OaHun BuHaxig BigHOCMTbCA A0 ranysi npoTu3ananbHux dapmaueBTMYHMX 3acobiB i, Binblw TOYHO, A0
crnonyk, cknagis i 3acobiB, NpusHayYeHUX Ansi MiKyBaHHs po3rafiB, ONnocepeaKoBaHUX LIMKIMOOKCUIEHa30H-2,
HanpuvKknag, 3ananbHUX NpoLeciB i po3nagis, NOB'A3aHMX i3 3ananbHYMKU Npouecamu.

MpoctarmaHAvHW  rpalTs  FONOBHY pOMb  NpW  3ananbHWX npouecax, i iHribyBaHHA BUpoOGneHHs
npocTarnaHavHie, 3okpema, BupobneHHs PGGz, PGH: i PGE», € 3BM4aiiHOl0 MeTol po3pobku npoTnaanansHux
nikapcbkunx 3acobis. MpoTe 3BMYaliHi HecTepoLHi NpoTn3ananebHi 3acobu(HCIM33), wo BuABNATL akTUBHICTb Y
BIJHOLWIEHHI iHOYKOBaHUX MNpocTarnaHaMHamy OOonboBMX BIAYYTTIB | HabpskiB, MOB'A3aHMX i3 3ananbHUM
NpoLECOM, aKTUBHI TaKOX | Yy BiAHOLUEHHI BMMMBY Ha iHWi npouecn, perynboBaHi npoctarnaHoMHamu, ane He
noB'dA3aHi 3 3ananeHHsM. TakuMm YMHOM, 3acTOCyBaHHsSI Halbinbw nowmpenux HCM33 y Benukux gosax moxe
BUKMUKATU CUMbHi NoGiYHi edekt, y ToMy umcni HebeaneuHi AN XUTTS BMpasky, WO oOMexye ixHin
TepaneBTMYHNIA noTeHuian. AnbTepHatmeoto HCI33 € 3acTocyBaHHs KOPTUKOCTEPOIAIB, LUO BUKIMKAKTL LU
6inbLw cunbHi HeraTUBHI edbekT, 0cOBNNBO Y BUNaZKax TPMBANOro MiKyBaHHS.

BuseneHo, wo HCI33 3anobiratot BUPOGNEHHIO NpoCTarnaHAvHIB WAAXOM NpUAYLLEHHS (DePMEHTIB, LU0
6epyTb ydacTb y peakuisax nepeTBOPEHHS apaxifOHOBOI KMCMOTU B MpOCTarnaHAvHM B OpraHiami noguHu, y Tomy
uncni  epMeHTy, HasmBaHoro uuknookcureHasow(LlOM). HepaBHve BigkpuTTa iHOYKOBAHOrO  OEpMEHTY,
noB'A3aHoro 3 3ananeHHsAMu(Ha3BaHoro "uvknookeireHasow-2(LOrr-2)" abo "npocrtarnaHgnt G/H-cuHtasoto I1"),
yKasye Ha MpakTUYHO [OCTHKHY MileHb And iHribyBaHHs, wWo 3abesneuye Ginblw edgekTMBHE NPUAOYLLEHHS
3ananeHHs i 3M'akLeHHs NobivYHuX edpekTiB.

HwkyeHaBedeHi niTepaTypHi MOCMMaHHA, WO BiAHOCATbCA OO NpoTM3anarnbHOi aKTUBHOCTI, iNKOCTPYIOTb
6e3ynuHHi 3ycunnsi, cnpsIMoBaHi Ha MOLWyK 6e3neyvHux i edeKTMBHUX NpoTU3ananbHUX areHTiB. HoBi noxigHi
6eH3onipaHa, avrigpoxiHoniHy, ©eHaTionipaHa i gurigpoHadTaniHy, 3anponoHoBaHi B Uux poboTax, € came
Takumun 6e3neyHuMu 1 ogHoYacHO edeKTUBHMMM NpoTU3ananbHAMU areHTaMu, WO CNpusioTb ePeKTUBHOCTI LnX
3ycunb. 3anponoHoBaHOBaHI 3aMilleHi noxigHi 6eH3onipana, gurigpoxiHoniHy, 6eH3TionipaHa i auriapoHadTaniHy
NepeBaXXHO CENEKTUBHO MHIBYIOTb LIMKIOOKCUTEHA3Y-2 Y NOPIBHSAHHI 3 LIMKIIOOKCUMreHa3o-1.

Y nateHTi CLUA Ne5618843 Ha im'a diwepa Ta iH.(Fisher et al.) onucaHi sik knac cnonyku, Wo MicTaTb
GiuvKniyHi dparMeHTn, 3amilleHi KUCMOTHUMUK rpynamn, sk aHtaroHictu lib/llla. Y pokymeHti WO 94/13659,
onybnikoBaHomy 23 4yepBHA 1994p., onucaHi koHAeHCcoBaHi GeH30CNONyKM ANS MiKyBaHHA po3nagis LeHTpanbHoT
HepBoOBOi cuctemu. MaHpao 1 iH.(Manrao et ah, J. Indian. Counc. Chem. 12, 38-41(1996)) onucytoTb noxigHi
KapboKCcvKyMapwuHiMigy i ixHbOi npoTnrpubkoBoi akTMBHOCTI. Y naTeHTi CLUA Ne5348976, BngarHomy Lnbata n
iH.(Shibata et al.), onucaHi amigosamilleHi 6eH3onipaHu sk NnpoTUrpnbkosi 3acobm.

OokymeHT WO 96/40110, onybnikoBaHuin 19 rpyoHa 1996p., onucye noxigHi 6eH3onipaHa sk MoaynsaTopu
TMpo3uHkiHa3w. Jlorogic i iH.(Loiodice et al., Tetrahedron 6, 1001-11(1995)) onucytoTb ogepxaHHsi 6-xnop-2,3-
avrigpo-4H-1-6eH3onipaHkapboHOBUX KUCNOT.

KnemeHc Ta iH.(Clemence et al., J. Med. Chem. 31, 1453-62(1988)) onucytoTs 4-rinpokcu-3-xiHoniHkapboHOBI
KMUCMOTW SK BUXIAHI MaTepianu And ofepXaHHa npoTu3ananbHux npenapariB. Jlensep i iH.(Lazer et al., J. Med.
Chem. 40, 980-89(1997)) Takox omucytoTb OGeH3TionipaHkapbokcunatM Sk BUXiOHI MaTepiany Ans ofepKaHHs
npoTnsananbHUX 3acobiB.

Onucani 6eHzonipaH-3«apboHoBi kucrnotu. N'ynta 1 iH.(Gupta et al., Indian J. Chem. 21B, 344-347(1982))
OMUCYIOTb XPOMEH-3-kapbOoHOBY KMCMOTY SIK MPOMDKHWUIA NPOAYKT AN oAepKaHHA MiOpenakCaHTiB LeHTpanbHoi
aii. Pexe i Pyanne(Rene and Royer, Eur. J. Med. Chem. - Chim. Ter. 10, 72-78(1975)) onucanu cnocib ogepxaHHs
XpoMeH-3-«kapboHoBoi kucnot. Y nateHTi CLUA Ne4665202, BugaHomy Pem6o 1 iH.(Rimbault et al.), onucani 2-
deHinsamelleHi dnaBeHn i TiodnaBeHN sk iHriGiTopy 5-ninokcureHasu. MNoxiaHi 6eHsonipaHa sk iHriGiTopn 5-
ninokcureHasy onucaxi Takox y nateHTi CLUA Ne5250547 Ha im's Nlokxiga 1 iH.(Lochead et al.) Y po6oTi CaTto 1
iH.(Satoh et al., J. Med. Chem. 36, 3580-94(1993)) onucaHi 3amiLleHi XxpOMeHu 5K iHribiTopu S5-ninokevureHasn. Y
nateHTi CLUA Ne5155130, BugaHomy CTeHTOHY 11 iH.(Stanton et al.), onncaHi 3amiwweHi XxpoMeHu sk iHribiTopy 5-
ninokcureHasm i KOHKpeTHO 6-6eH3nnokcn-2H-6eH3onipaH-3-kapboHOBa KMCNOTa SK NPOMDKHUIA MPOOYKT.

MpoTe cnonyku BiANOBIOHO 4O AAHOIO BUHAXoA4y He Oynu onmncaHi K iHrbiTopy LUMKNOOKCHMIeHasu.

Onwvc BuHaxoay

Knac cnonyk, KopucHUX npu nikyBaHHi po3nagis, onocepeaKkoBaHMX LUKIIOOKCUIeHa300-2, BKITHOYAE CMOMNyKU,
obymoBneHi gopmynoto I';

II

ae X Bubpanun i3 rpynu, wo cknagaetsca 3 O, S, CR°R®j NR%

R? BuBpaHuWit i3 rpynu, WO BKMoYae BodeHb, Ci-Cs-ankin(HeoboB'siakoBo 3aMilueHuit coeHin)-Cq-Ca-arnkin,
ankincynbgoHin, deHin cynbgoHin, 6eH3nncynbgoHin, auun i kapboken-C1-Ce-arkin;

koHMN i3 R® i R® HesanexHo Bif iHLWOro BMOpaHwWiA i3 rpynu, Wo BKkNoYae BoAeHb, Ci-Cs-ankin, deHin-Cq-Cs-
ankin, C1-Cs-nepdropankin, xnop, C1-Ce-ankinTtiorpyny, C1-Ce-ankokcurpyny, Hitporpyny, uiaH i uian-C1-Cs-ankin;

a6o CR°R® yTBOPIOOTL LIMKMOMNPONfT;

R BubGpaHun i3 rpynu, Wo Bknodae kapbokenn, amiHokapboHin, C1-Ce-arnkincynsdoHinamiHokap6oHin i C1-Ce-
ankokcukapboHin;

R" BuGpaHwmii i3 rpynu, Wo BKIYa€E BoAeHb, eHin, TieHin, Co-Ce-ankiHin i Co-Ce-arnkeHin;



R’ BubBpanun i3 rpynu, wo Bknovae Cq-Cs-nepdproparkin, xnop, Cq-Ce-ankinTiorpyny, C1-C6-ankokcurpyny,
HiTpOrpyny, uiaH i uiaH-C+-Cs-ankin;

R* aBnse coboto oanH abo Aekinbka pagukanis, BAGpaHMX He3anexHo OpYyr Bi4 Apyra 3 rpynu, Lo BKIHOYae
BoAeHb, ranoia, C1-Ce-ankin, Co-Ce-ankeHin, C2>-Ce-ankiHin, ranoin-Co-Ce-ankiHin, apun-C+-Cs-arkin, apun-Co-Ce-
ankiHin, apnn-Co-Ce-ankeHin, C1-Ce-ankokemrpyny, MetuneHgiokenrpyny-Ce-ankintiorpyny, C+-Ce-ankincynbsdiin,
-O(CF2)20-, apunokeurpyny, apuntiorpyny, apuncynsdiHin, retepoapurokeurpyny, Ci-Ce-ankokcun-C1-Ce-ankin,
apun-C-Ce-arnkinokcurpyny, retepoapun-Cs-Ce-ankinokcurpyny, apun-Ci-Ce-ankoken-C1-Ce-arkin, Ci-Ce-
ranoigHun arkin, Cs-Ce-ranoigankokcurpyny, Ci-Ce-ranoigankintiorpyny, C1-Ce-ranoigankincynbgidin, C1-Ce-
ranoigankincynboHin, Cs-Cs-ranoigarnkin-C+-Cs-rigpokciarkin, Ci-Ce-rigpokciankin, rigpokcunimiHo-C+-Ce-arnkin,
C1-Ce-ankinamiHorpyny, apunamidorpyny, apun-C+-Ce-ankinamiHorpyny, retepoapun-amiHorpyny, retepoapun-Ci-
Ce-ankinamiHorpyny, HiTporpyny, uiaH, amiHorpyny, amiHocynbdoHin, Ci-Ce-ankinamiHocynbdoHin,
apunamiHocynboHin, retepoapunamiHocynbdoHin, apun-Ci+-Ce-ankin amiHocynbdoHin, retepoapun-C+-Ce-
ankinamiHocyrnbgoHin, reTepoumMKnincynboHin, C1-Ce-arnkincynboHin, apun-C1-Ce-arnkincynboHin,
HEeOOOB'I3KOBO  3aMilUeHUIA apur, HeoOOB'I3KOBO 3amilleHun retepoapun, apun-Ci-Ce-ankinkapboHin,
retepoapun-Cq-Ce-ankinkap6boHin, retepoapunkapboHin, apunkapboHin, amiHokap6boHin, Ci-Ce-ankokcmkapboHin,
dopmin, C1-Ce-ranoigankinkapborin i C1-Ce-ankinkapOoHin; i

aTtomMu uukny A - A1, AZ, Adi A* - HezanexHo OpYr Bi4 Apyra Bubpai 3 rpynu, WO BKIKOYaE ByrneLpb i a3oT, 3a
YMOBM, LLO He MeHLue aBox 3 atomiB A', A% A’i A*e aTomamu Byrnewyo;

abo ae R? pasom i3 LMKNOM A yTBOpKE paavkan, BUGpaHWUii i3 rpynu, LIO BKMYae HadTUn, XHOMIM,
XiHOMi3WHIN, XiHoKcarniHin i anbeHsodypun;

abo isomepu abo papmMauUEBTUYHO NPUAHSTHI COMi TAKUX CMOMYK.

AHanoriyHMi knac CrnonyK, KOPUCHWX Mpu MiKyBaHHi po3nafiB, OnocepeaKkoBaHWX LMKIIOOKCMIeHasow-2,
BKIIOYAE Crnonyku, obymoBneHi dpopmynoto I:

ae X subpaHuii i3 rpynu, wo skniovae O, S i NR?,

R?- ankin;

R BubpaHuin i3 rpynu, WO BKtoYae KapOOKCuI, amiHOKapOOoHin, arnkincynbgoHinamiHoKapOoHin i
arnkokcukapOoHin;

R’ BUOpaHUI i3 rpynu, LIO BKIKOYAE ranoigHWA arnkin, ankin, apankin, uvknoankin i apun, Heob6oB'A3KOBO
3amilleHni ogHuM abo fekinbkoma paavkanamu, BubpaHumum 3 rpynu, WO BKIOYAE ankintiorpyny, HiTporpyny i
ankincyrnbdoHin

R? - oavH abo Aekinbka pagukanis, BMOpaHuUX i3 rpynu, WO BKMOYAE BOAEHb, ranoig, arkin, aparkin,
anKoOKCUIPYMy, apuUIoKCUIpyny, re Tepoapurokeurpyny, aparnkiriokcurpyny, retepoaparkiniokcurpyny, ranoigHumn
ankin, ranoigankokcurpyny, ankinamiHorpyny, apunamiHorpyny, aparnkinamiHorpyny, reTepoapunamiHorpyny,
retepoapunankinamiHorpyny, HiTPOIpYNYy, amiHorpyny, aMmiHocynboHiIn, arkinamiHocynboHin,
apunamiHocynboHIN, reTepoapun amiHoCynbdoHiN, aparnkinamiHoCynbdoHiN, reTepoaparkinamiHocynbgoHin,
reTepouVKNoCynb@OHin, arkincynbgoHin, HeobOOB'A3kOBO 3aMilleHUn apurn, HeobOB'A3KOBO 3aMilLeHUI
retepoapwn, aparkinkap0ooHin, retepoapunkap0boHin, apunkapOoHin, amiHokapOoHin i;

a6o R? pa3om i3 LKMoM A yTBOPIOE paamkan HadoTuT;

abo isomepu abo hapMaLEBTUYHO NPUAHSATHI COMi TAKUX CMOMYK.

Cnonyku BignoBiAHO OO AAHOr0 BMHAXo4y MOXYTb OyTU KOPUCHi, He oOMeXylounchk UM, Ans NiKkyBaHHS B
nauiedTa 3anasibHMX NPOLECIB i ANA JiKyBaHHS iHLWMX pO3nafiB, OnocepeaKkoBaHUX LUKMOOKCUIeHas3ow-2, npu
nikyBaHHi 60MbOBMX CMMNTOMIB i FOMOBHMX BonNiB AK aHanbreTMkn abo npu nikyBaHHi CTaHiB i3 NiABULLEHOID
TeMnepaTypolo siKk aHTUNipeTMKW. Hanpuknag, cnonyku BignoBiAHO OO AAHOM0 BUHAxXody MOXYTb OYTM KOPWUCHI
npu NikyBaHHi apTpWTIB, BKIOYAOUM, ane He oOMeXyumMcb LM, peBMaToigHOro apTpuTy, cnoHAunoapTponarii,
nogarpmMyHoro apTpuTy, OCTE0apTpUTy, CUCTEMHOI YEepPBOHOI BOBYaHKMW i HOBEHINbHOrO apTpuTy. Taki cnonyku
BiANOBIAHO A0 OaHOro BMHaxody MOXYTb OyTW KOPUCHI Npu nikyBaHHi actMu, BpOHXITY, MEHCTpyanbHUX CyaOM,
npu nepegyacHyx nonorax, Npu nikyBaHHi TEHAMHITY, OYpCUTY, 3aXBOpIOBaHb MEYiHKW, Yy TOMY YMCHi renatuty,
XBOPOONMBUX CTaHIiB LIKipW, Hanpuknag, ncopiasy, ek3emu, OMKiB i AepmaTUTIB, a TakoX micrsonepauiiHnx
3ananeHb, y TOMYy 4uchi nicng oranbMOMOriYHMX orepadin, BKIYalyM BUAANEHHS KaTapakTi i XipypridHi
onepauii Ha kpuwTanuky. Cnonyku BiANOBIAHO A0 JAHOIMO BMHaxody MOXYTb OYTW KOPUCHI TakoX Mpu NikyBaHHi
LUNYHKOBO-KMLLKOBMX PO3MaiB, Hanpuvknag, 3ananbHWMX MpOLEcCiB Yy KULEeYHuKy, xBopobu KpoHa, ractpwury,
CYHAPOMY MOAPa3sHEHHS KMLIEYHWUKa i BMpaskoBoro komity. Cnonyku BignoBigHO OO OaHOro BMHaxody MOXYTb
Oyt KOPMCHIi Npu nNiKyBaHHI 3ananbHUX MNPOLECiB, MOB'A3AHUX i3 TakMMMK 3aXBOPHOBaHHAMM, SK MirpeHb,
BY3MNMKOBWUIA nepiapTepiiT, TMPOIgMT, annactMyHa aHemis, xBopoba XomkkiHa, ckrnepoaoma, peBMaThyHa
NMxoMaHka, giabeT tmny |, 3axBoptoBaHHA HEPBOBO-M'A30BUX 3'€QHAHb, Y TOMY YMCII MiacTeHis, 3axBOPIOBaHHS
6inoi pevyoBuHN MO3KY, y TOMY YACIi PO3CISHWUIA CKMepo3, CapKoifos, HePOTUYHMI CUHOPOM, cuHApom BexdveTa,
NonimMio3uT, MiHriBIT, HEPUT, FiNEepPYyTNUBICTb, HAOPSKM NIiCHA YLIKOMXKEHb, Y TOMY YMCHi HABPSKM MO3KY, iLueMist
Miokapga # iH. Li cnonyku moxytb OyTM KOpUCHI Takox npu MNiKyBaHHi 0odTanbMOSOriYHNX 3axBOPHOBaHb,
Hanpvknag, PeTUHITY, KOH''OHKTUBITY, peTMHONaTii, yBeiTy, CBITNOOOS3HI i rOCTPUX YWWKOMKEHb TKAHWH Oka. BoHu
MOXYTb BYTU KOPUCHI TakoX NpUW NiKyBaHHI 3ananbHUX NPOLECIB y NereHsx, Hanpuknag, rnos'a3aHunx i3 BipyCHVMU
iHdbekUiaMH, i KicTo3Horo ¢ibpoay. Lii cnonykn MoxyTb Takox GyTM KOPWUCHI Npu nikyBaHHI po3nagiB LeHTpanbHol



HEepBOBOI CMCTEMM, HanNpuknag, KopTUkansHoro cnaboymcTea, y Tomy 4Ymcni xsopobu Anburenmepa, i nopylweHb
[isANbHOCTI LleHTparnbHOI HEPBOBOI CMCTEMM BHACNIAOK yaapy, iweMii i TpaBm. Cnonyku BiANOBIAHO OO AaHOro
BMHaX04y KOPUCHI Sk NpoTu3anansHi 3acobu, Hanpuknaa, npu nikyBaHHi apTpuTy, i3 A0AaTKOBO Nepesaroto, Lo
nonsrae B 3Ha4yHoMy ocrnabneHHi nobiyHmx edpekTiB. Lli cnonykm mMoxytb OyTM TakoX KOPWUCHI MpW NiKyBaHHi
anepriyHoro puHiTy, CMHAPOMY po3nagy Noguxy, CUHAPOMY EHAOTOKCMHHOIO LUOKY i 3aXBOPIOBaHb NedviHku. BoHu
MOXYTb OYTU KOPUCHI TaKOX ANS 3HATTS 60NbOBUX BiAYYTTiB, HAaNpuKnag(ane He Tinbky) nicnsonepaLinHux 6onis,
3ybHoro 6o, m'a3oBux 6onis i Oonig, WO BUHUKAOTL Npu paky. Lli cnonykn MmoxyTe Oyt KOPUCHI Takox mpwu
nikysaHHi cnaboymctea. TepmiH "nikyBaHHS" oxonnioe YactkoBe abo MOBHE 3HATTA CUMMNTOMIB cnaboymcTea, Y
TOMY uncni xBopobu Anburerimepa, cnaboymcTBa BHACNifOK CyOUHHUX po3nagis, criaboymcTBa, NOB'A3aHOr0 3
MHOXWHHAMW  KPOBOBUITMBaMMW, MpeECeHiNMbHOro craboymcTBa, ankoronbHoro craboymctBa i crapedvoro
cnaboymcTaa.

BuweonucaHuii cnocib6 moxe GyTM KOPUCHWUIA, ane He OOMEXYIoUNCh LUUM, ANs JiKyBaHHS i nonepemKeHHs
noB'A3aHuX i3 3ananbHMMK NpoLecamuy cepueBo-CyanHHUX po3nagB y nauieHTa. Cnocib moxe 6yt KopucHui
npyu niKkyBaHHi | nonepempKeHHi CyAMHHUX po3nafiB, 3axBOpPIOBaHb KOPOHApHUX apTepin, aHeBpuawm,
apTepiockrneposy, aTepockneposy, y TOMY 4YMChi aTepOoCKepo3y cepLeBnx TpaHCnnaHTaTiB, iHpapKTy Miokapaa,
emboniii, Hanapgis, Tpom6o3y, y TOMY umucri BeHO3HOro Tpom06o3y, cTeHokapgii, y TOMYy 4uChi XUTNMBOI
CTeHOKapaii, 3ananeHHs KopoHapHUx BnsLoK, 3ananbHMX NpoueciB 6akTepianbHoOT eTionorii, y Tomy yicni Tumu,
WO BVKMMKAKOTLCHA X1aMmifisMu, 3ananbHWX NpoueciB BipYCHOI eTionorii, a TakoK 3ananbHuUX MNpoueds,
noB'A3aHnX, Hanpuknag, C TpaHCMMaHTauielo CyauH, Y TOMY YMCNi aopTO-KOPOHAPHUM LUYHTYBaHHAM; 3
onepauiiMu No BIAHOBMEHHIO CYAMH, Y TOMY YWUCH aHrionnacTMKow; 3 YCTAHOBKOK pPO3LUMPHOBAYiB(CTEHTIB),
eHAapTepeKTOMIEKD i 3 iHWMMW BTPYYaHHSAMM, Lo 3adinatoTb apTepil, BEHW i Kaninsapu.

