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(57) 1. Cnonyka, npefctaBneHa HacTyrmHOW OpMy-
noto [1]

ae Me € meTunbHa rpyna,
R1 i Rz € ogHakoBMMM abo pisHUMUK i KOXKEH € aToM
BOAHIO, arkifnbHa rpyna, auunbHa rpyna, cynbdoHi-

nbHa rpyna, 3amiweHa abo HesamilweHa apunsami-
LeHa ankinbHa rpyna, apun3amilieHa arnkokcukap-
OoHiNbHa rpyna, ankeHinbHa rpyna abo ankiHinbHa
rpyna, abo R; i R, B kombiHaLUii yTBOpIOOTb, pa3om 3
cycigHiM aTomMoM a3oTy, 3amiweHy abo HesamilleHy
aniunKnivyHy reTepounKniyHy rpyny,

R3; € aTom BofgHio, 3amilieHa abo He3amilweHa auu-
nbHa rpyna abo apunsamillieHa ankokcukapOoHinbHa
rpyna,

A € aTom BogHI0, B € rigpokcuneHa rpyna abo rpyna,
npeacraeneHa HacTynHot dopmynoto [l1]

Me
Me
OR,

© Al
ae Me € metunbHa rpyna i R4 € atom BogHio abo
auunbHa rpyna, abo A i B B kombiHauii gatotb =0,
R € rpyna, npeactasneHa HacTynHow popmynoto [l11]
RO

/\Gx\ﬂe
Me

OR

Qltnin

(1]

ae Me € metnnbHa rpyna, Rs i Re € ogHakoBMMu abo
Pi3HUMMK | KOXXEH € aTOM BOAHIO abo auunbHa rpyna,
abo Rs i Re B kombGiHaujii aaTe kapboHinbHY rpyny
abo 3amileHy abo HesamilleHy arnkineHosy rpymny,
3aMiCHVK NpeacTaBneHui HacTynHow dopmynoto [I1V]

Me' ‘ [|V]

ae Me € meTtunbHa rpyna, D € O abo N-OH, a6o D €
aToM BOAHIO i rigpokcunbHa rpyna (-H,-OH), abo 3a-
MiCHUK NpeAcTaBneHnn HacTynHo dopmyrnoto [V]

s\\\\

Me V]

Ae Me € meTunbHa rpyna,

abo ii dhapmaueBTUYHO NPUIAHATHA Cifb.

2. Cnonyka 3a n. 1, Ae R € rpyna, npeacraeneHa Ha-
cTynHoto cpopmyrnoto [lI]
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RsO

Me

[0}

ORs L[

ae Me € meTtunbHa rpyna, Rs i Re € ogHakoBMMu abo
Pi3HMMU | KOXEH € aToM BOAHI0 abo auunbHa rpyna,
abo Rs i Rs B kombBiHaujii gaoTe kapboHinbHY rpyny
abo samiweHy abo HesamilleHy ankineHosy rpyny,
abo i hapmaLeBTUYHO NPUNHATHA Cinb.

3. Cnonyka 3a n. 1 abo 2, gpe A i B B komGiHauji ga-
toTb =0, abo ii papmaLeBTUYHO MPUNHSITHA Ciflb.

4. Cnonyka 3a n. 1 abo 2, ne A € atom BogHw i B €
rigpokcunbHa rpyna, abo ii dpapmaueBTUYHO NPUAHS-
THa Cinb.

5. Cnonyka 3a n. 1 abo 2, oe A € atom BogHw i B €
rpyna npegcrasrneHa HacTynHotw dopmyrnoto [I1]

Me

Me
OR,

Me Nl

(@ LLLY

ae Me e metunbHa rpyna i R4 € atom BogHio abo
auuneHa rpyna, abo ii capMaueBTUYHO NPUNHSATHA
Cinb.

6. Cnonyka 3a n. 5, ge R4 € atom BogHio, abo ii dap-
MaLEeBTMYHO NPUAHATHA Cinb.

7. Cnonyka 3a 6yab-akum 3 nyHkTiB 1-6, oe R1 i Rz €
OfHakoBUMKU abo pPi3HMMM | KOXEH € aTOM BOAHIO,
ankineHa rpyna, 3amiweHa abo HesamiweHa GeH3u-
nbHa rpyna abo 6eH3nnokcukapboHinebHa rpyna, abo
R; i Rz B kOoMGiHauii yTBOpIOIOTb, pa3oM 3 CycCiaHiM
aTomMoM a3oTy, 3amileHy abo HesaMmilweHy aniumkrii-
YHY reTepouukniyHy rpyny, abo ii dapmaueBTU4HO
NPUNHATHA Cinb.

8. Crnonyka 3a n. 7, ge R: i R; € ogHakoBMmu abo
Pi3HUMW | KOXKEH € aTOM BOLHIO, HUXKYa arnkifnbHa rpy-
na, wo mae 1-3 atomu Byrneut, abo ranoreHsamile-
Ha 6eH3unbHa rpyna, abo ii apMaueBTUYHO NPUIAH-
ATHa Cinb.

9. Cnonyka 3a n. 7, Ae 3aMilLieHoto abo HesaMilLeHo
aniuMKIivyHOK reTepoLMKNIYHOK TPYMO, YTBOPEHO
R: i R; B kombiHauii 3 cycigHiM aTomom a3oTy, € 3a-
MileHe abo HesamiweHe MOpdoniHOBE Kinbue, nine-
pUOnHOBE KinbLe, ninepasvHoBe kinbue abo niponi-
AnHOBe Kinbue, abo 1i hapMaueBTMYHO NPUIAHATHA
Cinb.

10. Cnonyka 3a 6yab-sikum 3 nyHkTiB 1-9, e Rs €
aToOM BOAHI0, aueTunbHa rpyna, 3amiuieHa abo Hesa-
MileHa GeHsoinbHa rpyna abo GeH3unokcukapOOoHi-
nbHa rpyna, abo ii hapmaLeBTUYHO NPUAHATHA Cinb.
11. Cnonyka 3a n. 10, ge Rs € atom BoAHI0, 3amille-
Ha abo He3amiweHa aueTunbHa rpyna abo 6eH30inb-
Ha rpyna, abo ii hbapmMaLeBTUYHO NPUAHATHA Cinb.

12. Cnonyka, BubpaHa 3 rpynu, Lo BKIYaE:

(1) 9-aurigponceBgoepuTpomMiumH A 6,9-enokcug,

(2) pe(3'-N-meTun)-9-gurigponcesoepuUTPOMILUH A
6,9-enokcna,

(3) ne(3'-N-metun)-3'-N-6eH3un-9-
aurigponcesgoepuTpoMiuunH A 6,9-enokeuna,

(4) 6ic-pe(3'-N-meTun)-9-aurionponceBA0EpUTPOMILINH
A 6,9-enokcug,
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(5) 6ic-ae(3'-N-meTun)-6ic-(3'-N-6eH3nn)-9-
avrigponcesgoepuTpomiuuH A 6,9-enokena,
(6) ae(3'-N-metun)-3'-N-(n-xnop6eHaun)-9-
avrigponcesgoepuTpomiuuH A 6,9-enokena,
(7) ne[12-(1-rippokcmnponin)]-9-aurigpo-12-
okcornceBgoepuTpoMiunH A 6,9-enokeung,
(8) ne[12-(1-rippokcmnponin)]-9-aurigpo-12-
riapOoKCioKCcuMnceBLoepMTPOMILMH A 6,9-enokeung,
9) ae[12-(1-rippokcmnponin)]-9-

avrigponcesnoepuTpoMiumnH A 6,9-enokemng,

(10) 12,13-enokcu-9-gurigponceBaoepuTpoMiuMH A
6,9-enokcna,

(11) ne(3-O-knagmHosun)-9-
aurigponcesgoepuTpoMiunH A 6,9-enokeuna,

(12) 4",13-O-giaueTvn-9-aurigponceBaoepUTPOMILINH
A 6,9-enokcua,

(13) 2'-O-aueTun-9-aurigponceBaoepPUTPOMILMH - A
6,9-enokcna,

(14) ae(3'-gumeTtunamio)-3'-mopdoniHo-9-
avrigpornceBaoepuTpomiuuH A 6,9-enokena,

(15) 2'-O-auetun-ge(3-O-knaguHo3nn)-9-aurigpo-3-
KeTonceBgoepuTpomMmiumH A 6,9-enokeng 12,13-
kapOoHar,

(16) ne(3-O-knagmHosun)-9-aurigpo-3-
KeTonceBgoeputpomMiumH A 6,9-enokeng 12,13-
kapboHar,

17) Ae(3'-N-metun)-3'-N-(n-xnopbeHsun)-ae(3-0O-
KnaguHosun)-9-gurigponceBgoeputpomMiumH - A 6,9-
enokcua,

(18) 2'-O-auetun-ge(3-O-knaguHo3un)-9-aurigpo-3-
keTo-ge(3'-gumeTunamiHo)-3'-
MopdoniHONCEBAOEPUTPOMILMH A
12,13-kapboHar,

(19) ne(3-O-knagmHosun)-9-aurigpo-3-keto-ae(3'-
AvMeTnnamiHo)-3'-mopdoniHonceBAoepuMTPOMILMH - A
6,9-enokcmp 12,13-kapboHar,

(20) ne(3'-N-metun)-2'-0-3'-N-
6ic(6eH3nnokcnkapboHin)-ae(3-O-knagmHoaun)-9-
aurigponcesgoeputpoMiunH A 6,9-enokeng  12,13-
kapboHar,

(21) ne(3'-N-metun)-3'-N-(n-xnop6eHaun)-ae(3-0O-
KNnagnHo3un)-9-auriapo-3-KeTonceBgoepuTpoMiumMH A
6,9-enokcmp 12,13-kapboHar,

(22) ne(3-O-knagmHosun)-9-aurigpo-ge(3'-
aMMeTMNamMiHo)-3'-MopdoniHONCEBAOEPUTPOMILMH A
6,9-enokcup 12,13-kapboHar,

(23) ne(3'-N-metun)-3'-N-(n-xnopbeHasun)-ae(3-0O-
KnaguHo3un)-9-auriapo-3-KeTonceBaoepuTpoMiumMH A
6,9-enokcmg 12,13-i3onponiniaeH auetans abo

(24) ae(3'-N-metun)-3'-N-(n-xnopbeHsun)-ae(3-O-
KNnagnHo3un)-9-auriapo-3-KeTonceBaoepuTpoMiUmMH A
6,9-enokcug,

abo ii hapmaLeBTUYHO NPUNHATHA Cinb.

13. Cnonyka, BubpaHa 3 rpynu, Lo BKMYaE:

(1) 9-purigponceBgoepuTpoMiumH A 6,9-enokcua,

6,9-enokcun

(2) ne(3'-N-metun)-3'-N-(n-xnopbeHaun)-9-
aurigponceBgoepuTpoMiumnH A 6,9-enokeuna,
(3) ae(3'-anmeTmnamiHo)-3'-mopdoniHo-9-

avrigponcesgoepuTpomiumnH A 6,9-enokeng abo

(4) ae(3'-N-metun)-3'-N-(n-xnopbeHsun)-ae(3-O-
KnaguHo3un)-9-aurigpo-3-KeTonceBaoepuTPoOMiUmMH A
6,9-enokcmp 12,13-kapboHar,

abo ii dhapmaueBTUYHO NPUIAHATHA Cifb.
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14. dapmaueBTUYHa KOMNO3ULIS, O MICTUTb Crony-
Ky 3a 6yab-skum 3 nyHkTiB 1-13 abo ii dhapmaueBTny-
HO NPUNHSATHY CiNb SK aKTUBHWUI iHFPEaIEHT.

15. dapmaueBTUYHa KoMno3uuis 3a n. 14, saka BUKO-
pucToByeTbCA AN npodpinakTvkn abo nikyBaHHA 3a-
NanbHOro 3axXBOPIOBAHHSI.

16. ®apmaueBTMYHa koMno3uuia 3a n. 15, ge 3ana-
NbHUM 3aXBOPHOBaHHAM € 3anarnbHe 3axXBOPHOBaHHS
KULLEYHUKY.

17. Cnoci6 npodinaktukm abo nikyBaHHs 3ananbHOro
3aXBOPHOBAHHS, SKMI BKMOYAeE BBEAEHHS MaLEHTOBI,
WO Uboro noTpebye, edeKTMBHOI KiMbKOCTI CMOMnyku
3a byab-akMMm 3 nyHKTIB 1-13 abo ii papmaueBTUYHO
NPUAHATHOI COni.

18. Cnoci6 3a n. 17, ge 3ananbHMM 3aXBOPIOBAHHAM
€ 3ananbHe 3aXBOPIOBAHHSA KULLEYHUKY.
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19. 3acTocyBaHHS cnonyku 3a 6yab-siKUM 3 NyHKTIB 1-
13 abo ii hapmaLeBTUYHO NPUAHATHOT coni Anst oge-
pXaHHs dapmaueBTUYHOro 3acoby ans npodinakTu-
kv abo nikyBaHHS 3ananbHOro 3axXBOPIOBAHHS.

20. 3acTtocyBaHHs 3a n. 19, e 3ananbHUM 3aXBOpPHO-
BaHHSAM € 3ananbHe 3aXBOPIOBAHHS KULLEYHMKY.

21. KomepuiiHe ynakyBaHHsi, WO MiCTUTb 3acib ans
npocpinakTvkn abo nikyBaHHSA 3ananbHOro 3axBOpHo-
BaHHS, KM MICTUTb CMONYKy 3a ByAb-AKUM 3 MYHKTIB
1-13 abo i hapmMaLeBTUYHO NPUNHATHY CiNb 5K aKkTu-
BHWW iHIPedieEHT i ApyKOBaHy iHCTPYKLUilO, B AKii BKa-
3yeTbCS, WO 3acid moxe abo NnoBuHeH GyTu BMKOpUC-
TaHuin ansa npodinakTukM abo nikyBaHHsI 3ananbHOro
3aXBOPIOBAHHS.

lMpencraBneHunii BUHaxia CTOCYeTbCA HOBOMO MO-
XigHOro  aurigponceBaoepuTpoMiumHy.  3okpema,
NpeAcTaBneHnin BUHaxXif CTOCYETbLCA HOBOMO MOXIigHO-
ro AuWrigponceBOOEPUTPOMILMHY, SKe Mae Haa3Bu-
YalrHy npoTu3ananbHy Aito i € cTabinbHUM.

EputpoMiumH  (14-yneHHnii  makponig) [ocuTb
CKNagHO BMKOPUCTOBYBATW SK NpOTU3ananbHUA areHT
OCKiNMbKM BiH OAHOYACHO Mae npoTu3ananbHy Aito i
npoTtubakTepianbHy fito. Lia npobnema BupiwyeTbes
NoXiagHUM NCEBAOEPUTPOMILMHY (12-4neHHe kinbue,
ameitbea THE KITASATO INSTITUTE, cepii EM700,
W02002/14338 i W0O2004/39823), wo mae npoTtusa-
nanbHy Aito, ane nos6aeneHun npoTtubakTepianbHOI
Aii. XapakTtepHoto cnonykot € EM703, sika npeacta-
BfieHa HaCTYMHOK hOPMYIIOHD:

NH

OH

(o]

3ragaHe BuWwe noxigHe NCceBOOEepPUTPOMILUHY
Mae Heponik 3 6oky dhapMakonorivyHoi gii, ska € He-
AOCTaTHLOK NPY NepoparnbHOMY BXUBaHHI, OCKIfbKM,
MoxXigHe 4acTKOBO PO3KMAaAaeTbCs KUCMOTOW i CTae
BiAHOCHO HecTabinbHUM.

[Ourigpocdhopma ogepkaHa LUNAXOM BigHOBMEHHS
BMpilLye npobnemy cTabinbHOCTI i NposiBnsie o6py
hapmakonoriyHy Aito npy nepopansHoOMy npuiomi. B
Ton xe vac B Faghih R, Nellans HN, Lartey PA,
Petersen A, Marsh K, Bennani YL, Plattner JJ.
Preparation of 9-deoxo-4"-deoxy-6,9-
epoxyerythromycin lactams "motilactides": potent and
orally active prokinetic agents. Bioorg Med Chem
Lett. 1998, 8(7):805-10 onucytoTbcsa noxigHi aurigpo-
nceBaoepUTPOMILINHY, BCi 3 HUX € 4"
aerigpokcugopmamm  knaguHosn  (uykop B 3-
nonoxeHHi). [JokyMeHT onucye, Wo NoxigHi aurigpon-
CeBAOEPUTPOMILMHY NpPOosABMsAOTL cnabe CcTumynio-

BaHHS PYXMMBOCTI racTPOIHTECTMHANbLHOIO TPaKTY,
ane He onUcyeTbLCA NpoTu3anarnsHa Ais.

MpencraBneHuii BMHaxig CNpsMOBaHWA Ha ycCy-
HeHHs npoTubakTepianbHOI Aii epUTPOMILUHY i CTBO-
PEHHS CMONYKW, WO Mae TiNbK1 npoTu3anansHy gito,
30Kpema, CTBOPEHHs1 cTabinbHOro NnoxigHoro ncesfo-
€pUTPOMILINHY.

BuHaxigHnkamn 6yno npoBedeHo iHTEHCUBHI [O-
CRiIKEeHHs1 CNPSIMOBaHI Ha BUPILLEHHS 3rafaHoi BuLLle
npobnemn i Bpanocs ycyHytu npoTtubakrepianbHy
Ail0 LUNSXOM BUKOPUCTAHHS 12-4neHHOro Kinbus, a
TaKoX BiHOBUTU CMONYKY 3 ofepXaHHAM Auriapodo-
pMu, i B TOM e Yac NoKpawmuTn cTabinbHICTb A0 KuUc-
noT, WO npu3Beno A0 CTBOPEHHS MNpeacTasneHoro
BMHaxofdy. BignosigHo, npeactaBneHun BuHaxig 3a-
6e3neyye HacTymnHe.

[1]1 Cnonyky npepcTaBneHy HacTyrnHol ¢opmy-
noto [I]

O A B

ne Me € meTunbHa rpyna,

R:1 i Ry € ogHakoBuMM abo pi3HUMU | KOXEH €
aToM BOAHIO, arnkifibHa rpyna, auunbHa rpyna, cynb-
doHinbHa rpyna, 3amileHa abo HesamiweHa apun-
3aMilleHa ankinbHa rpyna, apun-3amilleHa ankoKcu-
kapboHinbHa rpyna, ankeHinbHa rpyna abo ankiHinb-
Ha rpyna, abo R; i R, B kombiHaLii yTBOpIOIOTE, pa3om
3 cyciaHiM aToMoM a30Ty, 3aMileHy abo HesaMilleHy
aniunKnivyHy reTepouuKivHy rpyny,

Rz € aTom BoAHI0, 3amilleHa abo HesamilleHa
auunbHa rpyna abo apun-3amilieHa ankokcukapOOoHi-
nbHa rpyna,

A € atom BogH, B € rigpokcunbHa rpyna abo
rpyna npegcrasrneHa HacTynHotw dopmyroto [I1]



OMe

Me

ne Me € metunbHa rpyna i R4 € atom BogHio abo
auunbHa rpyna, abo A i B B kombiHauii gatote = O,
R € rpyna npegcraBneHaHacTymnHoW ¢hopMyIio

[

Qi

R¢O \\Me

Me (1]
OR;

ae Me e meTtunbHa rpyna, Rs i Rg € ogHakoBrMmun
abo pi3HMMM | KOXeH € aToM BogHio abo auunbHa
rpyna, abo Rs i Rg B koMGiHaUii AaloTb kapOOoHiNbHY
rpyny abo 3samiweHy abo HesaMmilweHy ankineHoBy
rpyny, 3amiCHUK NPeACcTaBneHUn HaCTYNHO opMy-
noto [IV]

D

A
Me

ne Me € metunbHa rpyna, D € O abo N-OH, a6o
D e atom BogHHo i rigpokcunbHa rpyna (-H, -OH), abo

3aMiCHVK NpeacTaBneHuit HacTynHow dopmynoto [V]

N
o
&

O -
N R

ne Me € meTunbHa rpyna,

abo i papmakonoriyHo NPUAHATHY Cinb.

[2] Cnonyky sik 3aragaHo Bulle B [1], ae R € rpyna
npegcTasneHa HacTynHotw copmyroto [l11]

ReO, Me

Me/\x [

ORj5

ne Me e metunbHa rpyna, Rs i Re € ogHakoBumu
abo pi3HMMM | KOXeH € aToM BoAHK abo auunbHa
rpyna, abo Rs i R¢ B kOMGiHauii AaloTe kapOOoHINbHY
rpyny abo 3amiweHy abo He3amilleHy arkineHoBy
rpyny, abo ii oapmakonoriyHo NPUAHSATHY Cinb.

[3] Crnonyky sik 3ragaHo Buwle B [1] abo [2], ne A
B B kombiHauii gatotb =0, abo Ti dapmakonoriyHo
NPUAHATHY Cinb.

[4] Cnonyky sk 3ragaHo Buwe B [1] abo [2], ge A
€ aToM BoAHIo i B € rigpokcunbHa rpyna, abo ii cap-
MaKoforiyHO MPUNRHSATHY Cinb.

[5] Cnonyky sk 3ragaHo Buwe B [1] abo [2], ne A
€ aToM BoAHI i B € rpyna npegcraBneHa HacTynHowo
copmynoto [lI]

OMe

Me [II]
0 OR4
Me

Oln
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ae Me € metunbHa rpyna i R4 € aTom BogHio abo
auuneHa rpyna, abo i papMakonoriyHo MPUAHATHY
Cinb.

[6] Cnonyky sik 3ragaHo Buwe B [5], ae R4 € atom
BOAHI0, abo T hbapmakonoriyHo NPUAHATHY Cinb.

[7] Cnonyky sik 3ragaHo BuLle B Byab-skoMy of-
Homy 3 [1] - [6], oe R1 i Rz € ogHakoBvMMM abo pisHUMHK
i KOXXeH € aToM BOAHIO, ankinbHa rpyna, 3amiweHa
abo HesamiweHa 6eH3nnbHa rpyna abo 6eH3nnokeu-
kapboHinbHa rpyna, abo Ri i R» B kombiHauii yTBO-
pIOIOTb, PasoM 3 CyCigHIM aTOMOM a3oTy, 3aMilleHy
abo HesaMillleHy aniuuKIiyHy reTepouMKIliYHy rpyny,
abo ii hapmakonoriyHO NPUAHATHY Cinb.

[8] Cronyky sik 3ragaHo Buwie B [7], e R1 i Ro €
ofHakoBUMK abo Pi3HMMMK | KOXEH € aToM BOAHIO,
HWX4a arnkinbHa rpyna, wo mae 1 - 3 atomu Byrneo
abo ranoreH-3amiweHa 6eH3unbHa rpyna, abo i da-
PMaKororiyHO NPUAHATHY Cifb.

[9] Cronyky sik 3ragaHo Bulle B [7], Ae 3amile-
HOt abo He3aMilleHOoW aniuMKITiYHOK reTepPOoLMKITiY-
HOo rpynoto yTBopeHot R i Rz B kombGiHauii 3 cycia-
HiM aToMOM a30Ty € 3amilleHe abo HesamilleHe
MopdoniHoBe KinbLe, ninepuanHoBe Kinble, ninepa-
3MHOBE KinbLe abo niponiguHoBe kinbue, abo ii dap-
MaKoforiYHO NPUNRHSATHY Cifb.

[10] Cnonyky ik 3ragaHo BuLle B Oyab-sikoMy Of-
Homy 3 [1] - [9], Ae Rs € atom BOAHIO, aLeTunbHa rpy-
na, 3amiweHa abo HesamiweHa OGeH30iINbHa rpyna
abo 6eHaunokcmkapboHineHa rpyna, abo ii bapmako-
TNOriYHO MPUNRHSATHY Cinb.

[11] Cnonyky sk 3ragaHo Buwe B [10], ae Rs €
aToOM BOAHI0, 3amilleHa abo He3aMilweHa aueTunbHa
rpyna abo 6eH3oinbHa rpyna, abo ii hapmakonoriyHo
NPUNHATHY Cinb.

[12] HacTynHi cnonyku

(1) 9-purigpo-nceBaoepuTpoMiunH A 6,9-enokena

(2) ae(3'-N-metun)-9-gurigpo-
nceesgoepuTpomiumH A 6,9-enokcung

(3) ne(3'-N-metun)-3'-N-6eH3un-9-aurigpo-
nceegoepuTpomMiumH A 6,9-enokeung

(4) 6ic-ne(3'-N-meTun)-9-gurigpo-
ncesgoepuTpoMiumH A 6,9-enokemg

(5) 6ic-ge(3'-N-metun)-6ic-(3'-N-6eHann)-9-
Avrigpo- nceesgoepuTpomiumH A 6,9-enokeng

(6) ae(3'-N-metun)-3'-M-(n-xnop6eHsun)-9-

aurigpo-ncesnoeputpomiumH A 6,9-enokeng
(7) pe[12-(1-rigpokcunponin)]-9-gurinpo-12-okco-
nceegoepuTpomMiumH A 6,9-enokeung

(8) ae[12-(1-rigpokcunponin)]-9-gurigpo-12-
riZpOKC1OKCMM-NCEBO0OEPUTPOMILMH A 6,9-enokeug

(9) ae[12-(1-rippokcmnponin)]-9-aurigpo-
ncesgoeputpomiumH A 6,9-enokeng

(10) 12,13-enokcu-9-auriapo-
nceesgoepuTpomiumH A 6,9-enokcung

(11) ne(3-O-knagmHosun)-9-aurigpo-
nceesgoepuTpomiumH A 6,9-enokcung

(12) 4",13-0O-piauetnn-9-gurigpo-

nceegoepuTpomMiumH A 6,9-enokeung
(13) 2'-O-aueTtnn-9-gurigpo-nceBgoepUTPOMILIH
A 6,9-enokcng

(14) ae(3'-anmeTunamido)-3'-mopdoniHo-9-
aurigpo-ncesgoeputpomiumH A 6,9-enokeng
(15) 2'-0-auetun-ge(3-O-knagmHoaun)-9-

OUrigpo-3-keTo-nceBgoepuTpomMiumMH A 6,9-enokcung,
12,13-kapboHat
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(16) Ae(3-O-knagmHosun)-9-aurigpo-3-keto-
ncesgoeputpomiuuH A 6,9-enokeng 12,13-kapboHat

(17)  pe(3'-N-meTtnn)-3'-N-(n-xnopbeHann)-ae(3-
O-knagnHo3nn)-9-gunapo-nceBgoepuTpomilmH A 6,9-
enokcug

(18) 2'-0O-auetun-ge(3-O-knagmHoaun)-9-
avrigpo-3-keto-ae(3'-gumeTunamido)-3'-mopdoniHo-
ncesgoeputpoMiumH A 6,9-enokeumg 12,13-kapboHat

(19) Ae(3-O-knagmHosun)-9-aurigpo-3-keTo-
ae(3'-aumeTtnnamiHo)-3'-mopdoniHo-
ncesgoeputpomiumH A 6,9-enokena 12,13-kapboHat

(20) ae(3'-N-metun)-2'-0-3'-N-
bic(6eH3nnokcnkapOoHT)-ae(3-0-knagnHoann)-9-
aurigpo-ncesgoeputpomiumH A 6,9-enokeng 12,13-
kapboHat

(21)  pe(3'-N-metnn)-3'-N-(n-xnopbeHann)-ae(3-
O-knaguHo3nn)-9-gurigpo-3-keTo-
ncesgoeputpomiunH A 6,9-enokena 12,13-kapboHat

(22) ne(3-O-knagmHosun)-9-aurigpo-ae(3'-
ONMeTMNamiHo)-3'-MopdoniHO-NCeBAOEPUTPOMILUH A
6,9-enokcmg 12,13-kapboHat

(23) pe(3'-N-metnn)-3'-N-(n-xnopbeHann)-ae(3-
O-knagnHo3wn)-9-gurinpo-3-keTo-
nceBooepUTPOMILINH A 6,9-enokcug, 12,13-
isonponinigeH auetans abo

(24) pe(3'-N-meTtnn)-3'-N-(n-xnopbeHann)-ae(3-
O-knaguHo3nn)-9-gurigpo-3-keTo-
ncesgoeputpomiunH A 6,9-enokeua,

abo ii hapmakonoriyHo NPUAHATHY Cinb.

