHUM Bakyymom. OpepxytoTe 0,100r
METUIOBOrO edipy 4-{2-[2-(2-a3npoeTnn)-1-
6eH3srigpun-5-xnop-1H-iHgon-3-inJeTokcu}-2-
i3onponokcnbeH3omHOT Kncnotu 3 BuxoaomM 94%.

Cragia 7: Jo posunHy asugy 3i ctagii 6 (0,100r,
0,176mmonb) y TT'® (2mn) gogatots PhsP (nonimepHun
Hocin: 3mmonb PhsP/rpam) (0,100r, 0,30mmonb). Pe-
aKuiviHy CyMmill nepemillytoTb Npu KiMHaTHIN Temnepa-
Typi npotarom 24 roguH. [oTim gopawTb BOAY
(0,5mn) i peakuinHy cymill nepeMiwyoTb Npu KiMHaT-
HiM TemMnepaTypi NPOTAroM Houi. PeakuinHnin po3yunH
DiNbTPYOTh | (PiNbTPaT KOHUEHTPYIOTb HA POTOPHOMY
BuNapHuky. OTpumanuin y pesynbTaTti 3anuwoK oYu-
WaTb Ha cunikarenesux npenapaTtMBHUX MnacTu-
Hax, BukopucToBytoun 2% MeOH B anxnopmeTaHi sk
entoeHT. OpgepxytoTb 0,020r meTnnosoro edipy 4-{2-
[2-(2-amiHoeTuUN)-1-6eHarigpun-5-xnop-1H-iHgon-3-
inJeTokcn}-2-i30NponokcnbeH30MHOT KNCNOTN 3 BUXO-
aom 21%.

Cragia 8: [Jo po3unHy amiHy 3i ctagii 1 (0,020r,
0,034mmonb) i [(3,4-
anxnopdeHin)MeTun]cynbdoHinxnopuay (0,015r,
0,058mmonb) B AnxnopmeTaHi (2vmn) gogarTb BOA-
HUA HacudeHun po3uuH NapCOsz (2mn). PeakuiviHy
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CyMiLL NepeMillytoTb NPy KIMHaTHIA TemnepaTtypi npo-
TArOM [BOX rOAWH. [OTiM peakuinHUN PO3YnH BigO-
KpeMIoTb, OpraHivyHy ¢gasy 3bvpatoTb, NPOMUBaOTb
HaCM4YEHUM PO3YMHOM CONU i cyllaTb Had cynbdaTom
HaTpito. OpraHiyHUN Po3YMH PINbTPYIOTL | KOHLEHT-
pylOTb Ha POTOPHOMY BUMNapHuKy. OTpumaHuii y pe-
3ynbTaTi 3anNuULWOK OYMLLAKTb Ha Curlikarenesux npe-
napaTtMBHUX NnacTuHax, BukopuctoByoun 2% MeOH
B guxnopmetaHi sk enoeHT. OpgepxytoTts 0,022r 6a-
XaHoro cynbgoHamigy (TBepga 6ina pevyoBuHa) 3
Buxodom 79%. m/z (M+1) 821.

Cragia 9: o po3unHy cknagHoro edipy 3i ctagii
8 (0,022r, 0,027mmonb) y cymiwi TrP (1mn) i MeOH
(1mn) popatote 1H NaOH (1mn). PeakuiviHy cymiw
nepemMilLyoTb NpU KiMHaTHIN TeMnepaTypi npoTarom 5
AaHiB. TT'® i MeOH BugansioTb Ha poTOpHOMY BUMNap-
HUKY. EKCTparyloTb AMXMOPMETaHOM, BiJOKPEMMIOITb
i 36upatoTb BogHWI Wwap. BogHui wap HenTpanisy-
totb 1H HCI i 36upaloTe OoTpMMaHui y pesynbTari
ocag. OpgepxytoTb 0,021r 3asHayeHoi B 3aronoBKy
KMCNOTW (TBEepAa XoBTa peyoBuHa) 3 Buxoaom 96%.
m/z (M-1) 805.

AHarni3 aKTMBHOCTI

KymapuHoBuin aHani3

7-rigpoKcMKymMapuHin-6-renTeHoaT BUKOPUCTOBY-
I0Tb SIK MOHOMepHU cybctpat ans CPLA;, sk nosi-
aomnsanocsa paHiwe [Huang, Z. et al., 1994, Analytical
Biochemistry 222, 110-115]. IHribiTopn 3miwyoTb 3
200mkn 6ycepy npobu (80mm Heped, pH 7,5, 1mm
EDTA), wo mictnte 60MKM 7-rigpOKCUKYMapWHin-6-
renteHoaty. Peakuito iHililolOTb, AOodaryunM  4MKr
CPLA; y 50mkn 6ydepa npobwu. igponis cknagHoro
eqdipy 7-rigpoOKCUKYMapuHin-6-renTeHoaty KOHTpO-
nooTe NyopoMETPOM, 34IACHIOYM 30YKEHHS NpuU
360HM i BUMiptotoum BunyLleHHs npu 460HM. AkTuB-
HiCTb bepMeHTY npornopuiiHa 36inbLUeHHI0 BUMy-
LWeHHs npu 460HM Ha XBUNWHY. Y NPUCYTHOCTI iHriGi-
Topy CPLA; wBuMakicTb 36inbLIEHHSA MeHLUE.