Cnonykn MoxyTb ByTM KOPUCHi, ane He OOMEexXylouMchb UMM, ANS NiKyBaHHS B NauieHTa po3nagis, NOB'S3aHMX
i3 pO3BUTKOM KPOBOHOCHUX CyduH(aHrioreHe3om). BignosigHoO [0 AaHOro BuWHaxody, CMOMYKM MpusHavaloTb
nauieHTty B pasi noTpebu iHribyBaHHA pPO3BUTKY KPOBOHOCHMX cyauH. Lleit cnoci6 mMoxe GyTM kopucHuMM npu
NiKyBaHHI NyXIMH, Y TOMY YMCHi MeTacTasiB; 0pTanbMOSIONYHMX XBOPOOMBMX CTaHIB, HAaNpPUKIaAd, BiATOPrHEHHS
TpaHcnnaHTaTy poroBuLi, yTBOPEHHSA HOBMX CYAMH Y TKAGHMHaX OKa, PO3pOCTaHHA CYAMH Yy CiTKiBUi, y TOMY Yumchi
pPO3pOCTaHHs BHaCMigoOK YLWKOMKEHHA abo iHdekuii, aiabeTuuHoi petuHonarii, AereHepauii KOBTOi nnsmMu,
peTporneHTansHoi ¢ibponnasii i HeoBacKynsipHOI rMaykoMu; BMPa3KOBMX 3aXBOPHOBAHb, BKIOYaK4YM BUPa3Ky
LN yHKa; NaToONOr4yHNX, ane He 3rosiKiCHAX CTaHiB, HaNpuUKnag, reMmaHriomM, y ToMy Yichi iHBaHTUMbHUX FEeMaHrioMm,
aHriohibpoMmn HOCOINOTKM W aBaCKYNMAPHOrO HEKPO3y KiCTKM; i po3nafiB >XiHOYMX PEnpoOayKTUBHUX OPraHiB,
Hanpuknaz, eHOoMeTpio3y.

Cnonyku BignoBigHO OO AaHOro BMHaxody MOXYTb OyTM KOPUCHI Ans nonepemkeHHa abo NnikyBaHHS NyXivH,
y TOMY 4ucCni pakoBuX, Hanpuknag, paky nNpaMOi KWLIKW, paky rorfioBHOrO MO3KY, paky KiCTKW, MyXfuH, Lo
BMHUWKaOTb B eniTenianbHUX TKaHWHax(eniteniansHMX KapuiHom), Hanpukrnag, 6asanbHo-KNiTMHHOT eniTenioMmu,
aZleHoKapLUiHOMK, paKy CTpPaBOBapWIIbHOTO TPakTy, Hampwknag, paky rybu, paky poTOBOi MOPOXHWUHU, paky
CTpaBoXxoAy, paKy TOHKOI KULLKW, paKy LUMyHKa, paKy TOBCTOI KWLUKUW, paKy MeyviHKW, paky Ce4YoBOro Mixypa, paky
NiALWNYHKOBOI 3aM03u, paKky SEYHUKIB, paKy LMAKW MaTKKW, paKy NereHis, paky rpygen i paky Wwkipun, Hanpuknag,
NIOCKOKNITUHHOIO paky i 6a3anbHO-KMITUHHOT eniTenioMun, paky NpocTaTh, paky HAPKM N iHLMX BUAIB paky, Lo
ypaxatoTb enitenianbHi KMiTMHW opraHiamy. NepeBakHO NyxnMHW BUOMpPalOTbCA 3 TPYNW, LIO BKIOYAE pak
CTPaABOBAPUITLHOIO TPaKTy, paK MeYiHKM, pak CeYOBOro Mixypa, pakK MiALUIyHKOBOI 3ario3n, pak siEYHUKIB, pak
npocTaTy, paK LUMAKW MaTKW, pak NereHiB, pak rpyaen i pak LWKipu, Hanpuknaa, NiocKoKIiTMHHWA pak i 6a3anbHo-
KNiTMHHY eniTeniomy. Cnonykn Moxytb GyTM 3acTocoBaHi Ana nikyBaHHA ¢ibpo3iB, NOB'A3aHMX i3 NPOMEHEBOID
Tepanieto. Llen 3acid moxe Oyt 3acToCOBaHUI Mpu MiKyBaHHI NaUieHTIB, WO CTpaXAalTb afeHOMaTo3HUMU
noninamu, y ToMy Ynucni noB'a3aHMMu i3 cimeiHumMm ageHoMmaTo3HuM nonino3om (CAI). Kpim Toro, uew cnoci6 moxe
OyTM BUKOPUCTaHWUI ONsi NonepepKeHHs PO3BUTKY NONINIB Y NaLuieHTiB, WO BXoAsATb Y rpyny pusnky no CAIl.

Mpwiiom cnonyk BiANOBIAHO 40O A4AHOIO BUHAXo4y MoxXe ByTu 3acTocoBaHMI camuii no cobi abo B NOEQHaHHI 3
iHWMMKM BuOaMun JiKyBaHHSA, WO BigOMi crneuianictam B ranysi nonepemKeHHs i nikyBaHHSA MyxvH. Y
anbTepHaTMBHOMY BapiaHTi CMOMYKW, ONMCaHi B AaHOMY OMuUCi, MOXYTb ByTM BMKOpUCTaHi Npu KombBiHOBaHIn
Tepanii. Hanpuknag, ui cnonykm MoxyTb OyTM 3actocoBaHi cami no cobi abo B noeaHaHHi 3 iHWUMYK
NPOTUNYXMHHMMK areHTamy abo iHwMMKM iHribiTopamm pocty, abo 3 iHWMMK nikapcekumn 3acobamu abo
XUBUITbHAMW PEYOBUHAMMN.

Y npoMuMcnoBoMYy BMPOOHMLTBI, ¥ NpoUeci KNiHIYHUX BMNpoOYyBaHb i OOKMIHIYHOT PO3pobKM 3HAX0AUTLCA
BEnMKa KifneKiCTb NpOTUMNYXTMHHUX MpenapatiB, SKi MOXHa BUOpaTM ONg niKyBaHHA NyxMMH MeTodamu
KOMOiHOBaHO| nikapcbkoi XimioTepanii. Taki MpoTMNYXIMHHI 3acobu nigpo3ainATLC Ha AeKinbka OCHOBHMX
KaTeropii, SK-oT: 3acobu Tuny aHTMGiOTWKIB, ankinytodi 3acobu, aHTMMeTaboniTh, ropMoHarnbHi mpenapaTtu,
iMmyHonoriyHi 3acobu, npenapaTu Tuny iHTepdEepOHy Ta iHLI NpenapaTy 3milaHoi Aii. Ak anbTepHaTUBHI BapiaHTK
MOXYTb OyTW 3aCTOCOBaHi iHLWI NPOTUNYXNNHHI 3acobu, Hanpwknag, MeTanoMmaTpusHi npoteasmn(MMI), imiTaTopu
SOD abo iHriGiTopn ovfa.

Mepwe ciMencTBO NPOTUMNYXITMHHUX 3acobiB, AKi MOXYTb OYTK 3acTocOBaHi B MOEQHAHHI 3i cnonykamu, Lo
BiANOBiAalOTb AaHOMY BMHaxo[OBi, CKMA4a€eTbCs 3 NPOTUMYXMHHMX 3acobiB Tvny aHTumeTabonitie. MpuaaTtHi
ONns Uiei MeTn NpoTUNYXIMHHI 3acobun TMNy aHTMMeTaboniTiB MOXYTb OyTM BUOpaHi 3 rpynu, WO CKNagaetbes 3 5-
FU-gibpuHoreHy, akaHTMdonieBoi KMCNOTWU, amiHoTiagiazony, OpekiHap-HaTpito, kapmodypy, npenapaty CGP-
30694 (cbipma Ciba-Geigy), uUMKNoOneHTUNUMTO3UHY, uuTapabiH-docdaTcTeapaTy, crnonydyeHux uuTapabiHi,
npenapaty DATHF(gipma Lilly, DDFC(gipma Merrel Dow), pgesaryaHiHy, AOuO€OKCULMTUAUHY,
OnpeokcuryaHosvHy, guaokca, npenapaty DMDC(dgipma Yoshitomi), gokcudonypmnanny, npenapaty EHNA(dipma
Wellcome), EX-015(cpipma Merck & Co.), dasapabiHa, dnokcypuaunHy, dpnynapabiH-cdocdaty, 5-dpropypauuny,
N-(2'-dpypaHignn)-5-dpropypauuny, npenapaty FO-152(dipma Daiichi Seiyaku), isonponinniponisuHy, npenaparTis



LY-188011 i LY-264618(cbipma Lilly), meTobeH3anpumy, meTtoTpekcaTy, npenapaty MZPES(dipma Wellcome),
HopcnepmianHy, npenapatiB NSC-127716, NSC-264880, NSC-39661, NSC-612567(cipma NCI), PALA(cipma
Warner-Lambert), neHtoctatuHy, niputpekcumy, nnikamiumHy, npenapaty PL-AC(dipma Asahi Chemical),
npenapaty TAC-788(dipma Takeda), TioryaHiHy, TiasodypuHy, npenapaty TIF(cdipma Erbamont),
TpMMeTpekcaTy, iHribiTopiB TMPO3uNHKiHa3W, iHriGiTopiB TMPO3MH-NpoTeiHkiHa3wn, npenapaty UFT(dipma Taiho) i
NUNTUHY.

P ,D,pyreycimeMCTBo NPOTUNYXTMHHUX 3acobiB, WO MOXYTb OyTM 3aCTOCOBaHI B MOEOHAHHI 3i cnonykamu, Lo
BiANOBiAaloTb AaHOMY BUHaxo4o0Bi, CkNnaaaeTbCs 3 NPOTUNYXMHHKUX NpenaparTiB ankinywoyoro tuny. MNMpuaaTtHi ans
Liei MeTu NpoTUNYXNUHHI NpenapaTty arkinyloyoro tmny Moxyrtb OyTv BuOpaHi 3 rpynu, WO cknagaetbcs 3
npenapaTy 254-S(dipma Shionogi), aHanoriB anbgo-cgocdaminy, ansTpeTamiHy, aHakCcupoHy, npenapaTy BBR-
2207(pipma Boehringer Mannheim), 6ectpabyuuny, O6ynotutaHa, npenapaty CA-102(cdipma Wakunaga),
kapbonmaTuHy, KapmycTvHy, npenapatiB  Chinoin-139, Chinoin-153, xnopambyumny, uucnnaTuHy,
uuknodocdamiay, npenapaty CL-(cipma American Cyanamid), npenapaty CY-233(cdipma Sanofi), umnnarary,
npenapaty D-19-384(cipma Degussa), npenapaty DACHP(Myr)2(dipma Sumimoto), audeHin-cnipomyctuHy,
AvnnatmHym-uuTocTatvka, noxigHux AuctamiumHy(dipma Ema), npenapaty DWA-2114R(cipma Chugai),
EOQ9(dipma ITI), enbmyctuHy, npenapaty FCE-24517(dipma Erbamont), ectpamyctun-cocdaty HaTtpito,
doTemycTvHy, npenapaty G-6-M(dipma Unimed), npenapaty GYKI-17230(cdipma Chinoin), rencynbdamy,
icbocramigy, inponnaTuHy, nOMycTnHy, madocdamigy, mitonaktony, npenapaty NK-121(cipma Nippon Kayaku),
npenapaty NSC-264395(cpipma NCI), npenapaty NSC-342215(cvipma NCI), okcaninnaTuHy, npenapaty
PCNU(dipma Upjohn), npeaHimyctuny, npenapaty PPT-119(dipma Proter), paHimycTuHy, cemycTuHy, npenaparty
SK&F-101772(cbipma SmithKline), npenapaty SN-22(dipma Yakult Honsha), cnipomyctnHy, npenapaty TA-
077(cbipma Tanabe Seiyaku), TaypoMycTrHy, TEMO30MOMifAYy, TEPOKCUPOHY, TE TpannatuHy i Tpumenamony.

TpeTe ciMencTBO MPOTUNYXIMHHUX 3acobiB, WO MOXYTb OYyTM 3acTOCOBaHi B NOEOHAHHI 3i crionykamu, sii
BiANOBiAalOTb OAaHOMY BMHAaxoAOBi, CKMafaeTbCcs 3 NPOTUNYXMHHWUX npenapaTiB Tuny aHTnbioTukiB. MpuaaTtHi
Ans uiel MeTm NPOTUNYXIMHHI Npenapatn Tuny aHTMBIoTMKIB MOXYTb ByTv BUOpaHi 3 rpynu, WO cknajaetbcs 3
npenapaTy 4181-A(cbipma Taiho), aknapybiumHy, aktmHomiumHy D, aktnHonnaHoHy, npenapaty ADR-456(cipma
Erbamont), noxigHoro aeponnisuHiHy, npenapaty AN-201-li(pipma Ajinomoto), npenapaty AN-3(cipma
Ajiinomoto), aHisomiumHiB(chipma Nippon Soda), aHTpauvkniHy, asuHomiumHy A, bGicykabepuHy, npenaparTis-
6859(cbipma  Bristol-Myers), BMY-25067(cbipma Bristol-Myers), BMY-25551(cvipma Bristol-Myers), BMY-
26605(cbipma Bristol-Myers), BMY-27557(chipma Bristol-Myers), BMY-28438(cipma Bristol-Myers), 6neomiyunH-
cynbdaTty, 6pioctatnHa-1, npenapaty C-1027(cipma Taiho), kammxemiumHy, XpOMOKCUMILIMHY, AaKTUHOMILUHY,
nayHopybiunny, npenapatie DC-102(dhipma Kyowa Hakko), DC-79(cipma Kyowa Hakko), DC-88A(chipma Kyowa
Hakko), DC89-A1(dipma Kyowa Hakko), DC92-B(cbipma Kyowa Hakko), autpmucapybiuuny B, npenapaty DOB-
41(cbipma Shionogi), AokcopybiunHy, AokcopydiunHy-ibprHoreHy, enbcamiumHy-Ab enipybiliHy, epbcTaTuHy,
e3opybiuunHy, ecnepamiumHy-Al, ecnepamiumHy-Alb, npenapaty FCE-21954(cbipma Erbamont), npenapaty FK-
973(pipma  Fujisawa), cocTtpmeunHy, npenapaty FR-900482(cipma Fujisawa), migobaktuhy, rperatmHy-A,
rpyHKaMiLuHy, repbimilunHy, inapybiumHy, inoauHiB, KasycamiuuHy, kecapupoauHis, npenapaty KM-5539(cipma
Kyowa Hakko), npenapaty KRN-8602(cbipma Kirin Brewery), npenapatis KT-5432(cbipma Kyowa Hakko), KT-
5594 (pipma Kyowa Hakko), KT-6149(chipma Kyowa Hakko), npenapaty LL-D49194(cbipma American Cyanamid),
npenapaty ME 2303(cbipma Meiji Seika), meHorapuny, miToMiunHy, miTokcaHTpoHa, npenapaty M-TAG(cipma
SmithKline), HeoeHakrnHy, npenapaTtiB NK-313(dipma Nippon Kaiyaku), NKT-01(dipma Nippon Kaiyaku),
npenapaty NSC-357704(cdipma SRI International), okcanisavHy, OKCayHOMiUWMHY, MeNnoMiLuHy, ninaTuHy,
nipapybiumMHy, nopoTpamiumHy, nipuHgamiuuHy A, npenapaty RA-1(dipma Tobishi), panamiumHy, pun3okcuHy,
poaopybiunHy, cnbaHomiLmHy, cuBeHMiuuHy, npenapaTty SM-5887(chipma Sumitomo), npenapatis SN-706(cipma
Snow Brand), SN-07(cipma Snow Brand), copaHriuvHy-A, cnapcomiuuny, npenapartis SS-21020(dipma SS
Phamaceutical), SS-7313B(cdipma SS Phamaceutical), SS-9816B(cipma SS Phamaceutical), ctedimiumHy B,
npenapaTty 4181-2(chipma Taiho), Tanicomiumny, npenapaty TAN-868A(dipma Takeda), TepneHTeunHy, Tpa3uHy,
TpukposapuHa A, npenapaty U-73975(chipma Upjohn), npenapaty UCN-10028A(cdipma Kyowa Hakko),
npenapaty WF-3405 (cipma Fudjisawa), npenapaty Y-25024 (cdipma Yoshitomi) i 3opybiumHy.

YeTBepTe CiMENCTBO NPOTUMYXITMHHUX 3ac06iB, O MOXYTb OyTM 3aCTOCOBaHI B MOEAHAHHI 3 COMyKamu, Lo
BiQNOBI4AaOTh JAHOMY BMHaxXo4OBi, BKMOYAE Pi3HOMaHITHI MPOTUNYXNMHHI Npenapatu. MpugaTtHi anga uiei uini
NPOTUNYXIMHHI NpenapatM MOXyTb Oyt BuGpaHi 3 rpynu, WO cknagaeTtbcs 3 ansda-kapoTeHy, anbda-
andropmeTunapriHiHy, auuTpeTvHy, npenapaty AD-5(cipma Biotec), npenmapaty AHC-52(cbipma Kyorin),
anbCTOHIHY, aMoHaduigy, aMdeTnHiINy, aMcakpuHy, npenapaty "AHriocTaT", aHKiHOMILMHY, aHTUHeonnacToHy A10,
aHTMHeonnacToHy A2, aHTMHeonnactoHy A3, aHTMHeonnactoHy A5, aHTMHeonnactoHy AS2-1, npenapaty
APD(dipma Henkel), admaukonun-rmiumMHaty, acnapariHasu, npenapaty "ABapon”, 6axapuHy, Gatpauuniuy,
6eHdnypoHy, 6eH3oTpunTy, npenapaty BIM-23015(cipma Ipsen-Beaufour), GicaHTpeHy, npenapaty BMY-
40481(dipma Bristol-Myers), 6opoHy-10(cbipma Vestar), ©pomdocdamiagy, npenapatie BW-502(cipma
Wellcome), BW-773(dipma Wellcome), kapauemigy, kapmeTtusona rigpoxnopugy, npenapaty CDAF(dipma
Ajinomoto), xnopcynbdoxiHokcanoHy, npenapatiB CHX-2053(cdipma Chemex), CHX-100(cpipma Chemex),
npenapatie Cl-921(dipma Warner-Lambert), CI-937(cdhipma Warner-Lambert), CI-941(cdipma WarnerLambert),
CIl-958(dipma Warner-Lambert), knandeHypy, knasmpuaeHoHy, cnonyk 1259(cdipma ICN) i 4711(cbipma ICN),
npenapaTty "KoHTpakaH", npenapaty CPT-11(cipma Yakult Honsha), kpucHaTtony, Kypagepmy, umtoxanasuty VY,
uuTtapabiHy, umMtoumMTnHy, npenapaty D-609(dipma Merz), JABNC-maneaty, fgakapbasuHy, AateninTuHiymy,
OnaemHiHy-B, guremartonopgipvHoBOro equipy, AUMAPONEHNEPOHY, AWHaniHy, AMcTamiumHy, npenapatis DM-
341(cbipma Toyo Pharmar) i DM-75(dpipma Toyo Pharmar), npenapaty DN-9693(cipma Daiichi Seiyaky),
eninpabiHy, eninTuHiymy aueTtaTy, npenapaty EPMTC(cipma Tsumura), eprotamiHy, etonosugy, etpeTuHaTy,



deHpeTuHigy, npenapaty FR-57704(dipma Fujisawa), HiTpaTy ranito, reHkBagadHiHy, npenapaty GLA-43(dipma
Chugai), npenapaty GR-63178(cbipma Glaxo), rpudonany NMF-5N, rekcageunn-gocdoxoniny, npenapaty HO-
221(pipma  Green Cross), TFOMOXapWHITOHIHY, TrigpokcucevoBuHu, npenapaty ICRF-187(gipma BTG),
inbMod03uHy, i3ornytamiHy, i30TpeTuHoiny, npenapaTty JI-36(dipma Otsuka), npenapaty K-477(dipma Ramot),
npenapaTy K-76COONa(dipma Otsuka), npenapaty K-AM(dipma Kureha Chemical), npenapaty KI-8110(cipma
MECT Corp.). npenapaty L-623(cdipma American Cyanamid), nevikoperyniHy, noHigamidy, npenapaty LU-23-
112(cdpipma Lundbeck), npenapaty LY-186641(cipma Lily), npenapaty MAP(dipma NCI(US)), mapuvumHy,
npenapaty MDL-27048(cbipma Merrel Dow), npenapaty MEDR-340(cipma Medco), mepbapoHy, noxigHux
MepouiaHiHy, meTunaHiniHakpnaudy, npenapaty MGI-136(dipma Molecular Genetics), MiHakTUBIHY, MiTOHadiay,
MiTOXiIOHY, Monigamorny, MoTpeTuHigy, npenapaty MST-16(dipma Zenyaku Kogyo), N-peTnHoinamiHoKUCIoT,
npenapaty N-021(dipma Nisshin Flour Milling), N-aumnboBaHux AerigpoanaHiHi, Hadpaszatpomy, npenapaty
NCU-190(cbipma Taisho), noxigHnx Hokogasony, npenapaTy "HopmocaHnr", npenapatis NSC-145813(dhipma NCI),
NSC-361456(cpipma NCI), NSC-604782(chipma NCI), NSC-95580(chipma NCI), oktpeotnay, npenapaty ONO-
112(cbipma Ono), oxizaHouuHy, npenapaty Org-10172(cipma Akzo), naHKpaTUCTaTUHY, NA3eninTMHy, NnpenapartiB
PD-111707(dbipma Wamer-Lambert), PD-115934(dipma Warner-Lambert), PD-131141(dipma Warner-Lambert),
npenapaty PE-1001(dipma Pierre Fabre), nentuay D(cipma ICRT), nipokcaHTpoHy, nonirematonopdipury,
noninpeiHoBoi kucnot, edamon-opdipnHy, npobivaHy, npokap6asuHy, npormomigy, iHBITPOH-NpoTeasu
HekcnHy |, npenapaty RA-700(cpipma Tobishi), pasokcaHy, npenapaty RBS(dipma Sapporo Breweries),
pecTpuKTUHY-P, peTeninTuHy, peTMHONoBoi kucnotu, npenapartisB RP-49532 i RP-56976(cipma Rhone-Poulenc),
npenapaty SK&F-104864(dipma  SmithKline), npenapaty SM-108(dipma Sumitomo), npenapaTy
SMANCS(dipma Kuraray), npenapaty SP-10094(cipma SeaPhamm), cnaTtony, noxigHux cnipouvKnonponaxy,
cniporepmatito, npenapaty "HOHimen", npenapaty SS-554(cipma SS Phammaceutical), cTtpunongiHoHy,
npenapaty "CrtinogioH", npenapatis SUN 0237(dipma Suntory) i SUN 2071(dipma Suntory),
cynepokcugamcmytasu, npenapaTtiB T-506(cipma Toyama) i T-680(cbipma Toyama), Takcony, npenapaty TEI-
0303(cpipma Teijin), TeHinosmay, TanibnactmHy, npenapaty TJB-29(dipma Eastman Kodak), TokoTpmeHony,
npenapaTy "TonoctuH", npenapaty TT-82(dipma Teijin), npenapatis UCN-01(cipma Kyowa Hakko) i UCN-
1028(cpipma Kyowa Hakko), ykpaiHy, npenapaty USB-006(cdipma Eastman Kodak), BiHGnacTtuH-cynbdary,
BIHKPUCTMHY, BiHOECWHY, BiHecTpamigy, BiHOpenbOiHy, BiHTpUNTOMY, BiH30MiAMHY, BiTaHonigiB i npenapaty YM-
534(dhipma Yamanouchi).