[13] HacTynHi cnonyku

(1) ne(3'-N-metun)-3'-N-(n-xnop6eHaun)-9-
aurigpo-ncesgoeputpomiumH A 6,9-enokeng
(2) ne(3'-N-gumetmnamiHo)-3'-mopdoniHo-9-

aurigpo-ncesaoeputpoMiumH A 6,9-enokcug abo

(3) Ae(3'-N-metnn)-3'-N-(n-xnopbeHsun)-ge(3-0O-
KNnaguHo3un)-9-avriapo-3-KeTo-nceBgoepuTpPOMILVH
A 6,9-enokcng 12,13-kapboHar,

abo i hapmakonoriyHo NPUAHATHY Cinb.

[14] dapmaueBTUYHY KOMMO3WULIO, WO MIiCTUTb
Cronyky sik 3ragaHo BuLle B ogHomy 3 [1] - [13] abo i
hapmMaKkornoriyHo NPUAHATHY Ciflb SIK aKTUBHWUIA iHrpe-
DIEHT.

[15] dapmaueBTMYHY KOMMNO3ULIO SK 3ragaHo
BuLle B [14], Aka BUKOPUCTOBYETLCA ANsi NpodinakTu-
Ku abo nikyBaHHS 3ananbHOro 3aXBOPHOBAHHS.

[16] PapmaueBTUYHY KOMMO3WULi0, SK 3ragaHo
BuLLEe B [15], oe 3ananbHMM 3axXBOPIOBaAHHAM € 3ana-
NbHE 3aXBOPHOBaHHSI KULLEYHUKY.

[17] Cnoci6 npodinaktukm abo nikyBaHHs 3ana-
NBbHOTO 3axXBOPIOBAHHS, $IKAN BKMOYAE BBEOEHHS
e(EKTUBHOI KINbKOCTI CMNOMNyKM SIK 3rafaHo Bulle B
Oyab-skomy ogHomy 3 [1] - [13] abo ii dhapmakonoriy-
HO MPUNHATHOI COMi NaLieHTOoBI, WO LbOro notpedye.

[18] Cnocib sik saragaHo Buwe B [17], Ae 3ananb-
HAUM 3axBOPHOBaHHAM € 3anasribHe 3axBOpPHBaHHSA
KMLLEYHUKY.

[19] BacTocyBaHHsi Cnonyku Sk 3ragaHo Bulle B
Oynb-sikomy ogHomy 3 [1] - [13] abo ii papmakonoriy-
HO MPWUIHATHOI Coni, ANA OAepXaHHs dapmaueBTny-
HOro areHta Ans npodpinaktmkm abo nikyBaHHa 3ana-
NBbHOrO 3aXBOPIOBAHHS.

[20] BactocyBaHHs sk 3rapgaHo Buwe B [19], ae
3ananbHUM 3axBOPHOBaHHSAM € 3anaribHe 3axBOpHo-
BaHHSI KMLLEYHUKY.
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[21] KomepuinHe ynakyBaHHsI, WO MICTUTb areHT
Anst npodinaktukn abo nikyBaHHA 3ananbHoro 3a-
XBOPIOBAHHSA, iK€ MICTUTb CMOMYyKYy SIK 3ragaHo BuLLe
B B6yab-akomy 3 [1] - [13] abo ii dhapmakonoriyHo npu-
WHATHOT COMi SIK aKTUBHOIO iHrpedieHTy, i ApyKoBaHy
IHCTPYKUjt0, B SIKi BKa3yeTbCs, O areHT Moxe abo
NMOBWMHEH BWKOPUCTOBYBaTUCb ANs npodinaktnkn abo
niKyBaHHS 3ananbHOro 3axXBOPHBAHHS.

[eTanbHuii onnuc BuHaxogy

B cnonyui npeacrtasneHii npuBegeHoO BULLE
dopmyroto [I], cTepuyHi CTpykTypmr B 8-MONOXKEHHI i 9-
NOSIOXKEHHI OKpeMO He obmexytoTbcs. Cnonyka npea-
CTaBMEHOro BUHaxody OXOMMKE BCi CTepeoisomepu B
8-MonoXeHHi i 9-NONOXEHHI.

B npegcraBneHomy onuci, "ankinbHo rpynot” €
HeposranyxeHa abo poaranyxeHa arkinbHa rpyna,
wo mae 1-12 atomiB Byrneuo abo LmkniyHa ankinbHa
rpyna, wo mae 3-10 aTomis Byrneuto. Ii npuknagamm
€ MeTusbHa rpyna, an eTun rpyna, H-nponinbHa rpy-
na, H-OyTMnbHa rpyna, H-MEeHTWNbHA Trpyna, H-
rekcunbHa rpyna, H-renTuinbHa rpyna, H-OKTUIbHa
rpyna, H-HOHiNbHa Trpyna, H-AeuunbHa rpyna, H-
yHOeuun rpyna, H-goAdeuunbHa rpyna, isonponineHa
rpyna, i3obytunbHa rpyna, BTOp-OyTunbHa rpyna,
TpeT-6yTunbHa rpyna, i3oneHTUnNbHa rpyna, TpeT-
NeHTUnNbHa rpyna, HeoneHTUNbHa rpyna, 2-nNeHTunbHa
rpyna, 3-neHTunbHa rpyna, 2-rekcunbHa rpyna, Tpet-
OKTWIbHA rpyna, UMKonponinbHa rpyna, uuknobytu-
NbHa rpyna, LMKIONeHTUNbHa rpyna, LMKnorekcunbHa
rpyna, 1-agamaHTunbHa rpyna i T.i., nepeBara Bigaa-
€TbCA HWXYiM ankineHin rpyni, wo mae 1-3 atomu Byr-
neuto (MeTunbHa rpyna, eTunbHa rpyna, H-nponineHa
rpyna i Ti).

B npeacrtaBneHomy onuci, "aumnbHO0 rpynow” €
dopminbHa rpyna, auunbHa rpyna mae Hepoaranyxe-
HWUIA abo po3ranyXeHun ankinbHui nadutor 3 1 - 12
aTomiB Byrneul abo UMKMiYHY ankinbHy rpymny, Lo
mae 3-10 aTtomiB Byrneut, auurnbHa rpyna mae He-
posranyxeHuit abo poarany>eHun ankeHinbHWN naH-
uior 3 2 - 12 aToMmiB ByrnewLo abo LUMKNiYHY ankeHinb-
Hy rpyny, wo mae 3-10 aTtomis Byrnewto, abo aumnbHa
rpyna, Wo Mae apwunbHy rpyny, wo mae 6-14 atomis
Byrneu. Ak TyT BUKOPUCTOBYETBCS, apUIbHOK rpy-
MoK € MOHOLMKINIYHA - TPUUMKNIYHA apoMaTu4Ha BYr-
nesoAHeBa rpyna, wo mae 6 - 14 atomis Byrneypo. i
npuknagamm € deHinbHa rpyna, GideHinbHa rpyna,
HadTUNbHA rpyna, aHTpunbHa rpyna, deHaHaTpuIb-
Ha rpyna i im nogibHi. Mpuknagamu auuneHoI rpynu €
dopminbHa rpyna, auetunbHa rpyna, nponioHinbHa
rpyna, 6yTupunbHa rpyna, isobyTupunbHa rpyna, Ba-
nepunbHa rpyna, isoBanepunsHa rpyna, nisanoinbHa
rpyna, rekcaHoinbHa rpyna, akpunoinbHa rpyna, me-
TakpunoinbHa rpyna, KpoTOHOIMNbHa rpyna, i30KpoTo-
HoinbHa rpyna, 6eH3oinbHa rpyna, HagToINbHa rpyna
i iM nopibHi, oe nepeBara BiogaeTbCsl aUETUNbHIN
rpyni i 6eH30iNbHIN rpyni.

B npepcrtaBneHomy onuci, "3amilleHa abo Hesa-
MilleHa auunbHa rpyna" o3Havae HesamileHy auu-
nbHyY rpyny (K BU3Ha4eHO Buwe) abo 3amiweHy aum-
neHy rpyny. MNMpuknagamu 3amicHUKIB € ranoreH (1og,
Opom, xnop, Top), ankinbHa rpyna (K BM3HA4YEHO
BULLE), ankoKcurpyna, rigpokcurnbHa rpyna, raroreH-
3amillleHa arnkinbHa rpyna, ranoreH-3amillleHa arnkok-
cu rpyna i im nogibHi, Ae nepeBara BigAaeTbCsA rano-
reHy. £k TyT BUKOPUCTOBYETbCS, ariKOKCUIpyrnow €
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ankokcurpyna, Lo Mae HeposranyxeHuin abo poasra-
Ny>XeHWA ankinbHW/A nadutor, wo mae 1-12 atomis
Byrneut, abo uUMkniyHa ankineHa rpyna, wo Mae 3 -
10 atomiB Byrneut. Ii Npuknagamn € MeTokcurpyna,
eTokcurpyna, Mpornokcurpyna, 1-MeTuneTokeurpyna,

OyTokcurpyna, 2-MeTunnponokecurpyna, 1,1-
avmMeTuneTokeurpyna, NneHToKCUrpyna, 3-
MeTunbyTokcurpyna, rekcokcurpyna, 4-

METUNMNEHTOKCUrpyna, LMKNONPONinoKeurpyna, LnK-
nobyTunokcurpyna, LUMKMONEHTUIOKCUrpyna, LMKIo-
rekcunokcurpyna i im nogibHi. anorex-3amiweHoto
arnkinbHOK TPYMNo i ranoreH-3amMileHo ankoKCur-
pynoto € arnkinbHa rpyna (sk BU3Ha4YeHO BULLE) i anko-
Kcurpyna (Sik BU3HAYeHO BULLE), KOXHA 3 SKUX € 3a-
MilleHolo oaHMM abo Aekinbkoma ranoreHamm (sk
BM3HAYEHO BULLE).

B npepctaBneHomy onuci, "3amileHa abo Hesa-
MilleHa apun-3amilleHa arnkinbHa rpyna" osHadae
He3aMillleHUn apwn-3amileHy ankinbHy rpyny abo
3aMmillleHn apuvr-3amilleHy ankineHy rpyny. "Apun-
3aMilLIeHOI arnkinbHOK rpynor” € ankinbHa rpyna (sk
BM3HAYEHO BMLLE) 3aMillleHa apuiibHOK Tpynok (K
BM3HAYeHO BuWLE), Taka SK eHinMeTunbHa rpyna
(6eHsunbHa rpyna), AudeHinMeTunbHa rpyna, Tpwu-
deHinMeTUnbHa rpyna (TpUTUnbHa rpyna), dexine-
TUnbHa rpyna (dbeHeTUNbHa rpyna), 3-
deHinnponinbHa rpyna, 2-ceHinnponinebHa rpyna, 4-
deHinbyTunbHa rpyna, bideHinmeTunbHa rpyna, Ha-
dTUnmMeTunbHa rpyna i im nogibHi, oe nepesara Big-
AaeTbcsi OeH3unbHIn rpyni. Mpuknagamm 3amicHuMKa
apun-3aMileHoi ankinbHoI rpynu € ankokcurpyna (sk
BM3HAYEHO BULLE), ranoreH (fK BM3HAYeHO BuULLE),
ankinbHa rpyna (sik BU3Ha4yeHo BuLLe), rigpoKCcUrbHa
rpyna, ranoreH-3amillieHa ankinbHa rpyna (sk BusHa-
YeHO BWLE), ranoreH-zamiweHa ankokeurpyna (sik
BM3HA4YeHO BuLEe) i iM nogibHi, e nepesara Bigaa-
€TbCA ranorexy.

AKWo cneuianbHO HEBU3HAYEHO, MOJIOXKEHHS i Ki-
NbKICTb UMX 3aMiCHUKIB € HeoboB'A3KOBOW i cnelia-
nbHO He obmexyeTbes. Konu 3amiwennii gBoma abo
Ginblue 3aMiCHMKaMK1, 3aMiCHUKM MOXYTb OyTU ofHa-
KoBVMMUK abo pisHMMU.

B npepcraBneHomy onwuci, "apun-3amiweHa an-
KOKCMKapOOHinbHa rpyna" o3Havae ankoKCuKapOOHi-
NbHY rpyny, WO Mae HepoaranyxeHun abo posrany-
XKEeHWU ankineHui naxutor 3 1-12 atomm Byrnevto abo
LUMKNiYHy ankineHy rpyny 3 3 -10 atomu Byrneuto, sika
€ 3aMilLlEeHO apUIbHOK TPYMok (K BU3HAYEHO BU-
we). il npuknagamun € 6eH3nnokcnkapboHineHa rpyna,
TPUTUNOKCMKapbOoHinbHa rpyna, AueHinMeTunokcu-
kapboHinbHa rpyna, eHeTunokcMkapboHinbHa rpyna
i iM nogibHi, oe nepeBara BiaaaeTbCs GEH3UITOKCUKA-
pOOoHInbHIM rpyni.

B npeacraeBneHomy onuci, "ankeHineHa rpyna"
03Ha4ae HepoasranyxeHy abo posranyxeHy ankeHinb-
Hy rpyny, wo Mae 2-12 atomu Byrneuo, abo LMKNivHy
ankeHinbHy rpyny, wo mae 3-10 atomu Byrneuto i
OAMH HeHacu4eHWn 3B'A30K (MoABIMHWMI 3B'A30K). Ti
npuknagamn € aninbHa rpyna, MponeHinbHa rpyna,
OyTeHinbHa rpyna, UMKnorekceHineHa rpyna i im nogi-
OHi. MepeBaxHOL0 € aninbHa rpyna.

B npegctaesneHoMy onuci, "ankiHineHa rpyna"
03Ha4ae HepoaranyxkeHy abo poaranyxeHy ankiHinb-
Hy rpyny, wo Mae 2-12 atomu Byrneuo, abo LMKNivyHy
ankiHineHy rpyny, wo Mae 3-10 atomu Byrneuto i
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OAMH HEeHaCUYeHU 3B'A30K (MOTPIMHMI 3B'A30K). [i
npuknagamu € nponaprinbHa rpyna i 1-neHTuHinLHa
rpyna.

B npepcrtaBneHomy onuci, "3amilleHa abo Hesa-
MillleHa aniuuMkriyHa retTepouukniyHa rpyna" os3Havae
HesaMmillleHy aniuukIiyHy reTepoumknivyHy rpyny abo
3aMilleHa aniuuknivyHy retepouuknivyHy rpyny. "Ani-
LMKITIYHUM reTepoLMKIOM" € MOHOLMKI BiflbHUN Big
KOH'IOroBaHMX MOABIMHMX 3B'A3KIB B MaKCUMarbHin
KINbKOCTi, SKMN YTBOPIETLCH 3B'A3yBaHHAM aTtoma
BYrfeulo 3 NpUHanMHi OOHUM reTepoaTtoMoM, Takum
SIK aTOM KMCHIO, aTOM a30Ty, aTOM Cipku i iM nofibHi.
Moro cneumdiyHMmn npuknagamy € niposiHoBe Kinb-
Le, niponigMHoBe Kinbue, iMigasoniHoBe KinbLe, iMi-
JiasoniguHoBe Kinbue, nipasosniHoBe KinbLe, nipaso-
niguHoBse KinbLe, ninepngnHose Kinbue,
ninepasuHoBe Kinbue, MopdoniHOBE KinbLe i iM nogi-
6Hi. MepeBaxHUM € mMopdoniHoBe Kinbue, ninepuau-
HOBE KinbLe, ninepasvHoOBe Kinbue i niponignHoBe
KinbLe, i 0cobrnmBo NepeBaxHNM € MOPOMiHOBE Ki-
NnbLe i ninepasuHoBe Kinbue. MNMpuknagamm 3amicHuka
aniunknivyHol reTepoLMKNiYHOT rpynu € arnkinbHa rpyna
(K BM3HaAYeHO BuLLE), apunbHa rpyna (K BU3Ha4YeHo
BuLLEe), kapboHinbHa rpyna (Hanpuknag, 3ragaHa Bu-
e apun-3amilieHa ankokcukapboHinbHa rpyna) i im
noAioHi.

R:1 i Rz € nepeBaxHO ogHakoBMMU abo pisHUMK i
KOXXEH € aTOM BOZAHH0, arkinbHa rpyna, 3amiweHa abo
He3amilleHa GeH3unbHa rpyna abo GeHsunokcukap-
6oHinbHa rpyna, abo Ri i R, B kombiHaLii yTBOpIOIOTH,
pa3oM 3 cycigHiM aToMoM a30Ty, 3aMilleHy abo He-
3aMileHy aniumkniyHy retepoumkniyHy rpyny. binbu
nepesaxHo, R; i R, € ogHakoBuMKM abo pisHUMHA i KO-
XXEH € aTOM BOAHI0, HUXKYa arnkinbHa rpyna, wo mae 1
- 3 atomu Byrneu abo ranoreH-3amiieHa 6eH3unb-
Ha rpyna, abo R;i R, B kombGiHaLii yTBOpPIOOTE, pa3omM
3 CyCigHiM aToMOM a30Ty, 3amilleHe abo He3aMilleHe
MopdoniHoBe KinbLe, ninepnanHoBe Kinble, ninepa-
3uHOBE KinbLe abo niponignHoBe Kinbue (nepeBaxHo,
MopdooniHoBe kinbLe abo ninepa3vHoBe Kinbue).
Mpyknagamn 3amicHWKa aniuMknivyHoi reTepoumkniv-
HOi rpynu € ankinbHa rpyna (K BU3HA4YeHO BuLlE),
apunbHa rpyna (sk BU3Ha4yeHO BuLIE), kapboHinbHa
rpyna (K Bu3dHadeHo Buwie) i iM nogibHi. MNMepeBax-
HOW € apun-3amilleHa ankokcukapboHinbHa rpyna i
Oinbll nepeBaxHO € GEH3UNOKCUKapOOoHinbHa rpy-
na.

R3 nepeBaxHO € aTOM BOAHIO, aleTunbHa rpyna,
3amilleHa abo HesawmiweHa 6GeH3oinbHa rpyna abo
6eHsunokcmkapboHinbHa rpyna, Oinblw  nepeBaxHO
aTom BoAHio abo aueTunbHa rpyna.

A € atom BogH, B € rigpokcuneHa rpyna abo
rpyna npeacrasrieHa HacTynHow dopmynoto [11]

OMe

Me
0 ORy [H]
Me
ne Me € meTtunbHa rpyna, i R4 € atom BogHto abo
auuneHa rpyna, abo A i B B kombGiHaLii nepeBaxHO
ytBoptotoTb =0O. R4 € ocobnneBo nepeBaxHO aTOMOM
BOJHIO.

Qline
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R € nepeBaxHo rpynoto npeacTaBneHo HacTyn-
Hoto chopmyrioto [lI]

R50 \\Me

NN

OR;s

ae Me e metunbHa rpyna, Rs i Rg € ogHakoBrmMun

abo pisHMMK | KOXEH € aToM BOAHK abo auunbHa

rpyna, abo Rs i Re B koMGiHauii AaloTb kapOOoHiNbHY

rpyny abo 3samiweHy abo HesaMmilweHy ankineHoBy
rpyny.

CrneundivHi  lMNpuknagm nepeBaXHUX  CMOMyK
NpeacTaBneHoro BMHAaxody MokasaHi B HaCTYMHUX
Tabnuusax; ogHak, cronyka npeacTaBreHoro BUHaxo-
Ay He obmexyeTbcs HMMKU. [ani npvBoAsTbCA 3Ha-
YeHHS! KOXXHOro 3 CMMBOIB B NPeACTaBIEHOMY OMNWUCI.

(]

Tabnuus 1
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Me: meTtunbHa rpyna, Et: etunsHa rpyna, IPr: izo-
nponinbHa rpyna, HHex: H-rekcunebHa rpyna, Ac: aue-
TunbHa rpyna, Bzl: 6eHsunsHa rpyna, nCl-Bzl: 6eHsu-
NbHa rpyna 3amilieHa XNopoM B napa-fMosoXeHHi,
nBr-Bzl: 6eH3unbHa rpyna 3amiweHa 6poMom B napa-
nonoxewHi, nF-Bzl: 6eH3unbHa rpyna 3amiweHa gTo-
poM B napa-nonoxetHi,nl-Bzl: 6eH3unbHa rpyna 3a-
MilleHa hogom B napa-nonoxeHHi, oCl-Bzl: 6eH3nnb-
Ha rpyna 3amilleHa Xflopom B OpTO- NonoxeHHi, MCI-
Bzl: 6eH3unbHa rpyna 3amiweHa xrnopom B MeTa-
nonoxeHHi, NCF3-Bzl: 6eH3unbHa rpyna 3amiweHa
TPUMDTOPMETUIMBHOIO  TPYNOKD B Mapa-MosioXeHHi,
nOMe-Bzl: 6eH3unbHa rpyna 3amilleHa MEeTOKCUrpy-
no B napa-nonoxeHHi, Cbz: 6eH3annokcnkapOoHinb-
Ha rpyna, nBr-Bz: 6eH30inbHa rpyna 3amiweHa 6po-
MOM B napa-nonoxexHi, nMe-Bzl: 6eH3nnbHa rpyna
3aMillieHa MEeTWUMbHOIO FPYMOoL0 B Napa-nonoXeHHi.