Mpuknag 23 1,5
Mpuknag Ne KymapuH ICso(MKM) Movknan 24 0.34
Mpuknag 1 0,42 Mpuknag 25 3,4
Mpuknag 2 2 Mpuknag 26 1,1
Mpuknag 3 2,5 Mpuknag 27 0,8
Mpuknag 4 56 Mpuknag 28 0,19
Mpuknag 5 3 Mpuknag 29 0,8
Mpuknag 6 2,0 Mpuknag 30 0,15
Mpuknag 7 0,55 Mpuknag 31 0,15
Mpuknag 8 2 Mpuknag 32 0,085
Mpuknag 9 0,7 Mpuknag 33 2,9
Mpuknag 10 0,57 Mpuknag 35 0,33
Mpuknag 11 0,45 Mpuknag 36 0,5
Mpuknag 12 150 Mpuknag 37 0,37
Mpuknag 13 0,64 Mpuknag 38 0,5
Mpuknag 14 0,8 Mpuknag 39 0,32
Mpuknag 15 0,63 Mpuknag 40 0,73
Mpuknag 16 0,98 Mpuknag 41 0,2
Mpuknag 17 0,2 Mpuknag 42 0,18
Mpuknag 18 0,4 Mpuknag 43 0,2
Mpuknag 19 0,31 Mpuknag 44 0,25
Mpuknag 20 1,1 Mpuknag 45 4.7
Mpuknag 21 1,1 Mpuknag 46 4.8
Mpuknag 22 1,8 Mpuknag 47 0,58
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Mpuknag 48 2,35 Mpuknag 94 0,8
Mpuknag 49 1,1 Mpuknag 95 0,85
Mpuknag 50 0,69 Mpuknag 96 0,95
Mpuknag 51 2,2 Mpuknag 97 0,95
Mpuknag 52 0,13 Mpuknag 98 1,1
Mpuknag 53 0,37 Mpuknag 99 1,0
Mpuknag 54 0,31 Mpuknag 100 0,12
Mpuknag 55 0,26 Mpuknag 101 0,1
Mpuknag 56 0,13 Mpuknag 102 0,19
Mpuknag 57 0,28 Mpuknag 103 1,1
Mpuknag 58 0,36 Mpuknag 104 1,1
Mpuknag 59 0,29 Mpuknag 105 0,65
Mpuknag 60 0,15 Mpuknag 106 0,22
Mpuknag 61 0,34 Mpuknag 107 0,33
Mpuknag 62 0,38 Mpuknag 108 0,15
Mpuknag 63 0,30 Mpuknag 109 0,4
Mpuknag 64 0,12 Mpuknag 110 0,5
Mpuknag 65 0,13 Mpuknag 111 1,0
Mpuknag 66 0,15 Mpuknag 112 1,2
Mpuknag 67 0,14 Mpuknag 113 1,3
Mpuknag 68 0,16 Mpuknag 114 1,1
Mpuknag 69 0,15 Mpuknag 115 0,9
Mpuknag 70 0,18 Mpuknag 116 1,2
Mpuknag 71 0,45 Mpuknag 117 1,6
Mpuknag 72 0,28 Mpuknag 118 0,4
Mpuknag 73 0,30 Mpuknag 119 0,4
Mpuknag 74 0,28 Mpuknag 120 0,4
Mpuknag 75 0,4 Mpuknag 121 0,46
Mpuknag 76 0,4 Mpuknag 122 2,5
Mpuknag 77 0,48 Mpuknag 123 1,5
Mpuknag 78 0,34 Mpuknag 124 0,8
Mpuknag 79 0,15 Mpuknag 125 1,4
Mpuknag 80 3,7 Mpuknag 126 0,2
Mpuknag 81 0,47 Mpuknag 127 0,2
Mpuknag 82 0,5 Mpuknag 128 0,32
Mpuknag 83 0,45 Mpuknag 129 0,13
Mpuknag 84 0,5 Mpuknag 130 0,17
Mpuknag 85 0,4 Mpuknag 131 0,2
Mpuknag 86 0,6 Mpuknag 132 0,2
Mpuknag 87 1,2 Mpuknag 133 0,09
Mpuknag 88 <7,4 Mpuknag 134 >1
Mpuknag 89 0,38 Mpuknag 135 0,2
Mpuknag 90 0,65 Mpuknag 136 0,18
Mpuknag 91 0,5 Mpuknag 137 He BU3Ha4anm
Mpuknag 92 1,0 Mpuknag 138 0,2
Mpuknag 93 0,56 Mpuknag 139 1,7
Mpuknag 140 0,2 Mpuknag 186 0,1
Mpuknag 141 0,17 Mpuknag 187 0,2
Mpuknag 142 He BU3Ha4anm Mpuknag 188 He BU3Ha4anm
Mpuknag 143 He BU3Ha4anm Mpuknag 189 He BU3Ha4anm
Mpuknag 144 He BM3Ha4Yanm Mpuknag 190 0,53
Mpuknag 145 He BU3Ha4anm Mpuknag 191 0,2
Mpuknag 146 He BU3Ha4anm Mpuknag 192 <3,7
Mpuknag 147 He BU3Ha4anm Mpuknag 193 1,8
Mpuknag 148 He BU3Ha4anm Mpuknag 194 1
Mpuknag 149 He BM3Ha4Yanm Mpuknag 195 1
Mpuknag 150 He BU3Ha4anm Mpuknag 196 0,56
Mpuknag 151 He BM3Havanm Mpuknag 197 0,4
Mpuknag 152 0,32 Mpuknag 198 0,7
Mpuknag 153 0,16 Mpuknag 199 0,45
Mpuknag 154 0,35 Mpuknag 200 0,35
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Mpuknag 155 0,45 Mpuknag 201 0,35
Mpuknag 156 0,16 Mpuknag 202 0,3
Mpuknag 157 0,2 Mpuknag 203 0,69
Mpuknag 158 0,2 Mpuknag 204 0,2
Mpuknag 159 0,65 Mpuknag 205 0,37
Mpuknag 160 0,19 Mpuknag 206 0,5
Mpuknag 161 0,32 Mpuknag 207 1,4
Mpuknag 162 1,0 Mpuknag 208 0,24
Mpuknag 163 0,3 Mpuknag 209 0,35
Mpuknag 164 0,2 Mpuknag 210 0,15
Mpuknag 165 0,53 Mpuknag 211 0,4
Mpuknag 166 0,4 Mpuknag 212 0,18
Mpuknag 167 0,19 Mpuknag 213 0,45
Mpuknag 168 0,27 Mpuknag 214 He BM3Havanm
Mpuknag 169 0,46 Mpuknag 215 He BM3Ha4Yanm
Mpuknag 170 0,95 Mpuknag 216 He BU3Ha4anm
Mpuknag 171 0,36 Mpuknag 217 2,6
Mpuknag 172 0,35 Mpuknag 218 0,14
Mpuknag 173 0,4 Mpuknag 219 0,4
Mpuknag 174 1,1 Mpuknag 220 0,4
Mpuknag 175 0,37 Mpuknag 221 0,5
Mpuknag 176 0,4 Mpuknapg 222 0,19
Mpuknag 177 0,9 Mpuknag 223 0,6
Mpuknag 178 0,65 Mpuknag 224 0,25
Mpuknag 179 0,9 Mpuknag 225 0,4
Mpuknag 180 0,23 Mpuknag 226 0,14
Mpuknag 181 0,32 Mpuknag 227 0,16
Mpuknag 182 0,6 Mpuknag 228 0,4
Mpuknag 183 0,17 Mpuknag 229 0,5
Mpuknag 184 0,35 Mpuknag 230 0,15
Mpuknag 185 0,17 Mpuknag 231 0,25
Mpuknag 232 0,13 Mpuknag 278 1,9
Mpuknag 233 0,34 Mpuknag 279 0,16
Mpuknag 234 0,23 Mpuknag 280 0,35
Mpuknag 235 0,18 Mpuknag 281 He BM3Havyanm
Mpuknag 236 0,085 Mpuknag 282 He BM3Ha4Yanm
Mpuknag 237 0,2 Mpuknag 283 0,5
Mpuknag 238 0,25 Mpuknapg 284 0,4
Mpuknag 239 0,48 Mpuknag 285 He BU3Ha4vanm
Mpuknag 240 0,32 Mpuknag 286 He BU3Ha4anm
Mpuknag 241 0,54 Mpuknag 287 0,42
Mpuknapg 242 1,3 Mpuknag 288 0,4
Mpuknag 243 0,75 Mpuknag 289 0,9
Mpuknag 244 1,3 Mpuknag 290 He BM3Havyanm
Mpuknag 245 0,9 Mpuknag 291 He BU3Ha4anm
Mpuknag 246 1,2 Mpuknag 292 He BU3Ha4anm
Mpuknapg 247 1,2 Mpuknag 293 He BU3Ha4vanm
Mpuknapg 248 1,2 Mpuknag 294 He BM3Havyanm
Mpuknag 249 0,67 Mpuknag 295 0,55
Mpuknag 250 2,1 Mpuknag 296 0,32
Mpuknag 251 1,5 Mpuknag 297 0,3
Mpuknag 252 0,73 Mpuknag 298 0,19
Mpuknag 253 0,75 Mpuknag 299 1,0
Mpuknag 254 0,26 Mpuknag 300 >2
Mpuknag 255 0,5
Mpuknag 256 0,6
Mpuknag 257 0,5
Mpuknag 258 0,8
Mpuknag 259 0,2
Mpuknag 260 0,37
Mpuknag 261 0,25
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Mpuknag 262 0,53
Mpuknag 263 0,32
Mpuknag 264 0,4
Mpuknag 265 0,37
Mpuknag 266 0,16
Mpuknag 267 0,074
Mpuknag 268 0,09
Mpuknag 269 0,15
Mpuknag 270 0,14
Mpuknag 271 0,15
Mpuknag 272 0,1
Mpuknag 273 0,11
Mpuknag 274 He BU3Ha4anm
Mpuknag 275 0,24
Mpuknag 276 0,32
Mpuknag 277 0,6

Cronyku 3rigHO 3 BMHaxo4oM WHIMOWPYHOT akTu-
BHiCTb CPLA,, Wwo noTpibHO ansa gocTtasku cybeTpaty
apaxiioHOBOI KMCNOTW A0 LuknookcureHasun-1 abo -2
i 5-nunokcureHasi, SKki y CBOK Yepry iHiLilolTb Npoay-
KUit0 npocTarnaHOuvHIB | NEeNKOTPIEHIB, BIignoBigHO.
Kpim Toro, aktuBHicTb CPLA; € BanuBol Ans npo-
Aykuii nisodocdoninigy, wo € nonepegHukom PAF.
TakuM YMHOM, AaHi CNonyKu 3aCTOCOBHI ANA NikyBaH-
HS | NPOMINakTUKM NaToNOriYHUX CTaHIB, B SKi BKIHO-
YeHi nenkoTpieHn, npoctarnaHamMHn abo PAF. Binblue
TOro, NPV 3axBOPIOBaHHAX, B SKWX BidirpatoTb ponb
Oinble ogHOro 3 gaHux areHTis, iHriditop CPLA,, sk
O4iKyl0Tb, € BiNnblu e(PEeKTUBHNM, HiXX aHTaroHiCTu pe-
LenTopiB NenKoTpieHy, npoctarnaHanHy abo PAF, a
Takox Oinbll edekTUBHUM, HiX iHrGITOpK LMKNOOKCK-
reHasu abo 5-ninokcureHasw.