Mpuknagamun pagionpOTEKTOPHUX areHTiB, AKi MOXYTb Oyt 3acTocOoBaHi B NOEAHAHHI 3 cCnonykamu, Lo
BignosigalTe JaHOMY BUHaxodoBi, € AD-5, aaxHoOH, aHanorn amidoCTuHy, AeToke, gumecHa, 1-102, MM-159, N-
aumnboBaHi gerigpoanaHiin, TGF-Genentech, Tunpotumopa, amicdoctvH, WR-151327, FUT-187, keTtonpodpeH
nigLwKkipHo, HabymeToH, cynepokevaancmytasa(dgipmu Chiron) i cynepokcmaamcmyTtasa(eH3oH).

Mopsag i3 KopucHICTIO AN NiKyBaHHA MOAWMHW, Ui CMOMYKU KOPWUCHI TakoX Yy BeTepuHapii Ans nikyBaHHA
CBIICbKMX TBAPWUH, €K30TUYHUX TBAPUH i CiNlbCbKOrocnogapcekuUxX TBApWH, Y TOMY YMCHi CcaBLuiB, MPU3YHIB i T.A4.
BinbLw nepeBaxkHO 3aCTOCYBaHHS iIX ANS NiKyBaHHS KOHeM, cobaK i KiLLoK.

3anponoHoBaHi Crnonyku MoxyTb OyTW 3aCTOCOBaHi MpY ChifbHOMY NiKyBaHHI TakOX K YacTkoBa abo NMoBHa
3aMmiHa 3BMYaWHUMX NpoTM3ananbHMX 3acobiB, Hanpuknag, cninbHO 3i cTepoigamu, HecTepoiaHVMMU
npotnsananbHUMmM 3acobamu, iHriGitopamm INOS, iHriGiTopamu 5-ninokcureHasn, aHTaroHicTamu peuenTopiB
LTBa4 i inriitopamu LTAs-rigponasu.

MpugatHi Ansa uiei uini iHribitopn LTAs-rigponasu Bkntovato RP-64966, 6eH3nnosuin edip(S,S)-3-amiHo-4-
(4-6eH3unokcudeHin)-2-rigpokcumacnaHoi  kucrnotm(Scripps  Res.  Inst), N-(2(R)-(uwknorekevunmeTtvn)-3-
(rippokcnkap6amoin)nponioHin)-L-anaHiH(Searle),  7-(4-(4-ypeinobeHsnn)deHin)-rentaHoBy  kucnoty(Rhone-
Poulenc Rorer) i nitiey cinb 3-(3-(1E,3E-TeTpaaekagieHin)-2-okcmparin)beHsonHoi kucnotu(Seare).

[o npuagatHux anga uiei uini aHTaroHicTiB peuentopiB LTB4 BigHOCATbCSA, nopsig 3 iHWWMMW Cronykamu,
ebceneH, niHasonacT, OHTaA30MacT i Hwk4YenepenivyeHi crnonyku, BupobrneHi cipmamu, 3asHavYeHUMK B OyXKaxX:
Bay-x-1005(Bayer), CGS-25019C(Ciba Geigy), ETH-615(Leo Denmark); MAFP(Merck), TMK-688(Terumo), T-
0757(Tanabe), LY-213024, LY-210073, LY-223982, LY-233469 i LY-255283, LY-293111, 264086 i 292728(Lilly),
ONO-LB457, ONO-4057 i ONO-LB448(0Ono), S-2474(Shionogi), kanbutpon, SC-53228, SC-41930, SC-50605 i
SC-51146(Searle), BPC 15(Warner Lambert), SB-209247(SmithKline Beecham) i SKF-104493(SK&F).
MepeBaxHO aHTaroHictn peuenTopie LTB4 Bubupatots i3 rpynu, WO BKNOYae KanbuuTpon, ebceneH, cnonyku
Bay-x-1005(Bayer), CGS-25019C(Ciba Geigy), ETH-615(Leo Denmark), LY-293111(Lilly), ONO-4057(Ono) i
TMK-688(Terumo).

[o npupgatHux gnsa uiei uini iHriditopam 5-LO BigHOCATL, nopsa 3 iHWMMM CrionyKamMu, HWKYeneperniyeHi
crnonyku, BupobneHi cdipmamu, 3asHayeHummn B gyxkkax: A-76745, 78773 i ABT761(Abbott), Bay-x-1005(Bayer),
CMI-392(Cytomed), E-3040(Eisai), EF-40(Scotia Phamaceutica), F-1322(Fujirebio), ML-3000(Merckle), PF-
5901 (Purdue Frederick), R-840(3M Phamaceuticals), a Takox punonipokc, ¢pno®ydeH, niHazonacr, noHanosneH,
Ma30MnpoKOosl, OHTa30facT, TeHidan, 3ineyrtoH, MpaHnykacT, TenokcaniH, dnesenacTMHUH-rigpoxnopua,
eHaszagpem-gocdaTi 6yHanponnacr.

Cnonyku BiAMOBIAHO OO AaHOro0 BUMHAXOA4y MOXYTb TakoX OyTu 3actocoBaHi npu komGiHOBaHin Tepanii 3
onioigaMn M iHWUMKW aHanbreTMkamu, y TOMY YUCHi 3 HapKOTUYHUMW aHarnbreTMkamu, aHTaroHicTamum Mio-
peuenTopiB, aHTaroHiCTaMM Kana-peuenTopiB, HEHAPKOTUYHUMU(TOOTO TakMMM, LIO HE BUKMMKAKOTb 3BUKAHHS)
aHanbretMkamu, iHribitopamm 3acBOEHHSI MOHOaMiHiB, perynsatopamu ageHo3uHy, NoxXidHMMW KaHHabiHoidiB,
aHTaroHictamu pe4oBuHU P, aHTaroHictamu peLenTopiB HEMPOKiHIHY-1 | GriokaTopamm HaTpieBoro kaHany. binbw
NepeBaXHUM € IXHE MOEQHAHHA 3 cronykamu, obpaHnmy 3 rpynu, WO BKMYae MopdiH, MenepuavH, KoaeiH,
neHTtasouwuH, 6ynpeHodiH, GytopdaHon, Ae30uUuH, MenTa3uHoM, rapoKOAOH, OKCMKOOOH, MeTadoH, npenapaTu
"Tpamagon" [(+)-eHaHTioMep], DuP 747, "OuHopdin A", "EHagonin”, RP-60180, HN-11608, E-2078, IC1-204448,



aueTomiHobeH(NapaueTamon) nponokendpeH, HanbydiH, npenapat E-4018, dineHagon, wipdeHTaHin,
amitpuntunin, DuP 631, "Tpamagon" [(-)-eHaHTiomep], GP-531, akapeaunH, AKI-1, AKI-2, GP-1683, GP-3269,
4030W92, Tpamagon-pauemar, "OuHopdin A", E-2078, AXC3742, SNX-111, ADL2-1294, ICI-204448, CT-3 i CP-
99,994.

Li crnonykm moxyTb ©OyTM 3actocoBaHi B MOEAHaHHI 3 ogHMM abo [JdekinbkoMa aHTuricTamiHamu,
NpoTMHabpsikoBUMM Mpenapatamu, AiypeTukamu, 3acobamu Big Kawmo abo HWMMK npenapatamu, BijOMUMU
paHiwe sk edpeKTMBHI 3acobU B MOEQHAHHI 3 NpOTU3ananbHUMKU areHTaMmu.

TepmiH "nonepemkeHHsa" oxonnoe sk 3anobiraHHA BMHWKHEHHSA B MauieHTa KMiHIYHO O4YeBMAHMX CEepLeBO-
CyOMHHMX po3napjiB B3arani, Tak i 3anobiraHHA BMHWKHEHHSI JOKIiHIYHO OYEeBUOHWUX CTafil cepueBO-CYOUHHUX
po3nagis. BiH oxonntoe Takox npodinakTMyHe nikyBaHHA NauieHTiB, WO BXOAATb Y rPYNN PU3UKY Y BiAHOLLEHHI
PO3BUTKY CEPLEBO-CYANHHUX pO3nagiB.

Bupa3s "tepaneBTMYHO edeKTMBHE" 3aCTOCOBYETLCS [Ansl MO3HAYEHHsI KiNbKOCTI KOXHOro 3acoby, Lo
3abe3neyye JOCATHEHHS Lifi 3HWKEHHS TSXKKOCTI po3nagy i YactoTu BUHUKHEHHS] MO0 CUMMTOMIB MpY NiKyBaHHI
OOHVM UMM 3acobom, 3a YMOBM BIiACYTHOCTI HeratMBHMX MOOIYHMX edqeKTiB, 3BMYAMHO MOB'A3aHUX 3
anbTepHaTUBHMMUK 3acob6amm NiKyBaHHS.

[daHunii BUMHaxig nepeBaXHO BiOHOCMTLCS OO CMOMYK, LIO CENIEKTUBHO WHriOYI0Tb LMKIIOOKCUreHasy-2 vy
NOPIBHSAHHI 3 LMKINOOKCUreHa3ow-1. MNepeBaxkHo Cnonyku MarTb 3Ha4YeHHs [Csp LWOA0 LMKNOOKaNreHa3un-2 MeHLLe
npubrmaHo 0,5MkM, a TakoX MaloTb BiAHOLUEHHA CENEKTUBHOCTI iHMOYyBaHHA LIMKNOOKCUIeHa3un-2 4O iHribyBaHHS
umknookcureHasn-1 He meHwe 50, Ginbw nepeBaxHO He MeHwe 100. e Ginbw nepeBaxkHO, WO6 cnonyku manu
3HayeHHs1 ICs LWoA0 umKrookcureHasn-1, Wo nepesullye npubnmaHo SMkM. Taka kpalla CenekTUBHICTL MoXe
CMYXUTN O3HAKOK CMPOMOXHOCTI 4O 3HWKEHHS HeraTMBHMX MOBIYHMX eekTiB, Lo BUKMUKAKTLCA 3BUYAMHUMMN
HeCTepoigHUMM NpoTU3ananbHUMKM 3acobamu.

MepeBaxHWIA KNac CNonyK ckrnagaetbea 3 cnonyk dopmynu I, y koTpux X siensie coboto knuceHb abo cipky; R
BMOpaHUM i3 rpynu, LIO BKMOYAE KapOOKCWM, HWKYMIA arkin, HWKYAA aparkin i HWKYMin aJ‘IKOKCVIKapGOHIJ'I R’
0BpaHWii i3 rPYNK, WO BKIIOYAE HVXKYMIA TanoifH1it ankin, HOKYMIA LMKnoankin i denin; i R? - oguu abo gekinbka
pagvkanis, obpaHux i3 rpynu, WO BKOYAE BOAEHb, ranoid, HWKYMA arnkif, HWKYY anKoKCUrpyny, HWKYMA
ranoigHWUn  arkin, HWkK4Yy  ankinamiHorpyny, HiTporpyny, amiHorpyny, amiHOCYNb(OHIN,  HWKYMA
ankinamiHocynboHin, 5- abo 6-4uneHHN reTepoapunarkinamiHocynbdoHin, HWKYMIA aparkinamiHocynbgoHin, 5-
abo 6-4neHHN reTepOoLMKIINCYNbMOHInN, WO MiCTUTb a3oT, HVI)K'-IVII/I arkincynbgoHin, HeoboB'A3KOBO 3aMiLLEeHNI
d)eHIJ'I HWKYNI aparnkinkapOoHin i Hwkumin anKmKap60H|n abo R? pa3oMm i3 uknom A yTBoptoe pagvkan HadTum;
abo isomepiB abo drapmaLeBTUYHO NPUAHATHUX CONEN TaKMUX CMOIYK.

Binbw nepeBaxHUn Knac cnonyK cknagaemcesa 3 cnonyk cdopmynm |, y kotpux X sBnsie coboto kuceHs abo
cipky; R aBnsie coboto kapbokemn; R' siBnsie coBOK0 HIDKYMI ranoigHnn arkin; i R - oanH abo gekinbka paguvkanis,
BMOpaHUX i3 rpynu, LO BKIYAE BOAEHb, ranoig, HWKYMIA ankifn, HWKYMiA ranoigHui  ankin, Hwk4y
ranoigankokcurpyny, HWX4y ankinamiHorpyny, aMmiHorpyny, aMmiHOCynbOHIn, HWKYMI arnkinamiHo-cyrnbgoHin, 5-
abo 6-uneHHW reTepoapunankinamiHoCynbgOHIN, HWKYMIA aparkinamiHOCynbOHWM, HWKYUIA arkincynbqoHin,
6-4neHHUn  reTepouUMKOCYNb@OHIN, WO MiCTVITb as3oT, HeoOOB'A3KOBO  3aMilleHU  PEHIN,  HWKYUI
aparkinkapGoHin i HWKuMit ankinkapboHin; a6o R? pasom i3 Lukriom A yTBOPIOE pagukan HadgTun; abo isomepis
abo hapmaueBTUYHO NPUNHATHUX CONEN TaKUX CMOSYK.

e 6IJ'IbUJ nepeBaXHUN Knac Cronyk ckiagaetbca 3 crnonyk cdopmynm |, y koTpux R npencraensie coboto
Kapbokcu; R’ BUOpaHWi i3 rpynu, IO BKIOYae (TOPMETUN, XNOPMETWM, OUXITOPMETUN, TPUXIIopMeTun,
neHTadTopeTun, rentadropnponin, andropetnn, AudTopnponin, AUXNopeTun, AuxXnopnponin, gudropMmeTnn i
Tpudptopme™nn; i R - oanH abo gekinbka pagmkanis, BAGpaHUX i3 rpynu, WO BKIKOYAE BOAEHb, X0p, dTop, Opom,
noap, metun, etn, isonponin, TpeT-6ytun, ©ytnn, i306yTun, NEHTWN, reKCun, METOKCUIpyrny, €TOKCUrpymny,
izonponinokcurpyny, TpeT-6ytnnokcurpyny, TpudtopMmeTun, audpropmeTun, TpudTOpMETOKCUIPYMY, aMiHOrpymny,
N,N-gnmeTunamiHorpyny, N,N-gietunamiHorpyny, N-deHinMeTUnamiHocynbdoHin, N-
deHineTnnamiHocynbdoHin, N-(2-cypunmetun)amiHocynbdoHin, Hitporpyny, N,N-gumeTtnnamiHocyrnbdOHinm,
amiHocynbdoHin, N-vetunamiHocynbdoHin, N-etuncynbdoHin, 2,2-gumeTtvnetnnamiHocynbdoHin, N,N-
anmeTunamiHocynbgoHin, N-(2-vetunnponin)amiHocynbdoHin, N- Mopd)oanocynbcbOHln MeTUNCynbdOoHin,
6eH3unkapboHin, 22-,qmmeTV|nnpon|nKap60H|n cbeHlnau,eTvm i deHin; abo R? pasoMm i3 uuknom A yTBOpHOE
pagukan Hadtn; abo isomepis abo hapmaLeBTUYHO NMPUAHATHUX CONEN TaKNX CMOMYK.

LUle 6IJ'II:>LIJ nepeBaXHUI Knac Crnonyk Cknagaetbes 3 cnonyK dopmynu |, y koTpux R npeacrasnsie co6oto
kapGokeun; R' - Tpudpropmetn abo nentacpropetun; i R? - oguH abo Aekinbka paavkanis, BAGPaHUX i3 rpynu,
WO BKMOYaEe BoAdeHb, xop, d¢Top, 6pom, non, metTun, etun, isonponin, TPeT-0yTvn, MeToKCUrpyny,
TpudropmeTun, Tpudropmetokeurpyny, N-deHinmeTunamiHocynbdoHin, N-deHinetmnamiHocynbgoHin, N-(2-
dypunmeTun)amiHocynb oHiIn N,N-gumeTnamiHocynb oHin, N-meTrnamiHocynboHin, N-(2,2-
AVMeTMneTnn)amiHocynboHin, AVMeTUNamiHOCYrboHis, 2-meTnnnponinamMiHocynboHin, N-
MOponiHOCYTML(OHIN, MeTUNCYNbdOHIN, GeHaunkapGoHin i denin; abo R? pasom i3 LMKnoM A yTBOPIOE paavKar
Had™1n; abo isomepis abo apmMaLeBTUYHO NMPUAHATHUX CONEN TaKNX CMOMYK.

MepeBaxHnn knac CMIONYK CKIaAaeTbea 3 Cronyk dopmynu I', y koTpux X BuMOGpaHuml i3 rpynu, LIO
cknapgaetbca 3 O, S, CRR" i NR? ge R? BubpaHuit i3 rpynu, Lo BKnroqae BoaeHb, C1-Cs-arkin(Heobos'sa3koBo
3amiweHunii geHin)-C+-Cs-ankin, aumn i kapookcn-C1-Ce-ankin; KoOKHWNA i3 R®i R® HezanexHo Bif iHWOro BUGpaHui
i3 rpynu, wo eknovae BodeHb, C1-Cs-ankin, deHin-C+-Cs-arnkin, C1-Cs-nepdropankin, xrnop, C+-Ce-ankinTiorpymny,
C1-Ce-ankokcurpyny, HiTporpyny, uiaH i uiaH-C+-Cs-ankin; R BuGpaHun i3 rpynM WO BKIMOYae Kapbokcun,
amiHokapboHin, Ci- Ce-anKincynbchHinaM|HOKap60H|n i Cs- Ce—anKOKCMKap60H|n R’ BMOpaHW i3 rpynu, WO
BKMOYa€ BoAeHb, deHin, TieHin i C>-Ce-ankeHin; R BMOpaHW i3 rpynu, WO BKIOYae C1 -Cs-nepdropankin, xmnop,
Cs-Ce-ankintiorpyny, Cs-Ce-ankokcurpyny, Hitporpyny, uiaH i ujiaH-C1-Cz-ankin; R? asnsie co6owo oavH abo



AeKinbka pagukanis, BAGpaHUX He3arneKHo ApYyr Bif Apyra 3 rpynu, Lo BKNtoYae BoAeHb, ranoig, C+-Ce-ankin, Co-
Ce-ankeHin, C>-Ce-ankiHin, ranoig-C2-Ce-ankiHin, apun-C-Cz-ankin, apun-Co-Ce-ankiHin, apun-C-Ce-ankeHin, C1-
Ce-ankokcurpyny,  metuneHgiokeurpyny,  Ci-Ce-ankintiorpyny,  C4-Ce-ankincynbdinin,  apunokcurpyny,
apunTiorpyny, apuncynbdinin, retepoapunokenrpyny, C4-Ce-ankoken-C1-Ce-arnkin, apun-Ci-Ce-ankinokearpyny,
retepoapun-Ci-Ce-ankinokcurpyny,  apun-Ci-Ce-ankokcu-C1-Ce-ankin,  Ci-Ce-ranoigHmii  arnkin,  C1-Ce-
ranoigankokcurpyny, Ci-Ce-ranoigankintiorpyny, C1-Ce-ranoigankincynedinin, C+-Ce-ranoigankincynsdoHin, C+-
Cs-ranoigankin-C+-Cs-rigpokciarkin, C1-Ce-rigpokciankin, rigpokenimiHo-C1-Ce-arkin, Ci-Ce-ankinamiHorpyny,
apunamiHorpyny, apun-Ci-Ce-ankinamiHorpyny, retepoapunamiHorpyny, retepoapun-Ci-Ce-ankinamiHorpyny,
HiTpOrpyny, uiaH, amiHorpyny, amiHocynbdoHin, Cs-Ce-ankinamiHocynbdoHin, apunamiHoCynbgoHin,
retepoapwunamiHocynbdoHin,  apun-Cs-Ce-ankinamiHocynbdoHin,  retepoapun-Ci-Ce-ankinamiHocynboHin,
retepoumknincynboHin, Ci-Ce-ankincynbdoHin, apun-C+-Ce-arnkincynboHin, HeoboB'a3k0BO 3aMilLeHUn apwu,
HeoboB'A3KOBO  3amileHuin  retepoapun, apun-Ci-Ce-ankinkap6oxin, retepoapun-C+-Ce-ankinkap6oHin,
retepoapukapboHin, apunkap6oHin, amiHokapOoHin, C+-Ce-ankokcukapboHin, dopmin, C1-Ce-
ranoigankinkap6oHrin i C1-Ce-ankinkap©OoHin; i atomu uukny A - Al A2 A AY - HesanexHo apyr Big gpyra
BMGPaHi 3 rpynu, WO BKITIOYAE BYIMeLlb i a30T, 32 YMOBM, LLO He MeHLue Tpbox 3 atomia A', A%, A’ A* e aTomamu
Byrmeuto; abo R pasom i3 uvknom A yTBoptoe pagukan Hadtun abo xiHonin, abo isomepiB abo dapmaLeBTUYHO
NPUAHATHUX CONEN TakMX CMONYK.

BinbLw nepeBaxHWI Krnac CNONyk ckrnagaetbesa 3 cnonyk dopmynu I, y KoTpux X BubGpaHuii i3 rpynu, Lo
cknapaetbca 3 O, S i NR? ge R? BubpaHuit i3 rpynu, Wwo Bkoyae BoaeHb, Cq-Cz-ankin i(HeoboB'3KOBO
3amilleHnn cbeHln) metun; R' BuGpaHuii i3 rpynu, Wwo Bknovae BoaeHb i Co-Ce-ankeHin; R npeacraensie coboto
kapGokeun; R' - Ci-Ca-nepcproparkin; R? npepcTtaensie co6oio ogMH abo Aekinbka paavkanis, BUGPaHUX
He3anexHo Apyr Bi4 Apyra 3 rpynu, WO BKYae BoAdeHb, ranoig, Cq-Ce-ankin, Cx>-Ce-ankeHin, C>-Ce-ankiuin,
ranoig-Co-Ce-ankiHin, eHin-C1-Ce-ankin, eHin-Co-Ce-ankiHin, deHin-C2>-Ce-ankeHin, C1-Cz-ankokeurpyny,
MeTtuneHgiokeurpyny, Ci-Cs-ankokcn-C+-Cs-ankin, Cq-Cs-arkintiorpyny, C+-Cs-ankincynbdiHin, deHinokerpyny,
deHinTiorpyny, denincynbdinin, C+-Cs-ranoigankin-C+-Cs-rigpokciankin, derin-C+-Cz-ankinokeun-C+-Cs-ankin,
C+-Cz-ranoigHnn arkin, C+-Cz-ranoigankokevrpyny, C+-Ce-ranoigankintiorpyny, C+-Ca-rigpokciarkin, C1-Cs-
ankoken-C1-Cs-ankin, rigpokenimiHo-C+-Cs-ankin, C+-Ce-ankinamiHorpyny, Hitporpyny, uiaH, amiHorpyny,
amiHocynbdoHin, N-arnkinamiHocynbdoHin, N-apunamiHocynbdoHin, N-retepoapunamiHocynbgoHin, N-(deHin-
C+-Ce-ankin)-amiHocynbdoHin,  N-(retepoapun-Ci-Ce-arkin)amiHocynbdoHin,  deHin-Cq-Cz-ankincynbdoHin,
reTepouUMKnincynb@OHIn i3 YacnoM uyneHiB y umkni Big 5 0o 8, C1-Ce-ankincynbgoHin, HeobOoB'I3KOBO 3aMilLEHWI
deHin, HeobOB'I3KOBO 3aMilLeHUIn reTepoapun i3 uucrom uneHiB Big 5 go 9, deHin-Ci-Ce-ankinkapO6oHin,
deHinkapboHin, 4-xnopdeHinkapboHin, 4-rigpokcudeHinkapbonin, 4- TpVICbTOpMGTVIJ‘IdDGHIJ‘IKapGOHIJ'I 4-
MeTokcmdeHinkapboHin, amiHokapboHin, dopmin i Ci-Ce-ankinkapboHin; i atomm ukny A - Al A AT A -
HesanexHo Apyr BiZ ApYyra BUGpaHi 3 rpynu, Lo BKIOYAE BYIMeELb i a30T, 3@ YMOBM, L0 HE MEHLLE TPbOX 3 aTOMIB
Al A% A% i A* € aTomamm Byrneut; abo R” pasom i3 yukrom A yTBoploe pagukan HadTun, 6eH3odypundeHin
a60 XiHonin, abo isomepis abo apmaLeBTMYHO MPUMHATHUX CONEN TaKUX CMOMYK.