Rz

Cnonyka Ne (EM) (Mpuknag Ne) Ry R, Ry | Re | Rs | Rg
903 (Mpuknag 4) H H H{H|H]|H
901 (Mpuknag 2) H Me H H H H
912 (Mpuknag 13) H Bzl H H H H
928 (Mpuknapg, 29) H nCl-Bzl H H H H
900 (Mpuknag 1) Me Me H H H H
933 (Mpuknan 34) Me Et H H H H
940 (Mpuknag 41) Me iPr H{H]|H i H
962 (Mpuknag 62) Me HHex H H H H
902 (Mpwknag 3) Me Bzl H TT}T
904 (Mpwuknan 5) Bzl Bzl H]HI|H [ H
905 (Mpwknag 6) Me nCl-Bzl H H H H
919 (Mpwknap 20) Me nCF;-Bzl H H H H
920 (Mpuxnag 21) Me | nBrBzZl | H | H | H TH
921 (Mpwknag 22) Me nF-Bzl H H H H
922 (Mpuknag 23) Me oCl-Bzl H H H | H
923 (Mpuknap 24) Me | wmCHBzZI | H | H *HTﬁHﬁ
924 (Mpuknaa 25) Me ni-Bzl ] H|H|H]|H
959 (Mpuknag 59) Me | nOMe-Bzl i H| H|H 1KT
957 (Mpuknag 57) ] Me anin ! H|H H‘+ H
929 (Mpuknag 30) i Me | nponinin i H|H|H]|H
958 (Mpwuxnag 58) Me nMe-Bzl i H H H H
961 (Mpvknap 61) Me SO,Me i H]HI]IHIH
960 (Mpuknap 60) Ac

[ Me |

T
T
—
I
 —
I
|
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Tabnuus 2
Crionyka N2 (EM) (Mpukniag Ne) R R, Rs R: | Rs | Rs |
911 (Mpuknag 12) Me Me H Ac | Ac H
913 (Mpwknag 14) Me Me Ac H H H
927 (Mpwxnag 28) Me Me nBr-Bz H H H
930 (Mpuknag 31) Me Cbz Cbz H H H
914 (Mpuxnag 15) MopdoniH H H H H
955 (Mpwknag 55) ninepuavH H H H H
956 (Mpuknag 56) niponiavH H WT
965 (Mpuknaa 63) N-Cbz-ninepasux H L H H
966 (Mpuknag 64) ninepasuH H H H H
Tabrnuus 3
Ry
N—R,
o]
Cnonyka Ne (EM) (Mpuknag Ne) [ R; R, Rs Rs | Rg
910 (Mpuknag 11) ‘ Me Me H H H
934 (Mpukniag 35) | Me H H H | H
941 (Mpuknapg 42) | H H H H | H
915 (Mpwknap 16) | Me Me Ac | H | H
916 (Mpuxnap 17) i Me Me Ac Cc=0
925 (Mpuknag 26) | Me | nCl-Bzl H | H
926 (Mpuknag 27) MopchoniH H ! H
946 (Mpwknag 46) MOpPONiH C=0
948 (Mpwuknag 4 8) mopchoniH Ac C=0
931 (Mpwknag 32) Me Cbz Cbz | H I H
936 (Mpuknag 37) Me Chz Cbz Cc=0
942 (Mpuknag 43) “ﬁe?T Cbz Cbz | C(CHs),
950 (Mpwuknag 50) MOpPOniH H C(CHs),
| 951 (Mpvknag 51) MOpdOoniH Ac mﬂ
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Tabnuus 4
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Crnionyka N2 (EM) (Mpuknag Ne) R; R2 R, Rs 1 Rg
918 (Mpuknag 19) Me Me H Cc=0
917 (Npuknag 18) Me Me Ac C=0
938 (Mpwknag 39) Me H H C=0
944 (Mpknag 45) T ™e H H | C(CHy):
949 (Npuknag 49) Me | nCl-Bzl H H ( H
939 (Mpuxnag 40) Me nCl-Bz! H Cc=0
947 (Mpuknag 47) Me | nCl-Bzl H C(CH3):
937 (MNpuknaa 38) Me Cbz Cbz C=0
943 (Mpuknag 44) Me Chz Cbz | C(CHs), |
935 (Mpuknag 36) MopdoniH H Cc=0
932 (Mpwknag 33) mopdoniH Ac C=0
953 (Mpuknag 53) mopgoniH H C(CHa),
952 (Mpuknap 52) MopconiH Ac L C(CHa),
L954 (Mpuknap 54) MophoniH H i H | H

Tabnvua 5

EMO906 ~ 908
[Cronyka Ne (EM) (MpnknagNe) | Ry [ R, | Ry | Re | D
906 (Mpwknag 7) Me | Me | H o |
907 (Mpuxnap 8) Me | Me | H | H | N-OH
908 (Mpwvknag 9) Me | Me H H, OH
909 (Mpwknag 10) Me | Me H H

OcobnueBo nepeBaxHumu cnonykamm € (1) 9-
avrigpo-ncesgoeputpomiumH - A 6,9-enokena,  (2)
Ae(3'-N-metun)-9-gurigpo-ncesgoeputpomiunH A 6,9-
enokcug, (3) ae(3'-N-metun)-3'-N-6eH3un-9-gurigpo-
ncesgoeputpomMiumH A 6,9-enokeng, (4) Gic-ge(3'-N-
MeTun)-9-Aurigpo-nceBaoepUTPOMILIMH A 6,9-
enokeug, (5) 6ic-ge(3'- N -meTtun)-6ic-(3'- N -6eHaun)-

9-avrigpo-ncesgoeputpoMiumH A 6,9-enokcua, (6)
ne(3- N -metnn)-3'- N -(n-xnop6eH3wn)-9-gurigpo-
ncesgoeputpomiumH A 6,9-enokeuna, (7) pe[12-(1-
rigpokcunponin)]-9-aurigpo-12-okco-
ncesgoeputpomiumH A 6,9-enokeuna, (8) pe[12-(1-
rigpokcunponin)]-9-aurigpo-12-rigpoKCMOKCUM-
ncesgoeputpomMiumH A 6,9-enokcua, (9) ae[12-(1-
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rigpokcunponin)]-9-avriapo-nceBgoepuTpomitmH - A
6,9-enokcna, (10) 12,13-enokcu-9-gurigpo-
ncesgoeputpomMiumH A 6,9-enokcug, (11) ge(3-O-
KnaguHo3un)-9-auriapo-nceBgoepuTpomiumH - A - 6,9-
enokeua, (12) 4", 13-O-giaueTnn-9-gurigpo-
ncesgoeputpomiumH A 6,9-enokeung, (13) 2'-O-
aueTmn-9-aurigpo-ncesgoepuTpoMiLMH A 6,9-
enokcug, (14) pe(3'-oumeTnnamiyo)-3'-mopdoniHo-9-
aurigpo-ncesgoeputpoMiumH A 6,9-enokeung, (15) 2'-
O-auetun-ge(3-O-knagnHo3un)-9-gurigpo-3-keTo-
ncesgoeputpoMiumH A 6,9-enokcng 12,13-kapboHar,
(16) ae(3-O-knagmHosun)-9-aurigpo-3-keTo-
ncesgoeputpoMiumH A 6,9-enokcng 12,13-kapboHar,
(17) pe(3'- N -metun)-3'- N (n-xnopbeHann)-ae(3-0O-
KnaguHo3un)-9-aurigpo-ncesgoeputpomiumH A 6,9-
enokeug, (18) 2'-O-auetun-ge(3-O-knagnHoswn)-9-
avrigpo-3-keto-ae(3'-AumeTunamito)-3'-mopdoniHo-
ncesgoeputpoMiumH A 6,9-enokeng 12,13-kapboHar,
(19) ne(3-O-knagmHosun)-9-gurigpo-3-keto-ge(3'-
ONMeTMNamiHo)-3'-MopdoniHO-NCeBAOEPUTPOMILUH A
6,9-enokcng 12,13-kapboHat, (20) ge(3'- N -metun)-
2'-0-3- N -bic(6eHsunokcukapboHin)-ge(3-0O-
KnaguHo3un)-9-aurigpo-ncesgoeputpomiumH A 6,9-
enokeug 12,13-kap6oHart, (21) ge(3'- N -meTtun)-3'- N
-(n-xnop6eH3un)-ge(3-0-knagnHoann)-9-gurigpo-3-
KeTo-ncesgoepuTpomiumH A 6,9-enokcnag 12,13-
kapboHart, (22) ge(3-O-knaguHoann)-9-aurigpo-ae(3'-
ONMeTMNamiHo)-3'-MopdoniHO-NCeBAOEPUTPOMILUH A
6,9-enokcng 12,13-kapboHat, (23) ge(3'- N -metun)-
3- N -(n-xnop6eH3un)-ge(3-0O-knagnHo3aunn)-9-
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aurigpo-3-keTto-ncesgoeputpomiuMH A 6,9-enokecug,
12,13-izonponinigeH auetans, i (24) ge(3'- N -metun)-
3- N -(n-xnop6eHsun)-ge(3-O-knagnHosun)-9-
aurigpo-3-keTo-nceBgoepuTpomiumH A 6,9-enokecug.

HacTtynHumn nepeBaxHumn cnonykamu € ge(3'-
N -metvn)-3- N  -(n-xnop6eH3un)-9-gurigpo-
nceBooepUTPOMILINH A 6,9-enokcua, ne(3'-
AvMeTnnamiHo)-3'-mopdgoniHo-9-gurigpo-
ncesgoeputpomMiumH A 6,9-enokcua, i ge(3'- N -
metun)-3'- N -(n-xnop6eHsun)-ge(3-O-knagnHosun)-
9-aurigpo-3-keTo-nNceBgoepuTpomiumH A 6,9-enokeung
12,13-kap6oHar.

Crioci6 ofepxaHHA CMonyku npeacTaBrneHoro
BMHaxo4y creLianbHO He 0OMeXyeTbCsl, Hanpuknag,
BOHW MOXYyTb OyTW ofepaHi 3riAHO 3 HacTyMHUMMU
MeToankamm i iMm nogibHumun. Kpim Toro, Mpuknaau
npeactaBneHoro onucy Ginbll KOHKPETHO pO3KpuBa-
I0Tb CNocobu nepeBadKHWX CMNoMykK npeacTaBreHoro
BuHaxony. CepepHin cnedianict B Ui ranysi mMoxe
opepxatun Oyab-siky CMonyKy npeacTaBrieHoro BMHa-
X0y 3 NOCWUMaHHAM Ha HaCTYMHi 3aranbHi pPo3'sCHEH-
HA i cneundidHi pos'sacHeHHs lMpuknagis, | NPUNAHAT-
HUM 4YMHOM MoaudikyBaT abo 3MIHUTU  BUXIOHI
MaTepianu, ymMOBM peakLii, peareHTn peakuii i iM no-
[iOHi, kKonn HeobxiaHo.

Hanpuknag, cnonykn npeactaBneHi npuseaeHo
BuLLe copmyroto [l], cnonyka, e A € atom BogHio i B
€ rpyna npeacTtaBneHa npuvBeaeHow Buwe opmy-
noto [ll], moxxHa ogepxaTtu 3rigHO i3 METOAMKOK MOKa-
3aHOI0 Ha HACTYMHIN CXeMi.

Hp, PtO;
CFzHCOOCH, AcOH
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TobTo, 3rigHo 3 nocunaHHsamu (a) 1.0O. Kibwage,
R. Busson, G. Janssen, J. Hoogmartens, H.
Vanderhaeghe, Translactonization of Erythromycins,
J. Org. Chem., 52, 990-996, 1987, (b) H.A. Kirst, J.A.
Wind, J.W. Paschal, CuHtes Ring-Constracted
Derivatives of Erythromycin, J. Org. Chem. 52, 4359-
4362, 1987, eputpoMiumH A obpobnsanu nboasHo
OLTOBOO KMCIOTO oAepxyroun 8,9-
aHrigpoepuTpoMiumH A 6,9-remiketans (EM201). Mic-
NS LbOro, Cnomnyky Harpisanu i3 3BOPOTHIM XOnoau-
NBbHMKOM B MPUCYTHOCTI kapboHaTy Kanito B MeTaHoni
opepxyroun 8,9-aHrigpo-nceBgoepuTpoMiunH A 6,9-
remiketanb (EM701).

MMoTim, npoBOAATE KaTaniTU4He rigpyBaHHA BUKO-
PUCTOBYHOYM OKCUA, NNATUHM | AN TOPOLTOBY KACMOTY
B OLTOBIN KUCIOTi ofepXyr4mn 9-gurigpo-
ncesgoeputpoMiumH A 6,9-enokcug (EM900).

Hy, PA(OH),

EM931] ——m

Tpudocred, nipuavd

-

CH,Cly

o OH

EM936

Ocobnuso, 3ragaHumn BULLE 9-
aurigponcesgoepuTpomiuuH A 6,9-enokeug (EM900),
AK BUXIOHWMI maTepian, 06pobnsaTb 6eH3nnokcukap-
6oHinxnopugom ogepxytoun ae(3'- N -metun)-2'-0-3'-
N -6ic(6eH3unokcnkapboHin)-9-gurigpo-
ncesgoeputpomiumH A 6,9-enokeng (EM930), akun
noTiM 06po6nATL XNIOPBOAHEBOK KUCIOTOK B ale-
TOHITpUNi ogepxytoun ae(3'- N -metun)-2'-0-3- N -
6ic(6eH3nnokcukap6oHin)-ae(3-O-knagmHoaun)-9-
aurigpo-ncesnoeputpoMiumH A 6,9-enokeug (EM931).
3ragaHun Buwe EM931 nigmaioTh kaTtaniTMyHOMy
riApyBaHHIO BMKOPUCTOBYKOYM FigpoKcua —nanagio
opepxytoun ae(3-O-knagmHosnn)-ae(3'- N -metnn)-9-
avrigpo-ncesgoeputpomiunH A 6,9-enokena (EM934).
EM931 0bpobnstoTe TpudoccdhreHoMm B MipuamnHi oge-
pxyloun  pe(3'- N -meTtun)-2'-0-3'- N -
6ic(6eH3nnokcnkap6boHin)-ge(3-0-knagnHosmn)-9-
aurigpo-ncesgoeputpomMiumH A 6,9-enokcmg 12,13-

0I5 HoLoHN
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MoTim, cnonyky obpobnstoTe hogom i auetTaTtoM
HaTpito OfepXKyro4mn ne(3'- N -meTun)-9-
avrigponcesgoepuTpomiuuH A 6,9-enokeung (EM901),
AKUIA NOTIM 0OpOGNAOTE NOOOM | METOKCUMAOM HATpIto
O EPXKYHOUM bic-ne(3'- N -meTun)-9-aurigpo-
ncesgoeputpomiunH A 6,9-enokeng (EM903).

BukopucToBytoun npusegeHi suwe EM901 abo
EM903, MoxHa cuHTe3yBaTu, BUKOPUCTOBYHOUM Pi3Hi
MEeTOAMKM ankinyBaHHA, auunioBaHHA i iM nofibHi,
Pi3Hi MOXiAHi, SIKi € cnonykamy NpeAcTaBneHoro BuHa-
xogy, Taki gk ge(3- N -metun)-3- N -6eH3un-9-
avrigpo-nceBgoeputpomMiumH A 6,9-enokeug (EM902).

3 iHworo 6okKy, fAKWO cnonyka npeacTaBrneHa
npveefeHolo Bulle cdopmyroto [l], MmoxHa ogepxatu
cnonyky, ae A i B B kombiHauii aatote =0, abo A €
aTom BOAHIO i B € rigpokcunbHa rpyna, Hanpuknag,
3riAHO 3 METOAMKOK MOKa3aHOK Ha HACTYMHIA CXeMi.

\
Cozg  N—Che

0,
\
NH
-~ NTTEZ
EM938
H,, PA(OH),
EtOH

Necc-Maprin (0} \
N—Cbz

CH,Cl,

EM937

kapboHat (EM936), Ak NOTiM OKUCNIOTL peareH-
Tom [ecca-MaptiHa ogepxytoun ae(3'- N -metun)-2'-
0-3"- N -6ic(6eH3unokcukapboHin)-ge(3-O-
KNnaguHo3un)-9-aurigapo-3-KeTo-nceBaoepuTpOMILVH
A 6,9-enokena 12,13-kapboHat (EM937), skvin notim
nigaaTb KaTaniTM4HOMY TiApYBaHHIO BUKOPUCTOBYHO-
ysn  rigpokcvg  nanagito  ogepxkywun  ae(3-O-
knaguHosun)-ge(3'- N -meTtun)-9-aurigpo-3-keTo-
ncesgoeputpoMiumH A 6,9-enokcung 12,13-kapboHat
(EM938).

BukopucTtoBytoun  3ragaHun  Buwe EM934,
EM938 abo im nofibHi, CMHTE3Yy0Tb PiI3HOMaHITHI No-
XiOHi BMKOPMCTOBYHOUM peakuii ankinyBaHHs, auunto-
BaHHs i iM MoAibHi, ski € cnonykaMu npeacTaBrneHoro
BMHaxody, Taki sk pe(3- N -metun)-3- N -(n-
xnop6eHann)-ge(3-O-knagmHoann)-9-aurigpo-
ncesgoeputpomiumH A 6,9-enokeng (EM925).
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Mpuknagamn chapmaueBTUYHO NPUAHATHOI coni,
Lo MoXe ByTu yTBOpeHa i3 Cnonykot NpeacTaBneHo-
ro BUHaXOAy € COMi HeopraHiYHUX KMCNOT, Taki AK ria-
poxnopwua, rigpobpomia, rigponoama, cynbdar, HiT-
pat, cdocdar i iM noaibHi, coni opraHiYHUX KUCIOT,
Taki SIK cykuuHaT, pymapaT, aueTtaT, MeTaHcynbdo-
HaT, TonyoncynbdoHaTt i iM noaibHi, coni nyxHUx
MeTaniB, Taki sik Cinb HaTpito, cinb kanito i iM noaibHi,
coni nyXHo3eMenbHUX MeTanis, Taki AK Cinb MarHito,
Cinb KkanbUito i iM noAdibHi, coni amoHilo, Taki Sk Cinb
aMOHito, Cinb ankinamoHito i T.i. i im NoAibHi.

Kpim Toro, conbBaty 3ragaHoi BuLLe cnonyku abo
11 bapmaueBTUYHO NPUAHATHOI COMi TaKOXX OXOMIto-
I0TbCA NpeAcTaBneHuM BuHaxogoMm. [lpuknagamu
pO34MHHMKA € BOAa, METAHOI, eTaHOor, i3onponaHorn,
aueToH, eTMnaueTar i iM noAibHi.

Ockinbku cnonyka npefcTaBneHoro BuHaxoay i ii
hapMaLeBTUYHO MPUMHATHA Cinb NPOSBISE HaO3BU-
YarHy npoTu3ananbHy A0 Yy CCaBLiB, BKIOYa4M
NIOANHY, Taknx SK Benuka poraTta xygoba, koHi, coba-
KW, MULLI, Wypw i iM NogibHi, BOHa MOXe nepeBaXHo
BMKOPUCTOBYBATWUCb AN NpodinakTukm abo nikyBaH-
HS 3ananbHUX 3axBoptoBaHb. lMpuknagamu nigxoas-
LLUMX 3aXBOpPIOBaHb € 3anarnbHe 3aXBOPHOBAHHSA KuLle-
yHuky (IBD), Take sk xBopoba KpoHa, BupaskoBui
KOMIT i iM noAibHi, XPOHiYHI OBCTPYKTMBHI nereHesi
3axsoptoBaHHs (COPD), xpoHi4HuiA BpoHXiT, pecnipa-
TOPHE 3axBOPIOBAHHA, MYKOBICUMAO3, AMY3UBHUIA
naHbponxionit (DPB), nHeBMOHiA, nHeBMOdiOpO3,
CMHYCUT, BpOHX0EKTa3, CMHOBPOHXIanbHUI CUHOPOM,
iHTepcTuuianbHa NHEBMOHIA (MHEBMOHIT), ekcyaaTue-
HUA OTUT CcepedHbOro Byxa, fcopias, nonnakiypis,
iHTepcTUUianbHUA LMCTUT i IM NOAiGHi.

Ak akTMBHWI iHrpedieHT dapMaueBTUYHOIO areH-
Ta NpeAcTaBneHoro BMHaxody, Moxe OyTu BUKOpUC-
TaHun oamH abo Oinblia KinbKICTb PEeYOBMH, WO BU-
OvpatoTh i3 3ragaHnxX BULLIE CMONYK i iX CONeNn, Takox
AK i ix rigpaTiB i conbBariB. Lnsax BeBegeHHa dapma-
LEBTUYHOrO areHTa MpeAcTaBMneHoro BUMHaxody cre-
LianbHo He obMmexyeTbesi | areHT Moxe OyTu BBEae-
HAUA  nepopanbHOo abo  napeHTepanbHo.  fAk
hapMaLeBTUYHUIA areHT nNpeacTaBneHoro BUHaxoay,
3ragaHa Buue peyoBnHa moxe 6yTn 6esnocepefHbO
BBeAeHa nauieHtam. OgHak, nepeBakHo, ii cnig BBO-
AVUTU SK peuenTypy y dopMi dapMaueBTUYHOI KOM-
no3uuii, WO MICTUTb aKTUBHUI iHrpegdieHT i dhapmako-
NoriyHo i hapmaLeBTUYHO NPUIHATHY AobGaBky. Ak
dapmakornoriyHo i papMaLeBTUYHO MPUNRHATHY AO-
6aBKy MOXHa 3ragaTv, Hanpuknag, ekuinieHT, AesiH-
TerpaHT abo MOMiYHWK AesiHTerpaHaTa, 3B'A3yBalb-
HWIA areHT, NOKPUBHWUIA areHT, dapbHuk, po3pigxysady,
ocHoBy, corntobinisatop abo nomiyHmk contobinisarto-
pa, i30TOHIYHMI areHT, perynatop pH, crabinizaTtop,
nponenaHT, agresus i im nogibHi. Mpuknagamu peue-
NTypu npuaaTtHoi ONA nepopanbHOro BBEAEHHS €
TabneTka, Kancyna, NOPOLLOK, Miflka rpaHyna, rpaHy-
na, piavHa, cupon i iMm nogi6Hi, i npuknagammn peuen-
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Typy NpuaaTHOI AN napeHTepanbHOro BBEOAEHHS €
iH'eKLisi, BHYTpPILLHBOBEHHA piAnHA, Mas3b, KpeM, niaLu-
KipHuin abcopbep, kpanni Ana o4en, kpannsa Ans ByX,
iHranaHT, cynoa3uTtopin i im nogibHi. OgHak, dopma
peLenTypu He 0OMeXyeTbCSA LIUM.

PeuenTtypa npuaaTHa Ans nepoparnbHOro BBe-
OEHHS1 MOXe MICTUTK, sik o6aBKW, Hanpuknaa, ekui-
NiEHT, TakW SK FNOKO3a, NakTosa, D-maHiT, Kpox-
Manb, KpucTaniyHy uenonosdy i iM noaibHi; aesiHter-
paHT abo NOMIYHMK AesiHTerpaHTa, Takui Sk kapbok-
CUMETUILENIONOo3a, KpoXMarb, KarbLi kapbokcume-
TANuentono3a i iM nogdibHi; 3B'A3yBanbHWIA  areHT,
TakMh AK TigpoKcunponinuentonosa, rigpokcunponin-
MeTUMLEeNtono3a, NoniBiHINMiponigoH, XenatuH i M
nopibHi; 3MallyBanbHWUI areHT, Takuh $IK cTeapaT
MarHito, Tanbek i iMm nogibHi; ocHOBY, Taky SIK rigpoKcu-
nponinMeTunLuentonosa, LUykposa, NonieTUNeHrnikonb,
XXenaTuH, KaoniH, rniuepuH, ovvlleHa Boaa, TBepaun
Xup i iM nogibhi. Peuentypa npuaatHa ans iH'ekuii
abo BHYTpILLWHbOBEHHA pigMHa MOXe MICTUTK JobaBku
Ons peuenTtypu, Taki gk contobinisatop abo NomivHMK
contobinisatopa 3gaTHuI 3abe3nevyBaTu BOAHY iH'e-
KUito abo iH'eKUil0, WO PO3YNHSETLCS, KON BUKOPUC-
TOBYETbCA (Hanmpuknag, AUCTWNbOBaHa BoAda Ans
iH'ekuii, caniH, nponineHrnikonk i iM NoAibHi); i30ToHi-
YHWUW areHT (Hanpwknag, rrKosa, xnopua Hatpito, D-
MaHIT, rmiuepuH i im noAibwi); perynatop pH (Hanpwm-
Knag, HeopraHiyHa KucrnoTta, OpraHiyHa KucroTta, He-
opraHiyHa abo opraHi4yHa OCHOBa, i T.i.); i iM NOAiGHi.

B Tom 4ac sk posa dapmaueBTUYHOro areHTa
npeacTaBneHoro BuHaxody Oyae MPUAHATHO 3MiHio-
BaTUCb B 3anexHOCTi Bi4 BuAy 3axXBOPKOBaHHS, LLO
nikyetbcsi, 06'ekTy npodinakTnkn abo nikyBaHHs, no-
Ka3HWKIB nawjieHTa, Takux sk Bik, Bara Tina, CMMNTomMmu
i iM nopi6bHi, no6oBa go3a Aons AOpPOCNOoi NIAUHN 3a-
ranom cTaHoBuTb Npu6nm3Ho 0,05 - 500 Mr akTMBHOIO
iHrpeieHTy Npu nepopanbHOMY BBeAeHHi. 3aranom,
3rajaHa Bulle [03a MOXE BBOAUTUCbL OfHiew abo
Aekinbkoma nopuisiMmm Ha AeHb abo MoXe BBOAUTUCH
KOXHi Aekinbka aHiB. Konu Bkno4veHi aBa abo Ginblue
BWAIB aKTUBHUX iHrPEAieHTIB, 3aranbHa KinbKiCTb no-
nagae B Mexi Liboro iHTepsarny.

Mpuknagn

MpencraBneHni BUHaxig pPo3KpMBaeTbCcA Ginblu
AeTtanbHO B HacTynHux lMpuknagax cuHTe3y BUXIOHO-
ro matepiany, lNpuknagax, ExcnepmmeHTaneHUX npu-
knagax i Mpuknagax peuenTyp, SKi He NOBUHHI Tpak-
TyBaTUCb sIKk 0OMexeHHs. Bci nybnikauii npuseaeHi B
npeacTaBneHoOMy BUHAxXoAi BKIHOYEHi Y BCi CBOIN
NOBHOTI K MOCUMaHHSA. FAKLO He BKa3aHo iHwe, pea-
reHTn, NPUCTPOI i MaTepianu, WO BUKOPUCTOBYIOTHCH
B NpeacTaBneHoMy BUHaXOAi, € KOMepLinHO AOCTyn-
HUMUA.

Mpuknag cuHTesy BuxigHoro matepiany 1

CuHTes 8,9-aHrigpoepuTpoMiLlnH A 6,9-
remiketanto (EM201)
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PosunH (710,0 mn) EMA (epuTpomiunH A; 104,4
r, 16,90 mmonb) B NbOASHIM OLTOBI/ KUCMOTi nepemi-
wyBanu npu KiMHaTHIN TemnepaTypi NPOTArom 2 r i
NnoBiNbHO A0 HemTpanisadii po3dvHy gogaBanu BoA-
Hu po3dmH NaHCOs. PeakuinHy cymill ekcTparysanu
CHCI; i opraHiyHun wap cywwunu Hag NaxSO4. 3a-
nuwok dinbTpyBanu i inbTpaT KOHUEHTPyBanu ofe-
pXytoun HeoumweHni npoaykt (99,30 r). OgepxaHun
HeoumLLeHn NpoayKT po3unHanu B CHCI3 (250 mn) i

EM201

[o posunHy (150,0 mn) EM201 (7,600 r, 10,60
mmone) B MeOH popasanun K,COs (1,400 r, 10,60
MMO-b) i CyMill HarpiBanu i3 3BOPOTHIM XONOAUNbHU-
KoM npoTarom 2 r. icna oxonogXeHHst 40 KiMHaTHOI
TemnepaTtypu, PO3UYMHHUK ynapioBanu i 3anuLiok pos-
YnHANK y BogHomy po3umHi NaHCOs. Peakuivivy cy-
miw ekctparyBanm CHCI;z i opraHiyHui wap cywmnm
Haga NapSO,. 3anuwiok inbTpyBanu i inbTpaT KOH-
LEHTPyBanu OAEPXYyUYM  HEOYWLLEHUA  MPOAYKT
(9,300 r). OpepxaHuin HeOuYMLLEHWUIA MPOAYKT BiOo-

OH

EM701

Oo ourtoBoi kucnotu (AcOH; 7,000 mn) nogasanu
PtO, (476,2 wr, 2,100 mmone) i CF,HCOOH (299,0
MkI, 4,750 Mmonb) i cyMilw nepemiwyBanu B aTMocC-
depi H2 npu 5 atm i KiMHaTHIM TeMnepaTypi NPOTArom
1 r. JogaBanu po3uunH (7,000 mn) EM701 (1,000 r,
1,400 mmornb) B AcOH i cymiw nepewmiwyBanu B aT-
mMocdpepi Hz npu 5 at™ i kKiMHaTHIM TemnepaTypi npo-
Tarom 4 r. lMotim gogasanu CH3;CO;NH,4 (7,000 r),

AcOH

CF,HCOOH, AcOH

94065

EM201

po34MH nepekpucTanisyBanu pgopatoum rekcaH (50
mn) ogepxytoun EM201 (74,50 r, 71%) ak Ginui no-
POLLIOK.