Tomy cnonyku, dapmaueBTUYHI KoMno3uuii i pe-
XUMW 3rigHO 3 JaHWM BMHaxo4oOM 3aCTOCOBHI Ans
nikyBaHHA i NpodinakTukn po3nagis, ki MOXHa miky-
BaTK iHriGiTOpaMn LIMKNOOKCUreHasn-2, LINKIOOKcure-
Ha3n-1 i 5-ninokcureHasn, a TakoX aHTaroHicTamu
peuenTopiB PAF, nenkoTpieHiB abo npocTarnaHauHiB.
3axBOplOBaHHS, siKi MOXHa MiKyBaTu crnornykamu 3rig-
HO 3 JaHWM BMHAxXOAOM, BKMO4YalTb, ane He obme-
XKylTbCS UMM, NereHesi po3nagu, WO BKYalTb Taki
3aXBOPIOBAHHS, KK aCTMa, XPOHIYHMIA OPOHXIT i po-
OVIHHI OGCTPYKTVBHI 3aXBOPIOBAHHS AMXanbHUX LUMS-
XiB; aneprii W anepriviHi peakuii, Taki gk anepriiHni
PWHIT, KOHTaKTHUA AepMaTuT, anepriitHuin KOH'tOHKTK-
BiT | aHanoriyHi; 3ananeHHs, Take sik abo apTpuT 3a-
narnbHi 3aXBOPIOBAHHSA KWULLEYHUKY; LUKIpHI posnaw,
Taki K ncopias, aToniyHa ek3ema, BYrpy, YLIKOOKEH-
HA Y®-cBiTNOM, Onikv i AepmMaTuTh; cepLeBo-CyaANHHI
3aXBOpPIOBaHHSA, Taki Ik aTepocknepos, CTeHokapais,
iemMis mMiokapga, rinepToHis, arperauis TpombouuTis
i aHamnoriyHi; i HWPKOBY HEOOCTaTHICTb, BUKIUKaHY
iMmyHonoriyHo abo ximiyHo. Jlikapcbki npenapatu Ta-
KOXX MOXyTb OyTM uMTO3axMcHMMK, 3anobiraroum
YLIKOMXKEHHIO  CNM30BOi  OBOMOHKM  LUMNYHKOBO-
KULLKOBOrO TpakTy LWKignueuMmu daktopamn. Takox
crnonykn GyayTb 3acTOCOBHI ANnsl NiKyBaHHS pecnipa-
TOPHOro AMCTpEec-CUHAPOMY B JOPOCNUX, EHAOTOKCU-
YHOMO LUOKY N YLKOMKEHb, BUKIWKAHUX iLLEMIELD,
BKITIOYAOYN YLLKOMKEHHA Miokapdy abo TpaBmy ro-
JIOBHOTO MO3KY.

Cnocobu nikyBaHHS, NpuAYLUEHHS, NOMEreHHs
abo nocnabneHHs acTMK 3rigHO 3 AaHWM BUHAXO4OM
BKIIOYaOTb cnocobu nikyBaHHA HabyToi GpoHxianb-
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HOi acTMu (Takox BiQOMOI SIK anepriiHa acTma abo
aToniyHa acTtma), CnagkoemHoi BGpoHXianbHOI acTMu
(Takox BigOMOI Sk HeanepriyHa actma abo HeaToniu-
Ha acTma) abo ixHix kombiHauii, Wo Ha3BaHi 3Mila-
Hoto acTtmoto. CTaHu nauieHTiB, WO BigvyBaloTb abo
nigoaTbca BNNMBY HabyToi abo aneprinHoi actmu,
BKIlOMAlOTb BUMNAOKW, BUKIMKaHI abo nos'a3aHi 3 6a-
ratbMa anepreHamu, TakMMmu K NUMoK, cropu, Tpaea
abo Oyp'sAHK, Nyna goMaLLHiX TBAapWUH, NWM, KNiwi i T.4.
Yepes Te, WO anepreHun 1 iHWi nogpasnuei Pe4OBUHM
caMi no cobi NPUCYTHI B Pi3Hi MOMEHTU NPOTArOM po-
Ky, Ui TMNM BMNaKiB TakOX Ha3MBaKTb CE30HHOH
acTmoto. Y rpyny HabyToi acTMM TakoX BXOAUTb Bpo-
HXianbHa acTMa I aneprinHuin acneprines OPOHXIB i
nereHis.

CnagkoeMHa acTma, siky MoXHa nikyBatu abo
nonerwnTn AaHumm cnocobamu, BKIOYAE BUMAOKM,
BUKNWKaHi iHEKLUINHUMU areHTamu, Takumun sik 30ya-
HWKW 3acTyau i rpuny B OOPOCnUX i pecnipaTopHo-
cuHumTiansHui Bipyc (PCB), puHoBipyc i Bipyc rpuny,
PO3MNOBCIOIKEHI B AiTeN. TakoX BKMOYaKTLCA acTMa-
TWYHI CTaHU, WO MOXYTb OYTM BUKIMKAHI B OEAKUX
acTMaTtukiB isMyHMMM BnpaBamu i/abo xonogHum
nogiTpsiM. Cnocobun € 3acTOCOBHUMU ANsi NiKyBaHHSA
CNagKOEMHOI acTMK, MOB'AI3aHOI 3 NPOMUCIIOBUMN
abo npodecinHUMKN BNIMBaMU, TaKMMK SIK CMOT, O30H,
WKIANMBI rasu, giokcua Cipku, okcup asoTy, BuUnapw,
LLIO BKMOYaloTh i3ouiaHaTtu, Bunapu dapbu, nnactma-
cu, noniypeTtaHis, Nakis i T.4., AEPEBHUIN, POCINHHUNI
nun abo iHWWM opraniyHui nun i T.4. Cnocobu Takox
3aCTOCOBHi Ans acTMaTUYHUX BUNagKiB, NOB'A3aHUX 3
Xap4yoBMMM AOMiILLKaMn, KOHCEpBaHTaMK i hapmako-
NoriYHMMK NpenapaTamu. 3BMYaNHUMKN PEeYOBUHAMM
OaHuX TUNiB € Xap4oBi GapBHUKK, TaKi ik TapTpasuH,
KOHCepBaHTW aHanoriyHi bicynbditam i meTtabicynb-
diTam, i hapmakonoriyHi npenapaTu, Taki K acnipuH i
HecTepoigHi npoTtm3ananbHi npenapatn  (NSAID).
Takox BKNOYAKTLCA CNnOcobu NikyBaHHSA, NpuayLLIeH-
HA abo nonerweHHA TUMNIB acTMu, SKi Has3MBaKwTb
NpUXoBaHOK acTMol abo KaluneBuM BapiaHTOM acT-
MMU.

OnwucyBaHi TyT cnocobu TakoX € 3acCTOCOBHUMMU
AN nikyBaHHA abo nonerweHHs cnagkoeMHoi acTMmu,
NnoB'A3aHoi 3i LUNYHKOBO-CTPaBOXiAHUM PedtoKCOM
(GERD), wo moxe cTtumynioBaTtu OpOHXOCTEHO3.
GERD, pas3om 3 yTpumyBaHUMW BUAINEHHAMW OpraHi-
3My, Kalunem, LWo nNpuayLyeTbes, i BNIMBOM anepre-
HiB i ApaTiBHUX PEYoBWH Yy cnarnbHi, MOXe BHECTU
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BHECOK B aCTMaTW4Hi CTaHW i Ha3MBAaETbCH HiYHOKO
actmoto abo Nocturnal actmoto. Y cnocobax nikyBaH-
HS1, NPUAYLIEHHSt a0 MONErweHHst acTMK, 3B'A3aHOI 3
GERD, thapmaLeBTU4HO eheKTUBHY KifbKiCTb CMOMyK
3rigHO 3 AaHWM BUHaxXo040M MOXHa BUKOPWCTOBYBATH,
AK ONMCyeTbCca TYT, Y KOMOGiHauii 3 dhapMaueBTUYHO
edeKTMBHOK KIiNbKIiCTIO npenapaTty Ans NiKyBaHHS
GERD. [aHi npenapaTtu BkntovaloTb, ane He obme-
XKYITbCA HUMM, iHriGITOPM NPOTOHOBOrO Hacoca, aHa-
noriyHi TabneTkam NaHTonpasony HaTpilo ynoBinbHe-
Hoi gii Toprooi Mmapkm PROTONIX®, kancynam
oMenpasony YnoBifbHEHOI Aii  ToproBoi  Mapku
PRILOSEC®, Tabnetkam pebenpa3sony HaTpito yno-
BinbHeHoI aii Toproeoi mapkn ACIPHEX® abo kancy-
nam naHsonpasorny ynoBifbHEHOI Aii TOproBoi Mapku
PREVACID®.

