Llev BMHaxig CTOCYeTbCSt HOBMX CMOMYK 3 KNacy MakponigHux aHTubioTukis eputpoMiuuHy A. 3okpema, BUHaxXig
crtocyetbes  rano  noxigHux 9a-N-(N')-apunkapbamoin)- Ta 9a-N-(N')-apuntiokapbamoin)-9-geokco-9a-asa-9a-
roMoepuTpoMiumHy A, X ¢apmaueBTUYHO NPUAHATHUX agUTUBHUX COMNerl 3 HeopraHiYyHMMKU Ta opraHiyHUMU
Kncnotamu, cnoco®y ix NpuUroTyBaHHs, apMaueBTUYHMX KOMMO3WLiM, WO iX MIiCTATb, Ta 3aCTOCYBaHHS LMX
hapMaLeBTUYHMX KOMMNO3ULIN Ans NikyBaHHSA bakTepianbHuX iHgekUin abo 3anobiraHHs HUM.

PiBeHb TexHiku

EputpomiumH A € makponigHum aHTUBIOTVKOM, CTPYKTypa SKOro XapakTepu3yeTbCsH HasfABHICTIO 14-ynieHHOro
NaKToHOBOrO KinbLsA 3 C-9 KeTOHOM i ABOMa Uykpamu: L-knaguHosoro Ta D-geso3amiHoM, MMiko3vaHo 3B'Si3aHMMU B
C-3 1a C-5 nonoxeHHsIX 3 arnKOHOBOK YacTuHo Monekynu (McGuire: Antibiot Chemother., 1952, 2: 281). LLnsxom
okcMMyBaHHS C-9 KeTOHY COMSIHOKMCNMM rigpoKcunamMiHoM, neperpynyBaHHs Bekmana ogepxaHoro 9(E)-okcumy i
BiHOBMEHHA oOTpumaHoro 6,9-iMiHo edipy oaepxyloTb 9-4eokco-9a-a3a-9a-romoepuTpomiumMH A - nepumn
HamMiBCUHTETUYHUI MaKponigHui aHTMbioTuK, Wwo Mae 15-uneHHe asanaktoHoBe kinbue (Kobrehel G. et al.,, US
4,328,334, 5/1982).

LLinsaxom BMGipkoBOro auunyBaHHs 9-geokco-9a-asa-9a-romoeputpomiumHy A aHrigpygamm kapOboHOBUX KUCTOT
Oynn cuMHTE30BaHi BiANOBIgHI MOHO-, Aji-, Tpu abo TeTpaauunbHi NOXigHi, a WIAXoM peakuii nepeetepudikavii 3
eTnneHkapboHaToM 3 nodanblUnM auunyBaHHAM cuHTedyBanu 11,12-umknivyHuin kapOoHaT i Moro auunbHi NOXigHi
(Djokic S. et al, J. Antibiotics 40,1006-1015,1987).

BigHoBnoBanbHe MeTUyBaHHS BTOPUHHOI 9a-amiHO rpynu 9-geokco-9a-a3a-9a-roMoepuTpomiuuHy A 3rigHo 3
npouecom EwiBennepa-Knapka Bege Ao cuHtesy 9-ageokco-9a-metunn-9a-asa-9a-romoeputpomMiiuHy A (azithromyecin -
a3UTPOMILUH) - MPOTOTUNY HOBOTO Kracy 9a-a3anigHux aHTubioTukie (Kobrehel G. et al., BE 892357; 7/1982). Okpim
LUIMPOKOTO CNEeKTpYy MNPOTMMIKPOOHOI [ii, WO BKMOYAE TaKOX rpam-HeraTuBHi OakTepii, a3uTPOMILMH TaKoX
BiAPI3HSETHCS JOBIMM nepiogoM BionoriYHOro HamiBnepeTBOpeHHs, creuianbHUM MexaHi3MOM TpaHCNopTyBaHHA A0
MiCLi 3aCTOCYBaHHS Ta KOPOTKUM CTPOKOM Tepanii. A3UTPOMILMH 34aTHUA MPOHUKATU | HAKOMMYYBaTUCb BCepeanHi
haroumnTHUX KNiTUH MIOAMHK, WO Bede OO0 NoKpalleHol Ail Ha BHYTPILWHBbOKNITUHHI NaTOreHHi MikpoopraHiaMu knacis
Legiondla, Chlamidia Ta Helicobader. Bright G. M. et al (J. Antibiotics 41, 1092-1047, 1987) cuHTe3yBanu psg 9-a-N-
arnkinoBux aHamnoris asuTpoMILMHY, PO3KpUnu eniMmepusadito 4"-rigpoKCUrbHOI rpynn 1 ogepxaHHs BignosigHol 4"-
aMiHO NoxiagHoi.

CuHTes i aHTubakTepianeHa Aja 9a, 11-umknivyHmx edipiB 9-geokco-9a-a3a-9a-roMoepuTpoMiLmnHy A posKpuTi B
US 4,492,688, 1/1985 (Bright G. M,). OgepxaHHa i cnekTp aii 9a,11-umkniyHoro kapbamarty 9-geokco-9a-as3a-11-
Aeokcun-9a-romoepuTpomiumHy A Ta noro O-mMeTunbHUX NoxigHux BuknageHi B US 5,434,140,7/1995 (Kobrehel G. et
al).

HewopasHo Blizzard T. A. et al (WO 99/00125, 7/98) po3skpunu Hosi noxigHi 9a-N,6-O-meTuneH-9-aeokco-9a-
asa-9a-romoepuTpomiumHy A i BignosigHi 9a-N,6-O-kapbamaTy siK NPOMKHI PEYOBUMHWN Yy CUHTE3I 3-KETO MOXiOHWX 3
knacy 9a-asanigis.

Takox Oyno pos3kpuTo, WO LWNAXOM peakuii 9-geokco-9a-asa-9a-romoepuTpoMiumHy A 3 i3oujaHatamm abo
izoTiouiaHaTamMM MoxHa opepxaTtu BignosigHi  9a-N-(N'-kapbamoinbHi)- i 9a-N-(N’'-Tiokap6amoinbHi) noxigHi
(Kujundzic N. et al, US 5,629,296, 5/97). Uen BuHaxig ctocyetbca N'-(Ci-Cz)ankinkapbamoinbHux, N'-
apunkapbamoineHnx i N’-apankinkapbamoinbHux noxigHMx Ta ix Tiokap6amoinoBux aHanoris, BignosigHo. Xoya
aHTMbaKTepianbHWI cnekTp Ajii 3a3HaveHux 9a-asanigiB nofidbHun 0o Aji asuTpomiuuHy, edekTUBHICTL y 2-8 pasiB
MEHLLIa, HaBiTb Y HanbinbLw akTMBHUX NpeacTaBHukiB(N'-HadhMnkapbamoinkbHi i N'-6eH3unTiokapbamoinbHi noxigHi).

BignoeigHo go Bigomoro Ta BuB4YeHoro PiBHA TexHiku, rano noxigHi 9a-N-(N’-apunkap6amoin)- i 9a-N-(N'-
apwunTiokapbamoin)-9-geokco-9a-a3a-9a-romoeputpoMianH A, siki € 06'eKTOM JaHoro BMHaxoAdy, iX hapmaueBTUYHO
NPUIAHATHI aaUTUBHI Coni 3 HeopraHiYHMMK abo OpraHiYHUMK KMcnoTamm, cnocib ix ogep)aHHsi, cnocib oaepkaHHs
hapMaLeBTUYHMX KOMMO3WULUIN, WO TX MICTATb Ta BUKOPUCTAHHS 3asHayeHux dapmaueBTUYHUX KOMNOo3Wuin Ans
NiKyBaHHS 4K 3anobiraHHst 6akTepianbHUM iHPeKUismM Joci He onucyBanuch.