EM201

Rf=0,63 (CHCl3:MeOH:NH4OH Boa=15:1:0,2)

Mpuknag cuHTesy BMxigHOro matepiany 2

CwuHTes 8,9-aHrigponceBgoepuTpoMiumH A 6,9-
remiketanto (EM701)

EM701

KpemmoBanu i oynwanu 3a JONOMOroH KOSOHKOBOI

dneLw xpomatorpadii (CHCI3:MeOH:NH4,OH
Boa=10:0,5:0,01-10:1:0,05) ofepXyo4mn EM701
(5,900 r, 78%) sk GinNW NOPOLLIOK.

EM701

Rf=0,47(CHCI3:MeOH:NH,OH Boa=15:1:0,2)

Mpuknag 1

CuHTe3s 9-aurigpo-nceBooepuUTpPoMiLmMH A 6,9-
enokcuay (EM900)

H, PtO;

CyMill nepemiwyBanu i QinbTpyBanu i inbTpaT KOH-
ueHTpyBanu. KOHLEHTPOBaHMIN PO34YMH ekcTparysanm
CHCI3; i ekcTpakT npomMuBanyM HacM4YeHUM BOAHUM
po3unHoMm NaHCOs i posconom. Mpomutuic opraHiy-
HUA wap cywmnn Hag NaxSO., 3anvwok ginbTpyBa-
M i inbTpaT KOHUEHTPYBanu ogepXyun HeouuLle-
HUA npoaykt (968,4 mr). OgepxaHuin HeouULeHUn
NpoAYyKT BiJOKPEMIIOBANM i ounLlany 3a 4OMOMOro
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KOMOHKOBOT dnew xpomarorpadii
(CHCI3:MeOH:NH4,OH Boa=50:1:0,02-30:1:0,02)
opepxytoun EM900 (767,7 wmr, 76%) gk Ginmn nopo-
LLIOK.

EM900

Rf=0,53(CHCI3:MeOH:NH,OH Bog=15:1:0,2);

94065 28

BP-MC m/z:718,4767[M+H]*, PospaxosaHo ans
C37HgsNO12:718,4742[M+H]

Mpuknag 2

CuHTes ae(3'-M-metun)-9-gurigpo-
ncesgoeputpomiuvH A 6,9-enokcnay (EM901)

EMS00

Oo po3unHy EM900 (706,3 mr, 0,984 mmonb) B
meTaHoni (MeOH) (9,840 mn) gogaBanu auetaT Ha-
Tpito (AcONa; 403,6 wr, 4,920 mmons), I, (499,5 wmr,
1,968 mmorb) i HacuyeHun po3dnH NaHCOs3 i cymiw
nepeBipsAnM Ha OCHOBHICTb BMKOPMCTOBYHOUYM YHIBEP-
canbHUi ingunkaTtop i nepemiwysanu npu 50°C npoTa-
rom 20 xB. [licna nepemiwyBaHHA, [opasanu
NazS203 (400,0 mr) i cymiw oxonogxysanu o KiMHa-
THOI TemnepaTypu. PeakuinHy cymiw ekctparyBanu
CHCl3. Micna npoMuBaHHA 3MiLLaHNUM PO3YNHOM PO3-
cony i NH4sOH Bopa, opraHiyHui Lwap cylumnu Hag
NaxSO4. 3anuwok dinbTpyBanu i inbTpaT KOHLEHT-
pyBanu ogepxyun HeounweHun npogykt (700,0 wmr).

EM901

0o posumHy (850,0 mkn) EM901 (60,00 wr,
0,0852 mmonb) B CHCI; gogaBanu pgiisonponinetu-
namiH (i-ProNEt; 74,00 mkn, 0,426 mmonb) i 6eH3un6-
powmig (BnBr; 51,00 mkn, 0,426 mMonb) i cymiw nepe-
MiwyBann B aTtmocdepi Ar  npu  KiMHaTHIn
Temnepatypi npotarom 1 r. llicna nepemiwyBaHHS,
aodasanu HacuyeHun po3dnH NapS;0z (10,00 mn) i
cymiw ekctparysanu CHCIs. lMicna npommuBaHHSA Ha-
cnyeHnM po3unmHoMm NayS;03, HacU4eHUM BOOHUM
po3unHom NH4Cl i po3conom, opraHiyHui wap cywm-
nm Hag NapSO,4. 3anvuwok dinbTpyBanu i inbTpar
KOHLUEHTPYBanu OOEPXYHUYN HEOUULLEHUIA MpOAYyKT

BnBr , i-Pr,NEt
—
CHCl,

EMS01

OpepXaHuiAi HEOUNLLLEHUIA NPOAYKT BiAOKPEMITHOBANM i
oyMLLanu 3a 4ONOMOroK KOMOHKOBOI doriew xpomarto-
rpadii (CHCI3:MeOH:NH4OH Boa=100:1:0,1-
30:1:0,1) ogepxytoun EM901 (546,5 mr, 79%) sk 6i-
NI NOPOLLIOK.

EM901

Rf=0,53(CHCI3:MeOH:NH4OH Bog=10:1:0,2)

BP-MC m/z:704,4615[M+H]", Po3spaxoBaHo ans
C36HesNO12:704,4585[M+H]

Mpuknag 3

CuHtes pe(3- N -metun)-3- N -6eH3un-9-
aurigpo-nceBaoepmuTpPoOMILMH A 6,9-enokcngy
(EM902)

(70,10 mr). OpepxaHMn HEOYULLIEHWI NPOAYKT BiOo-
KpeMsioBanu i ounwliany 3a AOMOMOrOK KOFTOHKOBOI
dneLw xpomatorpadii (CHCI3:MeOH:NH,OH
Boa=100:1:0,1) opepxytoun EM902 (62,30 wmr, 92%)
AK BiNUIn NOPOLLIOK.

EM902

BP-MC m/z:794,5073[M+H]", PospaxoBaHo ans
C43H72NO12:794,5055[M+H]

Mpuknag 4

CwuHTes 6ic-ne(3'-N-metun)-9-gurigpo-
ncesgoeputpoMiumH A 6,9-enokcmay (EM903)
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OH

EM801

Po3uunH (15,80 mn) Na (21,80 mr, 0,9480 mmonb)
B MeOH oxonompxysanu go 0°C, gpogasanu EM901
(111,5 wr, 0,1580 mmonb) i I, (200,5 mr, 0,7900
MMOIb) i CyMill nepemiwyBanu B atMocdepi Ar npu
0°C npotsarom 40 xB. lNicns nepemiwyBaHHa, Aoaa-
Bann Na,S;03 (100,0 mr) i cymiw HarpiBanu go Kim-
HaTHOI TemnepaTypu. PeakuinHy cymiw ekcTparysanu
CHCIs. Micna npoMuBaHHA 3MillaHUM PO34YMHOM PO3-
cony i NH4sOH Bop, opraHiyHui Lwap cylumnu Hag
NapSO4. 3anuwok ginsTpyBanu i ginbTpaT KOHLEHT-
pyBanu ogepxyoun HeounweHnn npogdykt (100,0 wmr).
OpepxaHvin HeOYMLLIEHNIA NPOAYKT BiAOKPEeMIoBanv i

NH; .
ow GeHzanpOerin,
AN 0 AcOH
—_—— -
NaBH(OAc);
0/ 1,2-.puxnopeTtad
OH

B atmocdpepi Ar, posumH (580,0 mkn) EM903
(20,00 wr, 0,0290 mmonb) B 1,2-gnxnopeTtaHi oxorno-
oxysanu go 0°C, popasanu ©Gensanbgerig (3,100
mkn, 0,0300 mmonb), AcOH (2,500 wmkn, 0,0440
mmonb) i NaBH(OAc); (9,300 wr, 0,0440 mmonb) i
cymiw nepemiwysanu npu 0°C npotsrom 2,5 r. Micns
nepemilwyBaHHs, popasanu 6ensanbgerin (14,80
mkn, 0,1430 mmonb), AcOH (8,300 mkn, 0,1460
mmonb) i NaBH(OAc); (31,00 wmr, 0,1460 mMmonb) i
CyMill HarpiBanu Ao KiMHaTHOI TemnepaTtypu i nepe-
miwysanu npotarom 1 r. lNicna nepemiwyBaHHA, A0-
Aasanu HacudeHun po3duuH NaHCOs; (7,000 mn) i
cymiw ekctparyBanu CHCIs. lMicng npomuBaHHA Ha-
cnyeHnm posdmHom NaHCOs i posconom, opraHivyHui

CHCl,

OH

EM301

94065

I, Na , MeOH

p-CIBnBr , i-Pr,NEt
______4_,____‘.
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oyMLanu 3a LONOMOro KONOHKOBOI doriel Xxpomarto-
rpadii (CHCI3:MeOH:NH40OH Boa=100:1:0,1-
10:1:0,1) ogepxytoun EM903 (98,40 mr, 90%) sk 6i-
NV NOPOLLIOK.

EM903

Rf=0,43(CHCI3:MeOH:NH4OH Bon=10:1:0,2)

BP-MC m/z:690,4431[M+H]*, Po3spaxoBaHo ans
Cs5H4N012:690,4429[M+H]

Mpuknag 5

CuHTes 6ic-ge(3'- N -metun)-6ic-(3'- N -6eH3aun)-
9-aurigpo-nceBLoepUTPOMILIMH A 6,9-enokcnay
(EM904)

wap cywunnn Hag NaSO4. 3anuwok dinbTpyBanu i
iNbTPaAT KOHLEHTPYBanM OOEPXYHUN HEOUULLEHUN
npogykt (23,00 mr). OpgepXaHui HEouYULLEHUI Npo-
OYKT BiZOKpeMmoBanu i oynwlanu 3a AOMOMOroK Ko-
JIOHKOBOI drew XpomaTorpagii
(CHCI3:MeOH:NH4OH B0OA=100:1:0,1-50:1:0,1) opne-
pxytoun EM904 (15,80 mr, 63%) sk 6invin NOpoLLOK.

EM904

BP-MC m/z:870,5385[M+H]+, PospaxoBaHo ans
CagH76NO12:870,5368[M+H]

Mpuknag 6

Cwuntes ge(3'- N -metun)-3'- N -(n-xnop6eHsaun)-
9-auvrigpo-ncesgoeputpoMiuH - A 6,9-enokcuay
(EM905)
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[o posuuHy (280,0 mkn) EM901 (20,00 wr,
0,0280 mmonb) B CHCIl; popgasanu i-ProNEt (24,40
mkn, 0,14 mmone) i n-CIBnBr (n-xnopbexannbpomia:
28,80 wmr, 0,1400 mMmonb), i cymiw nepemiwyBanu B
aTtMocapepi N2 npu KiMHaTHI TemnepaTtypi NpPoTArom
2 r. licna nepemiwyBaHHA, ofaBanu HacuUYeHWUn
po3umH NayS;03 (7,000 mn) i cymiw ekcTparyBanu
CHCI;. TMMicnsa npomMuBaHHA HAcCUYEeHWM PO3YNMHOM
Na;S,03, HacudeHum posumHom NH4Cl i posconom,
opraHiyHui wap cywunu Hag NaSOs. 3anuwok di-
nbTpyBanu i inbTpaT KOHUEHTpyBanu OAepXykuu
HeouuweHni npodykt (24,10 wmr). OpgepxaHun He-

94065 32
ouMLLEeHNA NpoJyKT BiJOKpemmoBanu i odvwanu 3a
OOMOMOro0  KOJIOHKOBOI  doriewl  xpomaTtorpadii
(CHCI3:MeOH:NH4OH B0oa=100:1:0,1) oaepxytoun
EM905 (21,60 mr, 93%) Ak Binuin NOPOLLIOK.

EM905

Rf=0,59(CHCI3:MeOH:NH4OH Bon=30:1:0,2)

BP-MC m/z:828,4657[M+H]+ PospaxoBaHo ans
C43H71NO12Cl:828,4665[M+H]

Mpuknag 7

CwuHtes pe[12-(1-rippokcmnponin)]-9-aurigpo-12-
oKco-ncesgoepuTpomiunH A 6,9-enokcnay (EM9O06)

OH

EMS00

B atmocgepi Nj, posuuH (14,00 mn) EM900
(301,4 wr, 0,420 mmonb) B CH,Cl, oxonogxyBanu go
0°C, popasanu Pb(OAc). (300,0 wmr, 0,6720 mmonb) i
cymiw nepemiwysanu npu 0°C npotarom 3 r. Micns
nepeMillyBaHHsi, [ogaBanM  HAacCUY4EHU  PO34MH
NaHCO; (25,00 mn) i cymiw ekctparyBanu CHCls.
Micns npommBaHHa HacuyeHum posdnHom NaHCOs i
po3conom, opraHiyHun wap cywmnu Hap NaxSOa.
3anuwok inbTpyBanu i inbTpaT KOHUEHTPYyBamnm
ofepxyt4um HeoumwweHunn npoaykt (305,0 mr). Ogep-
XaHUN HeouYMLEeHU MPOAYKT BidOKpemnoBanu i

NH,OH - HG1 , NiPvauH

OH

EM906

oyMLanu 3a SONOMOroK KOJTOHKOBOI doriell Xxpomarto-
rpadii (CHCI3:MeOH:NH4OH Boa=100:1:0,1-
50:1:0,1) opepxytoun EM906 (154,7 mr,56%) sk 6i-
JINA NOPOLLIOK.

EM906

BP-MC m/z:658,4172[M+H]’, PospaxoeaHo ans
Ca4HeoN0112658,4166[M+H]

Mpuknag 8

CwunTtes ge[12-(1 -rigppokcmnponin)]-9-aurigpo-12-
rifipOKCNOKCMM-NceBaoepuTpomMiumMH A 6,9-enokcmuay
(EM907)

OH

EM906

B atmocdepi Np, posuuH (1,100 mn) EM906
(147,6 wr, 0,2250 mmonb) B EtOH oxonomxysanu go
0°C, popaBanmm NH,OH-HCI (48,00 wmr, 0,6750
MMOMb), MO KpannsM gopasanu nipuguH (1,1 mn,
13,60 mmonb) i cymiw nepemiwysanu npu 0°C npota-
rom 4 r. MNicns nepeMiwyBaHHsA, JogaBanu HacU4eHun
po3unH NaHCOg3; (5 mn) i cymiw ekctparysanu CHCls.
OpraHivyHuin wap cywmnnn Hag NaSO4. 3anuuwok oi-
nbTpyBanu i inbTpaT KOHUEHTpyBanu OAepXykuu
HeouuwweHni npodykt (162,0 mr). OpepxaHuin He-

EtOH

EM907

OYMLLIEHNI NPOAYKT BigoKpemnioBanu i ounwanu 3a
AOMOMOroOK  KONOHKOBOI  donew  xpomaTtorpadii
(CHCI3:MeOH:NH4OH B0a=30:1:0,1-10:1:0,1) ogmep-
Xytoun EM907 (140,4 mr, 93%) Ak Ginvin NopoLLIOK.

EM907

BP-MC m/z:673,4256[M+H]" PospaxoBaHo ans
C34He1N2011:673,4275[M+H]

Mpuknag 9

CuHTes ae[12-(1-rippokcmnponin)]-9-aurigpo-
ncesgoeputpomiumH A 6,9-enokcnay (EM908)
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NaBH, , MeOH

94065 34

OH

B atmocgepi Nz, posuunH (3,000 mn) EM906
(39,00 wr, 0,0593 mmonb) B MeOH oxonogxysanu ao
-78°C, popasanv NaBH, (22,40 wr, 0,5930 mmonb), i
cymiw nepemiwysanu npu -78°C npotarom 1,5 r. Mic-
Na nepemillyBaHHs, CyMill HarpiBanu A0 KiMHaTHOI
Temnepatypu i possogunu CHCIs;, gogasanu poscin
(30,00 mn) i cymiw ekctparysanu CHCIs. lMicna npo-
MMBaHHA BOAOK, OPraHiyHWiA Wap Cywunu Hag
Na SO4. 3anuwok dinbTpyBanu i GinbTpaT KOHLEHT-
pyBanu ogepxyun HeounweHun npogykt (40,30 wr).
OpepxaHvin HeOYMLLIEHWIA NPOAYKT BifOKpEeMIoBanu i

cynear Maprina

OH

EM908

oyMLanu 3a LONOMOroK KOTOHKOBOI doriell Xxpomarto-
rpagii (CHCIs:MeOH:NH4,OH B0oa=30:1:0,1-10:1:0,1)
onepxytoun EM908 (30,80 mr, 79%) sk Ginun nopo-
LLIOK.

EM908

BP-MC m/z:660,4319[M+H]’, PospaxosaHo ans
C34H62N011:660,4323[M+H]

Mpuknag 10

CuHTes 12,13-enokcu-9-gurigpo-
ncesgoeputpoMiumH A 6,9-enokcmgy (EM909)

OH

EM300

B atmocdepi N2, oo po3unHy (1,500 mn) EM900
(106,8 mr, 0,1490 mmonb) B CH,Cl, gogasanu cynb-
¢at MaptiHa (250,0 mr, 0,3720 mmonb) i cymiw ne-
pewmiwysanu npotarom 1,0 r. Micna nepemiwyBaHHs,
pogaesanu  cynbdat MaptiHa (50,00 wmr, 0,0740
MMoOnb) i cymiw nepemiwysanu npotarom 0,5 r. Micns
nepemillyBaHHs, goJaBanu  HacU4eHUrA  PO34MH
NaHCO; (5,000 mn) i cymiw ekctparysanu CHCls.
Micna npomMmBaHHSA PO3COMIOM, OpPraHiYHW Lwap cy-
wunm Hag Nap;SO,4. 3anuvwok inbTpyBanu i inbT-
paT KOHUEHTPyBanu OAEPXYHUYM HEOUMLLEHWUIA NpPO-

CSA

OH

EMS00

Oo po3uunny (1,390 mn) EM900 (100,0 mr, 0,1390
mmonb) B MeOH pogasanu CSA (kamcopcynbgoHo-
Ba kucnota: 48,60 mr, 0,2090 mmonb) i cymiw nepe-
Miwysanu npotarom 3 r. lNicna nepemiwysaHHs, O0-
AaBanu HacuuveHun po3uuH NaHCOs; (10,00 mn) i

CH,Cl,

aykt (110,0 wr). OpgepxaHuii HEOUYULLEHMI NPOAYKT
BigOKpeMmnoBanu i ounLLany 3a 4ONoMOror KONOHKO-
Boi crnew xpomatorpadii (CHCIl3:MeOH:NH,OH
Boa=40:1:0,1-10:1:0,1) ogep>xytoumn EM9Q9 (34,60 wmr,
33%) Ak 6inuiA NOPOLLIOK.

EM909

BP-MC m/z:700,4655[M+H]*, Po3spaxoBaHo gns
C34He2NO1; :700,4636[M+H]

Mpuknag 11

CuHTes ne(3-O-knagnHosun)-9-aurigpo-
ncesgoeputpoMiumH A 6,9-enokcmay (EM910)

, MeOH

EM910

cymiw ekctparysanu CHCIs. lMicna npomuBaHHsa pos-
COrnom, opraHiyHuin wap cywunu Hag NaSO4. 3anu-
LWOK oinbTpyBanu i inbTpaT KOHUEHTpyBanu ogep-
Xytoumn HeoumwleHnn npoaykt (99,00 mr). OpgepxaHun
HEeOoYMLLIEHNIA NPOAYKT BiJOKPEMIOBANM i ounLanu 3a
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OOMOMOro0  KOFOHKOBOI el  xpomaTtorpadii

(CHCI3:MeOH:NH4OH B0OA=50:1:0,1-10:1:0,1) ogep-

xytoun EM910 (18,70 mr, 24%) Ak 6invin NOpOLLIOK.
EM910

2) MeOH

1) Ac,0 , DMAP Mipugux
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BP-MC m/z:560,3813[M+H]*, PospaxosaHo ans
C29H54N09:560,3799[M+H]

Mpuknag 12

CuHTes 4" 13-O-pgiaueTnn-9-gurigpo-
ncesgoeputpomiuvH A 6,9-enokcnay (EM911)

-

OH

EM900

B atmocdepi N2, Ao posumny (1,390 mn) EM900
(100,0 wr, 0,1390 mmonb) B nipuavHi JogasBanu
DMAP  (4-(N,N-gumeTtunamiHo)nipugmnH: 1,698 wr,
0,0139 mmonb) i Ac,O (78,69 mkn, 0,8340 mmonb), i
cymiw nepemiwysanu npotarom 1 r. lNicns nepemi-
wyBaHHs, pgogasanu DMAP (1,698 wmr, 0,0139
mmone) i Ac,O (78,69 mkn, 0,8340 mmonb) i cymiw
nepewmiwyBanu npotarom 2 r. licns nepemilyBaHHs,
aoaasanu 10% po3ynH numoHHoi kncnotu (10,00 mn)
i cymiw ekctparyBanu AcOEt. lNicns npomuBaHHSA
HacuyeHum posdunHoM NaHCOs;, opraHiyHui wap
cywmnu Hag Na;SO4. 3anuwok dinbTpyBanu i cine-
TpaT KOHLUEHTPYBanNM OOEPXYHUM HEOUMLLEHWUIA Npo-
Aykt (120,0 wmr). OpepxaHui HEeoUYULLEHNIN NPOAYKT
BiJOKpEMMOBanN i ounLiany 3a ONOMOroH KONOHKO-
Boi new xpomatorpacdii (CHCl3:MeOH:NH4,OH
Boa=50:1:0,1) ogepxytoun kiHueBui npoaykt (116,0

NH,

0,

OH

EM303

B artmocdepi Ar, posunH (580,0 mkn) EM903
(20,00 mr, 0,0290 mmonb) B 1,2-gnxnopeTtaHi oxorno-
oxkysanu o 0°C, popaBanu GeHsanbgerin (3,100
mkn, 0,0300 mmonb), AcOH (2,500 wmkn, 0,0440
mmonb) i NaBH(OAc); (9,300 mr, 0,0440 mmons), i
cymiw nepemiwysanu npu 0°C npotarom 2,5 r. MNicns
nepeMiwyBaHHs, popjaBanu 6GeHsanbgeria (14,80
mkn, 0,1430 mmonb), AcOH (8,300 mkn, 0,1460
mmone) i NaBH(OAc)s (31,00 mr, 0,1460 mmorb) i
CyMill HarpiBanu Ao KiMHaTHOI TemnepaTypu i nepe-
MiwyBanu npotarom 1 r. [icna nepemiwyBaHHsA, O0-
Aasanu HacuveHun poduuH NaHCO;z; (7,000 mn) i
cymiw ekctparysanu CHCIs. lMicna npomuBaHHSA Ha-
cnyeHnM po3dnHoMm NaHCO3 i po3conom, opraHivyHuim

6eHzaneaeria,
RIS B AGOH

_ -

NaBH(OAc});
1,2-anxnoperad

OAc

EM911

Mr) gk 6inui nopowok. Po3duunH (1,390 mn) uboro KiH-
uesoro npoaykty (116,0 mr) B MeOH nepemiwysanu
npu 50°C npotdarom 12 r. lMicna nepemillyBaHHs, po-
34MH KOHLEHTPYBanNu OOEPXYUM HEOUULLEHWUIA NpO-
aykt (117,1 wr). OpgepxaHuii HEOUYULLEHMI NPOAYKT
BiJOKpeMMoBanu i ounLiany 3a ONOMOro KONOHKO-
Boi dnew xpomatorpacdii (CHCl3:MeOH:NH4OH
Boa=50:1:0,1-10:1:0,1) ogepxytoun EM911 (104,5 wr,
94%) Ak BinuA NOPOLLIOK.

EM911

BP-MC m/z:802,4973[M+H]*, Po3spaxoBaHo ans
C41H72N014:802,4953[M+H]

Mpuknag 13

CuHTes bic-ne(3'-N-meTtun)-3'-N-6eH3nn-9-
aurigpo-nceBaoepuTpoMiLvH A 6,9-enokcngy
(EM912)

CH

EM912

wap cywnnu Hag Na;SOs4. 3anuviok ginbTpyBanm i
inbTpaT KOHUEHTPYBanu oOOepXylun HeOoUULLEeHWUI
npoaykt (23,00 mr). OgepXaHUn HeouMLLEHUN Mpo-
OYKT BiOKpPEMIIOBaNM i ounLliany 3a 4ONOMOrow Ko-
FIOHKOBOI dnew xpomarorpadii
(CHCI3:MeOH:NH4OH B0a=100:1:0,1-50:1:0,1) ope-
pxxytoun EM912 (6,900 mr, 31%) sk Ginuii nopoLUOK.

EM912

BP-MC m/z:780,4900[M+H]*, PospaxoBaHo ans
C42H70N012:780,4898[M+H]

Mpuknag 14

CuHTes 2'-O-aueTtunn-9-gurigpo-
ncesgoeputpomMiumH A 6,9-enokcmay (EM913)
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EMS00

B atmocdepi N2, Ao posuumny (8,950 mn) EM900
(641,9 wr, 0,8950 mmonb) B aueToHi fogasanu Ac,O
(506,7 mkn, 5,370 mmormb) i cymilw nepemiwyBanm
npotarom 0,5 r. licna nepemiwyBaHHsA, gogasanu
HacuyeHuit po3unH NaHCO; (100,0 mn) i cymiw ekcr-
parysanu CHCl3. lNicna npommnBaHHA Hacu4eHUMm po-
34yuHom NaHCOg3, opraHiyHMi Wwap cywunu Hapg
NapSO4. 3anuwok dinsTpyBanu i ginbTpaT KOHLEHT-
pyBanu ofgepXyun HeounweHun npoaykt (670,0 wmr).
OpepxaHvin HeOYMLLIEHNIA NPOAYKT BiAOKPEeMIoBanv i
ouMLann 3a 4oMOMOro KONOHKOBOI donell xpomaTo-

NH,

i-PrNEt

Ac,0 AuetoH

Bic(2-6pomeTunoBun) eTep

EM913

rpagii (CHCIs:MeOH:NH4,OH Boa=50:1:0,1-20:1:0,1)
onepxytoun EM913 (602,3 mr, 89%) sk Ginun nopo-
LLIOK.