OaHi cnonyku 6yayTs ocobnueo npuaaTtHi ans ni-
KyBaHHA apTpuUTMYHUX i/abo peBMaTU4HUX pos3nagis,
LLO BKMOYaloTb, ane He obMexyBaHUX HUMU, peBMa-
TOIQHWIA apTpuWT, CMOHAWMMOAPTPONaTito, NoAarpUYHNA
apTpuT, OCTE0apPTPUT, CUCTEMHUIN YEPBOHUIA BOBYaK i
xBopoba Ctuna. Cnonyku 3rigHo 3 4aHUM BMHAX040M
OyayTb 3aCTOCOBHI ANs NiKyBaHHSA nicnsionepawiiHoro
3ananeHHs, BKMNoYalo4mM 3ananeHHs nicns odranbmi-
YHOI XipypriyHOi onepadii, Takoi SK BuAaneHHs kata-
pakTu abo pedpakuinHa XipypriyHa onepaduis.

Cnonyku 3rigHO 3 AaHMM BMHAxXo4OM MOXHa BU-
KOPUCTOBYBATU $IK XapO3HWXKytounin 3acib. Cnonyku
3riAHO 3 AaHMM BMHaxXO4OM MOXHa BUKOPUCTOBYBATU
B crnocobax nikyBaHHs1 6onto, 3okpema, 6onto, nos's-
3aHoro i3 3ananeHHsM. KoHKpeTHi cnocobu Bkrova-
10Tb, ane He 0bMeXyHTbCA HUMKU, CNocobu NikyBaHHS
ueHTpanbHoro 6onto, nepudepuyHoro Gonto, M'si3o-
BO-KICTKOBOro 60nto, nonepekoBo-KpuxoBoro 6onto,
60nto, NOB'A3aHOrO 3 YLUKOAXKEHHSAM CTPYKTYpPHUX abo
M'SIKMX TKaHWH, 60Mo, NOB'A3aHOrO 3 NPOrpecyYnMn
XBOpobamMu, TakMMu SK OHKOMOTiYHI i AereHepaTuBHi
3aXBOPIOBAHHS, HemponatuyHoro 0onio, WO Moxe
BKIOYATM SK roCTpui Binb, Takui sIK rocTpe YLLUKO-
KeHHs abo TpaBMa, Oo- i nicnsonepauiiHuin Ginb,
6inb y pesynbTati MirpeHi, 3ybHu 6inb i T.4., XPOHiYHi
6oni, Taki K HenponaTuyHi cTaHn diabeTnyHoi nepu-
depiiHOi  HewponarTii, MOCT-repneTu4yHa Hesparnris,
ibpomianria, Tak i 3ananbHi CTaHw, Taki Ak ocTeoap-
TPUT | peBMaTUYHUIA apTpwUT, BHaCNiQOK rOCTPOro
yLIKOZXKEeHHs1 abo TpaBmu i Binb, NOB'A3aHMIA 3 KapLuu-
HOMOI0.

[ani paHun BMHaxig NponoHye cnocié nonerwueH-
HS, NpuAayLWeHHs, nocnabneHHs abo nikyBaHHSA apT-
PUTUYHUX | pEBMATUYHNX PO3NafiB y ccaBsLs, Npuyo-
My cnoci6 BKNOYae BBEOEHHs1 CCaBUO  3a
HeobXigHOCTI UbOro apMaLeBTUYHO edEeKTUBHOI
KiNbKOCTi XiMiyHOro iHribiTopy cepmeHTiB docdoni-
nasu, ocobnuneo depmeHTiB pocdoninasm Az, K BU-
3Ha4yeHo B AaHOMY Onuci, i hapmMaueBTUYHO edeKTu-
BHOI KifIbKOCTi NPOTMPEBMAaTNUYHOro npenaparTy.

KombiHauii ans nikyBaHHs1 apTpUTUYHUX | peBMa-
TUYHUX PO3MajiB MOXyTb BKMOYaTW, ane He obme-
XKYHUYMCb UMM, NPOTUPEBMATUYHI NpenapaTu, Wo Ma-
I0TbCS B MPOAaxy, Taki IK HANPOKCEH, Lo NPOOAETLCA

y copmi Tabnetok  ynoBinbHeHoi Aii  EC-
NAPROSYN®, TabneTok NAPROSYN®,
ANAPROX® i ANAPROX® DS i cycneHsii

NAPROSYN® komnaHii Roche Labs, TabneTtku uene-
kokcnby Toprosoi mapkn CELEBREX®, podekokcmb
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ToproBoi mapkun VIOXX®, 6GetameTasoH TOpProeoi
mapkn CELESTONE®, kancynu neHuumnamiHy Top-
rosoi mapkn CUPRAMINE®, TabneTtkv neHnumnaminy
ToproBoi mapku DEPEN®, cycneHsia ons iH'exuii me-
TunnpeaHisonoH auetaty DEPOMEDROL, Tabnetku
nednyHomigy Toproeoi mapku ARAVA™, tabnetku
cynbdasanasuHy YnoBifbHEHOT Aii TOProBoi Mapku
AZULFIDIINE EN-tabs®, kancynu nipokcukamy Top-
roBoi mapku FELDENE®, tabnetks avknodeHaka
kanito CATAFLAMR, Ta6netku avkrnodeHaka HaTpito
ynoBinbHeHoi Aii VOLTAREN®, tabnetkn guknodge-
Haka HaTtpito nponoHroBaHoi Aii VOLTAREN®-XR,
npogyktn etaHpeuenty ENBREL® i iHWi HasBHi B
npogaxi NpoTMpeBMaTUYHI Npenaparu.

TakoX 3aCTOCOBHUMW € Kamncynu LMKMOCNPUHY
Toproeoi mapkn GENGRAF™, npogyktu cuponimycy
Toproeoi Mapkn RAPAMUNE®, kancynu abo opanb-
HUA  pPO3YMH  LUMKIOCMPUHY  TOProBol  Mapku
NEORAL®, Tabnetkn abo IV iH'ekuia asaTionpuHy
Toproeoi mapkn IMURAN®, kancynu, opanbHa cy-
cneHsia i cynosuTopii Toproeoi mapku INDOCIN®,
OopanbHUMN pPO34YMH MpPEAHI30oH HaTtpito docdaty
PEDIAPED®, cynbtaT rigpoKCUXINOpXiHy TOProeoi
Mapkn PLAQUENIL®, cupon npegHi3onoHy ToproBoi
mapkn PRELONE®, iHdnikcumab pekombiHaHT ans
IV iH'ekuii REMICADE® i meTvnnpeHi3onoHy HaTpito
cykumHat ang iH'ekuin SOLU-MEDROL®.

TakoXx 3aCTOCOBHUMM B KOMOiHaLisX 3rigHO 3 Aa-
HMM BUHaxXo4OM € CMOMyKu 30510Ta i MpoayKTH, 3acTo-
COBHi Ans NiKyBaHHA apTpuUTy i peBMaTUYHUX CTaHIB,
Taki sk aypaHoBuH abo iH'ekuis TiomanaTy 3omnoTa
HaTpito MYOCHRISYINE®.

KoxHuiA 3 gaHux NpoaykTiB MOXHa yBoauTu ha-
pmaLeBTUYHO edEeKTUBHUMUK [03aMu i cnocobamm
3aCTOCYBaHHS, BiJOMUMU 3 PiBHA TEXHIKW, TAKUMU SIK
onucaHi ana npoayktis y [Physicians' Desk
Reference, 55 Edition, 2001, Medical Economics Co.,
Inc., Montvale, N.J.].

Cronyku 3rigHO 3 JaHUM BUHaX040M TaKoX MOX-
Ha BBOAUTM cnocobamu 3rifgHO 3 AaHWM BUHaxXo4oM 3i
3HebontoBanbHMMK i NpoTM3anansHUMKU npenapara-
Mu, Takummn sk HCI33 (NSAID), acnipuH i iHWMMK
caniymnatamu. [lMpuknagn 3acTOCOBHWX npenaparis
BkntovatoTb ibynpoceH (MOTRIN®, ADVIL®), Ha-
npokceH (NAPROSYN®), cyniHpak (CLINORIL®),
AuknodeHak (VOLTAREN®), nipokcukam
(FELDENE®), ketonpodeH (ORUDIS®), andnyHizan
(DOLOBID®), HabymeTtoH (RELAFEN®), etoponak
(LODINE®), okcanpo3uH (DAYPRO®), iHgomeTauuH
(INDOCIN®), menikokcam (MOBICOX®), Bangekok-
cnb i eTepokokcnb. AcnipuH € npoTusanansbHUM npe-
napartoMm, Konu AaeTbCs Y BUCOKUX [03aX, iHaKWe BiH
npocTo € 3HebonBanbLHMM, aHanoriyHo 4o aueTami-
HopeHy (TYLENOL®).