O0G'ekToM UpbOro BUHaxody € ogepxaHHa HoBux 9a-N-(N'-apunkapbamoin)- i 9a-N-N'-apunTtiokapbamoin)-9-
[eokco-9a-a3a-9a-roMoepuUTpPOMILMHIB A, B AKUX NPUHANMHI OAMH 3 3aMiCHUKIB Ha apomMaTU4HOMY KinbLii O3Ha4ae
rano, (Ci-Ce)ranoarnkin abo (Ci-Ce)ranoankokcm rpyny. Hosi 9a-a3anigu BignoBigHO [O UbOro BWHaxogy
BiJPi3HAIOTLCS LUMPOKMM CNEKTPOM aHTubakTepianbHOi Aji, BKM4YauM Ail0 Ha CpUMAHSTNMBI Ta CTiKi rpam-
NO3UTUBHI Ta rpam-HeraTuBHI MiKpOOpraHiamu.

PiweHHs BignosigHo Jo BUHaxoay

Byno BusBneHo, wo rano noxigHi 9a-N-(N'-apunkap6amoin)- i 9a-N-(N’'-apunTtiokap6amoin)-9-aeokco-9a-a3a-9a-
romoepuTpomiuuHy A 3aranbHoi cpopmynu (1)

X=C-NH-R
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Ae R o3Hayvae 3amilleHy apunbHy rpyny dopmynm (11)
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[e 3amicHukM a, b, ¢, d i e € ogHaKOBMMM YK Pi3HMMM, Ta NPUHAWMHI OAMH 3 HUX 03Havae rano, (Ci-Ce)ranoankin
abo (Ci-Cg)ranoankokcu rpyny, a pewrta o3HavaloTb BogeHb, rano, (Ci-Ce)amkin abo (Ci-Ce)ankokcu rpyny, i X
o3Hayae kuceHb abo Cipky, Ta iX dhapmMaueBTUYHO MPUWHATHI aguTUBHI CoMi 3 HeopraHiyHMMK abo opraHiyHUMK
KMCroTamm MOXyTb OyTWM opepxaHi peakuieto 9-geokco-9a-asa-9a-romoepuTpomiumMHy A 3 isouiaHaTamu abo
izoTiouiaHaTamu 3aransHoi hopmynu (I11)

R-N=C=X(IlI)

ge R i X maloTb HaBefeHi BULLE 3HAYEHHS, B anpOTOHHOMY PO34YMHHUKY, BiMbll MPUAHSATHO, TOMyorni, Npu
KiMHaTHI TemnepaTtypi abo nNpu nigBuLLEHin TemnepaTypi. [No 3akiHYeHHi peakLii NPOAYKT BUAINSATL BUNAPIOBaHHAM
3a NMOHWXEHOTO TUCKY i, HeOBOB'A3KOBO, LUMSAXOM 3aCTOCYBaHHS CTaHOAPTHMX MeToZiB, Takmx sik xpomaTorpadis Ha
cunikarenbHin KOMOHL UM nepekpucTanisadis.

Kpim Toro, ob'ekTom BMHaxogy € hapmaueBTUYHO NPUAHSTHI aaWTUBHI COnMi, SIKi, BiAMOBIAHO OO BU3HAHOI
MEAUYHOI NPaKTUKW, € HETOKCUYHMMM | NPU KOHTaKTyBaHHi 3 TKaHWHaMU MOAMHN abo TKaHMHaMMN HDKYMX CCaBLiB He
BUKIUKAKOTb NOAPA3HEHHS YX anepriyHux peakuin. TepMmiH ,dapMaleBTUYHO NPURHATHI COMi” CTOCYETLCA aAUTUBHMX
conew cnonyk 3aransHoi popmynu (I) 3 HETOKCUYHUMK HEOPraHiYHUMKM abo opraHiYHMMK CONSMU. X FOTYHTb in Situ B
npoueci BMaineHHs abo O4YMLLEHHS CronykK BiANOBIAHO OO BUHaxogy abo, Aani, peakuieo 3'-AMMETMRamiHo rpynu
BUAINEHOI OCHOBW 3, MPUHAWMHI, €KBIMOMSPHOK KiMbKICTIO BiAMOBIAHOI HEOopraHiYHOl UM OpraHivyHol KUCMNOTW.
MigxoXnMn HeopraHiYHUMKM KWUCNoTamy €, Hanpuknag, consHa, GpomMmucToBOAHEBa, WOOUCTOBOAHEBA, CipyaHa,
doccopHa abo xnopHa KucrnoTa i opraHiYHUMKM KucrnoTamy - OuTOBa, TpMdTOPOLITOBA, NponioHoBa, GeH30MHa,
6eH3oncynboHoBa, MeTaHCynbOKNCoTa, naypuncynbdoHoBa, aguniHoBa, ackopbiHoBa, kamdOpHa, MMOKOHOBA,
ymapoBa, cTeapuHoBa, ManbMiTVUHOBA, OypLITMHOBaA, eTunbypluTMHOBA, NakTobioOHOBa, LaBnesa, caniuurosa
KncnoTa i nofibHi kncnotu. Peakuito OCHOBM 3 BiAMNOBIAHUMM KUCIOTaMu NPOBOAUTLCSA B iHEPTHOMY PO3YMHHUKY, i
afUTVBHI Coni BUAINSAIOTL LUMSIXOM BUMAPIOBaHHA PO3YMHHKKIB @00, anbTepHaTMBHO, LUMSAXOM (iNbTpyBaHHS Micnsi
CMOHTaHHOTO ocaKeHH:A abo Micns ocamKeHHs i3 4OAaHHAM HENOMAPHOro CNiBPO34MHHMKA.

Hoei rano noxigHi  9a-N-(N'-apunkapbamoin)- i  9a-N-(N'-apuntiokapbamoin)-9-aeokco-9a-a3a-9a-
romoepuTpomiguHy A 3aranbHoi dopmynu (1) i ix dpapmMaueBTUYHO NPUNHATHI aaAWTUBHI coni 3 HeopraHiyHUMK abo
OpraHiYHMMKM KUCrioTamyn  BUSIBNAOTb edeKTUBHY aHTubakTepianbHy fjto. In vitro Ajlo uux HOBWMX CrOMyK
Jocnigxysanu Ha psgi CTaHOapTHUX | CTIMKMX TeCTOBMX MikpoopraHiamax. Bsarani, npu gocnimkeHHi AieBocTi
ranoapunbH1x noxigHmx Ha S. aureus, E. faecalis i S. pneumoniae 6yno nokasaHo, wo 9a-N-(N'-TiokapbamoinbHi)
noxigHi € G6inbw akTmBHUMK, HXX 9a-N-(N'-kapbamoinbHi) noxigHi. N'-dbTopapwnbHi NOXigHI BUSBUAMCE HAWBInNbLL
aKTuBHUMK y psAdi. [lonoXeHHs 3aMilleHHs He BMNAMBAE Ha aKTWMBHICTb, npoTe, Oyno mMokasaHo, LWo
ranoapunkap6amoinbHi NOXiAHi, 3aMmilLeHi y 2-MONOXEHHI, MaloTb HarKpally aHTubakTepianbHy in vitro gito. Y N'-(Cs-
Cs)ranoarnkinkap6amoinbHUX NoXigHWX crnocTepirany aHanorivyHi XxapakTepucTyKu.