EM913

BP-MC m/z:760,4879[M+H]", PospaxoBaHo ans
C39H70NO13:760,4847[M+H]

Mpuknag 15

CuHTes  pe(3'-aumeTtunamino)-3'-mopdoniHo-9-
aurigpo-nceBaoepmuTpoOMiLMH A 6,9-enokcngy
(EM914)

EM903

B atmocdepi Ar, 0o po3uuHy (7,000 mn) EM903
(24,20 wr, 0,0350 mmonb) B CH3CN pogasanu i-
ProNEt (61,00 wmkn, 0,3500 w™mmomnb) i 6ic(2-
6pomeTunosun) etep (44,00 mkn, 0,3500 mmonb), i
cymiw nepemiwysanu npu 80°C npotsirom 20 r. Micna
nepeMiwyBaHHsa, popasanu i-ProNEt (61,00 mkn,
0,3500 mmonb) i Gic(2-6pomeTunosun) etep (44,00
mkn, 0,3500 mmonb) i cymiw nepemiwwysanu npu 80°C
npotarom 6 r. icnsa nepewmiwyBaHHs, AodaBanu Ha-
cnyeHun posdmH NayS;03 (7,000 mn) i cymiw ekcTpa-
rysanu CHCI;. lMicna npomMyMBaHHA Hacu4YeHUM po3-
4nHoM NapS;03, HacuyeHum po3dnHoMm NHACI i
po3conom, opraHiyHui wap cywunu Hag NaxSOa.
3anuwok inbTpyBanu i inbTpaT KOHUEHTPYyBamnm

HCl aq

ofepxyroum HeoumweHun npoaykt (36,50 mr). Opep-
XaHUN HeOouYMLLEHU NpPOAYKT BidOKpemnoBanu i
oyMLLanu 3a 4ONOMOroK KOMOHKOBOI doriel Xxpomarto-
rpadii (CHCI3:MeOH:NH4OH Boa=100:1:0,1-
30:1:0,1) ogepxytoun EM914 (23,60 mr, 89%) sk 6i-
TN NOPOLLIOK.

EM914

Rf=0,44(CHCI3:MeOH:NH4OH Boa=30:1:0,2)

BP-MC m/z:760,4885[M+H]*, Po3spaxoBaHo ans
C39H70NO13:760,4847[M+H]

Mpuknag 16

CuHTes 2'-O-aueTtun-ge(3-O-knagnHosun)-9-
aurigpo-nceBaoepuTpoMiLvH A 6,9-enokcngy
(EM915)

OH

EM913

Oo EM913 (104,5 mr, 0,1380 mmonb) goaaeanm
1,0N HCI Bog (1,380 mn) i cymiw nepemiwiyBanu npo-
Tarom 5 r. lNicna nepewmiwyBaHHs, gogaBanu Hacuye-
HuiA po3umH NaHCOs3 (20,00 mn) i cymiw ekcTparysa-

EM915

nm CHCIs. MNMicnst npoMyBaHHA pO3COSIOM, OpraHiyHuin
wap cywunu Hag NaSO4. 3anuwok dinsTpyBanu i
inbTpaT KOHUEHTPYBanu oOepXylun HeouULLeHWU
npoaykt (91,10 mr). OpgepXaHui HEOUULLIEHWIA NpO-



39

AYKT BigoKpemmoBanu i ounwanm 3a JONoMOrol Ko-

TNOHKOBOI dneww xpomatorpadii

(CHCI3:MeOH:NH4OH BOA=50:1:0,1-20:1:0,1) opep-

Xytoum EM915 (37,60 mr, 46%) sk 6invin NOpoOLLIOK.
EM915

\

N—

%:m TpuchocreH, NipUanH
e
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BP-MC m/z:602,3899[M+H]"*, PospaxosaHo ans
C31Hs6NO10:602,3904[M+H]

Mpuknag 17

CuHTes 2'-O-aueTtun-ge(3-O-knagnHosun)-9-
aurigpo-ncesgoeputpomiumH A 6,9-enokeng 12,13-
kapbonaTty (EM916)

0,

EM915

B atmocoepi N, posumH (1,100 mn) EM915
(32,90 mr, 0,0547 mmonb) B CH,CIl, oxonogxysanu
no -78°C, popmasanu nipuauH (79,10 mkn, 0,6560
MMOSb), MO KpanfisMm gogasanu po3uvnH (2,200 mn)
Tpudocdrery (32,30 wmr, 0,1090 mmonb) B CH.Cl; i
cymiw nepemiwysanu npu -78°C npotarom 2 r. Micnsa
nepemillyBaHHs, gopasanu nipuanH (106,2  mkn,
1,312 mMmonb) i cymil HarpiBanu A0 KiMHaTHOI TeMm-
nepatypwu i nepemiwysanu npotarom 0,5 r.

Micna nepewmiwyBaHHs, [oAaBany HacUYEHWU
po3unH NH4CI (15,00 mn) i cymiw ekcTparyBanu
CHCI,. Micna npomMuBaHHA HacWYeHMM PO3YNMHOM
NaHCO; i po3conom, opraHiyHui Lwap Cywunu Hapg
Na;S04. 3anuwok ginbTpyBanu i inbTpaT KOHLEHT-

N/

CH,Cl,

O
m Nephoawnan [ecca-Maprisa /\

-
-

EM916

pyBanu ofepxyun HeounweHnn npoaykT (35,00 wmr).
OpepXaHnii HeoUNLLEHUIA MPOAYKT BiAOKPEMITHOBANM i
oyMLanu 3a SONOMOroK KOJTOHKOBOI (el Xxpomarto-
rpadii (CHCI3:MeOH:NH4,OH Bog=50:1:0,1-10:1:0,1)
onepxytoun EM916 (25,00 mr, 73%) sk Ginun nopo-
LLIOK.

EM916

BP-MC m/z:628,3697[M+H]’, PospaxoeaHo ans
Cs2H54N011:628,3697[M+H]

Mpuknag 18

CuHTes 2'-O-aueTtun-ge(3-0O-knagmHo3nn)-9-
Ourigpo-3-keTo-nceBgoepuTpomMiumMH A 6,9-enokcng,
12,13-kapboHaty (EM917)

0

0

EM916

B atmocdepi N2, Ao posunHy (782,0 mkn) EM916
(24,50 wr, 0,0391 mmonb) B CH,Cl, gogasanu nep-
noguHaH fecca-MaprtiHa (165,8 mr, 0,3910 mmonb) i
cymilw nepewmiwysanu npotarom 2 r. licna nepemi-
wyBaHHA, fopasanu nepuoanHaH [ecca-MapTtiHa
(165,8 wr, 0,3910 mmonb) i cymiw nepemiwyBanu
npotarom 41 r. llicns nepemiwyBaHHg, gofasanuv
HacuyeHu po3unH Na»S;03 (15,00 mn) i cymiw exkcrt-
parysanu EtOAc. [llicns npomuBaHHA HacMyYeHUM
po3unHom Na,S,03, HacuvyeHum posdnHom NaHCOs i
po3conom, opraHiyHui wap cywunu Hag NaxSOa.
Banuwok inbTpyBanu i inbTpPaT KOHUEHTpyBanu

MeOH

CH;Cl

0

EM917

opepxytoum HeoumweHun npoaykt (31,00 mr). Opep-
XaHWA  HeOoYMLLEeHWN NPOAYKT BigOKpemmnoBanu i
oyMLLanu 3a 4ONOMOroK KOMOHKOBOI doriel Xxpomarto-
rpadii (CHCI3:MeOH:NH4,OH Boa=50:1:0,1) onepxy-
toun EM917 (19,50 wr, 80%) sk 6inunid nopoLuok.

EM917

MC m/z:626[M+H]"

Mpuknag 19

CuHtes  pe(3-O-knagmHosun)-9-gurigpo-3-keTo-
ncesgoeputpomiumH A 6,9-enokeung 12,13-kapboHaTy
(EM918)
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Po3uuH (225,0 mkn) EM917 (14,10 wmr, 0,0225
mmone) B MeOH Harpisanu go 50°C i cymiw nepemi-
wysanu npotsarom 30 r. Micna nepemilyBaHHS, cymiw
KOHLUEHTPYBanu OOEPXKYHUYN HEOYULLEHUI MPOAYKT
(14,20 mr). OpepxaHuin HEOYULLIEHWIA NPOAYKT BiOo-
KpemnoBanu i ounwianu 3a A0NOMOroK KOMOHKOBOI
dneww xpomatorpadii (CHCI3:MeOH:NH,OH
Boa=30:1:0,1) ogepxytoun EM918 (12,20 mr, 92%) sk
6innn NopoLLokK.

NH

CHCI,

OH

EM901

B atmocdepi N2, Ao po3uuHy (520,0 mkn) EM901
(36,70 wmr, 0,0522 mmone) B CHCI3 gogasanu i-ProNEt
(45,50 wmkn, 0,2610 wmmonb) i n-CFsBnBr (n-
TpudpTopMeTUNGEeH3mnbpomia: 62,40 wmr, 0,2610
MMOIb) i CyMilLl nepemilyBanu npu KiMHaTHI Temne-
paTtypi npotarom 1 r. [icns nepemiwyBaHHA, JoaaBa-
nwn i-ProNEt (45,50 mkn, 0,2610 mmonb) i n-CFsBnBr
(62,40 mr, 0,2610 mmonb) i cymiw nepemiwyBanu
npotarom 2 r. [licns nepemiwyBaHHs, AodaBanu Ha-
cnyeHnn po3unH NaxS;03 (10,00 mn) i cymiw ekcTpa-
ryganu CHCI3. lMicng npoMyMBaHHSA HacuyeHuMm pos-
ynHoMm NapS;03, HacudeHum posumHom NH4CI i
posconom, opraHiyHun wap cywmnu Hap NaxSOa.

CHCl;

OH

EMS01

B atmocdhepi N2, Ao posunHy (574,0 mkn) EM901
(40,40 wr, 0,0574 mmonb) B CHCI; gopnasanu i-ProNEt
(50,00 wmkn, 0,2870 w™mmonb) i n-BrBnBr (n-
6pombeHannbpomia: 71,70 mr, 0,2870 mmonb) i cy-
Mill nepemilyBanu nNpu KiMHaTHI Temnepatypi npo-
Tarom 1 r. lMicnsa nepemiwysaHHA, gogasanu i-ProNEt
(50,00 mkn, 0,2870 mmonb) i n-BrBnBr (71,70 wr,
0,2870 mmonb) i Cymill nepeMillyBanu nNpu KiMHaTHIN
Temnepatypi npotarom 1 r. llicna nepemiyBaHHsS,
Jofasanu HacuyeHun po3unH NapS,03 (50,00 mn) i
cymiw ekctparysanu CHCIs. lMicng npomuBaHHsA Ha-
cnyeHnM po3ydnHom NapS;03, HAaCUYEHUM PO3YMHOM
NH4Cl i posconom, opraHiyHui Lwap cywunu Hag

p-CF3BnBr , i-Pr,NEt
_—

p-BrBnBr , i-PryNEt
_—
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EM918
BP-MC m/z:584,3452[M+H]’, PospaxosaHo Ans
C30Hs50NO10:584,3435[M+H]
Mpuknag 20

CuHTes ae(3'-N-metun)-9-gurigpo-3'-N-(n-

TpudTOpMETUNOEH3UN)-NCEBAOEPUTPOMILMH A  6,9-
enokcuay (EM919)

-~

Q (0]
%OH
EM19

3anuwok inbTpyBanu i @inbTpaT KOHUEHTpyBanu
ofepxytoum HeoumwweHun npoaykt (50,00 mr). Opep-
XaHWA  HeouYULLEeHW NPOAYKT BigOKpemmnoBanu i
oyMLanu 3a SONOMOroK KOJTOHKOBOI doriel Xxpomarto-
rpagii (CHCl3:MeOH:MH,OH Bog=100:1:0,1) opep-
xyroun EM919 (33,30 mr, 74%) sk 6innin NOPOLLIOK.

EM919

BP-MC m/z:862,4966][M+H]", Po3spaxosaHo ans
C44H71NO12F3:862,4928[M+H]

Mpuknag 21

Cuntes pge(3'-N-metun)-3'-N-(n-6pombeHsun)-9-
aurigpo-nceBaoepuTpoMiLvH A 6,9-enokcngy
(EM920)

NaS04. 3anuwok ginbTpyBanu i inbTpaT KOHUEHT-
pyBanu ofepXyun HeounweHun npoaykT (53,00 wr).
OpepXaHuiA HEOUNLLLEHUIA MPOAYKT BiAOKPEMITHOBANM i
oumLLanu 3a JOMNOMOrot KONOHKOBOI el XpomaTo-
rpacii (CHCIl3:MeOH:NH,OH Bop=100:1:0,1) ogep-
xytoun EM920 (33,30 mr, 67%) Ak 6invin nopoLLOK.

EM920

BP-MC m/z:872,4158[M+H]’, Po3spaxoBaHo ans
C43H71N0128I'1872,4160[M+H]

Mpuknag 22

Cuute3  pae(3'-N-metun)-3'-N-(n-cptopbeHsun)-9-
aurigpo-nceBaoepuTpoMiLmH A 6,9-enokcngy
(EM921)
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CHCl,

OH
EM901

B atmocdepi N2, Ao posuuHy (607,0 mkn) EM901
(42,70 wmr, 0,0607 mmonb) B CHCI; gonasanu i-ProNEt
(53,00 wmkn, 0,3040 wmmone) i n-FBnBr (n-
pTopbeHannbpomia: 37,90 mkn, 0,3040 mmonb) i
CyMill nepeMiwlyBanu npu KiMHaTHIN Temnepatypi
npotarom 1 r. llicna nepewmiwyBaHHA, gogasanu i-
ProNEt (53,00 mkn, 0,3040 mmonb) i n-FBnBr (37,90
mkn, 0,3040 MMonb) i cymill nepemillyBanm npu Kim-
HaTHIn Temnepatypi npotarom 1,5 r. licna nepemi-
WyBaHHA, gofaBany HacuyeHun po3uuH NayS;03
(40,00 mn) i cymiw ekctparyBanu CHCIs. Micnsa npo-
MMBaHHSA Hacu4yeHnm po3unHom Na,S;03, HacnyeHuM
po3unHom NH4Cl i po3conom, opraHiyHun wap CyLum-
nm Hag NapSO4. 3anvuwok dinbTpyBanu i inbTpar

EM901

B atmocdhepi N2, Ao posunHy (597,0 mkn) EM901
(42,00 wr, 0,0597 mmonb) B CHCI3 popgaBanu i-ProNEt
(77,50 mkn, 0,8960 mmonb) i o-CIBnBr (104,0 mkn,
0,5970 mmonb) i cymill nepemillyBanu nNpu KiMHaTHIN
Temnepatypi npotarom 2 r. [licna nepemiwyBaHHS,
pogasanu i-ProNEt (38,80 mkn, 0,2990 mmonb) i o-
CIBnBr (52,00 mkn, 0,2990 mmornb) i cymiw nepemi-
WwyBanu npw KiMHaTHI Temnepatypi npotarom 0,5 r.
Micna nepemiwyBaHHA, AoAaBany HAaCUYEHUA PO3YNH
Na;S,03 (40,00 mn) i cymiw ekctparyBanu CHCIs.
Micns npomMuBaHHA HacuMyYeHUM po3umHOM NazS,0s3,
HacuyeHum po3vmHom NH4Cl i po3conom, opraHiyHui
wap cywunnun Hag NaSO4. 3anuwok dinbTpyBanu i

CHCl,

EM901

B atmocdhepi N2, 4o po3unHy (634,0 mkn) EM901
(44,60 wr, 0,0634 mmonb) B CHCI3; popgaBanu i-ProNEt

p-FBnBr, i-Pr,NEt
—_—

0-CIBnBr, i-PryNEt
—————
CHCl,

m-CIBnBr , i-Pr,NEt
—_—
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KOHLUEHTpYBanu OOEPXYHUYN HEOUYULLEHUI MPOAYKT
(50,00 mr). OpepxaHUin HEOYULLIEHWUIA NPOAYKT BiOo-
KpemsoBanu i ounwiany 3a AOMOMOrOK KONOHKOBOT
dhnew xpomatorpadii (CHCI3:MeOH:NH4,OH
Boa=100:1:0,1) ogepxytoun EM921 (42,40 mr, 86%)
AK BiNUIA NOPOLLIOK.

EM921

BP-MC m/z:812,4985[M+H]*, Po3spaxoBaHo ans
Ca3H7:FNO12:812,4960[M+H]

Mpuknag 23

Cuute3  pe(3'-N-metun)-3'-N-(o-xnopbeHsaun)-9-
aurigpo-nceBaoepuTpoMiLH A 6,9-enokcngy
(EM922)

inbTpaT KOHUEHTPYBanu OAEPXYHUYM HEOYULLEHUN
npogykt (50,00 mr). OpgepXaHu HEoYULLIEHWI Npo-
AYKT BiOKpeMnioBanu i ounLlianu 3a JONOMOrol Ko-
JIOHKOBOI dnew XpomaTtorpadii
(CHCI3:MeOH:NH,OH Boa=100:1:0,1) ogepxytouun
EM922 (48,60 mr, 98%) sik 6inuin NOpPOLLIOK.

EM922

BP-MC m/z:828,4646[M+H]’, Po3spaxoeaHo ans
C43H71CINO12:828,4665[M+H]

Mpuknag 24

Cuute3  ge(3'-N-metnn)-3'-N-(m-xnop6eHsun)-9-
OUrigpo-ncesoepuTpoMILMH A 6,9-enokcngy
(EM923)

(55,20 mkn, 0,3170 mmonb) i m-CIBnBr (41,60 mkn,
0,3170 mMorb) i cymiw nepemillyBanu npy KiMHaTHIN
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Temnepatypi npotarom 1 r. llicna nepemiwyBaHHS,
ponasanu i-ProNEt (55,20 mkn, 0,3170 mmonb) i M-
CIBnBr (41,60 mkn, 0,3170 mmonb) i cymiw nepemi-
WyBanu npu KiMHaTHIN TemnepaTtypi npoTtarom 2 r.
Micns nepemiwyBaHHA, [o4aBanyM HaCUYEHUA PO3YMH
Na,S;03 (40,00 mn) i cymiw ekctparysanu CHCls.
Micns npomMuBaHHA HacuMyYeHUM po3umHOM NaxS;0s,
HacuyeHum posvmHom NH4Cl i po3conom, opraHivyHuit
wap cywnnu Hag Na;SO,. 3anuwok dinbTpyBanm i
iNbTPaAT KOHLEHTPYBanuM OOEPXYHUYN HEOYULLEHUN
npoaykt (55,00 mr). OpgepXaHMn HEOYMLLEHUI MpPO-

B atmocdepi N2, Ao po3uuHy (580,0 mkn) EM901
(40,80 mr, 0,0580 mmonb) B CHCI; gonasanu i-ProNEt
(50,50 wmkn, 0,2900 wmmonb) i n-IBnBr (n-
nonbensmnodpomia: 86,10 mr, 0,2900 mmonb) i cymiLl
nepemilllyBanu npu KiMHaTHIN Temnepartypi NpoTArom
1 r. Micns nepewmiwyBaHHs, gogasanu i-PraNEt (50,50
mkn, 0,2900 mmons) i n-IBnBr (86,10 mr, 0,2900
MMOJb) i CyMilll NepemillyBanu nNpu KiMHaTHIA TeMmne-
paTtypi npotarom 2 r. [licns nepemiwyBaHHA, joaaBa-
nm HacnyeHun posunH NaS;0;3 (40,00 mn) i cymiw
ekctparyBanu CHCls. lMicna npoMmnBaHHS Hacu4eHUM
posymHoM Na;S;03, HacuyeHum posunHom NH4CI i
posconom, opraHiyHun wap cywmnu Hap NaxSOa.

CHCly

EM934

B atmocdhepi N2, 4o posunHy (689,0 mkn) EM934
(37,60 mr, 0,0689 mmonb) ogepxaHoro B 3ragaHomy
Hwk4e [Mpuknagi 35 B CHCIl; pomaBanu i-ProNEt
(120,0 mkn, 0,6890 mmonb) i n-CIBnBr (141,6 wr,
0,6890 mMonb) i cymiw nepemillyBanu Npu KiMHaTHIN
Temnepatypi npotarom 2 r. [licna nepemilyBaHHs,
Aofasanu HacuyeHun posdunH NapS,0s (40,00 mn) i
cymiw ekctparyBanu CHCIs. lMicng npomuBaHHA Ha-
cnyeHuM posdnHoM NaxS;03, HacMyYeHUM PO34MHOM
NH4Cl i posconom, opraHiyHuWi wWwap cywunu Hag
Na,SO4. 3anuwok dinbTpyBanu i (inbTpaT KOHLEHT-
pyBanu ofepxyoun HeounweHnn npodykt (50,00 wmr).

p-iBnBr, i-Pr,NEt
—_— e
CHCI;

p-CIBnBr , i-Pr,NEt
e ———— ]

94065 46
AYKT BiJoKpemmoBany i ounwanu 3a JonoMorow Ko-
TOHKOBOI drneww xpomarorpadii
(CHCI3:MeOH:NH4OH B0a=100:1:0,1) oaepxytoun
EM923 (45,10 mr, 86%) Ak Binuin NOpOLLIOK.

EM923

BP-MC m/z:828,4689[M+H]" PospaxoBaHo ans
Ca3H71CINO12:828,4665[M+H]

Mpuknag 25

CuHTes Ae(3'-N-metunn)-9-gurigpo-3'-N-(n-
noabeHsun)-ncesgoeputpoMiumH - A 6,9-enokcugy
(EM924)

3anuwok inbTpyBanu i @inbTpaT KOHUEHTpyBanmu
ofepXyUM HeoumweHui npoaykt (55,00 mr). Ogep-
XaHWA  HeouYULLEeHW NPOAYKT BigoKpemmnoBanu i
ouyMLLanu 3a 4ONOMOroK KONMOHKOBOI doriew xpomarto-
rpagii (CHCIs:MeOH:NH,OH B0og=100:1:0,1) ogep-
Xytoum EM924 (48,20 mr, 90%) six Ginui NOpOLLIOK.
EM924

BP-MC m/z:920,4011[M+H]*, Po3spaxoBaHo ans
Ca3H71NO121:920,4021[M+H]

Mpuknag 26

CuHTes ae(3'-N-metun)-3'-N-(n-xnopbeHaun)-
Ae(3-O-knagmHosunn)-9-aurigpo-nceesaoepuTPOMILvH
A 6,9-enokcngy (EM925)

EMS25

OpepXaHuin HeOUNLLEHUIA NMPOAYKT BiAOKPEMITIOBANM i
oyMLanu 3a LONOMOroK KONMOHKOBOI doriel Xxpomarto-
rpadii (CHCI3:MeOH:NH,OH Bon=100:1:0,1) onep-
xyroun EM925 (33,00 mr, 72%) sk 6innin NOpOLLIOK.

EM925

BP-MC m/z:670,3705[M+H]’, PospaxoeaHo ans
C35H57C|N09:670,3722[M+H]

Mpuknag 27

CuHTes ae(3-O-knagnHosun)-ge(3'-
AvMeTnnamiHo)-3'-mopdoniHo-9-gurigpo-
ncesgoeputpomiumH A 6,9-enokcnay (EM926)



47 94065 48
0,
) )
N ()
. HO-7S N
HClag , CH;CN
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0 0 o7
EM914 EM926
Oo posuuHy (937,0 mkn) EM914 (71,20 wr, Boi cnew xpomatorpacii (CHCl;:MeOH:NH,OH

0,0937 mmonb) B CH3CN gopasanu 1.0N Bog HCI
(937,0 mkn) i cymiw nepemiwysanu npotarom 0,5 r.
Micns nepemiwyBaHHA, OoAaBanM HaCUYEHUA PO3YMH
NaHCO; (50,00 mn) i cymiw ekctparyBanu CHClIs.
Micna npomMmBaHHSA PO3COMIOM, OpPraHiYHW Lwap cy-
wunu Hag NaxSO,4. 3anuwok dinbTpyBanu i inbT-
paT KOHLUEHTPyBanu OAEPXKYUYM HEOUMLLEHWUA NpPO-
aykT (60,00 wmr). OpgepxaHuiAi HEOYULLEHMI NPOAYKT
BiJOKpEeMMoBanu i ounwiany 3a ONOMOroK KONOHKO-

OH

EM900

B atmocdepi N2, Ao posuuny (4,200 mn) EM900
(100,8 wmr, 0,1400 mmornb) B CH3CN popasanu EtzN
(58,30 wmkn, 0,4200 wmmonb) i n-BrBzCl (n-
6pombensoinxnopua: 30,70 mr, 0,1400 mmonb) i cy-
Miw nepemiwysanu npotarom 1,0 r. MNicna nepemiluy-
BaHHA, Aodasanu BogHMM po3yumH NHs (6,000 mn) i
CYMill KOHLEHTpYBanu OOEPXY4M HEeOYULLEHUN

npoaykt (126,0 mr). OgepXaHu HEoUMULLIEHWIA Npo-
OYKT BiJOKPEMITIOBanNM i ouunLLany 3a JONOMOrow Ko-
dnew

TIOHKOBOI XpomaTtorpadii

NH,

EMS03

B atmocgepi N;, po3uuH (1,440 mn) EM903
(49,60 wmr, 0,0719 mmonb) B 1,2-guxnopeTaHi oxono-
oxkysanu o 0°C, pgopaeanu n-xnopbeH3anbaerig
(10,60 wmr, 0,0755 mmonb), AcOH (6,180 mkn, 0,1080
mmone) i NaBH(OAc)z (22,90 mr, 0,1080 mmonb) i
cymiw nepemiwysanu npu 0°C npotsarom 2,5 r, Harpi-
BannM OO KiMHATHOI TemnepaTtypu i nepemiwysanu

p-BrBzCl Et;N

CH,CN

6‘0 2:0: 2 n-xnopben3anegerin
ottt

AcOH , NaBH(OAc),,
—_—

1,2-guxnopeTaH

Boa=50:1:0,1-30:1:0,1) ogepxytoumn EM926 (25,30 wmr,
44%) AK Ginnn NOPOLLIOK.

EM926

BP-MC m/z:602,3884[M+H]’, Po3spaxoBaHo ans
C31HesNO10:602,3904[M+H]

Mpuknag 28

CuHTes 2'-0O-(n-6pombeH30in)-9-auriapo-
ncesgoeputpomiuvH A 6,9-enokcnay (EM927)

OH

EMS827

(CHCI3:MeOH:NH4OH B0a=50:1:0,1-30:1:0,1) ogep-
xytoun EM927 (107,4 mr, 85%) sk 6innin NOpOLLIOK.