MpuaatHi iHribiTopn yuknookcurexrasm 2 (COX-2)
AN BUKOPUCTaHHA 3i cnocobamu 3rigHO 3 AaHUM BU-
Haxo4OM BKIIHOYaKOTb, ane He 0bMeXyTbCs HUMK, 2-
(4-eTokcudperin)-3-(4-
MeTaHcynbgoHiIndeHin)nipasono[1,5-b]nipnaasvy,
CDC-501, uenekokcnb, COX-189, 4-(2-okco-3-geHin-
2,3-gurigpookcason-4-in)6enHsoncynbdoHamig, CS-
179, CS-502, D-1367, nap6ydenoH, DFP, DRF-4367,
dnosynia, JTE-522  (4-(4-umknorekcun-2-metun-5-
okcasonin)-2-cptopbeHsoncynbdonamia), L-745337,
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L-768277, L-776967, L-783003, L-791456, L-804600,
menokcukam, MK663 (eTopukokcub), Himesyniag, NS-
398, napekokcuo, 1-meTuncynbdoHin-4-(1,1-
anmeTnn-4-(4-propdeHin)unknoneHTa-2,4-aieH-3-
in)6eH3on, 4-(1,5-aurinpo-6-dTop-7-meToKkeu-3-
(TpndpTOopmeTUn)-(2)-6eH3oTiorapaH-(4,3-i)nipason-1-
in)6eHsoncynboHamia, 4,4-gumetnn-2-geHin-3-(4-
MEeTUICYNbMOHIN)EHIN)UMKNoBbyTEHOH,  4-amiHo-N-
(4-(2-dpTop-5-TpMdTOopMeETUN)-Tia3on-2-
in)6eH3oncynbdoHamia, 1-(7-TpeT-6yTUnN-2,3-
avrigpo-3,3-aumeTnn-5-6eH3odypaHin)-4-
uuknonponin®ytaH-1-oH, Pharmaprojects Ne6089
(Kotobuki Pharmaceutical), RS-113472, RWJ-63556,
S-2474, 5-33516, SC-299, SC-5755, Bangekokcumo,
UR-8877, UR-8813, UR-8880. Oani npugaTHi iHribi-
Topu COX-2 Anst BUKOPUCTAHHSA 3rifHO 3 BMHAXo4oM
BKIMOYaoTb napekokcnd, MK663, 4-(4-unknorekcun-2-
MeTun-5-okcasonin)-2-gpTopbeHzoncynbdoHamis
(JTE-522), Himesynia, dnosynig, DFP i 2-(4-
eTokcudpeHin)-3-(4-
MeTaHcynbdoHindeHin)nipasono[1,5-blnipnaasmH i
iXHi higionoriyHO NpPUMHATHI coni, cknagHi edipyn abo
conbBaTu.

Taki KOMMO3nLiT TakoX 3aCTOCOBHI NPW NiKyBaHHi
MEHCTpyanbHMX crnasmiB, nepeayacHux nomnorie, TeH-
DOOHITYy, BypcuTy, anepriiHoro HeBpuTy, iHdekuii Lun-
ToMmeranosipycy, anontosy, Bkmoyaroum  BIJI-
BUKIMKAHMI anonTos, niombaro, 3axXBOpPOBaHHA neui-
HKW, BKIMOYauM renatuT.

[aHi cnocobu TakoX 3aCTOCOBHI ANSA NiKyBaHHSA
LLMYHKOBO-KMLUKOBMX CTaHiB, TakUX SK 3anarnbHi 3a-
XBOPIOBAHHS KULLEYHMKY, XBopoba KpoHa, ractpur,
CMHOPOM 30YIXKEHOTO KULLEYHWKY i BUPA3KOBUIA KOTIT
i ona npodinakTukn abo NikyBaHHSA paky, Takoro sik
pak npsMoi kuwku. Cnonyku i Komnoauuii 3rigHo 3
OaHUM BMHaxXOAOM TaKOX 3aCTOCOBHI Ans npodinak-
TMKM abo nikyBaHHA [OBPOSAKICHOT i 3NOSKICHOI NyXnu-
HW/Heonnasii, BKMYaUN pak, TakMn 9K pak npamoi
KWLLIKW, pak MO3KY, paK KiCTKW, Heonnasito enitenianbs-
HUX KNITUH (eniTenianbHy KapuMHOMY), TaKy siK Kap-
uuHoma GasanbHuX KniTWH, afeHOKapuMHOMY, pak
LUMYHKOBO-KMLLKOBOTO TPaKTy, BKIHOYaunM pak ryowu,
pak MOPOXHWHU pOTa, pak CTpaBOXOAY, pak TOHKOI
KWULLKM | paK LUnyHKa, pak TOBCTOI KULLIKWU, paK NeYiHKu,
pak CeyoBOro Mixypa, pak nigLurnyHKOBOI 3anosu, pak
SA€YHUKA, paK LUMINKM MaTKW, pak NnereHi, pak rpyaen i
pakK LUKipW, TakMn SK KapumMHOMa NycKaTuX KMiTUH i pak
0asanbHUX KIiTMH, pak NpocTaTu, HUPKOBO-KITITUHHY
KapuMHOMY 1 iHLWI BiAOMi BUAM paky, IO BNMMBAOTb
Ha KNiTMHK eniTenito no Bcbomy Tiny. O4ikyeTbes, WO
KoMMo3uuii 3rigHO 3 JaHuM BMHaAXoO4oM OCO6NUBO
npuaaTHi 4na Takux TUNiB Heonnasii, K pak LUnyHKo-
BO-KULLKOBOro TpakTy, cTpasoxia bapeTta, pak nediH-
KW, paK ceyoBOro Mixypa, pak nifLunyHKOBOiI 3anosm,
paK sieYyHVKa, pak NpoCTaTh, pak LUMAKLW MaTKu, pak
nerexi, pak rpyaen i pak LKipu, Takmin Sk kapuvHoma
nyckaTux KniTvH i pak 6asanbHux knitmH. Cnomnykw i
crnocobu 3rigHO 3 JaHVWM BMHAxXO0OOM TaKOX MOXHa
BMKOPUCTOBYBaTW AN NiKyBaHHSA (ibpo3y, BUKMMKa-
HOro MpPoMeHeBoto Tepanieto. Taki KOMNO3uLii MOXHa
BMKOPUCTOBYBaTW ANSA NiKyBaHHA NauieHTIB, WO Ma-
I0Tb a[eHOMaTO3Hi MOoninu, BKIOYal4M nauieHTiB 3i
CcnagkoeEMHUMKU afeHomaTo3HumKu noninamu (FAP).
Kpim TOro, Taki KOMno3uuii MOXXHa BUKOPUCTOBYBATH
ANA NpoinakTuKM YTBOPEHHS Noninie y MauieHTiB 3
pusukom FAP. Crnonyku 3rigHo 3 gaHMM BUHaxogom
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3aCTOCOBHI AN NiKyBaHHS paky, 3aBOsKM CBOIW aHTi-
aHrioreHHin aii.

Mopanblie BWMKOPUCTAHHS BKMKOYaE MiKyBaHHS
3ananeHHss MNpu TakWx 3axBOPKOBaHHAX SK CYAWHHI
3aXBOPIOBaAHHS, FOMOBHWUIA Ginb npu MirpeHi, HOQo3-
HWA NaHapTepiiT, CTPYMIT, annacTMyHa aHemis, XBO-
poba XopkiHca, cknepogepma, peBmMaTusMm, giabet
TMNY |, HEMPOMYCKYNAPHI po3naau, Lo BKOYaloTb
OynbbocniHanbHUI  Napanidy, 3axBoptoBaHHA bGinoi
PEYOBMHU, LLO BKOYAE PO3CISSHUIA CKNEepo3, capKoi-
003, HePPOTUYHMI CUHOPOM, cuHOpoM bexceTa, no-
niMiosuT, TriHriBIT, Hedput, aneprito, HabpskaHHS,
BUKIMKaHE TPaBMOIO, LLIO BKNIOYAE HAOPSK rONoBHOroO
MO3Ky, iLleMilo MiokapAy i aHanoriyHi. Takox BKMoYa-
€TbCS NiKyBaHHA odTanbMiYHNX 3aXBOPIOBaHb, TaKNX
AK PETUHIT, KOH'IOHKTUBIT, peTUHONAaTIs, yBeIT, CBITNO-
00Aa3Hb | rocTpa TpaBma O4HOI TKaHWMHWU. TakoX BKIHO-
YaeTbCsl MNiKkyBaHHSA 3anarieHHsi NereHiB i 3ananeHHs
BEPXHIX OuXanbHUX LUASXiB, Taki SK 3ananeHHs, no-
B'A3aHi 3 BipYCHUMW iHEKLIAMM i KICTO3HUM hibpo-
30M, i Npu pe3opbuii KicTW, Taki aK CynyTHiN ocTeono-
po3. [aHi cnonyks i KOMMO3wuuii 3acTOCOBHI Ang
niKyBaHHA BU3HA4YeHWX 3aXBOPIOBaHb HEPBOBOI CUC-
TemMu, TakMx SIK KOpKoBe crnaboymcTBO, BKIHOYaKuu
XBOpoby AnbureriMepa, HerpogereHepauito n yLUKo-
OXXEHHS LieHTpanbHoi HEPBOBOI CUCTEMU B pe3ynbTari
iHCynbTy, iwemii abo TpaBmu. Crnonyku 3rigHo 3 da-
HUM BMHaxo4OM MOXYTb OYTW TakoX 3aCTOCOBHI Mpwu
nikyBaHHi xBopobu lMapkiHCoHa.