LLle 6inbLu nepeBaxxHUI KNac Cronyk cKnagaetbcs 3 cnonyk dopmynu I', y KoTpmx X BubpaHun i3 rpynu, Lo
cknagaecs 3 O, Si NR? ne R BubpaHuit i3 rpynu, Lo BKMNoYae BOAeHb, MeTUM, eTur, (4-TpudTopMeTun)6eHsun,
(4-xnopmeTnn)6eH3unn, (4-meToken)6eH3un, 4-uiaHbeH3nn i 4-HiTpobeHsunn; R npeacTasnse coboto kapbokcun; R
BUOPaHWiA i3 rpynu, BOAEHb | €TEHIN; R'- TpUchTopMeTUN abo neHTachTropeTUn; R? npeacTaensie co60io oauH abo
JeKinbka pagukanis, BUOpaHUX He3anexHo Opyr Big Apyra 3 rpynu, WO BKIOYae BOAEHb, Xop, 6pom, dtop, noa,
MeTun, TpeT-byTun, eTeHin, eTuHin, 5-xnop-1-neHTuHIN, 1-neHTuHIn, 3,3-gumeTnn-1-6yTnMHIN, 6eH3unn, deHineTun,
beHineTnHin, 4-xnopdeHineTnHin, 4 MeTOKCUMEHINeTUHIN, deHineTeHin, MeToKkCurpyny, MeTunTiorpymny,
MeTuncynbiHin, deHinokenrpyny, deHintiorpyny, deHincynbdiHin, metuneHaiokcmrpyny, 6eHsannokcumeTun,
TpudptopmeTnn, audtopmeTun, neHTadpropeTun, TPUDTOPMETOKCUTPYNY, TpucTOpMETUNTIOrPYNY,
riApOKCMMETUN, FapoKeUTPUAITOPETU, MEeTOKCUMEeTUn, rigpokcMiMiHoMmeTnn, N-meTunamiHorpyny, HiTporpyny,
uiaH, amiHorpyny, amiHocynbdoHin, N-meTunamiHocynboHin, N-dheHinamiHocynb goHin, N-
dypunamiHocynbdoHin, N-(6eHsmnn)amiHocynbdoHin, N-(dypunmetun) amiHocynbdoHin, 6eH3nncynbgoHin,
deHin etn amiHocynbdoHin, dypuncynbgoHin, mMetTuncynbgoHin, deHin, deHin, 3amiweHunin ogHuMm abo
JOeKinbkoma pagikanamu, BubpaHvmm 3 rpynu, Wo BKIOYae xnop, drop, 6pom, MeToKCUrpyny, MeTUnTiorpyny i
MeTuncynboHin, 6eHsumigasonin, TieHin, xnop3amiweHnn TieHin, dypun, xnopsamiweHni - dypun,
6eH3v1nKap60H|n Heo6os;13|<oso 3amilleHuii cpeHinkap6oHin, amiHokap6oHin, dopmin i meTunkap6oHin; i atomu
umkny A - A A Ali Ab- Heaane»(Ho Opyr BiA gpyra BubpaHi 3 rpynu, Wo BKIOYa€E BYMeLb, 332 YMOBU, LLO He
MEHLLE TPbOX 3 aTOMIB Al A A% A' € aTomamm Byrneu; abo RzpaaoM i3 Uuknom A yTBOpHOE pagukan Hadtun
abo xiHonin, abo isomepis a6o PapmaLeBTUYHO MPUIAHATHUX CONe TaKMX CIOTMYK.

Cepen cronyk cdopmynu I' icHye nigknac crnonyk XpomeHy, Yy KoTpux X npefcrtaBnse co6oro O; R
npeacTaensie coboto kapGokeun; R" BUGpaHWit i3 rpynu, Lo BkNoyae BoAeHb | Co-Ce-ankeHin; R' BuGpanuit is
rpynu, wo BkModae Ci-Ca-nepdpropankinu; R? npeacraensie cob6oto oavH abo fekinbka paavkanis, BUGPaHUX
He3anexHo ApYr Bif Apyra 3 rpynu, Wo BkMYae BogeHs, ranoig, Ci-Ce-ankin, deHin-C1-Ce-ankin, geHin-C>-Ce-
ankiHin, deHin-C2-Ce-ankeHin, Ci-Ce-ankokcurpyny, deHinokeurpyny, 5- abo 6-uneHHy reTepoapuriokcrpyny,
deHin-C1-Ce-ankinokeurpyny, 5- abo 6-uneHHy retepoapun-C+-Ce-ankinokcurpyny, C+1-Ce-ranoigHuii ankin, C1-Ce-
ranoigankokcurpyny, N-(Cs-Ce-ankin)amiHorpyny, N,N-gn-(Cs-Ce-ankin)amiHorpyny, N-ceHinamiHorpyny, N-
(cpeHin-C1-Ce-ankin)amiHorpyny, N-retepoapunamiHorpyny, N-(retepoapun-Ci-Ce-ankin)amiHorpyny, HiTporpyny,
amiHorpyny, amiHocynbdoHin, N-(Ci-Ce-arkin)amiHocynbdoHin, N,N-gu-(C+-Ce-ankin)amiHocynbdoHin, N-
apunamiHocynbdoHin, N-retepoapunamiHocynbdoHin, N-(cdeHin-C+-Ce-arkin)-amiHocynbdoHin, N-(retepoapwun-
C1-Ce-ankin)-amiHocyrnb@oHin, reTepoumknincynb@oHin i3 yncnom uynedie Big 5 o 8, C+-Ce-ankincynbdoHin,
HeoOOB'AI3KOBO 3aMilLeHMi deHin, HeoboB'I3KOBO 3aMilueHUn 5- abo 6-uneHHUn retepoapwun, deHin-C1-Ce-



arkirkap@oHin, retepoapurnkapboHin, deHinkap6oHin, amiHokap6oHin i C1-Ce-ankinkapboHin; atomu uukny A - A',
A2 A% AT - HesarnexHo Apyr BiA Apyra BuGpaHi 3 rpynu, WO BKIHOYaE BYrneLb i a30T, 38 YMOBU, LLO HE MEHLLE
Tpbox 3 atomiB A', A% A’ i A' € aTomamu ByrmeLto; a6o i3oMepu a6o hapMaLEBTUUYHO NPUAHATHI COTi TaknX
CMOnyK.

e 6inbL nepeBaxHUiA Kriac CNONYK CknagaeTbcs 3 cnonyk opmynu I', y KOTpMX X asnse coboto O; R siBnsie
coboto kap6okeun; R" BubpaHnit i3 rpynu, Lo BKOYaE BOAEHb | eTeHIn; R’ BUGPaHWi i3 rpynu, Lo BKMOYaE
TpudropmeTun i neHTadropeTus; R? siBnsie coboto oauH abo gekinbka pagvkanis, BUbpaHux He3anexHo Apyr Big
apyra 3 rpynu, Lo BKIIOYa€ BOAEHb, Xop, 6pom, drop, noa, metun, TpeT-6ytun, eTeHin 5-xnop-1-neHTnHin, 1-
NeHTUHIN, 3,3-gumeTun-1-6yTnHin, 6eH3un, deHinetun, deHineTnHin, 4-xnopdeHineTuHin, 4-
MeTOKCUEHINeTUHIN, deHineTeHin, MeToKcurpyny, MeTunTiorpyny, MeTuncynbiHin, deHinokairpyny,
deHinTiorpyny, eHincynbdiHin, NipuaMnokcurpyny, TieHinokeirpyny, ypuriokcurpyny, @eHinveTokenrpyny,
MEeTUNEHOIOKCUIpyny, GeH3unnokeumeTnn, TpucptopmeTnn, andropmeTnn, neHTadgTopeTnn,
TpudropmeTokcurpyny, TpudropmeTunTiorpyny, N-metunamiHorpyny, N-cpeHinamiHorpyny, N-6eHavnamiHorpyny,
HiTporpyny, uiaH, amiHorpyny, amiHocynbdoHin, N-meTunamiHocynbgoHin, N-deHinamiHocynbgoHin, N-
dypunamiHocynbdoHin, N-(6eHsun)amiHocynbdoHin, N-(dypunmeTun)amiHoCynbdOHIn, 6eH3uncynbgoHin,
eHineTnamiHocynbdoHin, dypuncynedoHin, metmn cynbdoHin, deHin, deHin, 3amiweHwn oaHum abo
JeKinbkoma pagvkanamv, BubpaHnmum 3 rpynu, Lo BkIYae xnop, dTop, 6pomM, METOKCUIpyny, MEeTUNTIOrpyny,
GeHanMmigasonin, TieHIN, xlop3amilleHwWi  TieHin, dypun, Xxnop3amiweHuin  dypun, 6eH3I/IJ'IKap60HIJ'I
dypunkap6oHin, deHinkapboHin, amiHokapboHin, opmin i MmeTun kapboHin; oanMH 3 aTomiB LMKy A - Al A A%
A" - € aToMOM a30Ty, a iHLWi TpW - aToMK ByrMeLo; a6o i3oMepu abo papMaLEBTUYHO NPUAHSTHI COTi TaKNUX
CMOMyK.

IHWWR Wwe BinbLu NnepeBaXXHUI Krac CNonyk cknagaetbca 3 cnonyk dopmynm I', y kotpmx X aense coboto O; R
aBnsie coboto kapbokenn; R" BubGpaHuii i3 rpynu, WO BKNOYae BoAeHb i eTeHin; R BubpaHuii i3 rpynu, LWwo
BKSIlOYae TpudgTopMeTun i neHTadpropeTnn, R? aBnse coGow oauH abo Aekirbka pammkanis, BUOpaHMX
Hes3amnexHo Apyr Big Apyra 3 rpynu, WO BKIOYae BoAeHb, Xop, 6pom, dTop, noa, metun, TpeT-0ytmn, eTeHin,
€TUHIN, 5-xnop-1-neHTuHIn, 1-neHTnHIN, 3,3-gumeTnn-1-6ytnHin, 6eH3nn, dgeHineTun, deHineTrHIn, 4-xnopdeHin
€TUHIN, 4-MeToKCUMPEHINeTUHIN, deHineTeHin, MeTokeMrpyny, MeTUnTiorpyny, MeTUnCcynbaiHin, deHinokenrpyny,
deHinTiorpyny, deHincynbdiHin, NipuaMNOKCUrpyny, TiEHINOKeMrpyny, dypUIokcurpyny, deHinMeTokeurpyny,
MeTUMeHaioKeurpyny, OeH3unokcumeTnn, TpUdTOpMETUST, andtopmeTun, neHTadpropeTvn,
TpudropmeTokeurpyny, TpudropmeTuntiorpyny, N-metunamiHorpyny, N-cdpeHinamiHorpyny, N-6eHavnamiHorpyny,
HITpOrpyny, uiaH, amiHorpyny, amiHocynbgoHin, N-meTunamiHocynbdoHin, N-teHinamiHocynbdoHin, N-
dypunamiHocynbdoHin, N-(6eH3un)-amiHocynbdoHin, N-(dypunmeTtun)-amiHocynboHin, 6eH3nncynbdoHin,
deHineTMnamiHocynboHin, dypmncynbdoHin, metuncynbdoHin, deHin, deHin, 3amiweHun ogHum abo
JeKinbkoma pagvkanamu, BuOpaHMMM 3 [pynu, WO BKMAYae xnop, dTop, Opom, metunTiorpyny i
MeTuncynbdoHin, 6OeH3umigasonin, TieHin, xnop3amilleHni  TieHin, cbypvln xnop3samilleHmin  cypun,
6eH3V|nKap60H|n dypunkap0boHin, deHinkapboHin, amiHokapboHin, dopmin i MeTunkapboHin; atomu LMKy A -
A', A% A% A*- ¢ aTomamu Byrnewo; abo isomepis abo hapmaLeBTUYHO NPUAHATHUX CONEN TakMX CNOYK.

Cepe,q Cronyx q)opmynm I'icHye iHWMI nigknac cnonyk GeHsoTionipaHa, y KOTpmUx X aBnsie coboto S; R aBnse
coboto kapbokcun; R’ BuGpaHui i3 rpynu, wo Bknovae Cq-Cz-nepdroparking; R? asnsie coboto oauH aGo
JAeKinbka pagukanis, BMOpaHnx He3anexHo Apyr Big Apyra 3 rpynu, WO BKM4Yae BodeHb, ranoig, Cqi-Ce-ankin,
deHin-C1-Ce-ankin, deHin-Co-Ce-arnkiHin, deHin-C2-Ce-ankeHin, C1-Ces-ankokcurpyny, deHinokcurpyny, 5- abo 6-
uneHHy reTepoapunokcurpyny,  deHin-Ci-Ce-ankinokcurpyny, 5- abo 6-uneHHy retepoapun-C+-Ce-
ankinokeurpyny, C+-Ce-ranoigHum arkin, C+-Ce-ranoigarnkokcurpyny, C+-Ce-ankinaminorpyny, N-
deHinamiHorpyny, N-(cdbeHin-C1-Ce-ankin)amiHorpyny N-reTepoapunamiHorpyny, N-(retepoapun-C+-Cs-
ankinyamiHorpyny, HiTporpyny, amiHorpyny, amiHocynboHin, N-ankinamiHocynbgoHin, N-apunamiHocynbgoHin,
N-reTepoapunamiHo-cyrnboHin, N-(dbeHin-C1-Ce-ankin)-aMiHocynboHin, N-(retepoapun-C+-Ce-
ankin)amiHocynboHin, retepoumnknincynb@oHin i3 uncriom uneHiB Big 5 po 8, Ci-CearkincynbdoHin,
HeOoOOB'A3KOBO 3aMmilleHMn ¢eHin, HeoboB'A3KOBO 3aMilleHun 5- abo 6-uneHHUn retepoapwun, deHin-Ci- Ce-
aJ‘IKIJ‘IKap60HIJ'I reTepoapurkapboHin, deHinkapboHin, amiHokap6oHin i C1-Ce-ankinkap6oHin; atomu Lukny A - A"
A2 A% A - Hesanexko qdpyr Bi Apyra BubGpaHi 3 rpynu, WO BKKOYae Byrneub i a3oT, 3a YMOBY, LLIO HE MeHLLe
TpbOX 3 aToMmiB A, A, i A" ¢ aTomamu Byrnewto; abo isomepis hapmaueBTUYHO NPUARHATHUX CONEn Taknx
CMOnyK.

LLle 6inbLu nepeBaxHUI KNac CNonyKk cknagaetbcs 3 cnonyk copmynu I, y koTpux X aensie coboto S; R asnse
coboto kapbokemn; R" Bubpanuii i3 rpynu, WO BKIHOYAE BOAEHbL | eTeHin; R' BMOpaHui i3 rpynu, WO BKIOYae
TpudropmeTun i neHTadropeTUn; R? siBnsie coboto oauH abo gekinbka pagvkanis, BUbpaHux He3anexHo Apyr Big
Opyra 3 rpynu, WO BKIoYae BoAeHb, xnop, 6pomM, drtop, noa, metnn, TpeT-6ytnn, eTeHin, emmHin, 5-xnop-1-
NeHTUHIN, 1-neHTuHIn, 3,3-gumeTun-1-6ytmHin, 6eH3un, deHineTn, deHineTmHIn, 4-xnopdeHinetuHin, 4-
MeTOKCM(EHINeTVHIN, eHineTeHin, MeTOKCUrpyny, MeTURTIorpyny, MeTUNcynbdiHin, deHinokecrpyny,
deHinTiorpyny, eHincynbdiHin, NipuaMNoKCUrpyny, TieHinokeurpyny, dypunokcurpyny, deHinmeTokenrpyny,
MEeTUNEHOIOKCUrpyny, GeH3unokcumeTnn, TpucptopmeTnn, andropmeTnn, neHTadgTopeTun,
TpudTopMeTOKCUIpYNy, TPUTOPMETUATIONPYNY, FiAPOKCUMETUN,  MiAPOKCUTPUATOpPETUn, MEeTOKCUMETU,
rigpokevimiHomeTvn, N-metunamiHorpyny, N-deHinamiHorpyny, N-6eH3unamiHorpyny, HiTporpyny, uiaH,
amiHorpyny, amiHocynboHin, N-meTunamiHocynbgoHin, N-cdeHinamiHocynbgoHin, N-cypunamiHocynboHin, N-
(6eHann)amiHocynbdoHin, N-(dypunmetnn)amiHocynbdoHin, 6eH3nncynbdoHin, deHin etun amiHocynbdoHin,
dypuncynboHin, MeTuncynbgoHin, deHin, deHin, 3amiweHnn ogHum abo Aekinbkoma pagvkanamu,
BMOpaHUMKM 3 rpynu, WO BKMAYaeE Xop, ¢Top, 6pom, MeTokeurpyny, MeTunTiorpyny i MeTuncynbdoHum,
6eH3MMigasonin, TieHin, xnop3amileHwi  TieHin, dypun, xnop3amiwenuin  dypun, 6eH3unkapOoHin,



dypunkap6oHin, deHin kapboHin, amiHokap6oHin, dopmin i MeTunkapboHin; atoMmu uukny A - AL A2 AP A — e
aTomamu ByrneLto; abo isomepis abo dapmMaueBTUYHO NPUAHATHUX CONEN TaKMX CMOMYK.

Cepepn cronyk chopmynu I icHye TpeTiit nigknac cnonyk AvrapoxiHoriHy, y kotpux X siense coboo NR% R?
BMOpaHun i3 rpynu, Wo BkMYae BogeHb, C1-Cz-ankin, deHin-C1-Cs-ankin, auun i Kap60Kcm-C1 -Cs-ankin; R saBnsie
coBoto kapBokeun; R' BuGpaHuii i3 rpynu, wo Bknoyae Ci-Cs-nepdproparnkini; R? siBnsie coGolo ofnH aGo
JeKinbka pagukanis, BubpaHux He3anexHo Opyr Big Apyra 3 rpynu, Lo BKIYae BoAaeHb, ranoig, Cqi-Ce-ankin,
eHin-C1-Ce-ankin, deHin-Co-Ce-arkiHin, dperin-Co-Ces-ankeHin, Ci-Ce-ankokcurpyny, deHinokcurpyny, 5- abo 6-
uneHHy retepoapunokeurpyny,  deHin-C+-Ce-ankinokcurpyny, 5- abo 6-uneHHy retepoapun-C+-Ce-
ankinokevrpyny, C1-Ce-ranoigHunn ankin, C1-Ce-ranoigankokcurpyny, Ci-Ce-ankinamiHorpyny, N-
deHinamiHorpyny,  N-(ceHin-Ci-Ce-ankin)amiHorpyny,  N-retepoapunamiHorpyny,  N-(retepoapun-C+-Ce-
ankinyamiHorpyny, HiTporpyny, amiHorpyny, amiHocynbdoHin, N-ankinamiHocynbdoHin, N-apunamiHocynbdoHin,
N-reTepoapunamiHocyrnbgoHin, N-(dpeHin-C1-Ce-ankin)-amiHocyrnb goHin, N-(retepoapun-C+-Ce-arnkin)-
aMiHocynboHin, reTepoumknincynbdoHin i3 ymcrnom 4neHiB Big 5 go 8, Cq-Ce-arkincynedoHin, HeoboB's3koBO
3amileHnin deHin, HeoboB'I3KOBO 3aMiweHun 5- abo 6-unenHWi retepoapun, deHin-Cq- Ce-aJ'IKIJ'IKap60HIJ'I
retepoapurkapboHin, cdeHinkap6oHin, amiHokapboHin i C1-Ce-ankinkapOoHin; atomu umkny A - A, AL A% A -
HesanexHo apyr BiJ Opyra BuGpaHi 3 rpynu, Lo BKMlOYae ByrmeLib i @30T, 3a YMOBY, LLIO HE MEHLL TPbOX 3 aTomiB
A", A% A%i A* € aTomamu Byrneuto; abo isomepun abo chapmaLeBTUYHO NPUAHSITHI COMi TAKMX CMOMYK.