EM927

BP-MC m/z:900,4091[M+H]’, PospaxoeaHo ans
C44H71NO13Br:900,4109[M+H]

Mpuknag 29

CuHTes 6ic-ge(3'-N-metun)-3'-N-(n-xnopbeHsaun)-
9-Auriapo-nceBLoepUTPOMILINH A 6,9-enokcnay
(EM928)

OH

EM928

npotarom 1 r. MNicns nepemiwyBaHHs, AodaBanu Ha-
cnyeHnii po3unH NaHCO; (50,00 mn) i cymil ekctpa-
ryganu CHCIs. Micns npoMyMBaHHS Hacu4eHUM po3-
ynHom NaHCOs3 i po3conom, opraHiyHuii Wwap cywmnm
Hag NapSO4. 3anuwok dinbTpyBanu i ginbTpaT KOH-
LEHTpyBanu OAEPXYUYM  HEOYWLLEHUA  MpOAyKT
(62,00 mr). OgepxxaHuiA HEOYMLLEHMIN NPOAYKT BiOo-
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KpemnioBanu i ounwanm 3a AOMOMOrol KOJIOHKOBOI
dnew xpomatorpadii (CHCI3:MeOH:NH4,OH
Boa=100:1:0,1-10:1:0,1) ogepxytoun EM928 (32,30
Mr, 55%) SK Ginnin NOPOLLIOK.

EM928

1)l , AcONa, MeOH
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BP-MC m/z:814,4515[M+H]", PospaxosaHo Ans
Ca2HesCINO12:814,4508[M+H]

Mpuknag 30

CuHTes ae(3'-N-metun)-3'-N-nponaprin-9-
OUrigpo-ncesaoepuTpoMILMH A 6,9-enokcngy
(EM929)

2) 3-BpomnponiH

i-Pr:NEt, CHCl;

OH

EM900

Oo posunHy (12,67 mn) EM900 (909,3 wmr, 1,267
mmonb) B MeOH popasanu AcONa (519,7 wr, 6,335
mmons), |2 (643,2 mr, 2,534 Mmornb) i HacM4eHuin pos-
ynH NaHCOs3 i cymill nepeBipsiny Ha OCHOBHICTb BU-
KOPUCTOBYIOUM YHIBEpCArnbHWUI iHOUKATOp i nepemi-
wysanm npu 50°C npotarom 20 xB. [licns
nepemilyBaHHs, gogasanv Na;S,03 (400,0 wmr) i cy-
MiLl OXOMOAKYBanu A0 KiMHaTHOi Temnepartypu. Pea-
KuiviHy cymiw ekctparyBanu CHCls. lNicna npomusaH-
HA  3MillaHuM  po3dynmHom poscony i NH4OH,
opraHiyHun wap cywmnu Hag NaxSO4. 3anuwok di-
NbTpyBanu i inNbTpaT KOHUEHTpyBanu oJepXytouun
HeouuwleHnn npoaykt. B atmocdepi Ny, i-ProNEt
(1,100 mn, 6,335 mmonb) i 3-6pomnponiH (471,9 mkn,
6,335 mmonb) gogasanu Ao posdnHy (12,67 mn) oge-
pXXaHoro HeouuvweHoro npoaykty (892,0 wr, 1,267
mMonb) B CHCI3 i cymil nepemiwyBanu npu KimHaT-
Hin Temnepatypi npotarom 1 r. lNicnsa nepemiwysan-
He, popasanu i-ProNEt (1,100 mn, 6,335 mmoneb) i 3-
6pomnponiH (471,9 mkn, 6,335 MMonb) i cymiw nepe-

CbzCl, NaHCO,4

OH

EM929

MilyBanu npu KiMHaTHi Temnepatypi npotarom 12 r.
lMicna nepemiwyBaHHA, AoAaBany HacCUYeHUA po3dnH
NazS;03 (200,0 mn) i cymiw ekctparysanu CHCls.
Micns npomuBaHHA HacuMyYeHUM po3dmHoM NazS;0s,
HacuyeHum posvmHom NH4Cl i po3conom, opraHivyHuii
wap cywnnu Hag Na;SO4. 3anuwok ginbTpyBanm i
iNbTPaT KOHLEHTPYBanM OOEPXYHUM HEOUULLEHUN
npogykt (940,2 mr). OgepxXaHu HEOYULLIEHWI Npo-
OYKT BiOKPEMIIOBANM i ounLiany 3a AOMNOMOroK Ko-
JIOHKOBOI dnew XpomaTorpadii
(CHCI3:MeOH:NH4OH B0oa=100:1:0,1) oaepxytoun
EM929 (600,1 mr, 64%) sk Ginuin NOPOLLIOK.

EM929

BP-MC m/z:742,4730[M+H]"*, PospaxosaHo ans
C39H58N012:742,4742[M+H]

Mpuknag 31

CuHTes ae(3'-N-metun)-2'-0-3'-N-
6ic(6eH3nnokcnkapOoHin)-9-auriapo-
ncesgoeputpomiunH A 6,9-enokcnay (EM930)

OH

EM900

Oo posunHy (69,80 mn) EM900 (5,004 r, 6,975
mmonb) B EtOAc gogasanm NaHCOs3 (8,790 r, 104,6
MMonb), no kpannam gogasanu CbzCl (6eHannokeu-
kapboHinxnopua: 14,93 mn, 104,6 mmonb) i cymiw
HarpiBann go 70°C i nepemiwyBanu npoTsirom 2 T.
Micna nepemiwyBaHHA, gogasanu EtsN i cymiw oxo-
nogxyeanu Ao KiMHaTHOI Temnepatypu. PeakuinHy
cymiw ekctparysanu EtOAc. lNicna npoMmBaHHA pos-
COmnom, opraHiyHun wap cywunu Hag NaSO.. 3anu-
LWOK oinbTpyBanu i inbTpaTt KOHUEHTpyBanu ogep-
Xytoum HeounweHu npoaykt (7,000 r). OpepxaHun
HEeOYMLLIEHWI NPOAYKT BiJOKPEMIIOBANM i ounLanuy 3a

EtOAC

(o] OH
EM930
AOMOMOrOK  KONOHKOBOI  donew  xpomaTtorpadii
(CHCI3:MeOH:NH4OH B0opg=50:1:0,1) oaepxytoun

EM930 (6,365 r, 94%) sik 6inumin NOpoLLIOK.

EM930

BP-MC m/z:994,5170[M+Na]+, Po3paxoBaHo anis
052H77N016Na:994,514O[M+Na]

Mpuknag 32

CuHTes ae(3'-N-metun)-2'-0-3'-N-
bic(6eH3nnokcmkapboHin)-ae(3-0O-knagmHoann)-9-
OUrigpo-ncesoepuTpoMILIMH A 6,9-enokcnay
(EM931)
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Cbz
\N ~
HClag , CH;CN

OH

EM330

[o posunHy (104,6 mn) EM930 (5,081 r, 5,230
mmone) B CH3CN gopasanu 1.0N Bog HCI (52,30 mn)
i cymiw nepemiwysanu npotarom 4 r. lMicna nepemi-
WyBaHHsA, AogdaBanu HacuyeHun po3umH NaHCOs
(400,0 mn) i cymiw ekctparyBanu CHCIs. lMicna npo-
MUBaHHS PO3CONIOM, OpraHiyHWi LWap Cywwunu Hag
Na,SO4. 3anuwok dinbTpyBanu i (inbTpaT KOHLEHT-
pyBanu oOepXytuu HeouulleHun npodykt (4,312 r).
OpepxaHnin HEQUMLLIEHWIA NPOAYKT BifOKpeMItoBanu i
oyMLanu 3a LONOMOro KONOHKOBOI doriell XxpomaTto-

AcO
‘\O ‘m Mepioaunan fecca-Maprina P

EM931

rpadii (CHCI3:MeOH:NH4OH Boa=50:1:0,1) onepxy-
toun EM931 (4,028 r, 95%) sk 6inuiA nopoLuok.

EM931

BP-MC m/z:814,4384[M+H]’, PospaxoeaHo ans
C44H64NO13:814,4378[M+H]

Mpuknag 33

CuHTes 2'-O-auetnn-ge(3-O-knagnHo3sun)-9-
avrigpo-3-keto-ae(3'-aumetunamiHo)-3'-mopdoniHo-
ncesgoeputpomiumH A 6,9-enokeung 12,13-kapboHaTy
(EM932)

0,

-

B atmocdepi N2, Ao posuuny (4,560 mn) EM948
(152,5 wr, 0,228 mmonb) ogepxaHoro B npMBeaeHOMY
Hwxye MNpuknaai 48 B8 CH,Cl, gogasanu nepriogvHaH
Hecca-Maprina (165,8 wmr, 0,391 mmonb) i cymiw ne-
pewmiwyBanu npotarom 2 r. llicna nepemiwyBaHHs,
aodaeanu HacumyeHun po3dnH NayS;03 (50,00 mn) i
cymiw ekctparysanu CHCIs. lMicna npomuBaHHA Ha-
cnyeHuM posdmHoM NaS;03, HacMyeHUM PO3YMHOM
NaHCO; i po3conom, opraHiyHui Lwap Cywunu Hapg
Na;S04. 3anuwok ginbTpyBanu i inbTpaT KOHLEHT-
pyBanu oaepXxyun HeounweHnn npoaykt (160,0 mr).

£ PrNEt, CHiCN

CH,Clz

EMO32

OpepxaHui HeoUMLLEHWIA NPOAYKT BiAOKpeMNioBanu i
oyMLanu 3a 4ONOMOro KONOHKOBOI doiell XxpomaTto-
rpadii (CHCI3:MeOH:NH4,OH Boa=100:1:0,1) oaep-
Xytoum EM932 (151,1 mr, 90%) sk 6innmn nopoLUOK.

EM932

BP-MC m/z:668,3642[M+H]", Po3spaxoBaHo ans
C34H54N012:668,3646[M+H]

Mpuknag 34

CuHTes ae(3'-N-metun)-3'-N-etun-9-gurigpo-
ncesgoeputpomiunH A 6,9-enokcmay (EM933)

\
NH BpometaH
7, P
OH
OT/
EM901

B atmocdepi N2, Ao po3uuHy (586,0 mkn) EM901
(41,20 wmr, 0,0586 mmonb) B CH3CN pogaBanu i-
ProNEt (102,1 mkn, 0,5860 mmonb) i 6pomeTaH (43,70
mkn, 0,5860 mMMonb) i Cymill nepemillyBanm npu Kim-
HaTHIn TemnepaTypi npotarom 22 r. llicna nepemiluy-
BaHHA, cyMiw HarpiBanu go 50°C i nepemiwyBanu
npotsarom 134 r. Kpim Toro, gogaeanm i-ProNEt (102,1

EM933

mkn, 0,5860 mmoneb) i 6pomeTaH (43,70 mkn, 0,5860
MMonb) i cymiw nepemiwysanu npu 50°C npoTsarom
14 r. MNicna nepemiwyBaHHsA, AodaBanu HacuUyYeHUn
po3ymH Na;S,03; (40,00 mn) i cymiw ekcTparyBanmu
CHCIz. TMicns npoMuBaHHA HacWM4eHVM PO3YMHOM
Na;S,03, HacuueHum posumHom NH4Cl i posconom,
opraHiyHun wap cywmnu Hag NaxSO4. 3anuwok gi-
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nbTpyBanu i inbTpaT KOHUEHTPYBanu oJepXykuun
HeouuweHn npodykt (50,00 wmr). OgepxaHuin He-
OYMLLIEHNI NPOAYKT BigoKpemnioBanu i ounwanu 3a
OOMOMOroK  KOMNOHKOBOI  donew  xpomaTorpadii
(CHCI3:MeOH:NH4,OH B0oa=100:1:0,1) oaepxytoun
EM933 (42,40 mr, 86%) Sk Ginuin NOPOLLIOK.

EM933

\, _Cbz
N/

EM931

B atmocdhepi N2, no EM931 (108,4 wmr, 0,1330
mmonb) gogasanu Pd(OH), (21,70 wmr) i EtOH (2,660
M) i cymiw nepemiwysanu B atmocdepi Hy npu kim-
HaTHIn TemnepaTypi npotarom 1 r. lNicna nepemiwy-
BaHHSA, CyMmilW inbTpyBanu i inbTpaT KOHLEHTpyBa-
N1 oJepXylun HeouuwieHun npogykt (150,1 wmr).
OpepxaHnin HEQUMLLIEHWIA NPOAYKT BifOKpeMItoBanu i
oynLLanu 3a 4ONOMOroK KONMOHKOBOI doriell xpomarto-
rpadii (CHCI3:MeOH:NH4,OH B0oA=30:1:0,1-10:1:0,1)

O

MeOH

C'giZE’:L Hy, P(OH), , EtOH
ot —_—

BP-MC m/z:732,4911[M+H]", PospaxosaHo ans
CssH70NO12:732,4898[M+H]

Mpuknag 35

CuHTes pe(3-O-knagunHosun)-ge(3'-N-metun)-9-
OUrigpo-ncesaoepuTpoMILMH A 6,9-enokcngy
(EM934)

EMS34

opepxytoun EM934 (70,30 mr, 97%) sk Ginun nopo-
LLIOK.

EM934

BP-MC m/z:546,3622[M+H]*, Po3spaxoBaHo ans
C2sH54N09:546,3642[M+H]

Mpuknag 36

CuHTe3  pge(3-O-knaguHoaun)-9-gurigpo-3-keTo-
ae(3'-aumeTtnnamino)-3'-mopdoniHo-
ncesgoeputpomiunH A 6,9-enokena 12,13-kapboHaTty
(EM935)

O

o) 0

EM932

Po3uuH (6,280 mn) EM932 (104,6 wmr, 0,157
mmonb) B MeOH Harpisanu go 50°C i nepemiwysanm
npotsrom 68 r. lNicns nepemiwyBaHHS, CyMmilll KOHLe-
HTPYBanu OAEpPXyl4n HeounweHun npogykt (101,2
Mr). OgepXaHuii HEeOUYULLEHWIA NPOAYKT BiLOKpPEMIIO-
Banu i ouyuwwann 3a OOMNOMOrol KOFIOHKOBOI chreLw
xpomartorpadii (CHCI;:MeOH:NH,OH Boa=100:1:0,1)
onepxytoun EM935 (98,00 mr, 100%) sk Ginuin nopo-
LLIOK.

\N-'Chz

(o} Tpudrocren, NipuanH

EM935

BP-MC m/z:626,3533[M+H]’, Po3spaxoeaHo ans
C32H52N011:626,3540[M+H]

Mpwuknag 37

CwuHTes ne(3'-N-metun)-2'-0-3'-N-
6ic(6eH3nnokcukapboHin)-ae(3-O-knagmHoaun)-9-
aurigpo-ncesgoeputpomiumH A 6,9-enokeng 12,13-
kapboHaTty (EM936)

CH,Cl,

EM931

B atmocoepi N, posumH (49,80 mn) EM931
(2,027 r, 2,492 mmonb) B CH,CI, oxonomxysanu go -
78°C, popaeanu nipyauH (2,420 mn, 29,90 mmons),

EMS936

no kpannam gogasanu posunH (99,70 mn) Tpudocd-
reHy (1,479 r, 4,984 mmornb) B CH>Cl; i cymiw Harpi-
Banu Big -78°C po kiMHaTHOI TemnepaTypu i nepemi-
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wysanu npotarom 0,5 r. MNicna nepemilyBaHHsA, Ao-
Aasanu HacnyeHnn posdmH NH4Cl (400,0 mn) i cymiu
ekctparyBanu CH,Cl,. lNicns npoMuBaHHA Hacude-
HUM po3vnHoM NaHCOg3 i posconom, opraHivyHui wap
cywwnnu Hag Na;SO4. 3anuwok dinsTpyBanu i dine-
TPaT KOHLEHTPYBanu OAEPXYIUYM HEOUULLEHUA Mpo-
Aykt (1,900 r). OgepxaHuii HeO4YMLLIEHUA NPOOYKT
BiJOKpEeMoBanu i ouMLiany 3a 4ONOMOroK KONOHKO-
Boi dnew xpomatorpadii (CHCl3:MeOH:NH4,OH

\-Cbz

CbzO
_\\Omnepﬁouunau Decca-Maprina -~

94065 56
BoA=100:1:0,1) ogepxytoum EM936 (1,882 r, 90%) sk
6inni NOpoLLIOK.

EM936

BP-MC m/z:862,4000[M+Na]’, PospaxosaHo ans
C45H61N014Na:862,3990[M+Na]

Mpuknag 38

CuHTes ne(3'-N-metun)-2'-0-3'-N-
bic(6eH3nnokcukap6oHin)-ae(3-O-knagmHo3aun)-9-
aurigpo-3-keTo-nNceBgoepUTPOMILIMH A6,9-enokcung
12,13-kapboHaty (EM937)

o}

EM936

B atmocdepi N2, oo po3unHy (40,80 mn) EM936
(1,718 r, 2,047 mmonk) B CH,Cl, gonasanu nepriogu-
HaH [lecca-MapriHa (4,343 r, 10,24 mmonb) i cymiw
nepewmiwysanu npotarom 1,5 r. lMicna nepemiwysaH-
HA, AofdaBanu HacuveHun po3umH NapS,03 (300,0
mn) i cymiw ekctparysanu CHCIs. lMNicns npoMuBaHHA
HacuyeHum posynHoM NapS,0s, HacMyYeHUM po3yu-
HoM NaHCOs3 i po3conom, opraHiyHui Lap Cywumnm
Hag NapSO4. 3anuwok dinbTpyBanu i inbTpaT KOH-
LEHTpyBanu OAEpPXyluM  HEOYULLEHUA  MpOAyKT
(1,700 r). OpepxaHUin HeOuYMLLEHWA MPOAYKT BiOO-

N—Cbz

EM937

B aTtmocdepi N, no EM937 (1,461 r, 1,745
mmonb) gogasanu Pd(OH), (292,2 wmr) i EtOH (34,90
M) i cymiw nepemiwysanu B atmocdepi Hy npu kim-
HaTHin TemnepaTypi npoTtarom 3 r. icna nepemiwy-
BaHHA, B atmocdepi N, popgasanu Pd(OH), (292,2
Mr) i cymiw nepemiwysanu B atmocdepi Hz npu kim-
HaTHi TemnepaTypi npoTdarom 2,5 r. Kpim Toro, nicns
nepemiwyBaHHs, B atmocdepi N, popasann Pd(OH),
(146,1 wmr) i cymiw nepemiwyBanu B aTmocdepi H:
npu KiMHaTHI TemnepaTypi npotarom 1 r. Cymiw di-
neTpyBanu i inbTpaT KOHUEHTpyBanu OAepXykuu
HeouuweHni npodykt (1,302 r). OgepxaHun Heoun-

CHCl;

Cbzw H,, Pd(OH); , EtOH
L0 0 »

EM937

KpemsoBanu i ounwiany 3a AOMOMOrOK KONOHKOBOT
dneww Xpomatorpadii (CHCI3:MeOH:NH,OH
Boa=50:1:0,1) ogepxytoun EM937 (1,668 r, 97%) sk
6innn NopoLLokK.

EM937

BP-MC m/z:838,4012[M+H]’, Po3spaxoBaHo ans
CasHsoNO14:838,4014[M+H]

Mpuknag 39

CuHTes  pge(3-O-knaguHo3un)-9-gurigpo-3-keTo-
ae(3'-N-metun)-ncesgoeputpomiumH A 6,9-enokeung
12,13-kapboHaty (EM938)

EM938

LLeHMN NpoayKT BigoKpemmoBanu i ounwanu 3a go-
NomMoroto KOMOHKOBOI  ¢hnew xpomaTtorpadii
(CHCI3:MeOH:NH4OH BOA=50:1:0,1-30:1:0,1) opep-
Xytoun EM938 (967,3 mr, 97%) Ak Ginvi NopoLLOK.

EM938

BP-MC m/z:570,3307[M+H]*, Po3spaxoBaHo ans
C29H48N0101570,3278[M+H]

Mpuknag 40

CuHTes ne(3'-N-metun)-3'-N-(n-xnop6eHaun)-
ae(3-0-knagmHosnn)-9-aurigpo-3-keTo-
ncesgoeputpomiunH A 6,9-enokeng 12,13-kapboHaTty
(EM939)
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NH

CHCl,

EM938

[o poaunny (5,330 mn) EM938 (303,4 wmr, 0,533
mmvone) B CHCI; popasarwm i-ProNEt (928,4 wmkn,
5,330 mmonsb) i n-CIBnBr (1,095 r, 5,330 mmonb) i
cymiw nepemiwysanu B atmocdepi N2 npu KiMHaTHIN
Temnepatypi npotarom 2 r. [licna nepemilyBaHHs,
pofasanu HacuyeHun podunH NapS,0s (50,00 mn) i
cymiw ekctparyBanu CHCIs. lMicng npommuBaHHA Ha-
cmyeHnm po3unHom NapS;03, HacMYeHUM pPO3YMHOM
NH4Cl i posconom, opraHiyHWi LWwap cywunu Hag
Na,SO4. 3anuwok dinbTpyBanu i GinbTpaT KOHLEHT-
pyBanu ofepXxyun HeounweHun npoaykT (350,1 wmr).

EMS01

B atmocdepi N2, oo posunHy (564,0 mkn) EM901
(39,70 wmr, 0,0564 mmonb) B CH3CN pogasanu i-
ProNEt (98,20 wmkn, 0,5840 wmmonb) i i-Prl (2-
nognponaH: 56,30 mkn, 0,5640 mmonb), i cymiw ne-
pewmiwysanu npu 50°C npotarom 134 r. lNicna nepe-
MiWwyBaHHsA, aogaeanu i-ProNEt (98,20 mkn, 0,5840
mmone) i i-Prl (56,30 mkn, 0,5640 mmonb) i cymiw
nepewmiwysanu npu 50°C npotsirom 26,5 r. Kpim Toro,
popasanm i-ProNEt (196,4 mkn, 1,128 mmonb) i i-Prl
(112,6 mkn, 1,128 mmoneb) i cymill nepemillysanu npu
50°C npotarom 97,5 r. lMicna nepemiwyBaHHsA, goaa-
Banu HacuyeHun posunH Na;S,03 (30,00 mn) i cymiw
ekctparyBanu CHCl3. Micna npoMmnBaHHS Hacu4eHUM
posymHoM Na;S;03, HacuyeHum posuuHom NH4Cl i
po3conom, opraHiyHun wap cywmnu Hap NaxSOa.

NH

w757
e p-CIBnBr , i-Pr;NEt
—_—

i-Pd | i-Pr;NE
CH,CN

EM939

OpepXaHuin HEOUNLLLEHUI MPOAYKT BiAOKPEMITHOBANM i
oyMLanu 3a LONOMOroK KOMTOHKOBOI doriell Xxpomarto-
rpagii (CHCI3:MeOH:NH,OH Bon=100:1:0,1) onep-
Xyroun EM939 (342,5 wmr, 93%) sk 6inmin NOpOLLOK.

EM939

BP-MC m/z:694,3353[M+H]", PospaxoeaHo ans
C36Hs53NO10Cl:694,3358[M+H]

Mpuknag 41

CwuuTes 9-gurigpo-ge(3'-N-meTtnn)-3'-N-i-nponin-
ncesgoeputpomiuvH A 6,9-enokcnay (EM940)

3anuwok inbTpyBanu i @inbTpaT KOHUEHTpyBanu
ofepxytoum HeoumweHun npoaykt (50,00 mr). Opep-
XaHW  HeOouYULLEeHVW NPOAYKT BigoKpemmoBanu i
oyMLLanu 3a 4ONOMOroK KOMOHKOBOI doriel xpomarto-
rpadii (CHCI3:MeOH:NH4OH Bog=100:1:0,1-
50:1:0,1) ogepxytoun EM940 (16,10 mr, 38%) sk 6i-
JIA NOPOLLIOK.

EM940

BP-MC m/z:746,5043[M+H]*, Po3spaxoBaHo ans
C39H72NO12:746,5055[M+H]

Mpuknag 42

CuHres ge(3-0O-knagmnHoann)-9-gurinpo-6ic-ae(3'-
N-meTtun)-ncesgoeputpomiumH A 6,9-enokcuay
(EM941)

0 OH

EMS34

Po3uuH (161,1 mn) Na (222,2 mr, 9,666 mmonb) B
MeOH oxonomxyesanun go 0°C, B atmocdepi N, go-
nasanu EM934 (878,6 mr, 1,611 mmonb) i I, (2,044 T,
8,055 mmonb) i cymiw nepemiwysanu npu 0°C npoTa-
rom 1 r. lMicna nepemiwyBaHHA, gogasann Na,S,;03

EMS41

(6,000 r) i cymiw HarpiBanu Jo KiMHaTHOI Temnepary-
pu. PeakuiiHy cymiw ekctparyBanu CHCIs. MMicna
NPOMUBAHHS 3MillaHUM po3yuHom poacony i NH4OH,
opraHivyHui wap cywunu Hag NaSO4. 3anuwok di-
nbTpyBanu i inbTpaT KOHUEHTPYBanu ogepXykuu
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HeouuweHn npodykt (870,2 mr). OpepxaHuin He-

ouMLLEeHNA NpOoAYKT BigOKpemmBanu i oyvwanu 3a

OOMOMOroK  KONOHKOBOI  donew  xpomaTorpadii

(CHCI3:MeOH:NH4OH BOA=30:1:0,1-10:1:0,1) opep-

Xyroun EM941 (549,7 mr, 64%) sk 6invin NOpOLLIOK.
EM941

\

N—Cbz

EMS31

Oo po3sunHy (8,434 mn) EM931 (686,5 mr, 0,843
mmone) B DMF (gumetundopmamia) pogasanu PPTS
(n-TonyoncynbdoHat nipuauvHito: 2,120 r, 8,434
MMmonb), Me,C(OMe), (aueToHoumeTunaueTanb:
5,497 mn, 44,70 mmornb) i cymill nepemiwyBanu B
aTtMocapepi N2 npu KiMHaTHI TemnepaTtypi NPOTArom
21 r. lNicna nepemiwyBaHHA, AodaBanv HacuU4eHWUin
po3unH NaHCOj; (100,0 mn) i cymiw ekcTparyBanu
CHCI3. TMicna npomuBaHHa H.O, opraHiyHui Lwap
cywmnu Hag Nap;SOa, 3anuwwok inbTpyBanu i gineT-
paTt KoHueHTpyBanu. KoHueHTpaT po3yuMHANN B rek-
caH:AcOEt=1:1 i po3unH npommBanm H,O. OpraHiy-
HMA  wap cywunu Hag  NaxSO4.  3anuwok
dinbTpyBanu i inbTpaT KOHUEHTPYBanu oaepXxydn

\N’Cbz

Me,C{OMe},
PPTS, DMF

80%

‘\%% Mepiogukan fecca-Maprina A A
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BP-MC m/z:532,3509[M+H]", PospaxosaHo ans
C27H50NO9:532,3486[M+H]

Mpuknag 43

CuHTes ae(3'-N-metun)-2'-0-3'-N-
6ic(6eH3nnokcukapboHin)-ae(3-O-knagmHo3aun)-9-
aurigpo-ncesgoeputpomiumH A 6,9-enokeng 12,13-
isonponinigeHaueTanto (EM942)

\N ~Cbz

z0O

EM942

HeouuweHn npodykt (700,2 mr). OpepxaHuin He-
OYMLLIEHNI NPOAYKT BigoKpemnioBanu i ounwanu 3a
OOMOMOrOK  KONOHKOBOI  donew  xpomaTtorpadii
(CHCI3:MeOH:NH4OH B0oa=100:1:0,1) oaepxytoun
EM942 (697,6 mr, 97%) Sk Ginuin NOPOLLIOK.