Cnocobu nikyBaHHs OOM0 BKMOYaOTb BBEOEHHS
ccaBL0, WO CTpaxaae Big Takoro 6onto, dhapmaues-
TUYHO edEeKTUBHOI KiNbKOCTi CNOMYKM 3rigHO 3 AaHUM
BMHaxoQoM, ofAHoi abo B KombiHauii 3 ogHMM abo
Aekinbkoma gogatkoBumu hapmaueBTUHHO edekTu-
BHUMW areHTamu Ans nikyBaHHsa Gonto abo 3ananeH-
Hs1 abo cnopiaHeHVX 3 MeAMYHOI TOYKM 30pYy CTaHiB.
Mpuknagamu nikapcbknx npenaparis, sKi MOXHa Mo-
€OHyBaTU 3 JaHUMU CMONyKaMu, € aHarnbreTUKK, aHTi-
aHrioreHHi npenapaTtu, aHTUHeoNNacTUYHI NpenapaTu.
[aHi cnonykn TakoX MOXHa MOeAHyBaTW 3 NpPOTUENi-
nenTUYHUMKU cnonykamu, WO MakTb 3Hebonowoui
BNACTUBOCTI, TAakKMMK sk rabaneHTuH i nperadaniH.

OauH Takmm kombiHaUiiHMIA cnocib 3rigHo 3 Aa-
HUM BWHaxXOOO0M BKMNOYaE BBEOEHHS CCaBLIO, 38 He-
06XigHOCTI Lboro, hapmMaueBTUYHO eDEKTUBHOI Kifb-
KOCTi CMOMyKU 3rigHO 3 [OaHUM  BWHaxXOO4oOM i
hapmaueBTUYHO eEeKTMBHOI KifTbKOCTi HETOKCUYHOTO
aHTaroHicta peuenTopa N-meTun-O-acnaptaty
(NMDA) i/abo areHTa, wo 6mnokye, LOHaNMeHLUe,
O[HY 3 OCHOBHMWX BHYTPILLIHBOKMNITUHHMX MNOCNIAOBHOC-
Ten aktmBauii NMDA peuentopa. Npuknagm aHTaro-
HictiB NMDA peuenTtopa, 3aCTOCOBHiI B A4aHMX CMNOCOo-
Oax, BKNOYalTb AekcTpomeTopdaH, AekcTpopdaH,
amaHTagvH i mMemaHTuH, abo ixHi hapmaueBTUYHO
NPUAHATHI coni.

IHWWI cnoci® nikyBaHHS 3ananeHHs i 3ananbHuX
3axBOpOBaHb BKIKOYAE CrinbHe BBEAEHHS CCaBLto, 3a
HeobXigHOCTI Uboro, iHribiTopy iHAYKOBaHOI CUMHTa3n
OKCWAy a30Ty CMOMYKOK 3rigHO 3 AaHWM BUHAXOAOM.
JaHa kombiHauis 3acTocoBHa AN NpodinakTuyHoro
abo TepaneBTUYHOIO BBEAEHHS CCaBLo, LLIO BigyyBae
abo nipoaeTbca aHOManbHO HU3LKOMY PIBHIO aKTUB-
HoOCTi cuHTasm okcuagy asoty (NOS), 3okpema, wWwo
CTpaXgae Bif NiABULLEHOTO KPOB'SAHOrO TUCKy abo
nigBULLLEHOr0 PU3NKY FfereHeBoil rinepTeHsii, iwemiy-
HOro iHCymnbTy, iHdapKTy Miokapay, cepueBoi Hefdo-
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CTaTHOCTI, MPOrpecylyoro 3axBOPIOBaHHA  HUPOK,
Tpombo3y, penepdy3HOro yukogXeHHst abo aereHe-
paTUBHUX po3rajiB HEPBOBOI CUCTEMM, TaKMX K XBO-
poba Anbureimepa, abo XpoHIYHO BigyyBae cTaH
riNOKCii.

Cnocobu 3rigHO 3 [JaHMM BWHAxXOOOM TaKoX
BKIIOYaKTb Crnocobu rnikyBaHHs abo npodinakTunku
Heonnagsii B ccaBUiB, BKIOYaYM MOAMHY, 3a HEob-
XiQHOCTI Takoro nikyBaHHsi abo npodpinaktukn. Cnocio
BKIIOYAE IiKyBaHHsSI CCaBUsi TepaneBTUYHO edeKTMB-
HOK KiMnbKIiCTIO CMONyKX 3rigHO 3 AaHMM BUHaxo4oM B
komb6iHaUii 3 iHribitopom MMP. [laHi ABa KOMNOHEHTH
MOXyTb ByTW AopaTkoBo HeoboB'A3koBO 06'eAHaHi 3
ofHuUM abo aekinbkoma areHTamu, BUGpaHumun 3 aH-
TWaHrioreHHoro npenapary, aHTMOrnacTOMHOro 3aco-
Oy, [OMOMIXKHOI PEYOBMHU, IMyHOTEpPANeBTUYHOIO
3acoby, aHanbreTuka; i/abo pagioTepaneBTUYHOI pe-
yoBMHU. OpHa Taka OaraToKOMMOHEHTHa Teparnis
BKIIOYaE BBEOEHHS CCaBLO, 3@ HEOOXIAHOCTI Lboro,
CMOMyKW 3rifHO 3 AaHMM BUMHAX0AOoM, iHribiTopy meTa-
nonpoTeiHasn MaTpuKCy M aHTUHEOMMacTUYHOro 3a-
coby.