OpHak, y psagi Tiokapbamoinoeux aHanoris, 6yno nokasaHo, wo N'-(3-TpudTopmeTun) apuntiokapbamoinbHa
noxigHa € Hambinbll akTUBHOK i, HAa [0AAaTOK A0 aKTMBHOCTI NMPOTU TECTOBUX MIKPOOPraHiamiB, YyTnuBUX [0
EpUTPOMILINHY, BUABMAE aKTUBHICTb MPOTU CTINKUX LUTaMIB.

OOG'ekTOM [aHoOro BMHaxody € TakoX hapMaueBTUYHI KOMMO3WLii, WO MICTATb TepaneBTUYHO edeKTUBHY
KiNbKiCTb crnonyk 3aranbHoi dpopmynu (1) i 0AMH Ym Kinbka HETOKCUYHNX, (hapMaueBTUYHO NPUNHATHMX HOCITB. TepMiH
,<papmaLeBTUYHO NPUAHATHUIA HOCIN" 03HaYa€e HETOKCUYHUI, iIHEPTHUI TBEPAUI, HaNiBTBEPAWN, PiAKUIA HAMOBHIOBAY,
po3pimkyBad Towo. MaTepianamu, O MOXYTb CRYXWUTU B AKOCTI hapMaueBTUYHO NPUNHATHUX HOCIIB, € LyKpMH,
Hanpwknag, nakrto3a, rMoko3a abo caxaposa, Kpoxmanb, LUentono3a Ta i noxigHi, Hanpuknag,
kapbokcumeTunuentonosa abo eTnnuentonosa, 40 TOro X XenaTuH, Tanbk, apaxicoBa oflis, cesamoBa Ofisl, coeBa
onisi, rnikoni, Hanpwvknag, nponineHrnikonb, cknagHi edipuw, Hanpuknag, etTunauerar abo etunnaypar, arap-arap,
Oycdepu, Hanpuknag, e.g. rigpokcug MarHito abo rigpokcua antoMminito, 6esniporeHHa BoAa, i30TOHIYHWMIA PO3YWH,
po3unH PiHrepa, etaHon, docdatHuii bydep, apomaTudHi peyoBUHM, 3abapBrioYi PEYOBUHW, MNiACONOMKYBaYi
TOLLO.

dapmaLeBTUYHI KOMMO3ULiT BiANOBIAHO A0 LbOro BUHaxo4y MOXYTb BBOOUTUCH MOAAM i TBapuHaM nepoparnsHo,
napeHTeparnbHO, iHTpaBariHanbHO, pekTanbHO abo BHYTPiLHbOYEpeBHO. Pigki komno3wuii ons nepopanbHoro
BBEOEHHS BKIOYaOTb papMaLeBTUYHO NPURHATHI eMynbCil, MiKpoeMynbCil, po34MHK, CycrneHsii, cuponu i enikcupw.
Ha popatok 0o akTMBHOro KOMMOHEHTa piaki KOMMo3uuii MOXYTb TakoX MICTUTU iHEPTHI po3pigkyBadi, Hanpuknag,
BOAY YM iHWIi PO3YMHHWMKK, Ta Pi3HOMaHITHI AoMiku. PopMmn Ana iH'eKUin, Hanpuknag, CTepurnbHi BOAHI CyCneHsil,
cKrnagarTbCs BignoBigHo Ao Aobpe BigoMux crnocobis.

LLle ogHum 06'ekTOM LbOro BUHaxody € crnocib nikyBaHHa abo 3anobiraHHa GakTepianbHUM iHdeKLisaM y niogen i
TBapWH, AKUWA, y BMNAZKy MoTpedbu yM NpodinakTMYHO BKIIOYAE BBEOEHHS TepaneBTUYHO edeKTUBHOI KinbKOCTi
crnonyku 3aranbHoi ¢opmynu (I) npoTarom nepiogy 4Yacy, HeoOXigHOro Ans LOCATHEHHs TepaneBTUYHOI Ail.
»,1€epaneBTUYHO edheKTUBHA KiflbKiCTb" 03HaYae KinbKiCTb PEYOBMHW, JOCTaTHIO AN NiKyBaHHSA 6akTepianbHOi iHdeKLii
npu OyOb-IKOMY MEQUYHOMY 3aCTOCYBaHHi, peTenbHO CriocTepiralyn 3a ChiBBiOHOLUEHHSM KOPWUCHOCTI i PU3MKY.
3aranbHa geHHa Jo3a CMonyKk BiAMOBIAHO A0 LpOro BUHaxody NPV 3acTOCyBaHHI ANs NoAen i TBapuH y BUrNagi
OLMVHUYHMX YN MHOXWHHUX 03 3HaxXoauTbes B AianasoHi Big 0,001 go 50mr/kr macwy Tina. Baarani, pexxvM nikyBaHHsi
BiOMOBIAHO [0 UbOro BMHAXO4y BKIOYae, y Bunagky notpebu, BBedeHHst 10-100Mr/geHb cnonyku 3aranbHoi
dopmynu (1) y BUrnagi oauHUYHOT Y1 MHOXUHHUX J03.

Cnoci6 ogepxaHHA rano noxigHux 9a-N-(N'-apunkapbamoin)- i 9a-N-(N'-apunTtiokapbamoin)-9-geokco-9a-a3a-
9a-romoepuTpoMiLMHYy A BiAMOBIOHO A0 LbOro BUHAxXo4y inNCTpyeTbCa HaBedeHuMu aani MNpuknagamu, siki )XoaHUM
YMHOM He MOBMWHHI TIYMaYnTUCh, SIK NOrO OOMEXEHHS.

Mpuknag 1



9-peokco-9a-N-{N’'-[(2-dTop-theHin)kapbamoin]}-9a-aza-9a-roMmoepuUTpoMiLmH A

3 9-pgeokco-9a-asa-9a-romoeputpomiumnHy A (3,0r; 0,00408monb), 2-dbTopdeHin-isouiaHaTty (0,61r; 0,00448monb)
i Tonyony (40mMn) npu nepemiwyBaHHi NPOTAroM 1 FrOAMHW MpWU KIMHATHIN TemnepaTtypi i LUNsSiXOM BUNaproBaHHs
peakuinHOT CyMiLli 32 MOHWXEHOro TUCKY OAEpXXyBanu HeoudnweHun npoaykt (3,81r). LUnsaxom kpucTanisauii 3 cymiwui
JieTunoBoro eqipy-neTponevHoro edgipy oaepXxyBanu xpomaTtorpagiyHo rOMOreHHUN HasBaHWA Yy 3arofoBKy
npoaykT (2,74r), WwWo Mae Taki (i3nKo-XiMi4Hi XxapakTepuUCTUKK:

T.n. 129-132°C

Y (KBr) om™ 3468,2973,2937,1732,1668,1619,1533,1455,1380,1324,1253,
1167,1094,1054,1013,958,897,834,753.

FAB-MS 872 [MH']

Mpuknag 2

9-peokco-9a-N-{N’'-[(2-dpTop-theHin)Tiokapbamoin] }-9a-a3a-9a-romoeputpomiumH A

3 9-peokco-9a-a3a-9a-romoeputpomiiraHy A (3,0r; 0,00408wmonb), 2-cpTopdpeHin-izoTioyiaHaty  (0,69r;
0,00448wmonb) i Tonyony (40mMn) npu nepemillyBaHHi NpoTaroMm 12 roauH npu KiMHATHIN TemnepaTypi i Wnsaxom
BUMapIOBaHHA peakUiiHOI CyMmilli 3a MOHWKEHOro TUCKY OOEpXXyBanu HeouuweHun npoaykT (3,45r). LUnsixom
KpucTanisadii 3 cymili aueToHy-neTponenHoro edipy ogepxysanu xpomatorpadiyHo roMoreHHuin npogykt (2,05r),
LLIO Ma€ TaKi Pi3NKO-XiMiYHI XapaKTepUCTUKK:

1Y (KBr) cm™ 3431,2971,2936,1729,1620,1514,1457,1380,1314,1280,1167, 1094,1052,1012,958,896,831,756.