LLl,e 6inbLL NepeBaBXHUI KNac Cronyk cknagaeTbesa 3 cnonyk dopmynu I, y koTpux X saiensie coboto NR? R®
BMOpaHuM i3 rpynu, WO BKMAOYaE BOAeHb, MeTun, etun, (4-tpudptopmeTtun)berHsunn, (4-xnopmetun)deHaun, (4-
MeTokcn)beH3un, (4-uiaH)6eH3nn i(4-HiTpo)6eHann; R sBnsie cobot kapbokevn; R" Bm6paHMM i3 rpynu, LwWwo
BKIIlOYa€E BOAEHb i eTeHin; R BubpaHuii i3 rpynu, Lo BkoYae TpuropmeTun i neHTadropeTns; R? siBnsie co6oto
oavH abo gekinbka paavkanis, BAOpaHMX HE3aNEXHO APYr Bif Apyra 3 rpynu, Lo BKMAYaE BOAEHb, Xnop, 6pom,
dTop, oa, MeTun, TpeT-byTun, eTeHin, eTmHin, 5-xnop-1-NeHTuHIN, 1-neHTuHIN, 3,3-aumeTnn-1-6yTmHin, 6eHsun,
deHineTMn, deHineTuHin, 4-xnopdeHin eTuHin, 4-veTokcudeHin eTuHin, deHin eTeHin, MeTokcurpyny,
MeTunTiorpyny, MeTuncynbiHin, deHinokeurpyny, deHinTiorpyny, deHIincynbgiHin, nipuannokeirpyny,
TieHinokenrpyny, ypunokcurpyny, eHinmeToKCUpYyny, MeTUneHagiokeurpyny, B6eH3nnokcumeTnn,
TpudtopmeTun, andpropmeTun, neHTadpropeTnn, TPUDTOPMETOKCUTPYNY, TpucTOpMETUNTIOrPYNY,
riApOKCMMETUN,  rigpoKCUTPUdTOPEeTUsl, MeToKcuMeTun, rigpokcuimiHometurn,  N-meTunamiHorpyny,  N-
deHinamiHorpymny, N-6eH3unamiHorpyny, HiTPOrpyny, uiaH, amiHorpyny, amMiHocynboHin, N-
MeTunamiHocynboHin, N-dypunamiHocynbgoHin, N-(6eH3unn)-amiHoCcynbdoOHiIn, N-(cbypunmeTnn)-
aMiHocynboHin, 6eH3uncynbdoHiIn, deHineTMnamiHocynbdoHin, dypuncynbgoHin, MeTun cynbdgoHin, deHin,
deHin, 3amileHunint ogHUM abo Aekinbkoma pagukanamu, BubpaHuMu 3 rpynu, WO BKYae xnop, gptop, 6pom,
MEeTOKCMIpyny, MeTunTiorpyny i metuncynbdoHin, 6eH3umigasonin, TieHin, xnop3amilleHnin TieHin, dypun,
xrnop3amilleHun  dpypun, 6eH3mnKap60H|n dypunkap6oHin, deHinkapboHin, amiHokapOoHin, dopmin i
MeTurkap6oHin; atoma uukny A - Al A2 A3 i A" - € atomamu Byrneuto; abo isomepiB abo chapmaleBTUYHO
NPUIHATHNX CONEN TaKknUX CMOIYK.

|CHy€ ye TBEPTUI NigKrnac cnonyk dopmynu I, y KoTpux X BubpaHun is rpynu, Wwo cknagaetses 3 O, S i NR?,
ne R? Bubpanuit i rpynu, LL|,0 BKNtoyae BoaeHb, C1-Cs-ankin, deHin-C+-Cs-arkin, aumn i kapbokcn-C+- Cs-aJ'IKIJ'I R
saBnsie coboto kapOoKcus; R’ BUBpaHmnn i3 rpynu, wo skntoyae Ci-Ca-nepdropankinm; atomm umkny A - Al A% A
A - HesanexHo Apyr, Big Apyra BubpaHi 3 rpynu, Wo BKIOYae Byrneub i a3oT, 3a yMOBW, WO He MeHLUe TPBOX 3
atomis A, A% A’i A' ¢ aTomamm ByrneLo; R? pas3om i3 uuknom A yTBoploe pagukan Hadtun abo xiHonin; abo
izomepun abo (bapMaLI,EBTVHHO NPUMHATHI COMi TAKUX CMOIYK.

LLle GinbLlw nepeBaxHWI KNac CMONyK ckrnagaetbcs 3 cnonyk dopmynu I', y kotpux X BubpaHuii i3 rpynu, o
cknapaetbea 3 O, S i NR® pe R? Bubpanuit i3 rpynu, WO BKMOYae BOAEHb, MeTun, etun, (4-
TpudropmeTnn)beHsnn, (4- xnopmemn)6eH3v|n (4-MeTOKcm)6eH3w'| (4- LuaH)6eH3vm i (4- H|Tpo)6eH3V|n R asnse
coboto kapbokcun; R" BubpaHun i3 rpynu, wo BKmoqae Bop,eHb i eTenin; R' Bubpanmii i3 rpynu, WO BKIOYaE
TpudTropMmeTun i neHTadTopeTun; atoMun Lukny A - Al AL A A Heaane»(Ho ,qpyr Big Opyra BubpaHi 3 rpynvl
LLO BKKOYaE BYrMeLb i a3oT, 3a yMOBU, LIO HE MEHLW proxa atomia A", A2, A’i A ¢ aTomamn Byrneuyto; abo R?
pasoM i3 uuknoM A yTBOptoe paavkan Hadtun abo xiHonin; abo NPpUAHATHUX CONER TakMX CMOMyK.

Cepep cnonyk coopmynu | € nigknac cnonyk, LWo npeacTaBnaoTs 3HAYHUN iHTepec, noaaHux dopmynoto 11

i 5 1

ae X subpaHuit ia rpynu, wo sknovae O, NR? i S;

R - HuKunit ranoigHun ankin;

R® BMOPaHUN i3 rpynu, WO BKNOYa€e BOAEHD i ranoig;

R* BUOpaHWU i3 rpynu, LWO BKIOYA€E BOAEHb, ranoif, HWKYMWA arkin, HWKYY ranoigankokcurpyny, HuKYy
anKOKCUIPYMNY, HWKYAA aparkinkapOoHin, HWKYMIA AjarnkinamiHoCynbOHIN, HWKYMIA ankin amiHoCyrbdoHin,
HWKYMIM  aparkinamiHocynb@oHin, HWKYMA  reTepoaparkinamiHocynbcoHin i 5- abo  6-uneHHWi
reTepouMKnocyanaomn IO MiCTUTb a30T,

R® BMOpaHWUN i3 rpynu, WO BKIOYAE BOAEHb, HWKYUI arkKin, ranoid, HxX4Yy ankokcurpyny i apun; i



R® BMOPaHU i3 rpynu, WO BKNOYa€E BOAEHb, ranoif, HMXYNIN ankin, HUKYy ankokcurpyny v apun,

abo isomepiB abo drapmaLeBTUYHO NPUIAHATHUX CONEN LMX CMOMYK.

Knac crnonyk, WO npeAcTaBnsitoTb 0cObnNuBMIA iHTEpec, ckragaetbes 3 cnonyk dopmynm I, y koTpmx R? -
TpudgtopmeTn abo neHtadTopeTUs; R® BMOpaHW i3 rpynu, Lo BKIHOYAE BOAEHb, X10p i dTOp; R* BMOpaHui i3
rpynu, WO BKIOYae BOAEHb, Xrop, 6pom, drop, hoa, MeTun, TpeT-6ytnn, TpudTopMeTOKCUTPYMY, METOKCUIPYY,
6eH3unkapboHin, AnMeTUnamiHoCyrnbdOoHin, izonponinamiHoCcynbgoHin, MeTurnamiHoCynbdoHin,
6eHavnamiHocyrnb@oHIn, deHineTmnamiHocynboHIN, MeTUNponin  aMmiHoCynbdOHIN, MeTUncynb@OHIn i
MOpPOIHOCYbAOHIST; R® BMOpaHUI i3 rpynu, WO BKIHOYaE BOAEHb, METUM, eTun, isonponin, TpeT-6ytnn, xnop,
MeToKCurpyny, gietmnamiHorpyny i geHin; i R BMOpaHUM i3 rpynu, WO BKMOYAE BOAEHb, Xrop, 6pom, drop,
MeTun, etun, TpeT-0ytmn, meTokcurpyny i deHin; abo i3omepis abo apmaueBTUYHO MPUAHATHUX COMEN LUMX
CMOMyK.

Cepeg cnonyk coopmynu | € nigknac cnonyk, Wo npeacTaenaioTs 3HaYHUI iHTepec, nofaHux opmynoto lla:

Ila

ne R® BMOpaHWI i3 rpynu, WO BKITHOYAE BOAEHb, HWKYMIA arKin, HWKYUIA FigpOoKCiankin, HWKYYy ankokcurpyny i
ranoig;

R* BMOpaHWUI i3 rpynu, WO BKIOYAE BOAEHDb, ranoif, HWKYMIA arnkin, HKYy ankinTiorpyny, HXYUA ranoigHui
arnkin, amiHorpyny, aMmiHoCyrnbOHiIM, HWKYAR ankin cynbOoHin, HWKYUMIN ankincynbiHin, HWKYMA ankokcarnkin,
HWKYMI arkinkapOoHin, opmin, wiaH, HWKYy ranoigankintiorpyny, 3amiweHui abo HesamiweHnn eHinkapboHin,
HWKYY ranoifankokeirpyny, HMXYy ankokCcurpyny, HMKYMA apankinkapOoHin, HwK4Yiin giankinaMmiHocynbdoHin,
HWKYMA arnkinamiHocynbdoHin, HWKYMIA aparnkinamiHoCynbdOHIN, HWKYUA reTepoapankin amiHocynbdoHin, 5-
abo 6-uneHHMI reTepoapun, HWKYMA rgpoKkdarkin, HeoboB'A3KOBO 3amilleHui deHin i 5- abo 6-uneHHWn
reTepoLVKNOCynb@OHIf, WO MiCTUTL a3orT;

R® BUOpaHWI i3 rpynu, WO BKMOYAE BOAEHb, HWKYMIA arkin, ranoig, HWKYMA ranoigHwWi ankin, Hwk4y
ankokeurpyny i peHin; i

R® BMOpaHWI i3 rpynu, WO BKIOYae BOAEHb, ranoig, uiaH, rgpoKcviMiHOMETWUI, HWKYMI TigpoKciarkin,
HWKYNI ankiHin, deHinankiHin, HKYMiA ankin, HwK4y ankokeurpyny, opmin i dpeHin;

abo isomepiB abo drapmaLeBTUYHO NPUIAHATHUX CONEN LMX CMOMYK.

Knac cnonyk, wWo npeactaBnsiTs 0COONMMBMIA iHTepec, cknagaetbesa 3 crionyk dopmynu lla, y KoTpux =
BMOpaHU i3 rpynu, LIO BKIHOYAE BOAEHb i XI0p; R* BMOpaHUI i3 rpynu, WO BKIIKOYAE XITOP, MeTun, TpeT-0ytun,
MeTunTiorpyny, TpudTopmeTun, andpropmeTun, neHtagTopmMeTUn, TpudTOopMeTUNCYnbaia,
TpudTopMeTOKCUIpYNy, LiaH, 3amilleHnin abo HesamiweHun deHinkapOoHin i 3amiweHni abo HesamilleHuin
deHin; R® BubpaHuii i3 rpynu, WO BKOYaE BOAEHb, METWN, TPeT-0ytnn i xmop; R® BMOpaHui i3 rpynu, Lo
BKItOYA€E BOAEHb, XIOP, TiEHIM, NgpOoKCUiIMIHOMETUN, 3amilleHUA abo He3amilleHWI eHINeTVHIN | 3amileHui abo
He3aMilweHuin eHin; abo isoMepis a6o hapmaueBTUYHO NPURHATHUX CONEN TaKUX CMIOYK.

Cepeg cnonyk coopmynu | € nigknac cnonyk, Wo npeacTaBnaTb 3HaYHUI iHTepec, nofaHux copmynoto lb:

IIb

ne R® BMOpaHWI i3 rpynu, WO BKITHOYAE BOAEHb, HWKUMIA arKin, HWKYUIA FigpOKCiankin, HWKYYy ankokcurpyny i
ranoig;

R" BuOpaHuii i3 rpynu, Lo BKIOYa€E BOAEHb, ranoif, HWKYAA arnkin, HWKYy ankinTiorpyny, HUXXYui ranoigHun
arnkin, amiHorpyny, aMmiHoCynbOHiIM, HWKYAA ankincyrnbMOoHImM, HWKYAN arnkin cyrnbiHin, HWKYMA ankokcarnkin,
HWKYMIA arkinkapOoHin, oopmin, wiaH, HWKYY ranoigankintiorpyny, 3amiweHui abo HesamiweHun eHinkapoboHin,
HWKYY ranoifankokevirpymny, HMXYy ankokCcurpyny, H/WKYMA apankinkapOoHin, HwK4iin giankinaMmiHocynbdoHin,
HWKYUIA ankinamiHocynbOoHIn, HAXXWIN apankinaMiHocynbgOoHIn, HWKYUI reTepoaparnkinamiHocynsgoHin, 5- abo
6-4neHHWN reTepoapusl, HWK4YMIA Tigpokciankin, HeoOOB'\3kOBO 3amilleHun deHin i 5- abo 6-uneHHun
reTepouVKNOCynb@OHif, WO MiCTUTL a3orT;

R® BUOpaHWI i3 rpynu, WO BKMYAE BOAEHb, HWKYMIA arkin, ranoig, HWKYAA ranoigHwWi ankin, Hwk4y
ankokeurpyny i peHin; i

RS BMOpaHWMI i3 rpynu, WO BKIOYae BOAEHb, ranoig, uiaH, rgapoKciMiHOMeTWUN, HWKYMI TigpoKciarkin,
HWKYNI ankiHin, deHinankiHin, HKYMiA ankin, HwK4y ankokeurpyny, opmin i deHin;

abo isomepiB abo dhapmaLeBTUYHO NPUIAHATHUX CONEN LMX CMOMYK.

Knac crnonyk, WO npeacTaBnsiTs 0coONMBUIA iHTepec, ckragaetbca 3 crnonyk dopmynu b, y koTpux =



BMOpaHUM i3 rpynu, WO BKNIOYaE BOAEHb i XNOp; R* BMOPaHUN i3 rpynu, WO BKIOYAE XOp, MeTun, TpeT-6ytun,
MeTUnTiorpyny, TpudTopMeETU, andropmeTun, neHTagpropmeTun, TpUdTOpMETUNCYNbMIA,
TPUTOPMETOKCUIPYNY, UiaH, 3amileHuin abo HesamiweHui deHinkapOoHin i 3amiweHuit abo HesamileHui
deHin; R® BMOpaHUI i3 rpynu, LIO BKNIOYaE BOAEHb, MeTwun, TpeT-0yTvn i Xmop; R® BUOpaHWi i3 rpynu, Lo
BKIIOYA€E BOAEHb, XIOpP, TiEHiN, rigpoKkCMiMiHOMETW, 3amilleHun abo He3aMilLeHUI eHINeTVHIN i 3amiweHun abo
He3aMiweHuin eHin; abo isoMepis abo hapmaueBTUYHO NPUIRHATHUX CONEN TaKUX CTIOJYK.

Cepep cnonyk chopmynu | € nigknac cnonyk, Wo NnpeAcTaBnsitioTe 3HAYHUI iHTepec, noaaHnx opmyroto llc:

IIc

,u.e R® BuBpaHmit i3 rpynu, WO BKMOYAE BOAEHb | HDKYMI aparkin,

R® BuGpaHui i3 rpynu, WO BKIIOYAE BOAEHb, HWKYUI arkin, HWKYAWA FgpoKciankin, HWKYy ankokcurpyny i
ranoig;

R* BMOpPaHUM i3 rpynu, WO BKIOYaE BOAEHDb, ranoif, HWKYMIA arnkin, HKYy ankinTiorpyny, HXYUn ranoigHui
arnkin, amiHorpyny, amiHocyrnb@OHIfN, HWKYMIA ankincynbdOoHiN, HWKYMA ankincynbdiHin, HWKYMA ankokdarkin,
HWKYUI ankinkapOoHin, dopmin, LiaH, HKYy ranoigankintiorpyny, 3amilieHuii abo HesamilieHn deHinkapOoHin,
HWKYY ranoigankoKCuUrpymny, HUX4y ankoKCUrpymny, HMXYMIN apankinkapboHin, Hwkumi giankin aMmiHocynbdoHin,
HWKYUIM ankinamiHocynbdoHin, HWKYMIN aparnkin aMiHOCynbMOHIN, HWKYMI reTepoaparkinamiHocynbgoHin, 5-
abo 6-uneHHWIA reTepoapur, HWK4YMA Fgpokciarkin HeobOB'A3kOBO 3amilleHui deHin i 5- abo 6-yneHHWUR
reTepouVKnoCcynbdOHin, WO MiCTUTb a3oT;

R® BMOpaHWI i3 rpynu, WO BKMKYAE BOAEHb, HWKYUM arkin, ranoig, HWKYMN ranoigHum arnkin, HwK4y
ankokeurpyny i peHin; i

RS BUOpaHWI i3 rpynu, WO BKIMYAE BOAEHb, ranoif, uiaH, rapoKcMiMiHOMETUN, HWKYMWA TgpoKciarkin,
HWKYMIA arKiHin, peHinankiHin, HWKYUA ankin, HKYy ankokeurpyny, oopmin i deHin;

abo isomepiB abo apmaLeBTUYHO NPUAHATHUX CONEN LUX CNOMYK.

Knac cnonyk, wWo npeactaensiTs 0COOnmMBMiA |HTepec cknagaetbcs 3 cnonyk dopmynu lic, y KoTpmx R®
BVI6paHVIVI i3 rpynu, WO BKIOYaE BOAEHb i XIOp; R* BUGpaHuii i3 rpynu, WO BKMKYaE XNop, MeTun, TpeT-6ytmn,
MeTunTiorpyny, TpudTopmeTUn, andropmeTnn, neHTagropmeTnn, TpudpropmeTuncynsdig,
TpudTopMeETOKCUIPYNY, UiaH, 3aMilleHnin abo HesaMiweHUn deHinkapOoHin i 3aMILIJ.eHMVI abo HesamilleHuin
deHin; R® BubpaHuin i3 rpynu, WO BKMOYAE BOAEHb, MeTUN, TpeT-Oytmn i xnop; R® BuGpaHwii i3 rpynu, Lo
BKIIOYa€E BOAEHb, XIOP, Ti€HIMN, riApOKCUiIMIHOMETW, 3amilleHun abo He3amilleHU eHINeTVHInN i 3amiweHun abo
He3amiweHnn eHin; abo isomepis abo hapmaueBTUYHO MPUNHATHNX CONEN TaKUX CMIOMNYK.

CiMeNncTBo KOHKpeTHUX crnonyk copmynu |, wWo npeactaensitoTb 0cOGMMBMIA iHTEPEC, CKMajaeTbcs 3
HmKYenepeniYeHUX CNonyK i X dapMaLeBTUYHO NPUAHATHUX CONeNn:

(1) 6-xnop-2-TpucpropmeTnn-2H-1-6eH3onipaH-3-«kapOoHOBa KUCMOTA;

(2) 7-etun-2-tpudpropmeTnn-2H-1-6eHzonipaH-3-«kapboHoBa kucnoTa;

(3) 7-metnn-2-tpucpropmeTnn-2H-1-6eH3onipaH-3-kapboHOBa KMCNOTa;

(4) 2,7-6ic(TpudTopmeTnn)-2H-1-6eH3onipaH-3-«apboHOBa KUCHOTA;

(5) 7-6pom-2-TpudpropmeTnn-2H-1-6eH3onipaH-3-«kapboHoBa K1CrOTa;

(6) 6-xnnop-7-memmn-2-Tpudpropmen-2H-1-6eH3onipaH-3-kapboHoBa kucnoTa;

(7) 8-(1-meTnnetn)-2-tpucdpropme™n-2H-1-6eH3onipaH-3-«apboHoBa k1cnoTa;

(S) 6-xnop-7-(1,1-gumeTneTun)-2-TpudropmeTnn-2H-1-6eH3onipaH-3-kapboHOBa KNUCIOTA;
(9) 6-xnop-8-(1-metnneTnn)-2-tpucpropmeTnn-2H-1-6eHsonipaH-3-«kapboHoBa KUcNoTa;
(10) 2-TpucbropmeTnn-2H-1-6eH3onipaH-3-kapBGoHOBa KNUCIOTA;

(11) 8-eTokcmu-2-TpudTopmeTUn-2H-1-6eH3onipaH-3-kap6oHoBa KUCIOTa;

(12) 7-(1,1-gumeTuneTun)-2-tpucropmeTnn-2H-1-6eH3onipaH-3-kapboHoBa KMCNOTa;
(13) 6-6pom-2-TpucpropmeTnn-2H-1-6eH3onipaH-3-kapboHOBa KUCNOTa;

(14) 8-xnop-2-tpudpropmeTnn-2H-1-6eH3onipaH-3-kapboHoBa k1cnoTa;

(15) 8-6pom-6-xrop-2-TpudtopmeTun-2H-1-6eHsonipaH-3«apboHoBa KMCNoTa;

(16) 6-TpudTopmeTokcn-2-TpudTopmeTnn-2H-1-6eH3onipaH-3-«kapboHoBa KMCNOTa;
(17) 8-cprop-2-TpucpropmeTnn-2H-1-H6eH3onipaH-3-kapboHoBa kncnoTa;

(18) 5,7-guxnop-2-TpugTtopmeTun-2H-1-6eH3onipaH-3-«kap6oHoBa KMCNoTa;

(19) 7,8-gmxnop-2-tpudtopmeTun-2H-1-6eH3onipaH-3-«kap6oHoBa KMCNoTa;

(20) 7-isonponinokcu-2-TpucpropmeTnn-2H-1-6eH3onipaH-3-kapboHoOBa KMCNOTa;

(21) 8-cbeHin-2-tpudpropme™in-2H-1-6eH3onipaH-3«apboHoBa kMcroTa;

(22) 7,8-gumeTnn-2-TpudropmeTnn-2H-1-6eH3onipaH-3-kap6oHoBa KuncroTa;

(23) 6,8-6ic(1,1-gumeTnneTnn)-2-tpucpropmeTnn-2H-1-6eHzonipaH-3-«kapboHoBa KMCMOTa;
(24) 7-xnop-2-tpudptopmeTnn-2H-1-6eH3onipaH-3-kapboHoBa kucnoTa;

(25) 7-(1-wetnnetnn)-2-tpudpropmeTmn-2H-1-6eH3onipaH-3-«kapboHoBa KucrnoTa;
(26) 7-cbeHin-2-tpudpropmeTnn-2H-1-6eHsonipaH-3-«kapboHoBa KMCroTa;

(27) 6-xnop-7-etun-2-tpudpropmetnn-2H-1-6eHzonipaH-3-«kapboHoBa kMcroTa;



(28) 8-etun-2-tpudpropme™n-2H-1-6eHsonipaH-3«ap6boHoBa kucnoTa;

(29) 6-xnop-8-etun-2-tpucpropmeTnn-2H-1-6eHzonipaH-3-«apboHoBa KMCroTa;
(30) 6-xnop-7-gpeHin-2-tpucpropmeTnn-2H-1-6eH3onipaH-3-«kapOboHoBa KMCMOTa;
(31) 6,7-guxnop-2-tpudpropmeTnn-2H-1-6eHsonipaH-3-kapboHoBa KMCMOTa;
(32) 6,8-guxnop-2-tpudpropmeTn-2H-1-6eH3onipaH-3-kapboHOBa KMCNOTa;

(33) 6,8-ambpom-2-TpudptopmeTn-2H-1-6eH3onipaH-3-«kapboHoBa kucnoTa;
(34) 6,8-gumeTokcn-2-TpudropmeTnn-2H-1-6eH3onipaH-3-«apboHoBa KNCIOTa;
(35) 6-HiTpO-2-TpUcpTOpMETUN-2H-1-6eH30nipaH-3-«kapBoHOBa KMCNOTa;

(36) 6-amiHo-2-TpudbtopmeTUn-2H-1-6eH3onipaH-3-«apboHoBa KUCrnoTa;

3
(38) 6-xnop-8-metTnn-2-tpucropmeTnn-2H-1-6eH3onipaH-3-«kapboHOBa KUCIOTA;
(39) 8-xnop-6-meTnn-2-TpucpropmeTnn-2H-1-6eH3onipaH-3-kapboHoBa KNCNoOTa;
(40) 8-xnop-6-meTokcn-2-TpudptopmeTnn-2H-1-6eH3onipaH-3-«kapboHoBa K1cnoTa;

eTun-6-amiHo-2-TpudpropmeTmn-2H-1-6eH3onipaH-3-«kapbokcmnar;

(41) 6,8-gndrop-2-TpucropmeTnn-2H-1-6eH3onipaH-3-kapboHOBa KUCHOTA;