Cnocobu i koMbiHauii 3rigHO 3 4aHMM BUHAX040M
MOXHa BMKOPWUCTOBYBATU ANS MiKyBaHHS i npodinak-
TUKW Heonnasii, BKMOYaldyn akpanbHy NeHTUriHO3HY
MenaHoMmy, akTWHIYHWUIA KepaTo3, afeHOoKapuuHOMY,
afeHOoIaHY KNCTO3HY KapuuHOMY, afieHOMy, afeHoca-
pKOMY, afeHOKapuWHOMY, acTpouUMUTapHy MyXIuHy,
KapumHomy GapTonieBoi 3ano3u, kapumHomy Gasanb-
HUX KNiTWH, KapuuHomy GpoHxianbHOI 3anosu, kari-
NSApHY apreHTadiHOMy, KapuuHOMY, KapLMHOCapKOMYy,
KaBEpHO3HY XOSaHriokapLMHOMY, XPSLLOBY CapKoMy,
naninomy/kapLuMHOMY XOpiOQHOTO CMMETEHHS, CBITMNO-
KNiTUHHY KapLWHOMY, UMCTageHoMY, eHaodepMarnbHy
NyxnuHy, eHgomeTpianbHy rinepnnasio, eHooMeTpia-
NbHY CTpOMarnbHy CapKoMy, eHOOMETPOiIgHY afeHo-
KapuvHOMY, eneHauMManbHy rniomy, enuTenioigHo-
KNiTUHHY Ccapkomy, capkomy EBWHra, BOMOKHWUCTI
YTBOPEHHS, OCepeaKoBY BY3eSKOBY rinepnnasito, rac-
TPUHOMY, NYyXITMHU 3aPOAKOBMX KIiTUH, rniobnactomy,
rnoKaroHoMy, remaHriobnactomy, remaHrioeHgoTerni-
OMy, reMaHriomy, ageHoMy MeyiHKK, NeviHKoBun age-
HOMaTO3, renaToLentonsapHy KapuvHOMY, NyXIUHY 3
6eTa-kniTuH, BHYTpiWHbOENITENiIAnNbHY Heomnnasito,
Heonnasito KNiTMH NNOCKOro eniTenito, iHBasuBHY Nno-
CKOKNITUHHY KapLMHOMY, KPYMHOKIMITUHHY KapLUUHOMY,
nenomiocapkomy,  3r0SKICHYy  FIEHTUro-MenaHomy,
3r10SKICHY MeraHoMmy, 3rosiKiCHIi NyXMMHU Me3oTerito,
Megynobnactomy, Meaynoeniteniomy, MenaHomy,
MeHiHreanbHy, MesoTernianbHy, MeTacTaTuyHy Kap-
LMHOMY, MyKOenigepMoigHy KapuuHomy, Heripobnac-
TOMy, HeupoeniTenianbHy ageHOKapuuHOMy, By3en-
KOBY MeraHomy, OBCSHO-KMNITUHHWI pak,
onirogeHaporniomy, OCTeocapkomy, naHKpeaTU4HWUn
noninenTug, naninApHy CceposHy afeHOKapuuHOMY,
NyXNWHY KNITUH NiHeanbHOI 3arnosu, NiTyiTapHy nyx-
NVHY, nnasmvauuMToMy, MNCeBAOCAPKOMY, TEereHeBy
6nacTtomy, rinepHedpomy, petTuHobnacromy, pabao-
MiOCapKoMy, CapKoMy, CEPO3HY KapLuWHOMY, OpiGHOK-
NiITUHHY KapuWHOMY, KapUMHOMY M'SIKUX TKaHWH, Nyx-
NNHY, WO CeKpeTye coMaTocTaTuH,  fyckaTy
KapLMHOMY, KapLIMHOMY JITyCKaTUX KMNiTUH, NOBEPXHEBY
poacitoBaHy MernaHomy, HegudepeHLUinoBaHy Kapuu-
HOMy, yBeanbHy MenaHomy, 6opogaByacTuii pak,
BMNOMY, AoOpe AudepeHLinoBaHy KapLMHOMY i Myx-
nunHy Binbma.
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AHTMONAcTOMHi 3acobu, 3acTOCOBHI B Onucyea-
HUX TYT KOMOGIHaLiMHMX Tepanisix, BKMOYalTb aHa-
cTpo3on, kapboHaT kanbLito, kaneuntabiH, kapbonna-
TuH, umcnnaTtuH, Cell Pathways CP-461, goueTtakcen,
JoKcopy6iumH, eTono3ua, drnyopoypauun, dyokcu-
MECTpUH, remuutabiH, rocepeniH, ipMHOTEKaH, KeTo-
KOHa305, NeTpo30rs1, IeyKOBOPUWH, NeBami3os, Merec-
TPOM, MITOKCAHTPOH, MakmiTakcen, panokcudeH,
PETUHOEBY KUCIOTY, TamMoKcudeH, TioTepy, TornoTe-
KaH, TopeMicpeH, BiHopen6iH, BiIHGNACTWNH, BIHKPUCTUH,
cerneHiym (CeneHoMmeTiOHiH), ypCO4EO0KCUXONEBY Kuc-
noTy, cyniHgak cynbgoH, ek3emMecTaH i ebnopHITUH
(DFMO), 1-[4-(2-a3enaH-1-ineTokcn)6eHann]-2-(4-
rigpokcudenin)-3-metun-1H-ingon-5-on (Takox Bigo-
mMuin sk TSE-424) i 2-(4-rigpokcudpeHin)-3-metun-1-(4-
(2-ninepuguH-1-inetoken)6eHann]-1H-ingon-5-on
(Takox Bigomuin sk ERA-923).

[aHuin BMHaxig TakoX BKMOYae cnocobu BUKopu-
CTaHHS ONMCyBaHMX TYT CNonyk y komb6iHauji 3 Ginko-
BMM iHriGITOPOM iHTEpREenkiHy-1, TakMMm SK aHTaroHicT
IL-1 peuenTopy (IL-lIra) ana npocdinaktukm abo niky-
BaHHS 3ananbHWX 3axBOplBaHb Yy ccaBuiB. [ocTpi i
XPOHIYHI 3ananbHi 3axBOPIOBaHHSA, Yy SKMX MmepiaTo-
pom € iHTepnewkiH-1 (IL-1), i Ansa nikyBaHHA SKUx cTa-
HOBNATL iHTEpeC AaHi cnocobu, BKMYalTb, ane He
06MeXyTbCA UMM, rocTpui naHkpeatuT; ALS; xBo-
poby AnbureriMepa; Kaxekcilo/aHOpEeKCilo; acTmy;
aTepocKnepos; CUHAPOM XPOHIYHOI YyTOMM, NMXOMaH-
Ky; piabet (Hanpwknag, iHcyniHoBun giabet); rmome-
pynoHedpuT; BiGTOPrHEHHS TpaHcnnaHTaTy; remopa-
MYHWIA LWOK; rinepanresito, 3anarbHe 3axBOPHOBAHHS
KVLUEYHUKY; 3ananbHi cTaHu cyrnobis, BKo4alun
OCTE0apTPUT, NcopiaTU4HUI apTpuT i peBmaToigHun
apTpuT; ilWeMivHe YLUKOMKEHHS, BKM4Yarun uepeb-
panbHy iWwemito (Hanpuknag, YepenHo-MO3KOoBY TpaB-
My B pe3ynbTaTi TpaBMM, eninencii, KpoBosunuey abo
iHCYNbTY, L0 MOXYTb NMPMBECTU OO0 HenpopereHepa-
uii); 3axeoptoBaHHA nereHiB (Hanpuknag, ARDS);
MHOXWHHY MI€ENOMY; PO3CISHUN CKNepo3s; MIENOMHI
(Hanpuknag, AML i CML) i iHwi nenkemii; mionatii
(Hanpuknag, metaboniam M's3oBoro Ginka, ocobnueo
npu cencuci); ocTeonopos; xBopoby [apkiHcoHa;
6inb; nepepgyacHi nomnoru; ncopias; penepdysHe
YLIKOZXKEHHSI; CENTUYHWUIA LIOK; NobivHi edbekTn npo-
MEHEeBOI Tepanii, 3aXBOPIOBAHHA HWKHbOLLENENHOro
cyrnoba, meTtacTtas nyxnuHu; abo 3ananbHi CTaHu B
pes3ynbTaTi NepeBTOMM, PO3TAraHHs 3B'SI30K, YLUKO-
DKEHHS Xpsla, TpaBMu, OpToneauyHoI onepadii, abo
iHdbeKUii IHWMX NaToNoriYHNX NpoLeciB.

[aHui BMHaxig Takox npornoHye crnocid BBeaeH-
Hs1 ofHiei abo OekinbkoX Cnonyk 3rigHO 3 AaHUM BU-
Haxo4oM XiHLi, 3a HeobxigHOCTI Uboro, LWo6 BnacHe
Kakyum 3anobirtm abo 3MEeHLMTU 3MiHM B XKiHOYiA
penpoayKTUBHIA CMCTeMi, NoB'A3aHi 3 noyaTtkom abo
NPOAOBXEHHAM  BariTHOCTI. TakoX MPONOHYETLCS
cnoci6 icTOTHOI NpodhinakTukM abo 3HWXKEHHS MaTKO-
BMX CKOpOYEHb, LIO BiAOyBalOTLCS NPOTArOM BariTHO-
cTi, abo noB'sA3aHMX 3 MeHoparieto. [laHi cnocobu mo-
XyTb HeOOOB'AI3KOBO BKMtOYATU ChifbHE BBEOEHHS
Cronykn 3rigHo 3 JaHMM BWHaXo4OM 3 Mporectepo-
HOM, NPOrecTMHOM abo rectareHHMM 3acoboMm.

KoxkHui 3i cnocobis 3rigHO 3 AaHUM BUHaxXo4o0Mm
BKIIOYA€E BBEOEHHS CCaBLto, 3a HeOOXiQHOCTI Takoro
nikyBaHHS, papMaLeBTMYHO abo TepaneBTUYHO edhe-
KTMBHOI KiNbKOCTi CMOMYKW 3rigHO 3 BWHaxogom. Y
npuKknagax onucyBaHUX TYT KOMOGiHaLiMHMX meTopniB
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NiKyBaHHSA, HeobXigHO po3yMiTH, WO BBEAEHHA Aoaa-
TKOBO BKIo4Yae dapMaleBTUYHO abo TepaneBTUYHO
edekTUBHY  KinbkicTb  Apyroro  capmaueBTUHHOro
npenapary, Npo sikuin nge mosa. Opyruin abo gopat-
KOBUIM ONMCYyBaHUM TyT chapMakonorivHum npenapar
MOX€e BBOAMTUCHA [03aMW i pexumMamu, BigOMMMU 3
PiBHSA TEXHIKN.