FAB-MS 888 [MH']

Mpuknag 3

9-peokco-9a-N-{N’'-[(2-xnop-theHin)Tiokapbamoin]} - 9a- aza- 9a-romoepuUTpoMiLMH A

3 9-geokco-9a-asza-9a-romoeputpomiumHy A (3,0r; 0,00408mornb), 2-xnopdeHin-isoTiouiaHaty  (0,76r;
0,00448wmornb) i Tonyony (40mn) npu nepemiwyBaHHi npotarom 12 roguH npu Temnepatypi 40°C i wnsxom
BUMapIOBaHHA peakUiHOI CyMmilli 3a MOHWKEHOro TUCKY OJepXXyBanu HeouuweHun npoaykt (3,51r). LUnsixom
KpvcTanisauii 3 cyMmili aueToH-neTponerHnii edpip ogepXkyBanu xpomartorpadiyHo roMOreHHWUA NpoayKT (2,24r), wo
Ma€ Taki i3nKO-XiMiYHI XapaKTepUCTUKK:

IY (KBr) cm™ 3411, 2972, 2937, 2058, 1726, 1593, 1520, 1494, 1456, 1379, 1310, 1244, 1168, 1093, 1054, 1014,
958, 897, 834, 754, 735.

FAB-MS 904 [MH']

Mpuknag 4

9-peokco-9a-N-{N"-[(2-xnop-6-meTun-deHin)kapbamoin] }-9a-a3a-9a-romoeputpomiuuH A

3 9-peokco-9a-a3a-9a-romoeputpomiumHy A (1,5r; 0,00204monb), 2-xnop-6-metun-cpeninizouiaHaty (0,37r;
0,00228wmonb) i Tonyony (15Mn) npu nepemillyBaHHi NpoTaroMm 1 roavHU npu KiMHATHIN TemnepaTypi i Wnsaxom
BMMNaploBaHHA peakLiiHOT CyMilli 3@ MOHWKEHOro TUCKY OAepXKyBanu HeoumnLeHui npodykT (1,85r). Xpomatorpadieto
Ha cunikarenbHin KOMOHLUI 3 BMKOPUCTAHHAM CUCTEMMU PO3UYMHHUKIB MeTuneHxnopua-metaHon 90:5, ogepxysanu
XxpomaTorpadivyHO romoreHHun npodykT (1,36r), Wo Mae Taki (i3MKo-XiMiYHI XapaKTepUCTUKM:

IY(KBr) cm™ 3437, 2973, 2937, 1732, 1645, 1595, 1510, 1456, 1379, 1280, 1167, 1010, 1053, 1014, 959, 897,
864, 835, 771.

Mpuknag 5

9- peokco- 9a-N- {N'-[(3-cpTop-dheHin)kapbamoin]}-9a-aza-9a-romoepuTpomiumH A

3 9-pgeokco-9a-asa-9a-romoeputpomiumnHy A (3,0r; 0,00408monb), 3-dbTopdeHin-isouiaHaTty (0,61r; 0,00448monb)
i Tonyony (40mMn) npv nepemiwyBaHHi NPOTAroM 1 FrOAMHW MpWU KIMHATHIN TemnepaTtypi i LUNsSiXOM BUNaproBaHHsI
peakuinHOT CyMilli 32 MOHWXEHOro TUCKY OAEpXXyBanu HeounweHun npoaykt (3,60r). LUnsxom kpucTanisauii 3 cymiwui
aueToH-NeTponenHUn edip ogepXKyBanu xpomaTtorpadiyHo roMOreHHUIn NpoaykT (2,64r), Wwo Mae Taki di3nKo-XiMidHi
XapaKTepUCTUKK:

T.n. 140-143°C

IY (KBr) cm™ 3454, 2975, 2939, 1712, 1651, 1602, 1537, 1494, 1443, 1380, 1317, 1278, 1247, 1167, 1053, 1013,
959, 896, 865, 835, 772, 681.

FAB-MS 872 [MH']

Mpuknag 6

9-peokco-9a-N-{N’-[(3-xrop-theHin)kapbamoin] }-9a-a3a-9a-romoeputpomiumH A

3 9-geokco-9a-a3a-9a-romoeputpomiumHy A (3,0r; 0,00408monb), 3-xnopdeHin-izouiaHaty (0,68r; 0,00448monb)
i Tonyony (40Mn) npu nepemiwyBaHHi NPOTAroM 1 FrOAMHW MpWU KIMHATHIN TemnepaTtypi i LUNsSiXOM BUNaproBaHHs
peakuiiHOi CyMilli 3a MOHWXKEHOro TUCKY OAEepXyBanu HeouuweHun npogykt (3,52r). Lnsxom kpucTtanisauii 3
gieTnnosoro eqipy ogepXyBanu XxpomaTorpadiyHo romoreHHuin npopykt (1,29r), wo mae Taki i3nKo-XiMiuHi
XapaKTepUCTMKK:

1Y (KBr) cm™ 3452, 2974, 2939, 2787, 1731, 1669, 1592, 1526, 1484, 1456, 1423, 1380, 1300, 1274, 1246, 1167,
1110, 1013, 958, 897, 834, 775, 681.

'"H AMP (300 Mru, CDCls) & 7,44-6,94 (Ph), 4,93 (H-13), 4,81 (H-1"), 4,42 (H-1'), 4,06 (H-5"), 4,04 (H-3), 3,90
(H-11), 3,83 (H-9a), 3,56 (H-5'), 3,51 (H-5), 3,32 (H-2'), 3,28 (3"-OCHj3), 2,96 (H-4"), 2,70 (H-2), 2,59 (H-3'), 2,46 (H-
9b), 2,38 (H-8), 2,36 (3'-N(CHs).), 2,30 (H-2"a), 1,94 (H-14a), 1,89 (H-4), 1,72 (H-4'), 1,58 (H-14b), 1,54 (H-2"b), 1,42
(10-CHs), 1,27 (2-CHj3), 1,23 (5"-CHg), 1,21 (3"-CHs3), 1,19 (10-CHs), 1,17 (12-CHs), 1,15 (5'-CHs), 1,07 (4-CHs), 1,07
(8-CHa), 0,93 (15-CHsa).

3C AMP (75 Mru, CDCls) & 157,0 (9a-NCONH), 176,8 (C-1), 140,5, 134,2, 129,5, 122,4, 119,5, 117,5 (Ph),
104,4 (C-1'), 95,9 (C-1"), 87,8 (C-5), 79,2 (C-3), 78,2 (C-13), 77,4 (C-4"), 74,7 (C-11), 74,5, 74,4 (C-6 i C-12), 72,5
(C-31, 70,5 (C-2'), 69,1 (C-5'), 65,8 (C-5"), 64,5 (C-3'), 49,1 (3"-OCH3), 46,3 (C-2), 41,2 (C-4), 40,1 [3'-N(CHz3)2], 34,7
(C-2), 29,0 (C-4'), 27,2 (C-8), 21,8 (C-14), 21,3 (8-CHj3), 20,8 (5'-CHz), 21,1 (3"-CHa), 17,5 (5"-CHs), 17,0 (12-CH3),
15,1 (2-CHs), 13,1 (10-CHs), 11,0 (15-CHs), 9,8 (4-CHa).