EM942

BP-MC m/z:876,4503[M+Na]*, PoapaxosaHo ans
C47H67N013Na:876,4510[M+Na]

Mpuknag 44

CuHTes ne(3'-N-metun)-2'-0-3'-N-
bic(6eHannokcmkapboHin)-ae(3-0O-knagmHo3nn)-9-
aurigpo-3-keto-ncesgoeputpomiuMH - A 6,9-enokeupg,
12,13-izonponinigeHauetanto (EM943)

—

B atmocdepi N2, Ao posuuny (11,30 mn) EM942
(482,6 wr, 0,565 mmons) B CH,Cl, gogaBanu neprio-
AvHaH Jecca-MaprtiHa (479,3 mr, 1,130 mMonsb) i cy-
MiWw nepemiwysanu npotarom 2 r. llicna nepemiwy-
BaHHS, [oAaBany HacnyeHuin po3umH Na,S,03 (100,0
mn) i cymiw ekctparysanu CHCIs. MNMicns npoMuBaHHsA
HacuyeHnm posunHoM NapS,0z, HacMyeHuUM po3yu-
Hom NaHCO; i po3conom, opraHiyHui wap cyLumnm
Hag NapSO4. 3anuwok dinbTpyBanu i ginbTpaT KOH-
LEHTpYBanu OOEPXYHUM  HEOYUMLIEHUN  NpPOAYKT
(1,700 r). OpepxaHUin HEOYMLLEHWA MPOAYKT BiAO-

\

N—Cbz

CHCl,

KpemroBanu i ounllany 3a AOMNOMOro KONOHKOBOT
dnew xpomatorpadii (CHCI3:MeOH:NH4,OH
Boa=100:1:0,1) ogepxytoun EM943 (480,0 mr, 100%)
AK BiNUIA NOPOLLIOK.

EM943

BP-MC m/z:874,4383[M+Na]’, PoapaxoBaHo ans
C47H65N013Na:874,4354[M+Na]

Mpuknag 45

CuHtes pe(3-O-knagmHosun)-9-gurigpo-3-keTo-
Ae(3'-N-metun)-ncesgoeputpomiunH A 6,9-enokeng
12,13-izonponinigeHauetanto (EM944)

Cbzoz ﬂ
e e} H;, Pd{OH), , EtOH A
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B aTtmocdepi N, no EM943 (406,8 wmr, 0,478
mmone) gogasanu Pd(OH), (81,4 wmr) i EtOH (9,56
M) i cymiw nepemiwysanu B atmocdepi Hy npu kim-
HaTHin TemnepaTtypi npotarom 2 r. Cymiw ¢inbTpy-
Banu i inbTpaT KOHUEHTPYBanu ogepXytoyn Heouu-
wieHunn npoaykT (300,0 mr). OgepaHnii HEOUNLLEHWI
NpOAYKT BiJOKPEMIIOBaNM i ounany 3a 4OMOMOro
KOJTOHKOBOI dnew XpomaTorpadii
(CHCI3:MeOH:NH4,OH B0OA=50:1:0,1-10:1:0,1) ogep-
Xytoun EM944 (275,6 mr, 99%) Ak 6invn NopoLLIOK.

O

Tpudocrex, nipnaut
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EM944

BP-MC m/z:584,3795[M+H]*, PospaxosaHo ans
C31H54NO9:584,3799[M+H]

Mpuknag 46

CuHTes ne(3-O-knagmHosun)-9-aurigpo-ge(3'-
AvMeTnnamiHo)-3'-mopdoniHo-

ncesgoeputpomiumH A 6,9-enokcng
kapboHaTty (EM946)

12,13-

C

EM926

B atmocdepi N, posumH (8,620 mn) EM926
(259,3 wr, 0,431 mmonb) B CH,Cl, oxonomxysanu go
-78°C, popasanu nipugut (418,3 mkn, 5,172 mmonb),
no Kpannam gogasanu posyuH (17,24 mn) Tpudocd-
reHy (255,8 wmr, 0,862 mmonb) B CH2Cl; i cymiw Ha-
rpieanu Big -78°C Oo KiMHaTHOT TeMnepartypm i nepe-
miwyBanu npotarom 1 r. [licna nepemiwyBaHHs,
pofasanu HacuyeHun posdmH NH4Cl (100,0 mn) i
cymiw ekctparyBanm CH,Cl,. MNicna npomunBaHHA Ha-
cnyeHmM po3ddnHom NaHCOs3 i po3conom, opraHivyHum
wap cywunn Hag NaSO4. 3anuwok dinbTpyBanu i
inbTPaT KOHLEHTPYBanuM OOEPXYHUN HEOYULLEHWN
npoaykt (285,3 mr). OgepXaHui HeouYULLEeHUI npo-

CH,Cl,

p-CIBnBr , i-Pr,NEt P

w757
‘.-n""‘o 0

EM946

OYKT BiJOKpEMITIOBanNu i ounwiany 3a JOMOMOrow Ko-
JIOHKOBOI dnew XpomaTorpadii
(CHCI3:MeOH:NH4OH B0On=100:1:0,1-50:1:0,1) opne-
pxxytoum EM946 (265,7 mr, 98%) sk Ginuii nopoLUoK.

EM946

BP-MC m/z:628,3669[M+H]’, Po3spaxoBaHo ans
C32H54N011:628,3697[M+H]

Mpuknag 47

CuHTes ne(3'-N-metun)-3'-N-(n-xnopbeHaun)-
ae(3-0O-knagnHo3un)-9-aurigpo-3-keTo-
nceeBgoepUTPOMILINH A 6,9-enokcug
isonponinigeHaueTanto (EM947)

12,13-

CHCl,

EM943

[o posunnHy (3,960 mn) EM943 (230,9 wmr, 0,396
mmonb) B CHCIl; pogasanu i-ProNEt (689,8 mkn,
3,960 mmonb) i n-CIBnBr (813,7 wmr, 3,960 mmonb) i
cymilw nepemiwysanun B atmocdepi N2 npu KiMHaTHIN
Temnepartypi npotarom 2 r. [licna nepemilyBaHHs,
aodaeanu HacumyeHui po3dnH NayS;03 (30,00 mn) i
cymiw ekctparyBanu CHCIs. lMicng npomuBaHHA Ha-
cnyeHuM posdnHoM NaS;03, HacMyeHUM PO3YMHOM
NH4Cl i posconom, opraHiyHuWi wWwap cywmnu Hag
Na,SO4. 3anuwok dinbTpyBanu i (inbTpaT KOHLEHT-
pyBanv oaepXyrun HeoumLLEHUI NPOAYKT (279,1 mr).
OpepxxaHuit HeoUYMLLIEHMIN NPOAYKT BiAOKpeMsoBanu i

-

oyMLanu 3a LONOMOroK KOMOHKOBOI doriel Xxpomarto-
rpadii (CHCI3:MeOH:NH4OH Boa=100:1:0,1-
50:1:0,1) opepxytoun EM947 (250,0 mr, 89%) sk 6i-
NI NOPOLLIOK.

EM947

BP-MC m/z:708,3847[M+H]*, Po3spaxoBaHo ans
C3sHs9NOoCl1:708,3878[M+H]

Mpuknag 48

CuHTes 2'-0O-auetun-ge(3-O-knagnHo3sun)-9-
avrigpo-ae(3'-gumeTtunamido)-3'-MopdoniHo-
ncesgoeputpomiumH A 6,9-enokeung 12,13-kapboHaTy
(EM948)
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B atmocdepi N», Ao posuumny (3,340 mn) EM946
(209,7 wr, 0,334 mmonb) B aueToHi gogasanun Ac,O
(189,0 mkn, 2,004 mmormb) i cymiw nepemiwysBanm
npotarom 2 r. Kpim TOro, nicna nepemiwyBaHHs, 4O-
pasanu Ac,0O (189,0 mkn, 2,004 mmonb) i cymiw ne-
pemiwysanu npotarom 4 r. [icna nepemiwyBaHHSA,
popasanu HacuyeHun pos3dnH NaHCO; (100,0 mn) i
cymiw ekctparysanu CHCIs. lMicna npommuBaHHA Ha-
cmyeHnm posdmHom NaHCO3 i posconom, opraHivyHum
wap cywnnu Hag Na;SO4. 3anvwok ginbTpyBanm i
inbTpaT KOHUEHTPYBanM OOEPXKYHOUUN HEOUULLEHWUI

EM947

B atmocdepi N2, Ao posuuny (2,120 mn) EM947
(75,3 mr, 0,106 mmonb) B THF (TeTparigpodypaH)
popjasanum TsOH (m-tonyoncynbgoHoBa KucnoTta:
41,30 mr, 0,217 mMonb) i Cymill nepemillysanv npo-
Tarom 1 r. lNicns nepemiwyBaHHs, gogasann TsOH
(41,30 wr, 0,217 mmorb) i CyMiw nNepemillyBanm npo-
Tarom 4 r. Kpim Toro, gopaBann TsOH (201,4 wr,
1,059 mmonb) i cymiw nepemiwysanu npotsrom 12 r.
lMicna nepemiwyBaHHA, AoAaBany HacUYeHUA Po3dnH
NaHCO; (20,00 mn) i cymiw ekctparyBanu CHClIs.
Micns npomMyBaHHSA PO3COMIOM, OpraHiyHWM Lwap cy-
wunun Hag NapSO,4. 3anuwok dinsTpyBanu i inbT-
paT KOHLUEHTpyBanu OAEPXYK4YM HEOYMLLEHUA Npo-

0,

()

EM326

Oo posunHy (3,910 mn) EM926 (235,3 mr, 0,391
mmonb) B DMF popasanu PPTS (982,0 mr, 3,910
MmMonb) i Me,C(OMe), (2,550 mn, 20,72 mmonsb) i
cymiw nepemiwysanu B atmocdepi N2 npu KiMHaTHIN
Temnepatypi npotarom 5 r. llicna nepemiwyBaHHS,
pofasanu Hacuyenun posynH NaHCO;z (30,00 mn) i

Me,C(OMe),
PPTS , DMF

npogykt (210,1 mr). OgepXaHui HeouYULLEHU npo-
OYKT BiOKPEMIIOBANM i ounLLiany 3a 4ONOMOroK Ko-
JIOHKOBOI drew XpomaTorpagii
(CHCI3:MeOH:NH4OH Bog=50:1:0,1) oaepxytoun
EM948 (202,9 mr, 91%) Sk Binuin NOPOLLIOK.

BP-MC m/z:670,3809[M+H]", PospaxosaHo ans
C34H56N012:670,3803[M+H]

Mpuknag 49

CuHTes ae(3'-N-metun)-3'-N-(n-xnopbeHaun)-
ae(3-O-knagnHoaun)-9-aurigpo-3-KeTo-
ncesgoeputpoMiumH A 6,9-enokcmay (EM949)

EM949

AykT (80,12 wmr). OgepxaHui HeouULLEeHUA NPOAYKT
BigOKpeMmnoBany i ouunLLany 3a 4ONoMOror KONOHKO-
Boi dnew xpomatorpacdii (CHCl3:MeOH:NH4OH
BoA=100:1:0,1) ogepxyroun EM949 (43,2 mr, 61%) gk
6innn NoOpoLLOK.

EM949

BP-MC m/z:690,3353[M+Na]’, Po3paxoBaHo ans
C35H54NOgCINa:690,3385[M+Na]

Mpuknag 50

CuHTes ne(3-O-knagunHosun)-9-gurigpo-ae(3'-
AvMeTnnamiHo)-3'-mopdoniHo-ncesaoepuTpoMiLmH A
6,9-enokcung 12,13-idonponinigeHaueTtanto (EM950)

o

EM950

cymiw ekctparysanu CHCIs. OpraHiyHui wap cywu-
nn Hag NaxSO4, 3anuwok inbTpyBanu i dinetpaT
KOHUeHTpyBanu. KOHLUEHTpaT pO3YUHSNU B rek-
caH:AcOEt=1:1 i po3uuH npommsanu H,O. OpraHiy-
HUIA wap cywnnu Hag NapSO,4. 3anuwok inbTpyBa-
M i inbTpaT  KOHUEHTpyBanu  ogepxytouu
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HeouuweHn npodykt (250,2 wmr). OpepxaHuin He-

ouMLLEeHNA NpOoAYKT BigOKpemmBanu i oyvwanu 3a

OOMOMOroK  KONOHKOBOI  donew  xpomaTorpadii

(CHCI3:MeOH:NH,OH B0A=100:1:0,1-50:1:0,1) opge-

pxytoun EM950 (236,6 mr, 94%) sk 6invin NOpOLLIOK.
EM950

C

N

W Zslz aeo
D=0 !
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BP-MC m/z:642,4221[M+H]", PospaxosaHo ans
Cg4H60NOm:642,4217[M+Na]

Mpuknag 51

CuHTes 2'-0-aueTtun-ge(3-O-knagmHo3nn)-9-
avrigpo-ge(3'-gumeTtunamino)-3'-MopdoniHo-
nceBooepUTPOMILINH A 6,9-enokcug
isonponinigeHaueTanto (EM951)

12,13-

aueToH

0 OH

EMS50

B atmocdepi N2, Ao po3unHy (2,820 mn) EM950
(181,1 wmr, 0,282 mmonb) B aueToHi gogasanun Ac,O
(79,80 mkn, 0,846 mmornb) i cymilw nepemiwysanu
npotarom 2 r. Kpim Toro, aogasanu Ac,O (425,6 mkn,
4,512 mmonb) i cymiw nepemiwyBanu npotarom 1 r.
lMicns nepemiwyBaHHA, AO0AaBaNM HAaCUYEHUA PO3YMH
NaHCO; (25,00 mn) i cymiw ekctparyBanu CHCls.
Micna npomMmBaHHSA PO3COMOM, OpraHiYHW Lwap cy-
wunu Hag NazSO,4. 3anuwok dinbTpyBanu i inbT-
paT KOHUEHTpyBanu OAEPXKYHUYM HEOUMLLEHWUA NpPO-
AykT (210,1 wmr). OpepxaHui HEouYULLEHUI NPOAYKT
BiJOKpEeMMoBanu i ounwiany 3a ONOMOro KONOHKO-

[¢]

EMS51

Boi cnew xpomatorpacii (CHCl3:MeOH:NH4OH
Boa=50:1:0,1) ogepxytoun EM951 (192,0 mr, 100%)
AK GiNMN NOPOLLIOK.

EM951

BP-MC m/z:684,4318[M+H]’, Po3spaxoBaHo ans
C35H52N011:684,4323[M+H]

Mpuknag 52

CuHTes 2'-O-aueTtnn-ge(3-O-knagnHosun)-9-
avrigpo-3-keto-ge(3'-gumetunamiHo)-3'-mopdoniHo-
nceBooepUTPOMILINH A 6,9-enokcug 12,13-
isonponinigeHavuetanto (EM952)

o]

EMO51

B atmocdepi N2, oo posuumny (3,900 mn) EM951
(132,3 wr, 0,194 mmons) B CH,Cl, gogaBanu neprio-
AvHaH Jecca-MaprtiHa (164,4 mr, 0,388 mmoneb) i cy-
Miw nepemiwysanu npotarom 1 r. licna nepemiwy-
BaHHS, [o4aBany HacuyeHun po3unH NaS,03 (25,00
mn) i cymiw ekctparysanu CHCIs. MNMicns npoMuBaHHs
HacuyeHum posunHoM NapS,0z, HacMyeHuUM po3ym-
Hom NaHCO; i po3conom, opraHiyHui wap cyLumnu
Hag NapSO4. 3anuwok dinbTpyBanu i ginbTpaT KOH-
LEHTpYBanu OOEPXYHUM  HEOYUMLIEHUN  NPOAYKT
(151,0 mr). OgepxaHMn HEOYULLIEHWIN NPOAYKT BiOO-
KpeMsoBanu i ounwiany 3a AO0MOMOrOK KONTOHKOBOI

-

MeOH

EMO52

dnew xpomaTorpadii (CHCl3:MeOH:NH4,OH
BoAa=100:1:0,1-50:1:0,1) ogepxyroun EM952 (121,6
Mr, 92%) SK Ginunin NOPOLLIOK.

EM952

BP-MC m/z:682,4163[M+H]*, Po3spaxoBaHo ans
C36H60N0111682,4166[M+H]

Mpuknag 53

CuHtes  pe(3-O-knagmHosun)-9-gurigpo-3-keTo-
ae(3'-aumeTtunamiHo)-3'-mopgoniHo-
nceBaoepUTPOMILINH A 6,9-enokcng,
isonponinigeHauetanto (EM953)

12,13-
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Po3uuH (5,440 mn) EM952 (92,4 wr, 0,136
mmonb) B MeOH Harpisanu go 50°C i nepemiwysanm
npotarom 36 r. licna nepemilyBaHHS, PO34MH KOH-
LEHTpyBanu OAEepXyluM HEOYULLEHUA  MPOAYKT
(101,2 wmr). OpepxaHuin HEOYULLIEHWIA NPOAYKT BiOo-
KpemnoBanu i ouvwianu 3a A0NOMOroK KOMOHKOBOI
dneww xpomatorpadii (CHCI3:MeOH:NH,OH
Boa=100:1:0,1-50:1:0,1) opepxytoun EM953 (85,50

Mr, 98%) K Binnin NOPOLLIOK.
(O
D
(o]

w75ty
) O

THF : H20

B atmocdepi N2, oo 3miwaHoro posumny (1,770
mn) EM953 (56,6 mr, 0,0885 mmonk) B THF i H,O
(4:1) popasanu TsOH (33,70 mr, 0,177 mMonsb) i cy-
MiWw nepemiwysanu npotarom 28 r. lMicna nepemiwy-
BaHHSA, fogaBanu HacudeHun po3ydnH NaHCO; (10,00
mn) i cymiw ekctparysanu CHCIs. MNicns npoMuBaHHSA
po3conom, opraHiyHun wap cywmnu Hag NaxSOa.
3anuwok inbTpyBanu i inbTpaT KOHUEHTpyBanu
OLEPXKYIOUYM HeoumLeHni npoaykT (60,12 mr). Opep-
XaHWA  HeOoYULLEHWN NPOAYKT BiAOKpeMmnoBanu i

TsOH

1,5-auGpomneHTaH

i-Pr;NEt , CH;CN
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EM953

BP-MC m/z:640,4053[M+H]*, PospaxosaHo ans
C34H58N010:640,4061[M+H]

Mpuknag 54

CuHTes  pge(3-O-knaguHoaunn)-9-gurigpo-3-keTo-
ae(3'-gumeTtnnamiyo)-3'-mopdoniHo-
ncesgoeputpomiumH A 6,9-enokcnay (EM954)

=4:1

oyMLanu 3a 4ONOMOro KOMOHKOBOI doriell Xxpomarto-
rpadii (CHCI3:MeOH:NH4OH Boa=50:1:0,1) oaepxy-
toun EM954 (44,9 mr, 85%) Ak Ginunin NOpoLLIOK.

EM954

BP-MC m/z:600,3749[M+H]’, Po3spaxoBaHo ans
C31H54N010:600,3748[M+Na]

Mpuknag 55

CuHTes  pe(3'-gumeTtunamiHo)-3'-ninepuamHo-9-
OUrigpo-ncesoepuTpoOMILMH A 6,9-enokcngy
(EM955)

EM903

B atmocdepi N2, oo po3unny (31,80 mn) EM903
(109,5 wmr, 0,159 mmonb) B CH3CN gopasanu i-ProNEt
(554,0 mkn, 3,180 mmonb) i 1,5-gubpomneHTtaH (433,0
Mkn, 3,180 mMmonb) i cymiw nepemiwysanu npu 80°C
npotarom 0,5 r. MNicna nepemiwyBaHHs, Aogasanu i-
ProNEt (1,300 mn, 9,540 mmonb) i 1,5-gubpomneHtaH
(1,660 mn, 9,540 mMonb) i cymil nepemillyBanv npu
80°C npotarom 21 r. lNicna nepemilwyBaHHs, AoaaBa-
nn HacuyeHun po3unH NaS;03 (100,0 mn) i cymiww
ekctparyBanu CHCls. lNicna npoMuBaHHA Hacu4yeHUM
po3unHoMm NaS;03, HacuyeHum po3dmHoMm NH4CI i
po3conom, opraHiyHun wap cywmnu Hag NaxSOa.
Banuwok inbTpyBanu i inbTpPaT KOHUEHTpyBanu

EM955

ofepXyo4un HeoumwweHuni npoaykt (102,7 mr). Ogep-
XaHUN HeouYMLEHU MPOAYKT BiAOKpemnoBanu i
oyMLanu 3a 4ONOMOro KONOHKOBOI doriell XxpomaTto-
rpacii (CHCIl3:MeOH:NH,OH Boa=50:1:0,1) ogepxy-
toun EM955 (98,20 wmr, 82%) sk 6inuii nopoLLok.

EM955

BP-MC m/z:758,5054[M+H]", Po3spaxoBaHo ans
C40H72N012:758,5055[M+H]

Mpuknag 56

CuHTes  pe(3'-gumeTtunamino)-3'-niponigmMHo-9-
OUrigpo-nceeoepuTpoMILMH A 6,9-enokcngy
(EM956)
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1,4-aubpombyTan
i-Pr,NEt , CH;CN
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EM903

B atmocdepi N2, oo posumny (32,80 mn) EM903
(112,9 wr, 0,164 mmonb) B CH3CN pgopasanu i-ProNEt
(571,3 mkn, 3,280 mmons) i 1,4-gpubpombyTtaH (388,7
mkn, 3,280 mmonb) i cymiw nepemiwysanu npu 80°C
npotarom 2 r. [llicna nepemiwyBaHHA, Aogasanu i-
ProNEt (1,710 mn, 9,840 mmonb) i 1,4-onbpombyTaH
(1,170 mn, 9,840 mMonb) i cymilWw nepemillysanu npu
80°C npotarom 22 r. lNicna nepemillyBaHHs, Aoaasa-
nn HacuyeHun po3unH NazS;03 (100,0 mn) i cymiw
ekctparyBanu CHCls. Micna npoMmnBaHHS HacU4eHNM
po3unHoM Na,S,03, HacuyeHuM po3umHom NH4CI i
po3conom, opraHiyHun wap cywmnu Hag NaxSOa.
3anuwok inbTpyBanu i @inbTpaT KOHUEHTpyBanu

aninioana
i-PryNEt ,CHCl,

EM856

ofepxyroum HeoumweHun npoaykt (100,7 mr). Opep-
XaHWA  HeOoYMLLEHVWN NPOAYKT BigOKpeMmoBanu i
oyMLLanu 3a LOMNOMOroK KONTOHKOBOI doriell Xxpomarto-
rpadii (CHCI3:MeOH:NH4,OH Bog=50:1:0,1-30:1:0,1)
onepxytoun EM956 (75,10 mr, 62%) sk Ginun nopo-
LLIOK.

EM956

BP-MC m/z:744,4893[M+H]’, PospaxoeaHo ans
C39H70NO12:744,4898[M+H]

Mpuknag 57

CuHTes ne(3'-N-metun)-3'-N-anin-9-gurigpo-
ncesgoeputpomiuvH A 6,9-enokcnay (EM957)

EM901

B atmocdepi N2, oo po3unHy (1,510 mn) EM901
(106,4 wr, 0,151 mmonb) B CHCI; gogaBanu i-ProNEt
(263,0 mkn, 1,510 mmonb) i aninnogung (137,1 mkn,
1,510 Mmonb) i cymiw nepemiwyBanu nNpoTarom 3 .
Micns nepemiwyBaHHsA, fgogasanu i-ProNEt (263,0
mkn, 1,510 mmons) i aninnogug (137,1 mkn, 1,510
MMOnb) i CyMmil nepemiwysanu npotarom 3 r. licna
nepemillyBaHHs, goJaBanu  HacU4eHUrW  PO34MH
Na;S203 (10,00 mn) i cymiw ekctparyBanu CHCIs.
Micns npomuBaHHA HacMyYeHUM po3umHOM NazS;0s3,
HacuyeHum po3dvmHom NH4Cl i po3conom, opraHiyHui
wap cywunnun Hag NaSO4. 3anuwok dinbTpyBanu i
inbTpaT KOHUEHTPYBanu OOepXytun HEeOUULLEeHWU

EMS801

B atmocdepi N2, Ao posuuHy (680,0 mkn) EM901
(47,80 wmr, 0,0680 mmonb) B CHCI3 gogaBsanu i-ProNEt
(236,9 mkn, 1,360 mmonb) i n-MeBnCl (178,7 wmkn,
1,360 mMmorb) i cymiw nepemillyBanu npy KiMmHaTHINA

p-MeBnCl, i-Pr,NEt
Nal, CHCIy

-

EM957

npoaykt (80,50 mr). OpgepXaHui HEouYULLIEHWIA Npo-
OYKT BiJOKpEMITIOBanNu i ounwiany 3a LONOMOroH Ko-
TNIOHKOBOI dnew XpomaTorpadii
(CHCI3:MeOH:NH4OH B0a=50:1:0,1-30:1:0,1) ogep-
Xytoun EM957 (60,50 mr, 54%) sk 6invin NOpoLLIOK.