Cronyku 3rigHO 3 JaHUM BUHaxX0O0M TakoX MOX-
Ha BWMKOPUCTOBYBaTW B MOPIBHAHHWX BETEPUMHAPHUX
cnocobax nikyBaHHs, 0cobnnBo A4ns BETEPUHAPHOro
nikyBaHHS, NpUrHiveHHst abo nocnabneHHs 3ananeH-
HS | 6onto. 3po3ymino, Wwo AaHi cnocobu cTaHOBNATb
ocobnuBuiA iHTepec AN TBapWH-KOMMAaHbNOHIB, Takux
AK cobaku i Kilku, i AN BUKOPUCTaHHSA NP MNiKyBaHHi
CiNbCbKOroCcnogapcbknux CCaBUiB, TakMX $K Bemnuka
porata xygoba, KOHi, Mynu, ocnu, Ko3u, CBUHI, BiBLi i
T.4. JaHi cnocobu moxHa BMKOPUCTOBYBaTU ANS MiKy-
BaHHs1 TUMIB 3ananeHHs i 6oni, Wo Bigomi y BeTepu-
Hapii, BKNoyaw4u, ane He obmexyrounch unm, Ginb i
3ananeHHs, noBs'aA3aHi 3 apTputom, Aedektamn cyr-
nobis, gedektamyn po3BUTKY Cyrnobis, TakMmu Sk
aucnnasis  Ta3ocTerHoBoro cyrnoba, TEHAOHITOM,
3anarneHHsaM 3B'A30K, 3anarneHHsiM KonuTa, TBEPOOoH
NyXIIMHOK Ha HO3i B KOHSA | Bypcutom, abo, Ginb i 3a-
naneHHs, nos'a3aHi 3 XipypriyHMM BTPYHaHHAM, He-
LacHMM Bunagkom, TpaBmMol abo xBopoboto, Takoto
Ak xBopoba Jlima. [aHi cnonykuM TakoX MOXHa BWKO-
puUcTOBYBaTM MNpW JiKyBaHHI 3ananeHHs guxanbHuX
LWNaxis, HaNpuKnaa, CTaHW acTMU, NapuUHriTy, Tpaxei-
Ty, BPOHXITY, PUHITY abo hapuHriTy.

Cnonyku 3rigHo 3 JaHNUM BUHAXOAOM TaKOX MOX-
Ha BMKOPUCTOBYBaTW B MOPIBHAHHWX BETEPUMHAPHUX
cnocobax nikyBaHHs, 0cobnnBo Ans BeETepUHaApHOro
nikyBaHHS, NpUrHideHHst abo nocnabneHHs 3ananeH-
HA | Gomto, MoB'A3aHMX 3 acTMaTUYHUMKU CTaHAMW.
3po3ymino, o AaHi cnocobu ctaHoBNATL 0cobnmBmi
iHTepec Ans TBapuH-KOMMNaHbNOHIB, TaknX K cobakw i
KiLLKM, OCOGNMBO CTPaXOalynx KOTSYOK acTMOH.
[aHi cnonykn TakoX MOXHa BWKOPWUCTOBYBATM Mpu
NiKyBaHHI 3ananeHHs auxanbHUX LWisxis, Hanpuknag,
CTaHW acTMu, NapuHriTy, TpaxeiTy, OPOHXITY, PUHITY i
dapuHriTy.

Cronyku 3rigHO 3 AaHUM BMHAxX04OM MOXHa BU-
KOpPUCTOBYBATK NMpU BETEPUMHAPHOMY FliKyBaHHi acTMu
N acTMaTUYHMX CTaHiB y KombiHaUii 3 iHW1MK cnoco-
©6amu nikyBaHHA acTMU, TaKMMK K KOTS4a acTMma, Lo
BKIMKOYaTb oparnbHi abo iH'ekToBaHi cTepoign, umn-
porenTagvH, UMKNnocrnopuH A abo aHTuTina aHTuiHTe-
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prenkiH-5.

KoxHuii 3 gaHux BeTepuHapHUX crnocobiB BKMO-
Yae BBeOEHHs1 ccaBLto, 3a HeobXigHOCTI uboro, dap-
MaLeBTUYHO edPEeKTUBHOI KINbKOCTi CMONYKN 3a AaHUM
BMHaxo4om abo il hapmMaLeBTUYHO MPUAHSATHOI CO-
nboBoi opmn. Cnonykx 3rigHoO 3 JAHUM BMHAXO40M
MOXHa BMKOPMCTOBYBaTWU ANA NiKyBaHHA niogen abo
TBapuH pasoMm 3 iHWMMWU fiKapCbkMMK MpenapaTamu
abo xapyoBuMM gobaBkamu, BiJOMUMK 3 PIBHSA TEXHI-
KM ONns NiKyBaHHS, MPUrHiYeHHss abo nonerweHHs
3ananeHHsa abo 6onto. BoHn MoXyTb BknoyaTh acni-
pvH (BKMoYaoumn BydepHUin acnipuH, acnipuH 3 maa-
FIOKC i acnipyH, NOKPUTUI eHTepocontobinsHo obo-
NOHKo), iHribiTopy COX-2, Taki SK LEeneKokcuo,
HeaUeTunboBaHi kapOOHOBI KMCNOTW, Taki fK caniuu-
nat MarHito, caniuunamig abo caniuMnaTt Hatpito,
OUTOBI KMCNOTW, TakKi SK AuknodpeHak i eTtogonak,
NPOMiOHOBI KUCNOTK, Taki AK ibynpodeH, HanpokceH
(HasBHMI y Burnaai Toproux Mapok NAPROSYN® i
EQUIPROXEN®), ketonpodeH, RIMADYL® (kapn-
podeH), dnyHiKCUH, MernyMmiH, eHamoBi KUCrnoTw,
Taki siKk TondeHaMoBa KUCnoTa, medaHamoBa KUCO-
Ta, MeknodeHamoBa kucrota (ARQUEL®) abo Hid-
NyMOBa KUCNOTa, €HOMbHI KACMOTU, Taki K OKCUGEH-
OyTa3oH, ceHinbyta3oH, nipokcukam abo AMNipoH,
abo HeKWUCNOTHI Crnomyku, aHanoriyHi HabymeToHy.
Takox y BeTepuHapii BMKOPUCTOBYOTb AWMETWUCY-
negokena (AMCO), oproTeiH (Takuin gk OproTeiH Top-
roBoi mapkn PALOSEIN®), nonicynbtaToBaHi rnvko-
3amiHornikaHu abo PS-GAG (Taki K
nonicynbdatoBaHU rMiko3aMiHOrmikaH TOproBoi Ma-
pkn ADEQUAN®), rianypoHOBY KUCMOTY i il NpupoaHi
i CUHTETMYHI aHanoru, KeTopornak TpUMMeTaMiH (Takun
sk ToproBa mapka TORADOL®), FELDENE® (nipok-
cukam) abo METACAM® (meToKcukam).

Xap4yoBi [OOMILIKM, BUKOPUCTOBYBaHI AN MiKy-
BaHHA niogen i TBapuH, BKNHOYAKTb [MHOKO3aMiHW,
XOHAPOITUHY  cynbdar, MeTUNcynbgoHinMeTaH
(MSM) i omera-3-X1pHi KNCNOTN N iHLWi XWpK XONoAa-
HoBOOHUX pub. Crnonyku i cnocobwu 3rigHO 3 AaHuM
BMHaxX04O0M TaKOX MOXHa BUKOPUCTOBYBATWU pasoM 3
isioTepanieto, MacaxeMm, XiponpakTUKOK i ronkoTe-
panieto nogen i TBapuH. KoxeH nikapcekuin npenapart
i KOXKHY Xap4yoBYy [AOMILIKY MOXHa BBOOWUTM CCaBLIo,
Nnpo SIKOro Mae MOBa, BMKOPUCTOBYKOUM PEXUMU N
edeKTUBHI AO3YBaHHS, BiAOMi 3 PiBHS TEXHIKM.

Komm’toTepHa BepcTtka O. ManoHeHko

MignuchHe
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