FAB-MS 888,4 [MH']



Mpuknag 7

9-peokco-9a-N-{N"-[(3-6pom-theHin)kapbamoin] } -9a-a3a-9a-romoepuTpoMiLmH A

3 9-geokco-9a-a3a-9a-romoeputpomiumHy A (1,5r; 0,00204monb), 3-6pomderinisouianaTty (0,44r; 0,00228monb)
i Tonyony (20mMn) npu nepemiwyBaHHi NPOTAroM 1 FrOAMHW MpWU KIMHATHIN TemnepaTtypi i LUNsSIXOM BUNaproBaHHs
peakuinHOT CyMilli 32 MOHWXEHOro TUCKY OAEpXXyBanu HeounweHun npoaykt (1,94r). LUnsaxom kpucTanisauii 3 cymiwui
aueToH-neTponenHun edip ogepxysanu XpomaTtorpadiyHo rOMOreHHUM NPOAYKT, WO Mae Taki i3nKo-XiMidHi
XapaKTepUCTMKK:

IY (KBr) cm™ 3446, 3291, 2974, 2936, 1727, 1638, 1582, 1546, 1475, 1418, 1402, 1381, 1312, 1286, 1226, 1167,
1066, 995, 874, 855, 788, 774, 745, 685, 641.

FAB-MS [MH"]

Mpuknag 8

9- neokco- 9a- N- {N'- [(3- dTop-cheHin)Tiokapbamoin] } - 9a- aza- 9a-romoepuUTpPOMILMH A

3 9-peokco-9a-a3a-9a-romoeputpomiumHy A (3,0r; 0,00408monb), 3-cTopdeHin-isotiouiaHaty  (0,6r;
0,00448wmornb) i Tonyony (40mn) npu nepemillyBaHHi mpoTarom 24 roguH npu Temnepatypi 50°C i wnsxom
BMMaploBaHHA peakLiiHOI CyMillii 3@ MOHWKEHOro TUCKY OAepXKyBanun HeoumnLeHu npodykT (3,25r). Xpomatorpadieto
Ha cunikarenbHin KOMOHLi 3 BMKOPUCTaHHAM CUCTEMMU PO3YMHHMWKIB MeTuneHxnopua-metaHon 9:1, ogepxxysanu
xpomaTorpadivyHo romoreHHmn npodykT (1,08r), Wo Mae Taki (i3MKo-XiMiYHI XapaKTepUCTUKM:

IY (KBr) cm™ 3435, 2971, 2937, 1728, 1712, 1611, 1515, 1493, 1456, 1379, 1313, 1279, 1168, 1093, 1052, 1011,
959, 896, 832, 778, 727, 636.

FAB-MS 888 [MH']

Mpuknag 9

9- peokco- 9a- N- {N'- [(3-xnop-ceHin)Tiokapbam[oin] } - 9a- a3a- 9a-roMmoepuUTpoOMILUH A

3 9-geokco-9a-asza-9a-romoeputpomiunHy A (3,0r; 0,00408monb), 3-xrnopdeHin-izoTioHiaHaty  (0,76r;
0,00448wmornb) i Tonyony (40mn) npu nepemillyBaHHi mpoTarom 24 roguH npu Temnepatypi 40°C i wnsxom
BUMapIOBaHHA peakUiHOI CyMmilli 3a MOHWKEHOro TUCKY OOEepXXyBanu HeouuweHun npoaykt (3,51r). LUnsixom
Kpuctanisauii 3 gietunosoro edipy ogepyBanu xpomatorpadiyHO romMOreHHWn MpoaykT (2,25r), Wwo Mae Taki
Pi3nKO-XiMiYHI XapaKTepUCTUKN:

1Y (KBr) cm™ 3436, 2974, 2938, 1712, 1683, 1594, 1483, 1460, 1424, 1378, 1308, 1167, 1092, 1053, 1014, 958,
896, 835, 782, 727.

'"H AMP (300 Mru, CDCls) & 7,47-7,12 (Ph), 4,85 (H-1"), 4,81 (H-13), 4,42 (H-1'), 4,11 (H-3), 4,08 (H-5"), 3,50
(H-5"), 3,48 (H-5), 3,29 (3"-OCHg), 3,25 (H-2'), 3,04 (H-9a), 3,02 (H-4"), 2,80 (H-2), 2,64 (H-10), 2,54 (H-3'), 2,35 (H-
2"a), 2,30 (3'-N(CHs).) 1,88 (H-4), 1,78 (H-8), 1,69 (H-4'), 1,29 1,58 (H-14b), 1,56 (H-2"b), 1,32 (6-CHs), 1,29 (5™
CHs), 1,29 (12-CHjs), 1,21 (5'-CHs), 1,21 (2-CHs), 1,19 (10-CHg), 1,09 (4-CHs), 1,08 (3"-CHs), 0,95 (8-CHs), 0,91 (15-
CHz).

3C AMP (75 My, CDCls) & 183,2 (9a-NSONH), 177,8 (C-1), 141,1, 133,6, 131,0, 129,3, 127,4, 125,7, 123,68
(Ph), 103,8 (C-1'), 95,1 (C-1"), 86,1 (C-5), 79,5 (C-3), 77,9 (C-13), 77,6 (C-4"), 72,4 (C-3"), 70,6 (C-2'), 68,9 (C-5'),
65,4 (C-5"), 64,9 (C-3), 56,7 (C-9), 56,5 (C-10), 49,2 (3"-OCHs), 44,9 (C-2), 41,8 (C-7), 41,3 (C-4), 40,2 [3-N(CHsa)2],
34,7 (C-2"), 29,3 (C-8), 28,9 (C-4'), 27,0 (6-CHs), 21,7 (C-14), 21,3 (8-CHg), 21,2 (5-CHj3), 21,0 (3"-CHj3), 18,1 (5"
CHjs), 16,9 (12-CHs), 15,7 (2-CHg), 14,9 (10-CHgs), 11,0 (15-CHs), 9,5 (4-CHg).

FAB-MS 904 [MH']

Mpuknag 10

9-peokco-9a-N-{N"-[(3-6pom-dheHin)Tiokapbamoin] } -9a-aza-9a-romoepuTpomiumH A

3 9-peokco-9a-a3a-9a-romoeputpomiunHy A (1,5r; 0,00204monb), 97% 3-6pomdeHinizoTiouiaHaty (0,49r;
0,00228wmornb) i Tonyony (20mn) npu nepemillyBaHHi MpoTarom 24 roguH npu Temnepatypi 60°C i wnsxom
BUMapIOBaHHA peakUiiHOI CyMmilli 3a MOHWKEHOro TUCKY OOEPXyBanu HeouuweHun npoaykTt (1,92r). LUnsixom
KpucTanisauii 3 cMcTeMu aueToH-NeTponenHnii edip ofgepXXyBanu xpomaTorpadiyHo romoreHHuin npogykt (0,99r),
LLIO Ma€ TaKi Pi3NKO-XiIMiYHI XapaKTepUCTUKK:

|4 (KBr) cm™ 3434, 2970, 2936, 2024, 1730, 1591, 1456, 1379, 1310, 1167, 1093, 1052, 1012, 958, 896, 832,
777,730, 636.