(42) 6-6pom-8-xnop-2-tpugtopmeTun-2H-1-6eHsonipaH-3«apboHoBa KMCnoTa;

(43) 8-6pom-6-crop-2-TprudTopmeTUn-2H-1-6eH3onipaH-3-«kapboHoBa KMcroTa;

(44) 8-6pom-6-veTnn-2-TpudstopmeTun-2H-1-6eH3onipaH-3-kapboHoBa KUCNoOTa;

(45) 8-6pom-5-cprop-2-TpndptopmeTnn-2H-1-6eH3onipaH-3-«kapOoHoBa KMCMOTa;

(46) 6-xnop-8-gTop-2-TpudTopmeTun-2H-1-6eHsonipaH-3-«apboHoBa KMCroTa;

(47) 6-6pom-8-veTokcn-2-TpucpropmeTnn-2H-1-6eH3onipaH-3-kapboHOBa KMCNOTa;

(48) 7-(N,N-gnetmnamino)-2-tpudropmeTnn-2H-1-6eH3onipan-3«apboHoBa KMCNOTa;

(49) 6-[(cpeHinmeTmnamiHo)cynboHin]-2-tpudropmeTnn-2H-1-6eH3onipaH-3-kapboHOBa KUCMoTa;
(50 6-[(ammeTnamiHo)cynbdoHin]-2-tpudtopmeTnn-2H-1-6eH3onipaH-3-«kapboHoBa kucnoTa;

(51) 6-amiHocynbdoHin-2-TpudropmeTnn-2H-1-6eH3onipaH-3«kapboHoBa KMCMoTa;

(52) 6-(MeTMnamiHo)cynboHin-2-tpudropmeTnn-2H-1-6eH3onipaH-3-«kapboHOBa KUCIOTa;

(53) 6-[(4-mopdponiHo)cynboHin]-2-TpudtopmeTun-2H-1-6eH3onipaH-3-«kapboHoBa kncnoTa;

(54) 6-[(1,1-oumeTnneTn)amiHocynb oHin]-2-tpudropmeTnn-2H-1-6eH3onipaH-3-«kapb6oHoBa KUCNOTa;
(55) 6-[(2-meTunnponin)amiHocynbgoHin]-2-tpudropmeTmn-2H-1-6eH3onipaH-3-kapboHoBa KMCMOTa;
(56) 6-meTuncynbgoHin-2-tpudropmeTnn-2H-1-6eH3onipaH-3-kapboHOBa KUCIOTA;

(57) 8-xnop-6-[(cbeHinmeTnn)amiHo)cynbdoHin]-2-tpudropmeTmn-2H-1-6eH3onipaH-3«apboHoBa KMcnoTa;
(58) 6-N,N-gueTvnamiHocynboHin-2-tpudropmemn-2H-1-6eH3onipaH-3-kapboHoBa kucnoTa;

(59) 6-cbeHinaueTmn-2-tpudropmeTn-2H-1-6eH3onipaH-3-kapboHOBa KMCNOTA;

(60) 6-(2,2-gumeTunnponinkapboHin)-2-tpudropmetTmn-2H-1-6eHzonipaH-3-«kapboHoBa kncnoTa;

(61) 6,8-anxnop-7-meTokcn-2-TpudpropmeTmn-2H-1-6eHsonipaH-3-kapboHoBa KUCroTa;

(62) 6-xnop-2-tpudpropmeTnn-2H-1-6eH3oTionipaH-3-kapboHOBa KMCMOTA;

(63) 6-[[(2-pypaHMmeTnn)amiHo]cynb hoHIn]-2-TpudpropmeTnn-2H-1-6eH3onipaH-3-«kapboHOBa KMCNOTa;
(64) 6-[(cbeHinmeTnn)cynbdoHin]-2-TpudropmeTnn-2H-1-6eH3onipaH-3-kapboHoBa KNCrOTa;

(65

(66) 6-nop-2-tpudpropmeTnn-2H-1-6eH3onipaH-3-kapOoHOBa KMCNOTA;
(67) 6-xnop-8-noa-2-tpugropmeTun-2H-1-6eH3onipaH-3-kapboHoBa KncnoTa;
(68) 8-6pom-6-xnop-2-tpucpropmeTnn-2H-1-6eHsonipaH-3-«kapboHoBa K1cNoTa;

(6

6-dopMin-2-tpudropmeTnn-2H-1-6eH3onipaH-3-«kapboHOBa KNUCIOTA;

(70) 6-xnop-8-gopmin-2-tpucpropmeTnn-2H-1-6eH3onipaH-3-kapOboHOBa KMCNOTa;
(71) 6-6pom-7-(1,1-gumeTnneTun)-2-tpucpropmeTnn-2H-1-6eH3onipaH-3-«kapboHoBa kMCMNoTa;
(72)5 6-,q|/1xnop -2-TpndpropmeTnn-2H-1-6eH3onipaH-3-«apboHoBa KMCNOTa;

(73) 6-uiaH-2-TpudTopmeTUn-2H-1-6eH3onipaH-3-kapboHoBa KUCroTa;

(74) 6-rippokcumeTun-2-TpucbropmeTnn-2H-1-6eH3onipaH-3-«kapboHoBa kncnoTa;

(75) 6-gncpropmeTnn-2-TpudtopmeTnn-2H-1-6eHsonipaH-3-«kap6oHoBa kucnoTa;

(76) 2,6-6ic(TpndropmeTnin)-2H-1-6eH3onipaH-3-«apboHoBa kMcroTa;

(77) 5,6,7-Tpuxnop-2-tpudpropmeTmn-2H-1-6eH3onipaH-3-kapboHoBa kncnoTa;

(78) 6,7,8-Tpuxnop-2-tpucpropmeTnn-2H-1-6eH3onipaH-3-kapboHOBa KUCNOTa;

(79) 6-(MeTunTio)-2-TpUpTopMeTUN-2H-1-6eH3onipaH-3«kapboHoBa KNCIOTa;

(80) 6-(MeTUnCYNbiHin)-2-TpudropmeTnn-2H-1-6eH3onipaH-3-kapboHOBa KMCMOTa;
(81) 5,8-guxnop-2-tpucpropmeTnn-2H-1-6eH3onipaH-3-kapOboHoBa KUCMOTa;

(82) 6-neHTadropeTMn-2-TpUdTopmeTUn-2H-1-6eHsonipaH-3-«apboHoBa KMCnoTa;
(83) 6-(1,1-gumeTnneTun)-2-tpucropmeTnn-2H-1-6eH3onipaH-3-kapboHOBa KUCMOTA;

(84) 2-tpudpropmeTnn-6-[(TpndropmeTnn)Tio]-2H-1-6eH3onipaH-3-kapboHoBa K1cnoTa;

(85) 6,8-gmxnop-7-metnn-2-tpucropmeTnn-2H-1-6eH3onipaH-3-«apboHoBa KUCroTa;

(86) 6-xnop-2,7-6ic(Tpudpropmetnn)-2H-1-6eH3onipaH-3-«kapboHoBa KUCrOTa;

(87) 5-meTokcn-2-TpucbtopmeTnn-2H-1-6eH3onipaH-3-«kapboHoBa k1cnoTa;

(88) 6-6eH3oin-2-TpucpropmeTnn-2H-1-6eH3onipaH-3«kapboHoBa KMCMOTa;

(89) 6-(4-xnopbeH30in)-2-TpudropmeTnn-2H-1-6eH3onipaH-3-«kapboHoBa KMCMOTa;

(90 6-(4-rigpokenbeHsoin)-2-Tpudpropmemn-2H-1-6eH3onipaH-3-kapboHoBa KMCIOTa;

(91) 6-cbeHokcn-2-TpncpropmeTnn-2H-1-6eH3onipaH-3«apboHoBa KMCnoTa;

(92) 8-xnop-6-(4-xnopdeHokan)-2-tpudtopmeTnn-2H-1-b6eHsonipaH-3-«kapboHoBa KMCIoTa;
(93) 2-tpudpropmeTnn-6-[4-(TpudpropmeTnn)heHokcnl-2H-1-6eHszonipaH-3-«kapboHoBa KMcroTa;
(94) 6-(4-vieTokcudpeHokcn)-2-TpudTtopmeTun-2H-1-6eHzonipaH-3-«apboHoBa k1cnoTa;
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(95) 6-(3-xnop-4-veTokcudeHokcmn)-2-TpucropmeTnn-2H-1-6eH3onipaH-3«kapboHoBa kucnoTa;

(96) 6-(4-xnopeHoken )-2-TpudpropmeTmn-2H-1-6eHzonipaH-3-«kapboHoBa kucrnoTa;

(97) 8-xnop-2-tpucpropmeTnn-6-[4-(tpudtopmeTnn)eHoken]-2H-1-6eHsonipaH-3-«kapboHoBa KMCIOTa;

(98) 6-xnop-8-uiaH-2-TpudpropmeTn-2H-1-6eH3onipaH-3-«kapboHoBa KMCMOTa;

(99) 6-xnop-8-[(riapokcuimiHo MeTMn]-2-tpucpropmeTnn-2H-1-6eH3onipaH-3-«kapboHOBa KMCNOTA;

(100) 6-xnop-8-rigpokcume TUN-2-TpucpropmeTnn-2H-1-6eH3onipaH-3-«apboHoBa KMCNOTa;

(101) 8-(1H-6eH3nmigason-2-in)-6-xnop-2-TpucropmeTnn-2H-1-6eH3onipaH-3«ap6oHOBa KMCNOTa;

(102) 7-(1,1-pumeTnneTMN)-2-neHTadropemn-2H-1-6eHszonipaH-3-«apboHoBa KMcnoTa;

(103) 6-xnop-8-meTokcuMeTUn-2-TpudpropmeTn-2H-1-6eHzonipaH-3«apboHoBa KucrnoTa;

(104) 6-xnop-8-(6eHannokcumeTnn)-2-tpudpropmemn-2H-1-6eHzonipaH-3-«kapboHoBa k1croTa;

(105) 6-xnop-8-eTeHin-2-tpucropmeTnn-2H-1-6eH3onipaH-3-«kapOboHOBa KMCMOTa;

(106) 6-xnop-8-eTmHin-2-tpudtopmeTnn-2H-1-6eH3onipaH-3-kapboHoBa knUcnoTa;

(107) 6-xnop-8-(2-TieHin)-2-tpudropmeTnn-2H-1-6eH3onipaH-3-kapboHoBa KUCIOTa;

(108) 6-xnop-8-(2-dypaHrin)-2-tpudpropmeTnn-2H-1-6eHzonipaH-3-«kapboHoBa KMCMOTa;

(109) 6-xnop-8-(5-xnop-1-neHTuHiN)-2-TpudtopmeTmn-2H-1-6eH3onipaH-3-«kapboHoBa KMCroTa;

(110) 6-xnop-8-(1-neHTuHIN)-2-TpudTopmeTnn-2H-1-6eH3onipaH-3-kapboHoBa KMCroTa;

(111) 6-xnop-8-(cheHineTnHin)-2-TpudsTopme TMn-2H-1-6eH3onipaH-3-kap6oHoBa KUCTOTA;

(112) 6-xnop-8-(3,3-gumeTun-1-6ytmHin)-2-tpudpropmemmn-2H-1-6eH3onipaH-3-kapboHoBa kKncnoTa;

(113) 6-xnop-8-[(4-xnopaeHin)eTmHin]-2-TpudropmeTnn-2H-1-6eH3onipaH-3-kapboHoBa k1cnoTa;

(114) 6-xnop-8-[(4-meToKCMdEHIN)ETUHIN]-2-TpMdTOpMETUN-2H-1-6eH3onipaH-3-«kap6oHoBa KMCNoTa;

(115) 6-(deHineTuHin)-2-TpudropmeTnn-2H-1-6eH3onipaH-3-kapboHOBa KMCMOTa;

(116) 6-xnop-8-(4-xnopdeHin)-2-tpudtopmeTmn-2H-1-6eHsonipaH-3-«kapboHoBa kncnoTa;

(117) 6-xnop-8-(3-veTokcundpeHin)-2-tpudgropmeTun-2H-1-6eH3onipaH-3-kapboHoBa KMCnoTa;

(118) 6-xnop-8-[(4-meTunTio)dbeHin]-2-tpucpropmen-2H-1-6eH3zonipaH-3-«apboHoBa KMCroTa;

(119) 6-xnop-8-[(4-meTnncynboHin)deHrin]-2-tpudpropmeTnn-2H-1-6eH3onipaH-3-kapOoHOBa KMCNOTA;

(120) 6-xnop-8-dpeHin-2-tpudpropmeTnn-2H-1-6eHzonipaH-3-«kapboHoBa KMCNOTa;

(121) 6-6pom-8-gTop-2-TpMchbTropmeTUn-2H-1-6eH3onipaH-3-«apboHoBa k1cnoTa;

(122) 6-(4-dpropdeHin)-2-tpucpropmeTnn-2H-1-6eHzonipaH-3-«kapboHoBa kucrnoTa;

(123) 6-cbeHin-2-tpudtopmeTnn-2H-1-6eHsonipaH-3-«apboHoBa KMCNOTa;

(124) 8-xnop-6-grop-2-TpucropmeTnn-2H-1-6eH3onipaH-3-kapboHOBa KMCNOTA;

(125) 6,8-guinog-2-tpudptopmeTnn-2H-1-6eH3onipaH-3-kap6oHoBa K1CroTa;

(126) 6-(5-xop-2-TieHin)-2-TpucropmeTnn-2H-1-6eH3onipaH-3-«kapboHoBa KMCMoTa;

(127) 6-(2-TieHin)-2-tpudropmeTnn-2H-1-6eHsonipaH-3-«kapboHoBa KucroTa;

(128) 6-(4-xnopdeHin)-2-TpudropmeTnn-2H-1-6eH3onipaH-3-«kapboHoBa KucnoTa;

(129) 6-(4-6pomdpeHin)-2-tpudpropmeTnn-2H-1-6eH3onipaH-3-«kapboHoBa kucrnoTa;

(130) 6-eTnHin-2-TpncpropmeTnn-2H-1-6eHzonipaH-3-«kapboHoBa KMCMOTa;

(131) 6-me™nn-2-tpucpropmeTn-2H-1-6eHaonipaH-3«apboHoBa KMcnoTa;

(132) 6-xnop-8-(4-vieTokcundpeHin)-2-tpugropmeTun-2H-1-6eH3onipaH-3-kapboHoBa KMCNoTa;

(133) 6-xnop-2-TpudptropmeTnn-4-eteHin-2H-1-6eH3onipaH-3-kapboHoBa KMCMOTa;

(134) 6-xnop-2-TpudpropmeTnn-4-geHrin-2H-1-6eHzonipaH-3-«kapOoHoBa KMCNOTa;

(135) 6-xnop-4-(2-TieHin)-2-TpudropmeTmn-2H-1-6eH3onipaH-3-«kapboHoBa K1CroTa;

(136) 6-(2,2,2-tpudprop-1-rinpokcieTnn)-2-tpucpropmemn-2H-1-6eHzonipaH-3-«apboHoBa kucrnoTa;

(137) 6-metun-2-tpudcpropmemn-2H-1-6eHzoTionipaH-3-«kapOoHoOBa KMCNOTA;

(138) 6,8-aumeTnn-2-TpudTopmeTun-2H-1-6eHsoTionipaH-3-kapboHoBa kncnoTa;

(139) 6-(1,1-gnmeTne™n)-2-TpudptopmeTmn-2H-1-6eH3oTionipaH-3-kapboHoBa kncnoTa;

(140) 7-memn-2-tpncpropmeTnn-2H-1-6eH3oTionipaH-3-«kapboHoBa KUCNOTa;

(141) 6,7-anmeTnn-2-tpudpropmeTnn-2H-1-6eHsoTionipaH-3-kapOoHOBaA KMCNOTA;

(142) 8-metnn-2-tpncpropmetnn-2H-1-6eHsoTionipaH-3-«kapboHoBa kucnoTa;

(143) 2-tpucpropmeTnn-2H-1-6eHaoTionipaH-3-kapboHOBa KMCMOTa;

(144) 6-xnop-7-metTn-2-tpncropmeTnn-2H-1-6eH3oTionipaH-3-kapboHOBa KUCMOTa;

(145) 7-xnop-2-tpudpropmeTnn-2H-1-6eH3oTionipaH-3-«apboHoBa KMCroTa;

(146) 6,7-guxnop-2-Tpucpropmemn-2H-1-6eH3oTionipaH-3-«kapboHoBa kMcnoTa;

(147) 2-tpucpropmeTnn-6-[(TpncpropmeTnn)Tiol-2H-1-6eH3oTionipaH-3-«kapboHoBa kucrnoTa;

(148) 6,8-amnxnop-2-tpucpropmeTmn-2H-1-6eH3oTionipaH-3-«kapOoHoBa KMCNOTA;

(149) 6-xnop-1,2-gurigpo-2-TpudropmeTmn-3-xiHoniHKapboHOBa KMCNoTa;

(150) 6,8-guxnop-1,2-gurigpo-2-TpuropmeTnn-3-xiHoniHkapboHoBa k1cnoTa;

(151) 6,7-andtop-1,2-gurigpo-2-TpudTopMe TUn-3-XiHoniHKapOoHOBa KMCMNOTa;

(152) 6-oa-1,2-gurigpo-2-TpudpropmeTmn-3-xiHoniHKkap6oHOBa KUCMOTa;

(153) 6-6pom-1,2-gurigpo-2-tpudpropmeTnn-3-xiHoniHkapboHoBa K1croTa;

(154) 1,2-gurigpo-6-TpudTopMeToKCU-2-TpUdTOpMETUN-3-XiHOMNIHKapboHOBa KMCIOTa;

(155) 6-TpudpTopmeTun-1,2-gurigpo-2-TpudTopmeTnn-3-xiHosiHkapboHoBa KMCHOTa;

(156) 6-uiaH-1,2-gurigpo-2-tpudpropmeTnn-3-xiHoniHkapboHoBa K1cnoTa;

(157) 6-xnop-1,2-gurigpo-1-meTnn-2-tpudropmeTni-3-xXiHoniHkapboHoBa KMCOTa;

(158) 6-xnop-1,2-gurigpo-2-tpudpropmetmn-1-[[4-(tpucpropmetnn)peHin]meTnnl-3-xiHoniHkapdboHoBa
KNCnoTa;

(159) 6-xnop-1-[(4-xnopdeHin)meTnnl-1,2-gurigpo-2-TpudropmeTnn-3-xiHoniHkapboHoBa KucroTa;

(160) 6-xnop-1,2-gurigpo-2-Tpudropme Tnn-1-[[(4-meTtokcu )dpeHinMeTun]-3-xiHoniHkapboHoBa K1CcnoTa;



(161) 6-xnop-1-[(4-uiaHdeHinMeTnn]-1,2-gurigpo-2-TpudropmeTmn-3-xiHoniHkapboHoBa k1cnoTa;

(162) 6-xnop-1,2-gurigpo-1-[(4-HiTpodbeHin)MeTnn]-2-Tpudropme TMN-3-XiHoNiHKapboHOBa KUCOTa;

(163) 6-xnop-1,2-gurigpo-1-eTn-2-tpudropmeTnn-3-xiHoniHkapboHoBa KMCNOTa;

(164) 6-xnop-2-tpudpropmetnn-1,2-gurigpo[1,8HacpmpmanH-3-«kapboHoBa KMCMoTa;

(165) 2-tpudpropmeTnn-2H-Hagto[1,2-b]nipaH-3-kapboHoBa kucnoTa;

(166) 2-tpudpropmeTnn-3H-HadTo[1,2-b]nipaH-3-kapboHoBa kncnoTa;

(167) 2-tpudpropmeTnn-2H-HadTo[2,3-b]nipaH-3-kapboHoBa kncnoTa;

(168) 5-rigpokcmmeTUN-8-MeTUN-2-TpudptopmeTnn-2H-nipaHo([2,3-cJnipnanH-3«apboHosa kucrnoTa;

(169) 6-TpucpropmeTn-6H-1,3-giokcono[4,5-g][1]6eH3onipaH-7-kapboHoBa KMCNOTa; i

(170) 3-tpudpropmeTn-3H-6eH30dypo[3,2-f][1]6eH30nipaH-2-kapboHoBa kucrnoTa.