EM957

BP-MC m/z:744,4911[M+H]’, PospaxoeaHo ans
C39H70N012:744,4898[M+H]

Mpuknag 58

CuHTes ae(3'-N-metun)-9-aurigpo-3'-N-(n-
MeTunbeHsun)-ncesgoepuTpomiumH A 6,9-enokcuay
(EM958)

EM958

Temnepatypi npotarom 0,5 r. lMicns nepemillyBaHHs,
pogasanu Nal (203,9 mr, 1,360 mmonb) i cymiw ne-
pewmilyBanu npu KiMHaTHI TemnepaTypi npoTarom 22
r. Micna nepemiwyBaHHs, oAaBany HaCUYEHUA pPo3-
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4mH NaS;03 (15,00 mn) i cymiw ekctparysanu (CHCI3:MeOH:NH4OH B0oA=100:1:0,1) oaepxytoun
CHCI3z. MMicns npomMmBaHHA HacU4eHUM PO3YMHOM EM958 (24,20 mr, 45%) sik 6inuii NOPOLLIOK.

NazS,03, HacnyeHum posdmHoMm NH4Cl i posconom, EM958

opraHiyHui wap cywunu Hag NaSO4. 3anuwok di- BP-MC m/z:808,5217[M+H]" PospaxosaHo ans
nbTpyBanu i inNbTpaT KOHUEHTPYBanu oJepXxyuu C44H74N0O1,:808,5211[M+H]

HeoumweHni npoaykt (40,30 mr). OpepxaHui He- Mpuknag 59

OuMLLEeHNA NpoAyKT BigOKpemmBanu i oyvwanu 3a CuHTes ae(3'-N-metun)-9-gurigpo-3'-N-(n-
OOMOMOrol  KOSOHKOBOI  hrnews  xpomatorpadii METOKCUOEH3MI)-NCceBa0epUTPOMILIMH A 6,9-

enokcuay (EM959)

\
\OHO » NH n-adicanegerig
AcOH, NaBH(OAc);
z o =
o 0 1,2-guxnopertaH
ww
EM901 EM959
B atmocdepi N, posumH (3,180 mn) EM901 (100,00 ™r). OpgepxaHuii HEOYMLLIEHWI NPOAYKT Bigo-
(112,1 mr, 0,159 mmonk) B 1,2-guxnopeTaHi oxorno- KpemmoBanu i ounwanu 3a SONOMOroH KOSTOHKOBOT
oxysanu go 0°C, mopasanu n-asicanbgeria (39,50 dneww Xpomatorpadii (CHCI3:MeOH:NH,OH
Mkn, 0,326 mmonb), AcOH (27,30 mkn, 0,477 Mmonb) Boa=100:1:0,1-10:1:0,1) ogepxytoun EM959 (63,40
i NaBH(OAc); (101,1 wmr, 0,477 mMonb) i Cymill Harpi- Mr, 48%) K Binnin NOPOLLIOK.
Bann OO KiMHATHOI TemnepaTtypu i nepemiwysBanu EM959
npotarom 2,5 r. licna nepemiwyBaHHS, AodaBanu BP-MC m/z:824,5173[M+H]", PospaxosaHo ans
HacuyeHu po3unH NaHCOs; (20,00 mn) i cymiw ekcr- C44H74N013:824,5160[M+H]
parysanu CHCls. MNicns npommnBaHHA HacU4eHUM po- Mpuknag 60
34ymHoM NaHCOg3 i po3conom, opraHiyHui wap cyLuu- Cuute3  pe(3'-N-meTtun)-9-gurigpo-3'-N-aueTtun-
nm Hag NapSO,4. 3anuuwok ginbTpyBanu i inbTpar ncesgoeputpoMiunH A 6,9-enokcmay (EM960)

KOHLIEHTPYBanu OOEpXY4YM HEOUULLEHUA MPOAYKT

EM901 EM960

B atmocgepi Nj, posuun (3,540 mn) EM9O01 AYKT BiAOKpeMnioBanu i ouunliany 3a 4ONOMOrol Ko-
(124,9 wr, 0,177 mmonb) B CH,Cl, oxonomxysanu go JTIOHKOBOI dnew XpomaTorpadii
0°C, pogasanu Ac,0O (25,10 mkn, 0,266 mMmonb) i cy- (CHCI3:MeOH:NH4OH B0og=50:1:0,1) oaepxytoun
Miw nepewmiwysanu npotarom 10 xB, HarpiBanu Ao EM960 (132,0 mr, 100%) sk 6inviA nopoLLok.
KIMHaTHOI TemnepaTtypu i nmepeMiwyBanu MNpPOTSArom EM960
0,5 r. Micna nepemiwyBaHHA, JogaBany HacUYeHWUN BP-MC m/z:768,4538[M+Na]+, PospaxoBaHo ans
po3umH NaHCOj; (10,00 mn) i cymiw ekcTparyBanu CssHs7NO13Na:768,4510[M+Na]
CHCI;. Micna npomMmBaHHSA pPO3COSIOM, OpraHiYHWiA Mpuknag 61
wap cywunnun Hag NaSO4. 3anuwok dinbTpyBanu i CuHTes ae(3'-N-metun)-9-gurigpo-3'-N-
inbTpaT KOHUEHTPYBanu OOepXytun HeOoUULLEeHWUI MeTaHCynNbgOHIN-NCceBgoepUTPOMILIMH A 6,9-

npogykt (140,2 mr). OgepXaHu HEeouYULLEHWUI npo- enokcunay (EM961)
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NH

MsCl, CH,Cl,
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CH

EM901

B atmocdepi Nz, posuuH (3,040 mn) EM901
(107,0 wr, 0,152 mmonb) B CH,Cl, oxonogxysanu go
0°C, popasanu MsCI (23,50 mkn, 0,304 mMmonb) i
cymiw nepemiwysanu npotsarom 0,5 r, HarpiBanu go
KiMHaTHOI TemnepaTtypu i nepemillyBanuM MNpPOTAromM
1,5 r. MMicna nepewmiwysaHHs, gogasann MsCl (47,00
Mkn, 0,608 mMmorb) i cymilw nepemillyBany NpoTsarom
4 r. MMicna nepemiwyBaHHA, AodasBany HacUYeHWUA
po3unH NaHCOs3; (20,00 mn) i cymiw ekcTparyBanu
CHCI3. TMicna npommBaHHA pPO3COMIOM, OpPraHiYHWn
wap cywnnu Hag NazSO,4. 3anvwok ginbTpyBanm i
inbTpaT KOHUEHTPYBanu OOepXytun HeouULLEeHWU

\
NH

\Ow n-Banepansaerig

AcOH, NaBH(OAc);

EM961

npogykt (111,1 mr). OgepXaHui HeouYULLIEHWI Npo-
OYKT BiJOKpEMITIOBanNu i ounwiany 3a JOMOMOrow Ko-
JIOHKOBOI dnew XpomaTorpadii
(CHCI3:MeOH:NH,OH B0og=50:1:0,1) oaepxytoun
EM961 (75,80 mr, 64%) sk 6inuin NOpOLLIOK.

EM961

BP-MC m/z:804,4183[M+Na]’, PospaxosaHo ans
C37H67N014SNa:804,4180[M+Na]

Mpuknag 62

CuHtes  pe(3'N-etun)-9-gurigpo-3'-N-H-neHTunn-
ncesgoeputpomiuvH A 6,9-enokcunay (EM962)

o o0 1,2-aMxnopeTan

OH
EM901

B atmocdepi Np, posuun (3,780 mn) EM901
(131,5 wr, 0,189 mmonb) B 1,2-guxnopeTaHi oxorno-
oxyeanv go 0°C, nogaeanu H-Banepansgerig (41,10
mkn, 0,387 mmone), AcOH (32,50 mkn, 0,567 MMonb)
i NaBH(OAc); (120,2 wr, 0,567 mmonb) i cymiw Harpi-
Banu A0 KiMHaTHOI TemnepaTtypu i nepemiwysanu
npotarom 2 r. llicns nepemiwyBaHHs, AodaBanu Ha-
cnyeHni podunH NaHCOj3 (20,00 mn) i cymiw ekcTpa-
rysanu CHCl3. Micna npomnBaHHSA po3conoMm, opraHi-
YHun  wap cywmnim  Hag NapSO..  3anuwok
dinbTpyBanu i pinbTpaT KOHLEHTPYBanu O4epXyo4un
HeoumweHn npoaykt (120,5 wmr). OpepxaHui He-

BeHaun Gic(2-
B6pomeTun)kapbamar

i-Pr,NEt, CH,CN

EM962

OYMLLIEHNI NPOAYKT BigOKpemnioBanu i ounwanu 3a
OOMOMOrOK  KOIOHKOBOI  donews  xpomaTtorpadii
(CHCI3:MeOH:NH4OH B0og=50:1:0,1) oaepxytoun
EM962 (118,8 mr, 81%) sk Ginuin NOpoLLIOK.

EM962

BP-MC m/z:774,5383[M+H]", Po3spaxoBaHo ans
C41H75N012:774,5368[M+H]

Mpuknag 63

CuHTes ae(3'-gumetunamino)-3'-(4"-N-
©eH3unnokcrkapOoHinninepasuHin)-9-gurigpo-
ncesgoeputpoMiumH A 6,9-enokcmay (EM965)

EM903

B atmocdepi No, oo posunHy (61,6 mn) EM903
(213 wr, 0,308 mmonb) B CH3CN gogasanu i-ProNEt
(537 wmkn, 3,08 wmmonb) i 6eH3un  Gic(2-

EM965

6pomeTtun)kapbamar (760 mr, 2,08 Mmonb) i cymiw
nepewmiwysanu npu 80°C npotarom 12 r. [Micna ne-
pewmilyBaHHs, AoAaBanu HacudeHuin po3dmH Na,S;03
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(60,0 mn) i cymiw ekctparysanu CHClIs. lMicna npo-
MMBaHHA HacudeHum posdmHoM NH4Cl i posconom,
opraHiyHun wap cywmnu Hag NaxSO.. 3anuwok gi-
nbTpyBanu i inbTpaT KOHUEHTpyBanu OAepXylun
HeoumweHn npoaykt (250 wmr). OpepxaHuii Heoun-
LLeHMN NPOoAYKT BiAOKpemmnooBanu i ounwanu 3a go-
NOMOro KOJTOHKOBOI cneww Xpomatorpadii
(CHCI3:MeOH:30%NH4OH Boa=100:1:0,1) oaepxyto-
4 EM965 (169 mr, 61%) Ak 6inuii NOPOLLIOK.

I4 (KBr) v cm™; 3469, 2971, 2935, 2883, 1708,
1625, 1455, 1378, 1267, 1166, 1110, 1054, 1022

13C AMP (67,5 MIy, CDCl3) & (M.u.): 177,2 (C-1),
139,1 (2C,4"-NCO2CH,Ph, 4"-NCO2CH,PhC-1),
128,9 (4"-NCO2CH2PhC-3,5), 128,4 (4"-
NCO,CH,PhC-2,6), 127,1 (4™-NCO2CH,PhC-4),

Ha, Pd(OH)3,
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104,1(C-1’), 97,9 (C-1"), 83,9 (C-9), 83,2 (C-6), 82,9
(C-5), 80,5 (C-3), 78,1 (C-4"), 77,3 (C-12), 75,9 (C-
13), 74,8 (C-11), 72,3 (C-3"), 70,8 (C-2), 68,9 (C-5),
65,3 (2C, C-5", C-3'), 60,1 (4"-NCO,CH,Ph), 53,6
(2C,3-N(CH,CH,):NZ), 49,2 (3"-OCHj3), 46,7 (2C,C-
2,3-N(CH2CH,):NZ), 41,7 (C-7), 36,6 (C-4), 35,2 (C-
2"), 33,8 (C-10), 33,7 (C-8), 22,5 (13-CH,CHj3), 22,3
(6-CHs), 21,5 (3"-CHa), 21,1 (5'-CHsg), 18,0 (5"-CHa),
17,6 (8-CHa), 16,9 (12-CHa), 16,1 (10-CHa), 14,1 (2-
CHs), 12,0 (13-CH2CHs), 9,6 (4-CHy)

Mpuknag 64

CunTes  pe(3'-gumeTvnnamiHo)-3'-ninepasuHin-9-
OUrigpo-ncesoepuTpoMILIMH A 6,9-enokcngy
(EM966)

EMS65

B atmocdepi N2, Pd(OH), (24,2 wmr) i EtOH (2,70
mn) gopjasanv go EM965 (122 wmr, 0,137 mmonb) i
cymiw nepemiwlysanu B atmocdepi Ho npu KiMHaTHIN
Temnepatypi npotarom 4 r. [licna nepemiwyBaHHS,
CYMilll KOHLEHTpYBanuM OOEPXYHUYU HEOUULLEHWN
npogykt (150 mr). OgepxaHun HeOYULLEHNIN NPOAYKT
BiJOKpEMMOBanN i ouunLiany 3a ONOMOroH KONOHKO-
BOi chrnew xpomatorpacii (CHCIl3:MeOH:30%NH,OH
Boa=100:1:0,1-50:1:0,1) ogepxytoun EM9O66 (54,2 wmr,
52%) sk Ginuii NOPOLLIOK.

I4 (KBr) v cm™; 3451, 2973, 2935, 2884, 2786,
1706, 1631, 1457, 1382, 1270, 1166, 1078, 1018

13C AMP (67,5 MIy, CDCl3) & (m.u.): 177,3 (C-1),
103,3 (C-1’), 98,0 (C-1"), 83,9 (C-9), 83,2 (C-6), 82,6
(C-5), 80,4 (C-3), 78,1 (C-4"), 77,2 (C-12), 75,9 (C-
13), 74,8 (C-11), 72,4 (C-3"), 68,6 (2C, C-2', C-5'),
65,4 (2C, C-5", C-3'), 52,1 (2C, 3'-N(CH2CHg)2NH),
49,1 (3"-OCHa), 46,6 (C-2), 41,8 (C-7), 40,6 (2C, 3'-
N(CH.CH.).NH), 36,4 (C-4), 35,2 (C-2"), 33,7 (C-10,
C-8), 33,5 (C-4’), 22,5 (13-CH2CH3), 22,1 (6-CHs3),
21,5 (3"-CHg), 20,8 (5'-CHj3), 18,1 (5"-CHg), 17,6 (8-
CHs), 17,0 (12-CHs), 16,0 (10-CHs), 13,9 (2-CHsy),
12,0 (13-CH,CHz3), 10,2 (4-CHs)

ExkcnepumerTtansHui Mpuknag 1

AK oanH 3 NOKa3HMKIB NpOoTM3ananbHoi Aii cnony-
KN NPeACTaBNeHOro BUHAxXoAy, BMMIpIOBaNu pPisHNLIKO

EM966

BUKNWKAHOI akTmBauii akTtuBHocTi THP-1 knitnHwW.
BumiptoBaHHS MpOBOAMIM SIK NOKA3aHO HUKYE.

THP-1 knituHn (ATCC Ne TIB-202) poBoavnu go
KOHLEeHTpauii 2x10° KniTuH/MA BUKOPUCTOBYIOYM Ce-
penosuwe (RPMI 1640), nopasann PMA ao kiHueBoi
KOHuUeHTpauii 1 - 2 MKM i Cymilwl BHOCUMN B KOXHY
nyHky 96 nyHkosoro nnaHweTy no 100 mkn. [Jo Kox-
HOi nyHkn goaasany po3uuH (100 mkn), Wo micTUThb
CMOnyKy, WO TeCTYyeTbCH, AOBEAEeHY A0 NPUIAHSATHOI
KOHUeHTpauji cepeposuliem. Cymiwl nepemiwysanm
o6eepexHo CTPYyLUYyHYM NnaHweT i iHkybyBanu npu
37°C, B 5% CO> npotarom 72 - 96 r. KoxHy nyHKy
npomusanu PBS, popasanu 100 MKn/nyHKky cepego-
BMLLA, WO MicTUTb peareHT SF ana BumiptoBaHHs
xutTespaTtHocTi knitTuH (Nacalai Tesque) i cymiw iH-
kybysanu npu 37°C, 5% CO, npotdarom 3 - 5 r. Bumi-
ptoBanu  abcopbuilo  BMKOPUCTOBYIOMM  34MTYyBau
nnaHwery.

PesynbTaT BUMIiptOBaHb Pi3HWLIi BUKMMKaHOI aK-
Tueauii aktuBHocTti THP-1 nokasadi B Tabnuui 6. B
Tabnuui, 3Ha4yeHHA akKTUBHOCTI € HAMEHLLOK KOHLLe-
HTpaLieto HeobXigHOK AN CMOMyKW, WO TECTYETLCS,
aka nposinse 50% 3HayYeHHs aKkTUBHOCTI MOPIBHAHO
i3 3Ha4YeHHsIM aKkTMBHOCTI epuTpomiumHy A npu 100
MKM B LibOMY eKCnepUMEHTI.
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Tabnuyna 6
Cnonyka Ne (EM) Pi3HnUs BUKNUKAHOT aKTuBaLii akTUBHOCTI
THP-1
900 30
901 30
902 30
903 30
904 10
905 3 -
906 30
907 30
908 | 10 o
909 | 30
910 | 100
911 ( 10
913 30
914 100
B 917 30
918 30
925 30
932 10
935 30
936 10
939 3
946 100
947 10
949 10
|

Pi3Hnus BuknukaHoi aktueauii aktmBHocTi IHP-I:
HaHWKYa KOHLEHTpaLlis HeobXxigHa Anst KOXHOI cro-
nykn ans npossneHHs 50% akTUBHOCTI MOPIBHSAHO i3
3HaYeHHsIM aKTUBHOCTI epuTpomiumHy A npu 100
MKM.

EkcnepumeHTansHui Mpuknag 2

Ak nokasHuWk npoTM3ananeHoi Aii cnonykn npea-
CTaBMEHOro BUHaxoay BMPa3KoBWIA Ha KOMIT i XBOPOOy
KpoHa, pocnigkyBanu Aito Ha BUKMMKAHWIA TPUHITPO-
©6eH3oncynboHaTom (TyT gani sragyetbcsa sk TNBS)
KOMiT, BUKOPUCTOBYHOUU LLIYPIB.

BukopuctoBytoTb camuis SD wypiB Bikom 8-
TWXHIB nig aHecTesielo neHToGapbiTanom, pPo3yumH
TNBS iH'ekTyBanu pekrtanbHO TBapuHam nicnsi rono-
ayBaHHA 24 r abo posuwe i 3anuwanu 6e3 Boan Ha 5
abo posuwe. MNicns iH'exuii, B aHyC BBOAWUMM CUNIKOHO-
By Mpob6Ky Ans nikyBaHHA 3,5 -4 1, ogepXytoum Mo-
aenb konity. Yepes gBa gHi nicns BBeaeHHs TNBS,
BinOvpanu TBapwHHI Mogeni 6asywuncb Ha Lwikani

CKpWTOI KpOBi B Kani (crnawg 5 ckputoi KpoBi B Kani
Shionogi Il, Shionogi & Co. Ltd.), Basi Tina i 3miHi Baru
Tina, xap4yBaHHS, CNOCTEPEXEHb 32 aHYCOM i KPOBO-
Teui. Jlikapcbkuin 3acib, WO TeCcTyeTbCsl, BBOAWMM Me-
popanbHO MoAensiM TBapWH ABa pa3u Ha AeHb NpoTs-
rom 6 gHiB. Ha HacTynHui OeHb nicns OCTaHHbLOro
BBEEHHS, BMAananu TOBCTY KULIKY (npubnm3Ho 15
CM Big aHycy) nicnsi gekanitauii i 3HEKpOBMNEHHS, i
BM3HA4YanM piBeHb MOLIKOAXEHb 3a Crnocobom
Wallace et al. (Wallace, J. L. et al, Inhibition of
leukotriene synthesis markedly accelerates healing in
a rat model of inflammatory bowel disease.
Gastroenterology 96, 2936 (1989)), 6asytouncb Ha
SAKOMY i NPOBOANNN OLIHKY.

PesynbtaTtn nokasaHi B Tabnuui 7. byno 3Hange-
HO, LLIO cnonyka NpeacTaBneHoro BUHaxoay Mae 3na-
THiCTb nokpawyBatu TNBS-BuknvkaHy Bupasky B
TOBCTIN KULLLL.
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Tabnuusa 7

pyna TectyBaHHA [oza (mr/kr)/aeHs n Moka3HuK 3ananeHHsA

y BupasLi

KoHTpone (0,5% CMC-Na) - 15 4,27+0,38

EMS05 10x2 14 3,29+0,22

EMS05 30x2 15 2,67+0,40*

EM914 10 x 2 15 2,93:0,41

EM914 30x2 13 2,69+40,33*

*p<0,05 —

ExkcnepumenTanenuii MNpuknag 3

AHTMOiakTepianbHy akTUBHICTb CMOMyku npea-
CTaBMIEHOro0 BMHAaxody i epUTPOMILMHY BKMIpIOBanu
3riAHO i3 METOAUKOK BUMIpIOBaHb aHTUbiakTepianbHoi
YyTNUBOCTI HauioHanbHOro KOMITETY 3 KNiHiYHUX na-
6opatopHux ctaHgaptie CLUA (NCCLS). PesynbTatu

Tabnwua 8

nokasaHi B Tabnuui 8. TyT nokasaHi 3Ha4YeHHs MiHi-
MarnbHOI KOHUeHTpauii iHridyBaHHs (MIC) (mkr/mi)
KOXHOI cnonyku npotu 6akrepii. Byno 3HangeHo, wo
cronyka npeAcTaBrieHoro BMHaxoay He Mae aktnbak-
TepianbHOI aKTUBHOCTI, sika BfiacTUBa epUTPOMILIMHY.

MIC (mkr/mn)

Ninis EputpomiunH | EMS00

KNiTuH/MaTepian

EM801 EMS05 EM914 EM939

S. aureus
FDA209P <0,5 >128
2002.1.31

r_‘

>128 >128 >128 >64

S. aureus Smith

<0,5 >128
2002.1.31

=128 >128 >128 >64

S. aureus 8325

(PEP2104)

64 >128

>128 >128 >128 >64

S. epidermidis
IFO12648 <0,5 >128
2002.1.31

>128 >128 . >G4

M. luteus
ATCCO341 <0,5 128
2002.1.31

>128 >128 - >64

E. faecalis
ATCC21212 1 >128
2002.1.31

>128 >128 >128 >64

E. coli NIHJ JC-2
2002.1.31

64 >128

>128 >128 >128 >64

K. pneumoniae
NCTN9632 32 >128
2002.1.31

>128 >128 >128 >64

S. marcescens
IFO12648 128 >128
2002.2.1

>128 >128 >128 >64

E. aerogen
NCTC10006 128 >128
2002.2.1

>128 >128 >128 >64
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A. calcoaceticus \

IFO2552 2002.2.1 |

>128

>128 >128 >128 >64

Mpuknag peuenTypu

dapmaueBTUYHY KOMMO3MULiI0 NpeacTaBreHoro
BMHaxo4y MOXHa ogepXaTu 3a MEeTOAMKOH, Lo 3a-
3BMYalN BUKOPUCTOBYETBLCSA B LiW ramnysi i BUKOPUCTO-
Byloun Aobasku onsa peuentyp. B Tow vac sk pani
nokasaHun TUNOBWUW MpUKNag peuentypu dapmaues-
TUYHOrO areHTa npeacTaBieHOro BMHaxoady, dapma-
LEBTUYHA KOMMO3MLis NpeacTaBNeHOro BMHaxoay He
0OMeXyeTbCa HUM.

(1) Tabnetka

B ogHin Tabnetui, cnonyka MNpuknagy 1 - 500 mr

Ak pobaBkun MICTUTL - UUTPAT HaTpIlO, KYKypya3s-
HUM KpoXMarb, MOBILOH, HATPIA KappMenosa, auertar
dTanat uUentono3n, MNPOMINEHrNiKonb, Makporofb,
copbiToBUIA ecTep XUPHOT KACIOTK | KacTopoBa orisi.

(2) masb

B 1 r, cnonyku koxHoro MNpuknaay 10 mr (TuTp)

Ak pobasky MICTUTbL - CBITNMIA PigkMn napadiH i
Oinun BazenuH.

(3) iH'ekuis

Ouctuneoany Bogy (10 mn) ons iH'ekuii gopa-
10Tb 00 crnonyku koxHoro [Mpuknagy (500 wmr, TMTp)

oaepxytoum 5% posyrH, SKMN po3BOAATL iH'EKLINHUM
PO34YMHOM rTOKO3K, i3ioNOriYHUM caniHoMm (4ns iH'e-
KUii) i iM nmopibHMMK ogepXytoUn BHYTPILLHBOBEHHUIA
PO34YMH ANSA BIUBAHHSA.

[pomucnosa npuaaTHICTb

MpencraBneHuii BUHaxia 3abesneyye HoBe MOXi-
OHEe [urigponceBoepuUTPOMILNHY, sike Mae Haa3Bu-
YalrHy npoTu3anarneHy Aito i € cTabinbHUMK.

B ToM uac sk geski BTiNeHHA npeacTaBreHoro
BMHaxo4y ONWUCYTbCA AeTanbHO BULLE, OOHAK, MOX-
NMBO, WO CEPEefHi cneuianict B Ui ranysi 3aMoxe
3pobuTK pisHi Mogmdikauii i 3MiHKM ANA NeBHMX Noka-
3aHuX BTiNeHb 6e3 CyTTEBOro BiAxody BiA HACTAHOB i
nepeBaXHUX BTIMEHb NPEACTaBMEHOr0 BUHAXOAY.
Taki moamdpikauii i 3MiHW nonagatoTb B CYTHICTb i pa-
MKW MpeacTaBreHoro BUHaxody, SK Lie BUKMALEHO B
nyHKTax hopMynun BUHaxoay, Lo AOAAETLCS.

Lia 3asBka Ga3dyeTbCcsi Ha naTeHTHIN 3asBui Ne
2005-301070, wo nogaHa B AMOHIi, BMICT SIKOI BKItO-
YEeHUI CIoAM NOBHICTIO SIK NOCUMNAaHHS.

Komn’'totepHa BepcTka |. CkBopLioBa

MignuchHe

Tupax 23 npum.

MiHicTepcTBO OCBITM | Haykun YKpaiHu
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