FAB-MS 948 [MH']

Mpuknag 11

9-peokco-9a-N-{N-[(4-xnop-deHin)kapbamoin] } -9a-aza-9a-roMmoepuTpoMiLmH A

3 9-geokco-9a-a3a-9a-romoeputpomiumHy A (3,0r; 0,00408monb), 4-xnopdeHin-izouiaHaty (0,68r; 0,00448monb)
i Tonyony (40Mn) npu nepemiwyBaHHi NPOTAroM 1 FrOAMHW MpWU KIMHATHIN TemnepaTtypi i LUNsSiXOM BUNaproBaHHs
peakuinHOT CyMilli 32 MOHWKEHOro TUCKY oAdepXyBamnu HeouuweHun npogykt (3,54 r). Lnsxom kpuctanisauii 3
rapsidoro aueToHy ofepXyBanu XpomaTtorpadiyHO romoreHHu npoaykt (2,16r), wo mae Taki i3nKo-XiMidHi
XapaKTepUCTMKK:

IY (KBr) cm™ 3444, 2975, 2938, 1713, 1651, 1593, 1520, 1495, 1457, 1379, 1305, 1244, 1166, 1092, 1053, 1013,
959, 896, 829, 755.

FAB-MS 888,4 [MH']

Mpuknag 12

9-peokco-9a-N-{N’'-[(4-6pom-cbeHin)kapbamoin] } -9a-a3za-9a-romoepuTpomiumH A

3 9-peokco-9a-a3a-9a-romoeputpomiumHy A (3,0r; 0,00408monb), 4-6pomdeninisouianaTty (0,89r; 0,00448wmonb)
i Tonyony (40Mn) npu nepemiwyBaHHi NPOTAroM 1 FrOAMHW MpWU KIMHATHIN TemnepaTtypi i LUNsSiXOM BUNaproBaHHs
peakuinHOT CyMiLli 32 MOHWXEHOro TUCKY OAepXXyBanu HeodnweHun npoaykt (4,30r). LUnsaxom kpucTanisauii 3 cymiwui
aueToH-NeTpornenHUn edip ogepKyBanu xpomaTorpadiyHo romoreHHUIn NpogdykT (2,20r), Wwo Mae Taki di3nKo-XiMidHi
XapaKTepUCTMKK:

IY (KBr) cm™ 3531, 3438, 2977, 2938, 1708, 1683, 1651, 1589, 1520, 1492, 1460, 1377, 1305, 1287, 1244, 1165,
1092, 1053, 1012, 959, 864, 825, 755, 731, 639.



FAB-MS 932 [MH']

Mpuknag 13

9- pneokco-9a-N- {N'-[(4-xnop-ceHin)tiokapbamoin] } - 9a-asa- 9a-roMmoepuTpoMILUH A

3 9-geokco-9a-asza-9a-romoeputpomiumHy A (3,0r; 0,00408mornb), 4-xnopdeHin-isoTiouiaHaty  (0,76r;
0,00448wmonb) i Tonyony (40Mn) npu nepemillyBaHHi NpoTAroMm 1 roavHU Npu KiMHATHIN TemnepaTypi i Wnsaxom
BUMApIOBaHHA peakUiHOI CyMmilli 3a MOHWKEHOro TUCKY OOEepXXyBanu HeouuweHun npoaykt (3,71r). LUnsixom
KpucTanisauji 3 rapsqoro aueToHy ogepxyBanu xpomatorpadiyHo roMoreHHUn NpoaykT (3,26r), Wo mMae Taki gismko-
XiMiYHi XapaKTepucTukm:

IY (KBr) cm™ 3534, 3422, 2978, 2939, 2879, 1699, 1683, 1651, 1586, 1530, 1495, 1461, 1409, 1378, 1310, 1279,
1260, 1229, 1167, 1094, 1052, 1012, 952, 894, 865, 833, 727.

FAB-MS 904 [MH']

Mpuknag 14

9-peokco-9a-N -{N'-[(4-O6pom-cheHin)Tiokapbamoin] } -9a-a3a-9a-romoepuTpomiumH A

3 9-peokco-9a-aza-9a-romoeputpomignHy A (1,5r; 0,00204monb), 4-6pomdeHinisoTiouiaHaty  (0,47r;
0,00228wmornb) i Tonyony (25mn) npu nepemiwyBaHHi npotarom 12 roguH npu Temnepatypi 50°C i wnsxom
BUMapIOBaHHA peakUiHOI CyMmili 3a MOHWKEHOro TUCKY OOEPXXyBanu HeouuweHun npoaykTt (2,01r). Lnsixom
KpvcTanisauii 3 cyMmili aueToH-neTponerHuii edpip ogepXyBanu xpomartorpadiyHo roMoreHHuin npoaykT (1,92r), wo
Ma€ Taki i3nKO-XiMiYHI XapaKTepUCTUKK:

IY (KBr) cm™ 3533, 3433, 2974, 2937, 2878, 2786, 1703, 1682, 1626, 1588, 1526, 1492, 1460, 1377, 1312, 1282,
1166, 1093, 1053, 1011, 958, 895, 864, 831, 730.

FAB-MS 948 [MH']

Mpuknag 15

9-peokco-9a-N-{N"-[(3-dTopMeTun-4-xnop-deHin)kapbamoin]}-9a-a3a-9a-roMmoepuTpoMiLuH A

3 9-geokco-9a-asza-9a-romoeputpomiumnHy A (1,5r; 0,00204monb), 3-pTopmeTnn-4-xnopdeHinisoujaHaty (0,50r;
0,00228wmonb) i Tonyony (15Mn) npu nepemillyBaHHi NpoTarom 1 roavHU npu KiMHATHIN TemnepaTypi i Wnaxom
BUMapOBaHHS peakLiiHOT CyMilli 3@ NOHMKEHOrO TUCKY oaepKyBanu npoaykT (1,99r). LLnsxom kpuctanisadii 3 cymiwui
eTunaueraT-(H-rekcaH) ogepxysanu xpomaTorpadiyHo roMoreHHWn npogdykT (1,28r), wo mae Taki i3uKo-XiMidHi
XapaKTepUCTMKK:

IY (KBr) cm™ 3444, 2976, 2940, 1732, 1713, 1663, 1531, 1486, 1456, 1417, 1380, 1325, 1263, 1168, 1135, 1112,
1093, 1053, 1031, 1012, 958, 896, 830.

FAB-MS 956,5 [MH+]

Mpuknag 16

9-peokco-9a-N-{N’'-[(2,4-anxnop-deHin)kapbamoin] }-9a-a3a-9a-romoepuTpoMiumH A

3 9-peokco-9a-asza-9a-romoeputpomiumHy A (1,5r; 0,00204monb), 2,4-puxnop-ceHinisoujaHaty  (0,41r;
0,00228wmonb) i Tonyony (15mn) mpu nepemiwyBaHHi NPOTArom 3 rOAMH NpW KiMHATHIM TemnepaTypi i LUMISXOM
BUMapIOBaHHA peakUiHOI CyMmilli 3a MOHWKEHOro TUCKY OOEPXXyBanu HeouuweHun npoaykTt (1,89r). LUnsixom
KpucTanisauii 3 cymiwi eTunauerar-(H-rekcaH) ogepXyBanu xpomatorpadiyHo romoreHHui npoaykT (1,14r), wo mae
Taki di3NKO-XiMiYHi XapaKTepUCTUKU:

IY (KBr) cm™ 3438, 2976, 2939, 1732, 1670, 1651, 1582, 1514, 1487, 1464, 1409, 1381, 1300, 1167, 1053, 1015,
959, 895, 863, 820, 760.