CimencTBO KOHKpeTHMX cnonyk gopmyn | i I, Wwo npeacraensaT 0COONMBUNA IHTEPEC, CKNAOAETbCA 3 TAKMX
CronykK:

(1) (S)-6-xnop-2-TpucpropmeTn-2H-1-6eH3onipaH-3«apboHoBa KMCMoTa;

(2) (S)-7-etTMn-2-TpudstopmeTun-2H-1-6eH3onipaH-3-kapboHoBa KNCNOTA;

(3) (S)-7-metnn-2-tpudpropmeTnn-2H-1-6eH3onipaH-3-kapboHoBa KMcnoTa;

(4) (S)-2,7-6ic(TpncbropmeTnn)-2H-1-6eH3onipaH-3«apboHoBa k1cnoTa;

(5) (S)-7-6pom-2-TpndropmeTnn-2H-1-6eH3onipaH-3-kapboHOBa KUCOTa;
(6) (S)-6-xnop-7-meTun-2-tpudpropmeTnn-2H-1-6eH3onipaH-3-«kapOoHOBa KMCNOTA;
(7) (S)-8-(1-metnnetnn)-2-tpudpropmeTmn-2H-1-6eH3onipaH-3-«kapboHoBa KuncnorTa;
(8)
)
0
1

(S)-6-xnop-7-(1,1-gumeTnneTun)-2-Tpudgropme Tun-2H-1-6eH3onipaH-3-kap6oHoBa KUCIOTa;
(9) (S)-6-xn10p-8-(1-meTnnetn)-2-TpucbropmeTmn-2H-1-6eH3onipaH-3-«kapboHoBa KncnorTa;
(10) (S)-2-TpucbropmeTnn-2H-1-6eH3onipaH-3-kapBboHOBa KUCMOTA;
(11) (S)-8-eTokcu-2-TpudpropmeTmn-2H-1-6eH3onipaH-3+«apboHoBa K1CrOTa;
(12) (S)-7-(1,1-gumeTuneTnn)-2-tpucpropmeTnn-2H-1-6eH3onipaH-3-kapOboHOBa KMCMOTA;
(13) (S)-6-6pom-2-TpudhtropmeTn-2H-1-6eH3onipaH-3-kapOoHOBa KMCNOTA;
(14) (S)-8-xnop-2-tpugropmeTun-2H-1-6eH3onipaH-3-kapboHoBa KNCNOTa;
(15) (S)-8-6pom-6-xnop-2-TpucropmeTnn-2H-1-6eH3onipaH-3-kap6oHOBa KMCMOTa;
(16) (S)-6-TpudbtopmeTokcu-2-TpudpropmeTmn-2H-1-6eHszonipaH-3-«kapboHoBa KncroTa;
(17) (S)-8-prop-2-TpudtopmeTn-2H-1-6eH3onipaH-3-«kapboHoBa KMCroTa;
(18) (S)-5,7-amxnop-2-tpudtopmeTnn-2H-1-6eH3onipaH-3-«kapboHoBa KUCnoTa;
(19) (S)-7,8-amxnop-2-tpudtopmeTun-2H-1-6eH3onipaH-3-kapboHoBa KUCMOTa;
(20) (S)-7-izonponinokcu-2-tpudropmeTnn-2H-1-6eHsonipaH-3-«kapOoHoBa KMCNOTA;
(21) (S)-8-dpeHin-2-tpudpropme™n-2H-1-6eHzonipaH-3-«apboHoBa kucrnoTa;
(22) (S)-7,8-pumeTun-2-tpudtopmeTnn-2H-1-6eH3onipaH-3-kapboHoBa KucroTa;
(23) (S)-6,8-6ic(1,1-ammeTneTMN)-2-TpUcpropmeTnn-2H-1-6eHzonipaH-3-«apboHoBa kMCroTa;
(24) (S)-7-xnop-2-tpugropmeTun-2H-1-6eH3onipaH-3-kapboHoBa KNCNOTa;
(25) (S)-7-(1-wetnnetnn)-2-tpucpropmeTnn-2H-1-6eH3onipaH-3-kapboHoBa KucroTa;
(26) (S)-7-tpeHin-2-tpucpropme™mn-2H-1-6eHzonipaH-3«apboHoBa kucrnoTa;
(27) (S)-6-xnop-7-eTun-2-tpucpropmeTn-2H-1-6eHzonipaH-3-«kapboHoBa kncrnoTa;
(28) (S)-8-eTnn-2-tpudstopmeTnn-2H-1-6eH3onipaH-3+«apboHoBa KMUCIOTa;
(29) (S)-6-xnop-8-emn-2-TpucpropmeTn-2H-1-6eHzonipaH-3-«kapboHoBa KUCIOTa;
(30) (S)-6-xnop-7-cpeHin-2-tpucpropmeTmn-2H-1-6eHzonipaH-3-«kapboHoBa kucrnoTa;
(31) (S)-6,7-gnxnop-2-tpudgtopmeTun-2H-1-6eH3onipaH-3-kapboHoBa KNCNOTA;
(32) 6,8-guxnop-2-tpudpropmeTnn-2H-1-6eH3onipaH-3-kapboHoBa KMCMOTa;
(33) (S)-6,8-gnbpom-2-TpudtopmeTun-2H-1-6eH3onipaH-3-«kapboHoBa KMcnoTa;
(34) (S)-6,8-aumeTokcn-2-TpudropmeTnn-2H-1-6eH3onipaH-3-kapboHOBa KUCMOTa;
(35) (S)-6-HiTpo-2-TpUdTopMmeTNNn-2H-1-6eH3onipaH-3-kapboHoBa KMCNOTa;
(36) (S)-6-amiHo-2-TpucpropmeTnn-2H-1-6eH3onipaH-3-«kapboHoBa KMCMOTa;
(37) (S)-eTnn-6-amiHo-2-TpncpropmeTnn-2H-1-6eH3onipaH-3«kapbokcunar;
(38) (S)-6-xn1op-8-metTnn-2-tpndropmeTnn-2H-1-6eH3onipaH-3«apboHoBa KMCNOTAa;
(39) (S)-8-xnop-6-meTun-2-tpudropmeTnn-2H-1-6eH3onipaH-3-kapboHoBa KMCNOTA;
(40) )-8-xnop-6-meTokem-2-TpudTopmeTnn-2H-1-6eH3onipaH-3-«kapboHoBa kMCnoTa;
(41) (S)-6,8-andTop-2-TpudpTopmeTMn-2H-1-6eH3onipaH-3-kapboHoBa kucnoTa;
(42) (S)-6-6pom-8-xnop-2-TpucpropmeTnn-2H-1-6eH3onipaH-3«ap6boHoBa KMCMOTa;
(43) (S)-8-6pom-6-grop-2-TprudTropmeTn-2H-1-6eH3onipaH-3-«kapboHoBa KNCTOTa;
(44) (S)-8-6pom-6-meTnn-2-TpudTopmeTun-2H-1-6eH3onipaH-3-kapboHoBa KMCNoTa;
(45) (S)-8-6pom-5-gTop-2-TpndbTopmeTUn-2H-1-6eH3onipaH-3-kapboHoBa KUCIOTa;
(46) (S)-6-xnop-8-crop-2-TpndpropmeTnn-2H-1-6eH3onipaH-3-«kapboHoBa KMCMOTa;
(47) (S)-6-6pom-8-meTokcu-2-TpudtopmeTun-2H-1-6eH3onipaH-3-kapboHoBa KucnoTa;
(48) (S)-7-(N,N-grnetmnawmino)-2-tpudropmeTun-2H-1-6eH3onipaH-3-kap6oHoBa KUCNoTa;
(49) (S)-6-[(deHinmeTN)amMiHOCYNb oHIN]-2-TpndTopmeTMN-2H-1-6eH3onipaH-3-«kapOoHoBa KMCMOTA;
(50) (S)-6-[(anmeTnnamiHo )cynbpoHin]-2-tpudtopmeTun-2H-1-6eHsonipaH-3-kap6oHoBa kucnoTa;
(51) (S)-6-amiHocynbdoHin-2-TpudtopmeTnn-2H-1-6eH3onipaH-3-kapboHoBa KMCNoTa;
(52) (S)-6-(MeTMnamiHo )cynbdoHin-2-TpudropmeTun-2H-1-6eH3onipaH-3-«apb6oHoBa KUCMOTa;
(53) (S)-6-[(4-mopdponiHo)cynbdoHin]-2-tpudtopmeTnn-2H-1-6eHsonipaH-3-«kapboHoBa KMCNOTa;
(54) (S)-6-[(1,1-anmeTnneTnn)amiHocynboHin]-2-tpudropmeTun-2H-1-6eH3onipaH-3-«kap6oHosa k1cnoTa;
(55) (S)-6-[(2-meTnnponin)amiHocynbdoHin]-2-tpudropmeTnn-2H-1-6eH3onipaH-3-«kap6oHoBa kMcnoTa;



(56) (S)-6-meTnncynbgoHin-2-TpudtopmeTun-2H-1-6eH3onipaH-3-kapboHoBa k1cnoTa;

(57) (S)-8-xnop-6-[(deHinveTnn)amiHo))cynbgoHin]-2-tpudropmeTnn-2H-1-6eH3onipaH-3-+«kapboHoBa
KNCnoTa;

(58)

(59)

(60)
)
)
)

(S)-6-N,N-gretunamiHocynsoHin-2-tpucpropmetnn-2H-1-6eHsonipaH-3-kapboHoBa KMCNOTa;

(S)-6-deHinaueTnn-2-TpudtopmeTmn-2H-1-6eH3onipaH-3-kapboHoOBa KMCnoTa;

(S)-6-(2,2-gumeTnnnponinkapbonin)-2-tpudpropmeTnn-2H-1-6eH3onipaH-3-«kapboHoBa KMCNOTa;

(61) (S)-6,8-amxnop-7-meTokcu-2-TpudropmeTnn-2H-1-6eH3onipaH-3-kapboHoBa KUCroTa;

(62) (

(63) (

(64) (

(65) (

(66)

(67)

(68)

(69)

(70)

(71)
)
)
)
5)
)

S)-6-xnop-2-TpudpropmeTnn-2H-1-6eH3oTionipaH-3-kapboHoBa KMCMNOTa;
S)-6-[[(2-hbypaHmeTnn)amiHo]cynbdoHin]-2-tpudpropmeTnn-2H-1-6eH3onipaH-3-«kapboHOBa KMCNOTa;
S)-6-[(dbeHinmeTnn)cynboHin]-2-TpudropmeTnn-2H-1-6eH3onipaH-3-«kapboHoBa KUCroTa;
S)-6-[[(deHineTnn)amiHo]cynb oHin]-2-TpucropmeTnn-2H-1-6eH3onipaH-3-«kapboHOBa KUCNOTA;
S)-6-iog-2-tpudtopmeTnn-2H-1-6eH3onipaH-3-kapboHoBa kucnoTa;
S)-6-xnop-8-nog-2-tpudropmetmn-2H-1-6eH3onipaH-3-kapboHoBa k1cnoTa;
S)-8-6pom-6-xnop-2-TpucpropmeTnn-2H-1-6eH3onipaH-3-«ap6oHoBa KMCMOTa;
S)-6-cbopmin-2-tpudpropmetnn-2H-1-6eH3onipaH-3-kapOboHoBa KMCNOTa;
S)-6-xr1op-8-cdopmin-2-tpudropmeTmn-2H-1-6eH3onipaH-3-kapboHoBa KMCNoTa;
S)-6-6pom-7-(1,1-aumeTnneTnn)-2-tpudropmeTnn-2H-1-6eH3onipaH-3-kapboHOBa KMCMNOTa;
S)-5,6-anxnop-2-tpudpropmeTnn-2H-1-6eH3onipaH-3-kapOboHoBa KMCNOTA;
S)-6-uiaH-2-TpudpropmeTmn-2H-1-6eHzonipaH-3«apboHoBa KMcrnoTa;
S)-6-rinpokcumeTnn-2-TpudpropmeTun-2H-1-6eHsonipaH-3-kapb6oHoBa kMcnoTa;
S)-6-andTopmeTun-2-tpudpropmeTn-2H-1-6eHsonipaH-3-«apboHoBa kucnoTa;
)-2,6-6ic(TpndropmeTnn)-2H-1-6eH3onipaH-3-«kapboHoBa KMCMOTA;
S)-5,6,7-Tpuxnop-2-tpucpropmetnn-2H-1-6eH3onipaH-3-kapboHOBa KMCNOTa;
S)-6,7,8-Tpuxnop-2-TpudgtopmeTun-2H-1-6eH3onipaH-3-kapboHoBa KUCNoTa;
S)-6-(metunTio)-2-TpudpTopmeTnn-2H-1-b6eHsonipaH-3-«kapboHoBa KMUCIOTa;
S)-6-(meTnncynbdiHin)-2-tpudropmeTn-2H-1-6eH3onipaH-3-kapboHoBa kucnoTa;
S)-5,8-anxnop-2-tpudropmeTnn-2H-1-6eH3onipaH-3«apboHoBa KUCMOTa;
S)-6-neHTadropeTnn-2-tpudropmeTun-2H-1-6eHsonipaH-3-kap6oHoBa KMCnoTa;
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(S)-6-(1,1-gumetnneTnn)-2-tpucpropmeTnn-2H-1-6eH3onipaH-3-kapboHoBa KMCMOTa;
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S)-2-TpucpropmeTmn-6-[(tpucpropmeTnn)Ttiol-2H-1-6eH3onipaH-3-kap6oHoBa KMcnoTa;
S)-6,8-gnxnop-7-metnn-2-tpudropmetnn-2H-1-6eH3onipaH-3-kapboHoBa KMCMOTa;
S)-6-xr10p-2,7-6ic(tpudropmeTnn)-2H-1-6eHzonipaH-3-«kapboHoBa KMCMOTa;
S)-5-meToken-2-tpucropmeTnn-2H-1-6eH3onipaH-3-«kapboHOBa KNCIOTA;
S)-6-6eH30in-2-Tpudpropmemn-2H-1-6eH3onipaH-3-kapb6oHoBa KUCIoTa;
S)-6-(4-xnop6eHsoin)-2-TpudtopmMeTun-2H-1-6eH3onipaH-3-kap6oHoBa K1CIOTa;
S)-6-(4-rigpokcnbeHsoin)-2-TpudpropmeTmn-2H-1-6eH3onipaH-3-«kapOoHoBa KMCMOTa;
S)-6-cheHokcmn-2-TpucpropmeTun-2H-1-6eHsonipaH-3-«kapb6oHoBa kucroTa;
S)-8-xnop-6-(4-xnopdeHokcn )-2-TpudtopmeTmn-2H-1-6eH3onipaH-3-kapboHoBa KUCMOTa;
S)-2-TpudtopmeTnn-6-[4-(TpudropmeTvn)eHokenl-2H-1-6eH3onipaH-3-«kapboHoBa KUCroTa;
S)-6-(4-meTOoKCUdEHOKCK)-2-TpUdTopMeTUN-2H-1-6eH3onipaH-3-«kapboHoBa K1CnoTa;
S)-6-(3-xnnop-4-veTokcudpeHokcu)-2-tpudtopmeTnn-2H-1-6eH3onipaH-3-kapboHoBa kncnoTa;
S)-6-(4-xnopdeHoken)-2-TpudropmeTnn-2H-1-6eH3onipaH-3-kap6oHoBa KUcroTa;

(97) (S)-8-xnop-2-tpudstopmeTun-6-[4-(tpucdropmetnn)deHokcn]-2H-1-6eH3onipaH-3-«kapboHoBa KUCOTa;
(98) (S)-6-xnop-8-uiaH-2-TpudropmeTnn-2H-1-6eH3onipaH-3«kapboHoBa KUCTOTa;

(99) (S)-6-xnop-8-[(riapokcnimiHoMeTnn]-2-TpudropmeTmn-2H-1-6eH3onipaH-3-kapboHoBa KMCNoTa;
(100) (S)-6-xnop-8-rigpokcmme TUN-2-TpudpTopmeTn-2H-1-6eH3onipaH-3-«kapboHoBa K1cnoTa;

)
8)
)
)
)
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)
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)
)
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9)
)
)
)
3)
)
)
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)
)

(101) (S)-8-(1H-6eH3nmiga3on-2-in)-6-xnop-2-tpudtopmeTnn-2H-1-6eHsonipaH-3-«kapboHoBa KMcnoTa;
(102) (S)-7-(1,1-pumeTneTMN)-2-neHtadpropetmn-2H-1-6eHzonipaH-3-«kapboHoBa kucroTa;

(103) (S)-6-xnop-8-meTokcumeTUN-2-TpudptopmeTnn-2H-1-beHzonipaH-3-«apboHoBa kMcroTa;

(104) (S)-6-x10p-8-(GeH3unokcumeTnn)-2-TpudropmeTnn-2H-1-GeHsonipaH-3-kapboHoBa kucrnoTa;
(105) (S)-6-xnop-8-eTeHin-2-tpudtopmeTnn-2H-1-6eHsonipaH-3-«kapboHoBa KMCroTa;

(106) (S)-6-xnop-8-eTnHin.2-tpudtopmeTnn-2H-1-6eH3onipaH-3-«kapboHoBa KMCMOTa;

(107) (S)-6-xnop-8-(2-TieHin)-2-TpudtopmeTnn-2H-1-6eH3onipaH-3-kapboHoBa KUCIOTa;

(108) (S)-6-xrop-8-(2-cpypaHin)-2-tpudtopmeTnn-2H-1-6eH3onipaH-3-«kapboHoBa KUCTOTa;

(109) (S)-6-xnop-8-(5-xnop-1-neHTuHIN)-2-TpncropmeTnn-2H-1-6eH3onipaH-3-«kapboHOBa K1CMOTa;
(110) (S)-6-xnop-8-(1-neHTuHIN)-2-TpncpropmeTn-2H-1-6eH30nipaH-3-«kapboHoBa KMCMOTa;

(111) (S)-6-xn0p-8-(cheHineTnHin)-2-TpudTropmeTMn-2H-1-6eH3onipaH-3-«kapboHoBa KUCrOTa;

(112) (S)-6-xnop-8-(3,3-aumeTnn-1-6ytmHin)-2-tpudtopmetmn-2H-1-6eH3onipaH-3-kapboHoBa KncnoTa;
(113) (S)-6-xnop-8-[(4-xnopdeHin)eTnHin]-2-tpugtopmeTmn-2H-1-6eH3onipaH-3-kapboHoBa kucnoTa;
(114) (S)-6-xnop-8-[(4-meToKkCMdeHIN)eTUHIN]-2-TpudTopMeTUn-2H-1-6eH3onipaH-3-«kapboHoBa kK1cnoTa;
(115) (S)-6-(cbeHinetuHin)-2-tpudtopmeTnn-2H-1-6eH3onipaH-3-«kapboHoBa KMUCIOTa;

(116) (S)-6-xnop-8-(4-xnopcbeHin)-2-TpucropmeTnn-2H-1-6eH3onipaH-3-«kapboHoBa kMcnoTa;

(117) (S)-6-xnop-8-(3-meTokcndeHin)-2-tpudropmemn-2H-1-6eH3onipaH-3-kapboHoBa KMCNoTa;
(118) (S)-6-xnop-8-[(4-meTunTio)dhbeHin]-2-tpudpropmeTmn-2H-1-6eHzonipaH-3-«apboHoBa kucrnoTa;
(119) (S)-6-xnop-8-[(4-veTnncynboHin)deHin]-2-tpugtopmeTnn-2H-1-6eH3onipaH-3-kapboHoBa KMCNoTa;
(120) (S)-6-xnop-8-teHin-2-tpudpropmeTnn-2H-1-6eHsonipaH-3-«kapboHoBa KucnoTa;

(121) (S)-6-6pom-8-dTop-2-TpMdTOopMeEeTUN-2H-1-6eH3onipaH-3-«kapboHoBa KMCNoTa;



(154) (
(155) (

1,2-purigpo-6-TpudtopmeTokcn-2-TpnpropmeTnn-3-xiHoniHkapboHoBa KucrnoTa;
-6-TpndpropmeTnn-1,2-gurigpo-2-TpudropmeTnn-3-xiHoniHkapboHoBa KMCroTa;

(156) (S)-6-uiaH-1,2-gnrigpo-2-TpndpropmeTnn-3-xiHoniHkapboHoBa k1cnoTa;

(157) (S)-6-xnop-1,2-gurigpo-1-meTun-2-tpudpropmemn-3-xiHoniHkapboHoBa KMCMOTa;

(158) (S)-6-xnop-1,2-gurigpo-2-tpudpropmeTn-1-[[4-(tpucpropmetnn)deHinlme tnnl-3-xiHoniHkapboHosa
KucnoTta;

(122) (S)-6-(4-dropdeHin)-2-tpudpropmetnn-2H-1-6eHzonipaH-3-«apboHoBa kucrnoTa;
(123) (S)-6-cpeHin-2-tpudropme™n-2H-1-6eHaonipaH-3-«apboHoBa kucnoTa;
(124) (S)-8-xnop-6-crop-2-TpncpropmeTnn-2H-1-6eH3onipaH-3-kapboHOBa KMCMOTa;
(125) (S)-6,8-gmoa-2-tpudtopmeTnn-2H-1-6eHsonipaH-3-«kapb6oHoBa KucroTa;
(126) (S)-6-(5-xnop-2-tieHin)-2-TpucpropmeTn-2H-1-6eH3onipaH-3-kapboHoBa KUCIOTa;
(127) (S)-6-(2-TieHin)-2-TpncropmeTnn-2H-1-6eH3onipaH-3-kapboHOBa KMCMOTa;
(128) (S)-6-(4-xnopdpeHin)-2-TpucpropmeTnn-2H-1-6eH3onipaH-3«apOboHoBa KMCMOTa;
(129) (S)-6-(4-6pomdbeHin)-2-TpudropmeTnn-2H-1-6eH3onipaH-3«kapboHoBa KUCTOTa;
(130) (S)-6-eTnHIn-2-TpncropmeTnn-2H-1-6eH3onipaH-3-kapboHOBa KMCMOTa;
(131) (S)-6-meTnn-2-tpncpropmeTnn-2H-1-6eH3onipaH-3-kapOboHOBa KMCMOTa;
(132) (S)-6-xnop-8-(4-veTtokcudpeHin)-2-tpudropmeTnn-2H-1-6eH3onipan-3-kap6oHoBa KMCNoTa;
(133) (S)-6-xnop-2-TpudtopmeTnn-4-eteHin-2H-1-6eH3onipaH-3-«kapboHoBa KucroTa;
(134) (S)-6-xnop-2-Tpudpropmetnn-4-ceHin-2H-1-6eHaonipaH-3-«apboHoBa kucnora;
(135) (S)-6-xnop-4-(2-TieHin)-2-tpudtopmeTnn-2H-1-6eHsonipaH-3-«kapboHoBa KMUCIOTa;
(136) (S)-6-(2,2,2-TpudpTop-1-rigpokcieTnn)-2-tpugropmetnn-2H-1-6eH3onipaH-3-«kapboHoBa KNCroTa;
(137) (S)-6-meTtun-2-tpudptopmeTun-2H-1-6eH3oTionipaH-3-kapboHoBa kncnoTa;
(138) (S)-6,8-aumeTnn-2-TpudstopmeTnn-2H-1-6eHsoTionipaH-3-kapboHoBa kncnoTa;
(139) (S)-6-(1,1-pumeTnneTnn)-2-tpucpropmeTnn-2H-1-6eH3oTionipaH-3-kapboHoBa KMCMOTA;
(140) (S)-7-meTnn-2-tpudropmeTnn-2H-1-6eH3oTionipaH-3-«kapboHOBa KMCNOTa;
(141) (S)-6,7-aumeTnn-2-TpudTopmeTnn-2H-1-6eH3oTionipaH-3-kapboHoBa kncnoTa;
(142) (S)-8-memnn-2-tpudpropmeTn-2H-1-6eH3oTionipaH-3-kapOoOHOBa KMCNOTA;
(143) (S)-2-TpncpropmeTnn-2H-1-6eH30TionipaH-3-«kapboHOBa KUCMOTa;
(144) (S)-6-xnop-7-meTun-2-tpudTopmeTnn-2H-1-6eH3oTionipaH-3-kapboHOBa KMCIOTa;
(145) (S)-7-xnop-2-TpucpropmeTnn-2H-1-6eH3oTionipaH-3-kapOoOHOBa KMCMOTa;
(146) (S)-6,7-guxnop-2-tpudgtopmeTnn-2H-1-6eH3oTionipaH-3-«kapboHoBa KUCIOTa;
(147) (S)-2-tpudpropmeTn-6-[(TpncpropmeTnn)Tiol-2H-1-6eH3onipaH-3-kap6oHoBa kuncroTa;
(148) (S)-6,8-amxnop-2-tpudtopmeTnn-2H-1-6eH3oTionipaH-3-«kapboHoBa KMCnoTa;
(149) (S)-6-xnop-1,2-gurigpo-2-TpucTopmMeTUn-3-XiHoniHKkapboHOBa KMCMNOTa;
(150) (S)-6,8-guxnop-1,2-aurigpo-2-TpudropmeTnn-3-xiHoniHkapboHOBa KNCNOTa;
(151) (S)-6 7-,qmq3Top 1,2-avrigpo-2-TpudtopmMeTun-3-xiHoniHkapboHoBa KMcnoTa;
(152) (S)-6-oa-1,2-gurinpo-2-tpudptopme Tnn-3-xiHoniHKap6oHOBa KUCOTa;
(153) (S)-6-6pom-1,2-auriapo-2-TpucpropMeTMn-3-xiHoniHKap6OHOBaKUCIOTA;

S)-

S)-

S)-

S)-

(159) (S)-6-xnop-1-[(4-xnopdeHin)metTnnl-1,2-guriapo-2-Tpudropme Tnn-3-xiHoniHkapboHoBa KMcroTa;
(160) (S)-6-xnop-1,2-gurigpo-2-tpudpropmeTn-1-[[(4-meTokcn)peHinmeTmn]-3-xiHoniHkapboHoBa KUCNOTa;
(161) (S)-6-xnop-1-[(4-uiaHdeHin)meTnn]-1,2-gurigpo-2-Tpudpropme mn-3-xiHoniHkapOoHoBa KMCMOTa;
(162) (S)-6-xnop-1,2-gurigpo-1-[(4-HiTpodeHin)MeTnn]-2-TpudTopMmeTMn-3-xiHoniHKkapOoHOBa KMCMOTa;
(163) (S)-6-xnop-1,2-gurinpo-1-eTun-2-tpudpropmeTnn-3-xiHoniHkapboHOBa KNCNOTA;

(164) (S)-6-xnop-2-tpudpropmetnn-1,2-gurigpo[1,8JHadtmpmamH-3-kapboHoBa KMCOTa;

(165) (S)-2-tpudtopmeTn-2H-Hadpro[1,2-b]nipaH-3-kapboHoBa KMcnoTa;

(166) (S)-2-tpudpropmeTn-3H-HadTo[1,2-bInipaH-3-kapboHoBa kncnoTa;

(167) (S)-2-tpudptropmeTn-2H-Hadto[2,3-bInipaH-3-kapboHoBa kncnorTa; i

(168) (S)-5-rigpokcmmeTUN-8-MeTnN-2-TpndpropmeTnn-2H-nipaHo[2,3-cJnipnamH-3-«kapboHoBsa kucroTa.