FAB-MS 922,4 [MH"]

Mpuknag 17

9-peokco-9a-N-{N"-[(2,4-guxnop-ceHin)tiokapbamoin] } -9a-a3a-9a-romoepuTpoMiumH A

3 9-peokco-9a-a3a-9a-romoeputpomiumHy A (1,5r; 0,00204monb), 2,4-amxnop-deHinizotiouiaHaty (0,45r;
0,00228wmonb) i Tonyony (15mn) mpu nepemillyBaHHi NPOTAromM 7 TOAMH NpW KiMHATHIM TemnepaTypi i LUMISXOM
BUMapIOBaHHA peakUiiHOI CyMmilli 3a MOHWKEHOro TUCKY OOEPXXyBanu HeouuweHun npoaykt (1,96r). LUnsixom
KpucTanisauii 3 cymiwi eTunauerar-(H-rekcaH) ogepXyBanu xpomatorpadiyHo roMmoreHHui npoaykT (1,22r), wo mae
Taki di3NKO-XiMiYHi XapaKTepUCTUKU:

1Y (KBr) cm™ 3425, 2975, 2936, 1737, 1590, 1505, 1460, 1379, 1311, 1166, 1092, 1051, 1013, 956, 903, 864,
834, 759, 730.

FAB-MS 938,4 [MH']

Mpuknag 18

9-peokco-9a-N-{N’'-[(2-TpudTopmeTUn-deHin)kapbamoin]}-9a-asa-9a-romoepmuTpoMiLmH A

3 9-geokco-9a-a3a-9a-romoeputpomiumHyy A (1,5r; 0,00204monb), 2-TpudpTop-meTundeHinisouianaty (0,43r;
0,0023monb) i Tonyony (15Mn) mpu nepemillyBaHHI MPOTAroM 7 TFOAMH MpWU KIMHATHIM Temnepatypi i LIsxom
BUMapIOBaHHA peakUiiHOI CyMmilli 3a MOHWKEHOro TUCKY OOEPXXyBanu HeouuweHun npoaykt (1,96r). LUnsixom
KpucTanisauii 3 cymiwi eTunauerar-(H-rekcaH) ogepXyBanu xpomatorpadiyHo romoreHHuiA npoaykT (1,22r), wo mae
Taki i3NKO-XiMiYHi XapaKTepUCTUKU:

'H AMP (300 Mru, CDCls) 8,06 (9a-NCONH), 7,57-7,10 (Ph), 5,04 (H-13), 4,82 (H-1"), 4,41 (H-1'), 4,07 (H-5"),
4,05 (H-3), 3,87 (H-11), 3,63 (H-5'), 3,49 (H-5), 3,32 (H-2), 3,27 (3"-OCHa), 2,97 (H-4"), 2,68 (H-2), 2,61 (H-3'), 2,38
(H-8), 2,33 (3-N(CHa)2), 2,31 (H-2"a), 1,94 (H-14a), 1,92 (H-4), 1,70 (H-4'), 1,54 (H-2'b), 1,50 (H-14b), 1,39 (10-CHg),
1,31 (2CHs), 1,26 (5"-CHs), 1,25* (3"-CHj3), 1,22* (12-CHj3), 1,18 (5'-CHs), 1,06 (4-CHs3), 1,06 (8-CHs), 0,92 (15-CHa).

C AMP (75 Mru, CDCls) & 156,8 (9a-NCONH), 176,1 (C-1), 136,7, 132,6, 125,8, 124,4, 123,1 (Ph), 129,7,
126,1,122,5, 118,9 (CF3), 104,8 (C-1'), 97,2 (C-1"), 83,2 (C-5), 79,3 (C-3), 77,4 (C-13), 77,9 (C-4"), 74,1 (C-1), 72,5
(C-3%, 70,5 (C-2'), 69,1 (C-5'), 66,0 (C-5"), 64,5 (C-3'), 49,2 (3"-OCH3), 46,8 (C-2), 41,1 (C-4), 40,2 [3'-N(CHz)2], 34,8
(C-2"), 29,4 (C-4'), 27,4 (C-8), 21,9 (C-14), 20,6 (8-CHs). 21,2 (5'-CHs), 20,7 (3"-CHg), 17,6 (5"-CHzg), 17,0 (12-CHg),
15,5 (2-CHs), 12,7 (10-CHs), 11,1 (15-CHs), 10,2 (4-CHs).

FAB-MS 922,3 [MH']

Mpuknag 19



9-peokco-9a-N-{N’'-[(3-TpudTopmeTUn-deHin)kapbamoin]}-9a-asa-9a-romoepmuTpoMiLmH A

3 9-peokco-9a-a3a-9a-romoeputpomiuuHy A (7,27r; 0,00989monb), 3-TpudTop-metundpeninisouiaHaty (2,43r;
0,01298wmonb) i Tonyony (40Mn) Npu nepemillyBaHHi NpoTaroMm 1 roavHU Npu KiMHATHIN TemnepaTypi i Wnsaxom
BUMApIOBaHHA peakuifHOi  CyMmilli 3a MOHWKEHOro TUCKY OOEPXYyBanu HeouuweHun npogykt (10,51r).
XpomaTtorpadieto Ha cunikarernbHid KONMOHLUi 3 BUKOPUCTaAHHAM CUCTEMU METUIEHXITOPUA-METaHOM-KOHL. aMiak
9:9:1,5, ogepxyBanu npogykt (4,1r), skui nicns kpuctanisawii 3 cymiwi gieTnnosun edip-neTponeiHuin egip mMas
Taki i3NKO-XiMiYHi XapaKTepUCTUKU:

T.n. 122-125°C

IY (KBr) cm™ 3444, 2974, 2939, 1733, 1651, 1544, 1494, 1447, 1380, 1259, 1166, 1125, 1093, 1070, 1053, 1014,
957, 897, 834, 795, 699.

FAB-MS 922,4 [MH"]

Mpuknag 20

9-peokco-9a-N-{N-[(4-TpucbTopmeTun-ceHin) kapbamoin]}-9a-aza-9a-romoeputpomiumH A

3 9-peokco-9a-a3a-9a-romoepuTpomiumHy A (3,0r; 0,00408monb), 4-TpudTop-meTundeHinizouiaHaty (0,84r;
0,00448wmonb) i Tonyony (40Mn) npu nepemillyBaHHi NpoTaroMm 1 roavHU npu KiMHATHIN TemnepaTypi i Wnaxom
BUMapIOBaHHSA peakUiHOI CyMilli 3a MOHMXKEHOro TUCKY ofepXyBanu ocag (3,75r). LLnsxom kpucTtanisauii 3 cymiwi
eTunauetaT-(H-rekcaH), 3 HeouneHoro npoaykTy (1,2r) ogep)KyBanv Ha3BaHui y 3aronoBky NpoAykT (0,99r), wo mae
Taki i3NKO-XiMiYHi XapaKTepUCTUKU:

IY (KBr) cm™ 3445, 2974, 2939, 1731, 1668, 1602, 1526, 1457, 1413, 1380, 1325, 1249, 1166, 1115, 1068, 1054,
1015, 959, 897, 838.

'"H AMP (300 Mru, CDCls) & 8,25 (9a-NCONH), 7,65-7,20 (Ph), 4,91 (H-13), 4,82 (H-1"), 4,41 (H-1'), 4,03 (H-5"),
4,06 (H-3), 3,91 (H-11), 3,51 (H-%'), 3,54 (H-5), 3,30 (H-2'), 3,28 (3"-OCHj3), 2,97 (H-4"), 2,71 (H-2), 2,55 (H-3'), 2,39
(H-8), 2,31 (3'-N(CHz3)2), 2,31 (H-2"a), 1,94 (H-14a), 1,88 (H-4), 1,68 (H-4'), 1,55 (H-2"b), 1,56 (H-14b), 1,45 (10-
CHjs), 1,26 (2-CHg), 1,21 (5"-CHg), 1,21 (3"-CHs), 1,19 (12-CHs), 1,11 (5-CHgs), 1,07 (4-CHs), 1,08 (8-CHj3), 0,93 (15-
CHj).

3C AMP (75 My, CDCls) 5 156,9 (9a-NCONH), 171,0 (C-1), 142,6, 125,8, 118,9 (Ph), 124,2, 123,8 (CFs), 104,3
(C-17, 96,9 (C-1"), 87,4 (C-5), 79,3 (C-3), 78,3 (C-13), 77,3 (C-4"), 74,8 (C-11), 74,6 (C-6), 74,5 (C-12), 72,5 (C-3"),
70,5 (C-2), 69,1 (C-5), 65,8 (C-5"), 64,6 (C-3'), 62,1 (C-10), 49,1 (3"-OCHg), 46,3 (C-2), 41,1 (C-4), 40,1 [3"-
N(CHsa)2], 34,7 (C-2"), 27,2 (C-4'), 28,8 (C-8), 24,0 (6-CHj3), 21,8 (C-14), 21,3 (8-CHgs), 20,7 (5'-CHg), 21,1 (3"-CHa),
17,6 (5"-CHs). 17,0 (12-CHjs), 15,2 (2-CHs), 13,2 (10-CHs), 11,0 (15-CHa), 9,8 (4-CHa).

FAB-MS 922,4 [MH"]

Mpuknag 21

9-peokco-9a-N-{N"-[(3-TpucTopmeTun-ceHin)tiokapdbamoin]}-9a-aza-9a-romoeputpomiumH A

3 9-geokco-9a-a3a-9a-romoeputpomiumHy A (7,27r; 0,00989monb), 3-TpudTop-meTundeHinisotiouiaHaTy (2,64r;
0,01299monb) i Tonyony (40Mn) Npu nepemillyBaHHi NpoTAroMm 1 roavHU Npu KiMHATHIN TemnepaTypi i Wnsaxom
BUMapIOBaHHA peakUiHOI CyMmilli 3a MOHWKEHOro TUCKY OOEPXXYBanu HeouuweHun npoaykT (9,27r). LUnsixom
KpucTanisauii 3 cymiwi aueToH-neTporneiHun edip, 3 HeouuwleHoro npoaykty (1,0r) ogepxyBanu HasBaHWA y
3aronoBky nNpoaykT (0,6r), Wwo Mae Taki di3nKo-XiMiYHi XapakTepUCTUKN:

T.n. 110-112°C

IY (KBr) cm™ 3454, 2975, 2938, 1734, 1599, 1531, 1494, 1453, 1378, 1331, 1252, 1166, 1124, 1093, 1051, 1012,
957, 904, 698.

'"H AMP (300 Mru, CDCls) & 7,85-7,27 (Ph), 4,86 (H-1"), 4,81 (H-13), 4,43 (H-1'), 4,11 (H-3), 4,07 (H-5"), 3,51
(H-5"), 3,46 (H-5), 3,29 (3"-OCHg), 3,25 (H-2'), 3,05 (H-9a), 3,04 (H-4"), 2,80 (H-2), 2,58 (H-10), 2,45 (H-3'), 2,35 (H-
2"a), 2,30 (3'-N(CHs)2), 1,84 (H-9b), 1,93 (H-4), 1,85 (H-14a), 1,75 (H-8), 1,67 (H-4'), 1,29, 1,55 (H-14b), 1,51 (H-
2"b), 1,31 (6-CHs), 1,29 (5"-CHs), 1,23 (12-cns), 1,20 (5-CHg), 1,20 (2-CHs), 1,14 (10-CHs), 1,09 (4-CHjs), 1,08 (3"
CHs), 0,94 (8-CHa). 0,92 (15-CHa).

3C AMP (75 Mru, CDCls) & 183,3 (9a-NSONH), 177,9 (C-1), 140,4, 128,8, 125,7 123,6, 121,2 (Ph), 131,2,
130,7, 130,3, 129,9 (CF3), 103,8 (C-1'), 94,9 (C-1"), 86,1 (C-5), 79,4 (C-3), 77,6 (C-4"), 70,5 (C-2'), 69,0 (C-5'), 65,5
(C-5"), 64,8 (C-3), 56,8 (C-9), 56,6 (C-10), 49,2 (3"-OCHs), 46,0 (C-2), 40,5 [3-N(CHs)2], 34,6 (C-2"), 29,4 (C-8), 28,8
(C-41), 21,7 (C-14), 21,3 (8-CH3), 21,1 (5-CHs3), 21,6 (3"-CH3), 18,0 (5"-CHg), 15,7 (12-CHjs), 14,8 (2-CHg), 13,5 (10-
CHjs), 11,0 (15-CHs), 9,5 (4-CHs).

FAB-MS 938,6 [MH']

Mpuknapg 22

9-peokco-9a-N-{N’'-[(2-TpncTopmeTOKCUK-beHin)kapbamoin]}-9a-a3a-9a-roMmoepuTpoMiLuH A

3 9-peokco-9a-asza-9a-romoeputpomiunHy A (1,5r; 0,00204monb), 2-TpuddpTop-meTokcudeHinisoujaHaty (0,44r;
0,00228wmonb) i Tonyony (15mn) mpu nepemiwyBaHHi NPOTArom 3 rOAMH NpW KiMHATHIM TemnepaTypi i LUMISXOM
BUMapIOBaHHA peakUiHOI CyMmilli 3a MOHWKEHOro TUCKY OOEPXYyBanu HeouuweHun npoaykT (1,94r). Lnsixom
KpucTanisauii 3 cymiwi eTunauerar-(H-rekcaH) ogepXyBanu xpomatorpadiyHo romoreHHuiA npoaykT (1,39r), wo mae
Taki i3NKO-XiMiYHi XapaKTepUCTUKUYy:

T.n. 126-128°C

IY (KBr) cm™ 3466, 2974, 2938, 1732, 1669, 1610, 1531, 1455, 1380, 1315, 1250, 1217, 1169, 1109, 1094, 1054,
1013, 958, 897, 836, 758, 630.

FAB-MS 938,5 [MH']

Mpuknapg 23

9-peokco-9a-N-{N"-[(4-TpucTopmeToKCcU-theHin)Tiokapbamoin]}-9a-a3a-9a-romoeputpomiunH A

3 9-geokco-9a-asza-9a-romoeputpomiuunHy A (1,5r; 0,00204monb), 4-TpuddpTop-MmeTokcudeHinizoTiouiaHaTty (0,44r;
0,00228wmonb) i Tonyony (15mn) mpu nepemilyBaHHi NPOTAromM 2 rOAMH NpW KiMHaTHIM TemnepaTypi i LUMIsSXOM
BUMapIOBaHHA peakUiiHOI CyMmilli 3a MOHWKEHOro TUCKY OOEPXXyBanu HeouuweHun npoaykT (1,89r). LUnsixom
KpucTanisauii 3 cymiwi eTunauerar-(H-rekcaH) ogepXyBanu xpomatorpadiyHo romoreHHui npoaykT (1,15r), wo mae



Taki i3NKO-XiMiYHi XapaKTepUCTUKU:

T.n. 139-141°C

I4 (KBr) cm™ 3456, 2975, 2940, 1731, 1669, 1511, 1457, 1414, 1380, 1265, 1199, 1166, 1111, 1054, 1015, 958,
897, 836.

FAB-MS 938,6 [MH']