TepMiH "BogeHb" o3Havae oauHodHMI BoaHeBur aToM(H). Llerr atom BogHo Moxe Oytn 3'egHaHuiA,
Hanpuknaz, 3 aTtoMOM KMWCHIO, CTBOPIOKOYM pagukan rigpokevny, abo OBa BOAHEBUX aTOMW MOXYTb Oytn
npueaHaHi 4o atoma Byrnewto, cTBoptotodm pagvkan metuneH(-CHz-). TepmiH "arkin", yxkutmn camuin no cobi abo
B MOEAHAHHI 3 HWWMMK TepMmiHamn, Hanpuknag, "ranoigHunm arkin", "ankincynscoHin", oxonntwe pagukanu
niHiHOT abo posranyxkeHoi 6ynosu, Wo micTaTe Big 1 atomy Ao npubnuaHo 20 aTtomis Byrneuto abo, nepeBaxHo,
Big 1 atomy Ao nmpubnusHo 12 atomiB Byrmeu. binbl nepeBaBXHUMWU arkiNbHUMKW pagvkanamu € "HKdi
ankineHi" pagvkanu, Wwo mictaTe Big 1 atoMy Ao npubnusHo 6 Byrmeuesux atomis. Mprknagamu Takmx pagukanis
€ MeTun, etun, n-nponin, isonponin, n-6ytmn, i3o6ytmn, BTop-6yTnn, TpeT-6yTVUn, NeHTUN, i3oamin, rekcun i T. n.
Haibinbw nepeBaxXHUMM € HWKYI ankinbHi pagvkanu, Wo MictaTb Big 1 atomy go 3 Byrneuesux atomie. TepmiH
"ankeHin" oxonsnwe paavkanm niHinHoT abo posranykeHoi OyaoBM, WO BKIHOYAKTb NPUHAWMHI OOMH MOABINHWIA
3B'A30K Byrneub-Byrneub i WO MIiCTATb Bi4 2 aTtomiB Ao npnbnusHo 20 Byrneuesux aTOMiB, NEPEBAXHO BiA 2
aTtomiB o npubnusHo 12 ByrmeueBuMx aTOMiB. Binbll nNepeBaXHUMW arkeHinbHAMWM pagukanamu € "HKui
arnkeHinbHI" pagukamm, Wo MicTaTb Big 2 aTOMiB 4O NpubnM3HO 6 ByrmeLeBux atoMiB. NpuknagaMmu ankeHinbHUx
pagukanis € eTeHin, nponexin, annin, 6yreHin i 4-vetnnbyrerin. TepMiH "ankiHin" oxonne pagMkany NiHINHOT
abo posranyxeHoi 6yaqosu, WO MiCTATb Big 2 atomiB go npubnuaHo 20 ByrneueBrX aToMiB, NEPEBaXHO Bif 2
aTtomiB oo npubnusHo 12 ByrmeueBux aToMiB. Binbll nepeBaXHWMU arkiHiNbHAMW pagukanamu € "HuKui
ankiHineHI" pagukamm, Wo MicTaTb Big 2 atoMiB Ao npubrmaHo 10 ByrneLeBnx atoMiB. Hanbinbe nepesakHyMm
€ HUX4 ankiHinbHi pagvkanu, Wo MicTaTe Big 2 aTomiB 40 NpMbnu3Ho 6 ByrneuesBux aTomis. [puknagamm Taknx
pagukanis € nponaprin, 6ytmHin i T. n. TepmiHun "ankeHin" i "HWKYMA ankeHin" OXoNnKKTL paaukany, Wo MakTb



"unc"- i "TpaHc"-opieHTauito abo, iHakwe, "E" i "Z" opieHTauito. TepmiH "ranoig" o3Hadae ranoigu, Hanpuknag,
gTop, xnop, 6pom abo oa. TepmiH "ranoigHMin ankin" oxonnie pagukanm, y SKuMx npu ogHim abo aekinbkox
BYITELIEBNX aTOMaX arkiny € 3aMiCHUKamu ranoigum, Lo BiAnNOBiAaloTb BULLEHABEAEHOMY BU3HaYeHHI0. 30kpema,
Len TepMiH OXOMSHTb MOHOranoigHi, guranoigHi i noniranoigHi ankinu. MoHoranoigHUI arkin, Hanpuknag,
MOXe MICTUTU B pavKkari oguH atom ioay, 6pomy, xnopy abo cdropy. vranoigHi i noniranoigHi ankini Moxyts
MictTMTM gBa abo Ginbw aTomMu TOro camoro ranoigy abo cnomnydeHHs pisHOMaHITHUX ranoigHUX pagukanis.
TepmiH "Hwk4i ranoigHi arkinu" oOxonne pagvkanu, WO MIiCTATe Big 1 aTomy OO 6 ByrneueBUX aToOMIB.
Mpuknagamu ranoigHUX ankinis € dTopmeTnn, AudTopMeTnn, TpUPTOPMETUN, XIOPMETUn, AUXIopMeTUn,
TpuxnopmeTun, neHTadTopeTnn, rentadropnponin, audropxnopmeTun, guxnopdTopmeTun, audropeTun,
andpropnponin, anxnopeTun i guxnopnponin. TepmiH "nepdroparnkin" oxonntoe ankinu, y sKMx BCi aToMu BOAHIO
3amiHeHi atomamu dropy. MNMpuknagamu ix € TpudTopmeTnn i neHTadropeTn. TepmiH "rigpokciankin" oxonstoe
ankineHi pagvkanu niHinHoT abo posranyxeHoi 6ygosu, Wo MicTaTb Big 1 atomy Ao npmubrmakHo 10 Byrmeuesmnx
aTomiB, OyOb-sKWIA i3 KOTPUX MOXE MaTU AK 3aMiCHMKA OAMH abo [eKinbka MapoKCuIbHUX paauvkanie. binbu
NepeBaXHUMM € "HWKYI rgpoKdarkineH" pagmkanu, Wo MicTaTb Big 1 aTomy 4o 6 ByrneueBux aToMiB i oguH abo
AeKinbka rigpokcunbHux pagukanie. [puknagamu Takux pagukanis € rigpokcumeTurn, rigpokcietvn,
rigpokevnponin, rigpokenbytun i rigpokcurekann. TepMiH "LiaHankin" oxonntoe ankineHi pagvkanu niHiiHoi abo
po3aranyxeHoi 0ynoBsw, Wo MicTaTb B4 1 atomy Ao npubmmsHo 10 ByrmeLeBux aToMiB, Oyab-AKUiA i3 KOTPUX MOXE
MaTu 9K 3aMiCHUKa paguvkan uiaH. bBinbw nepeBaXHMM € "HMXUI LiaHOanKinbHi" pagukamm, Wwo MictaTte Big 1
aTtomy Ao 6 ByrnmeueBux aTtomiB i oauH UiaH. NMpuknagom Takoro pagukana € uiaHmeTtun. TepmiH "ankokcu(rpyna)”
OXOMMIE pagvkanu niHinHoi abo po3ranyxeHol 6yLoBM, L0 MIiCTATb OKCUMPYNU, KOXKHUIA i3 SKUX Ma€ B ankinbHii
YacTuHi Big 1 atomy fo npnbnusHo 10 ByrneLeBrx a TOMiB. BinbLu nepeHBaXXHUMK ankoKCUIbHUMKU paavkanamm €
"HMXYi ankokcurpynu®, WwWo mictaTe Big 1 atomy Ao 6 ByrmeuesBux atomiB. [puknagamu Takux pagukanis €
METOKCMK-, ETOKCU-, NPOMNOKCU-, ByToKCK- | TpeT-OyTokecurpynu. ANKOKCUIbHI pagukanu MoxyTe O6yTM OoAaTKOBO
3amileHi ogHum abo [gekinbkomMa aToMaMu ramnoreHy, Hanpuknag, drtopy, xmopy abo Opomy, npu uUboMy
YyTBOPKOKTECA  ranoigankokeurpynu. [lMpuknagamMmmn  Takux pagukanie € (OTOPMETOKCU-, XIOPMETOKCHU-,
TpudTroMeToKCH-, TPUPTOPETOKCH-, (PTOPETOKCN- | dTopnponokevrpynun. TepmiH "apun”, ykutun cammii no cobi
abo B noegHaHHi, 03Hayae kapboUMKNiYHY apoMaTU4Hy CUCTEMY, WO MiCTUTb OofHe abo ABa Kinbud, y KOTpin
3a3HayeHi Kinbust MOXYTb GyTy 3'egHaHi Mk cobol MPOMiKHUMMK 3B'A3kamMm abo KoHOeHcoBaHi. TepmiH "apun”
OXOMNJE apoMaTUYHi pagukanu, Hanpuknag, geHin, HadTun, Te TparigpoHadTun, iHAaH i GicdeHin. 3asHayeHa
"apunbHa rpyna" moxe matu Big 1 40 3 3amicHUKIB, HANpuKrag, HKYMX ankinie, rigpokcunis, ranoigis, ranoigHMX
arnkinie, HiTpOrpyn, uiaHiB, arkoKCUrpym i HWKYMX ankinamiHie. TepMiH "reTepoumkrin" OXOnmke Hacu4eHi,
YaCTKOBO HeHacu4eHi i HeHaonudeHi UuMKniyHi(KinbLueobpasHi) pagukanu, WO MIicTATb reTepoaTtoMu, NpuUyoMy
OCTaHHi MOXYTb Oyt BMOpaHi 3 rpynu, WO cknagaetbCcsa 3 a3oTy, Cipku i KucHi. lNpuknagamm HacudeHux
reTepouUVKniniB € Hacu4eHi reTepOMOHOLMKIIIYHI rPYynK, WO MIiCTATb Big 3 40 6 YneHiB i WO BkMoYaTb Big 1
aTtomMy o 4 aTtomiB asoTy(Hanpwkrnag, niponiguHin, imigasonigMHin, ninepuauvHingG ninepaswHin); Hacu4eHi
reTePOMOHOLMKIIIYHI FPYNK, WO MIiCTATs Big 3 40 6 YNeHiB i WO BKYaoTb Big 1 aToMy 40 2 aTOMIB KUCHKO i Big 1
atomy o 3 aTtomiB asoTy(Hanpvknag, MopdoO-iHin); HAaCUYeHi reTepOMOHOLMKIYHI rpyNun, WO MICTATb Big 3 A0 6
yneHiB i BkNoYvatloTb Big 1 aTomMy A0 2 aToMiB cipku i Big 1 aTomy Ao 3 atomiB a3oTy(Hanpuknaa, Tia3oniauHin).
Mpuknagamn 4YacTKOBO HeHacMyeHUX reTepouukninie € gurigpoTiodpeH, aurigponipaH, AurigpodypaH i
aurigpoTiazon. [lpuknaguM HeHacudeHMX reTepouunKniniB, Ha3MBaHUX TakoX "reTepoapunamun”, BKIOYaTb
HeHacM4eHi reTepoOMOHOLIMKIIYHI TPpYNn, WO MIicTATb 5 uneHiB abo 6 uneHiB i Wo BkoyatoTb Big 1 atomy oo 4
aToMiB a3oTy, Hanpuknag, niponin, niponiHin, imigazonin, nipasonin, 2-nipuavn, 3-nipuaunn, 4-nipyugun, nipumigun,
nipasuvHin, nipuaasuHin, Tpuasoninu(Hanpuknag, 4H-1,2,4-tpuasonin, 1H-1,2,3-tpmnasonin, 2H-1,2,3-tpuasonin);
HeHacu4eHi KOHAEHCOBaHi reTePOLMKIIYHI rpynu, WO MicTATb Big 1 atoMy 4o 5 aTOMiB a30Ty, Hanpuknag, iHgonin,
izoiHgonin, iHOoni3nHIN, OeH3vmigasonin, XiHonin, i3oxiHonin, iHoasonin, GeH3oTpmazonin,
TeTpasonnipuaasvHinu(Hanpvknag, tetpason[1,5-b] nipnaasuHin); HeHacuMyeHi reTepOMOHOUMKIIYHI rpynu, LIO
MiCTATb Bifj 3 YneHiB 40 6 YneHiB i WO BkYalTb OANH aTOM KUCHIO, Hanpuknag, nipain, 2-cpypun, 3-pypun i T.
N, HEHacW4eHi reTepoMOHOLMKIIYHI rpynn, WO MICTA™ 5 abo 6 4YneHiB i WO BKMAYaTL OAWH aTOM CipKw,
Hanpuknag, 2-TieHin, 3-TieHin i T. N.; HeHacu4eHi reTepoMOHOLMKIIYHI PYNK, WO MICTATb 5 uneHiB abo 6 4YneHis i
Lo BKMo4atoTb 1 atom abo 2 aToma KucHi i Big 1 atomy o 3 aTomiB @30Ty, Hanpwuknaz, okcasonisn, i3okcasonin,
okcagjasoninu(Hanpvknaa, 1,2,4-okcapgjasonin, 1,3,4-okcapjasonin, 1,2,5-okcagiasonin); HeHacu4eHi
KOHAEHCOBaHi reTepouukniyHi rpynu, wo mictate 1 atom abo 2 atoma kucHwo i Big 1 atomy go 3 aTomiB
asoTy(Hanpuknag, 6eH3okcasonin, 6eH30KkcaaMasonin); HeHacuYeHi reTepoMOHOLMKIIYHI TpyNn, WO MicTaTb 5 abo
6 uneHiB i Wo BkMYaTb 1 aTtom abo 2 aTtoma cipku i Big 1 atomy oo 3 aTomiB a3oTy, Hanpuknag, Tiasonin,
Tiagiasonin(Hanpuknag, 1,2,4-tiagiasonin, 1,3,4-tiagiasonin, 1,2,5-tiagiasonin); HeHacuM4eHi KOHOEHCOBaHi
reTepouuKkniyHi rpynu, wo Mictate 1 atom abo 2 atoma cipku i Big 1 atoma go 3 aTomiB asoTy(Hanpwknag,
6eHaTiasonin, GeHs3Tiagiazonin) i iHWi. Lle TepmiH OXONmME TakoK paavkamm, y SKUX TeTepouMKIinm
KOHOEHCOBaHi 3 apunamu. [lpuknagamm Takmx KOHAEHCOBaHWMX OiumknivHMx pagukanie € OGeH3odypaH,
GeH3oTiodeH i iHWi. 3ragaHi "retepouukninu" Moxyrts HecTu Big 1 40 3 3amicHUKIB, HaNpUKNaa, HWKYMX ankKinis,
riApOKc1MiB, OKCOrpYM, aMiHOMPYM i HWKYMX ankin amiHorpyn. MNepeBaxHi reTepoumkniyHi pagukanu BknoYvatoTb
KOHOEHCOBaHi abo HEKOHAEHCOBaHI paavkanu 3 YACIoM uyneHiB Big 5 Ao 10. Binbw nepeBakHMMY NpuKNagamm
retepoapuibHMx pagukanis € 6eHsodypun, 2,3-gurinpobensodypun, GeH30TieHIn, iHAonin, AvrigpoiHgonin,
XpoMaHin, 6eHsonipaH, TioxpomaHin, 6eHzoTionipaH, 6eH3ogiokconin, GeH3oiokcaHin, nipuaun, Tiedin, Tiasonin,
okcasonin, dypun i nipasuHin. TepmiH "cynbdoHin", ykuTMiA camuin no cobi abo B NOEQHaHHI 3 iHWMMMK
TepMiHaMu(Hanpuknag, ankincynboHin), o3Hayae aBoBaneHTHU papukan -SOz-. TepmiH "arkincynbcdoHin"
OXONIKE arkKifbHi pagukanu, npuegHaHi A0 Cynb@OHINbHOI rpynu, Ae arkin BignoBigae BulLeHaBeAeHOMY
BM3Ha4YeHHI0. Binblw nepeBaxHMMU arnkincynbgoHinamu € "Hwkdi ankincynbgoHinu", wo mictats Big 1 oo 6



Byrneuesnx atomiB. [puknagamn TakuxX HWKYMX ankincynbdOoHiNiB € MeTUNcynb@oHin, eTuncynbdOoHIn i
nponincynbdoHin. TepmiH "ranoigankincynbgoHin" oxonnioe ranoigarkineH pagukanu, WO BiANOBIJAOTb
BMLUEHABEOEHOMY BW3HAYEHHKO, NpuegHaHi [0 Cynb(OHINbHOT rpynn. Binblw nepeBaXHMMU €  "HKYI
ranoigankincynboHinu", wo mictate Big 1 atomy go 6 atomiB Byrmneut. [pukNnagom Takoro HWKYOro
ranoigankincynsoHiny € Tpu gropMmeTUncynbdoHin. TepmiH "apunankincynsgoHin" oxonntoe apunbHi pagukanu
BigNOBIAHO OO0 BULUEHaBEOEHOro BM3HAYeHHs, NpuegHaHi A0 arkincynbdoHinbHoro pagukany. Npuknagamu
Taknx pagvkanie € 6eH3uncynbGoHin i deHinetmncynbdgoHin. TepmiHn "cynbdamin', "amiHocynbdoHin" i
"cynbpoHamignn”, ykuTi camocTinHo abo B noegHaHHAX, Hanpwuknag, “"N-ankinamiHocynsdoHin®, "N-
apunamiHocynboHin",  "N,N-giankinamiHocynbgoHin" i  "N-ankin-N-apunamiHocynb@oHin", o3HayvaloTb
CynbOHINbHWA pagvkan, 3aMilleHun amiHHUM pagukanoM 3 YTBOPEeHHAM cynbdamigHoi rpynm(-SO2NH>).
TepmiH "ankinamiHocynbdoHin" oxonntoe TepmiHm "N-ankinamiHocynsdoHin" i "N,N-giankinamiHocynbdoHin", ge
cynbaMinbHAA  pagukan 3amilleHwi BignoBigHO oaHMM abo pgBoma  ankinamu. bBinblw nepeBaxHUMMK
ankinamiHocyrnboHinamm € "Hwk4i ankinamiHocynbdoHinn", wo mictate Big 1 aTtomy go 6 aTomiB ByrmeLto.
MpuknagaMmun Takmx HUXYMX ankinamiHocyrnbgoHinis € N-metunamiHocynbgoHin, N-etunamiHocynbgoHin i N-
metun-N-etmnamiHocynboHin.  TepmiHn  "N-apunamiHocynbdoHin” i "N-ankin-N-apmnamiHocynbdoHin"
03HavawTb CcynbdaMinsHWiA pagukan, 3amilieHWid BignoBiAHO OAHUM apunoM abo OfHUM arkinom i oaHuMm
apunoM. binbw nepesaxHumu N-ankin-N-apunamiHocynbsgoHinamm € "Hmxdi N-arnkin-N-apunamiHocynbgoHinu",
O MIiCTATb ankifbHi pagvkanu 3 YicnoMm aTomiB Byrneuro Big 1 go 6. MNpuknagamu Takux Hwk4YmMx N-ankin-N-
apunamiHocynbdoHinis € N-veTun-N-cerinamiHocynsdoHin i N-etun-N-apunaminocynbgoHin. Mpuknagom N-
apunamiHocynbdoHiny € N-ceHinamiHocynbdoHin. TepMmiH "apunankinamiHocynb@oHin" oxonntoe aparkinbHi
pagvkanu BignoBiAHO OO BULLEHaBeAEeHOro BU3HAYeHHS, MPUEAHaHi A0 aMiHOCYNb(OHIMLHOT rpynu. TepmiH
"reTepouukninamiHocynboHIN" OXonmte reTepounknimm BiANOBIAHO A0 BULUEHABEOEHOro BU3HAYEHHS,
npreaHaHi 4o aMmiHocynbdoHinLHOT rpynu. TepmiHm "kapboken(rpyna)" abo "kapbokeun”, yxuTi cami no cobi abo B
NOEHAHHAX 3 iHLULMMY TepMiHamu, Hanpuknag, "kapookciankin®, osHavatoTe rpyny -CO2H. TepMmiH "kapbokciankin"
OXOMMKE rPynu, WO MICTATb Kapbokcun BignoBiAHO OO BULLIEHABEAEHOIO BW3HAYEHHHA, NPUEOHAHWIA [0
ankineHoro pagukana. TepMmiH "kapGoHin", ykummn camuin no cobi abo B noegHaHHi 3 HWMMU TepMiHamu,
Hanpuknag, "ankinkap6oHin”, o3Havae rpyny -(C=0)-. TepmiH "aumn" o3Havae pagukan, IO YTBOPKETLCA sIK
3anuLIoK nmicna BiAWiNneHHs rigpokcuny Big opraHiyHol kucnotu. MNpuknagamu aumnbHUX pagukanis € ankaHoinu
n apoinu. lMpuknagamyn HWKYMX ankaHoinie € dopmin, auetwun, nponioHin, Gytmpun, i3obymmpwun, Banepwun,
isoBanepun, nisanoin, rekcaHoin, TpudgTopaueTun. TepmiH "apoin" oxonnte apunbHi pagukanu, WO MIiCTATb
KapOoHin BiANOBIAHO 40 BULLEHABEAEHOIO BU3HayeHHs. Mpuknagamu apoinie € 6eH30in, HadToin i T. N., Npu4yomy
apun y 3aragaHoMy apoini moxe OyTM 0oOaTKOBO 3aMilleHuin. TepMiH "ankinkapOboHin" oxonntoe pagvkanu, Lo
MiCTATb KapOoHINbLHMI pagvkan, 3amilleHnin ankinoM. binbLw nepeBaXHUMK ankinkapOoHINbHUMK pagukanammn €
"HMX4i ankinkapGoHinm", wo Mmictate Big 1 atomy o 6 atomiB Byrneuto. lNMpuknagamu Takux pagvikanis €
MeTurkap6oHin i emnkap6oHin. TepmiH "ranoigankinkap6boHin" oxonntoe pagukanu, WO MIiCTATb KapOOHINbHY
rpyny, 3amiweHy ranoigankinom. binbw nepeBaxHAMKW ranoigankinkapOGoHiINMLHUMKW pagukanamun € "HKYi
ranoigankinkap6boHinn", wo wmictate Big 1 g0 6 ByrmeueBux aTtomiB. [lpuknagom Takoro pagukana €
TpudropmeTunkapboHin. TepmiH "apunkapboHin" oxonnioe pagukanu, Wo MicTATb KapOoHINbHY rpyny, 3amillgHy
apunoM. binbw nepeBaxHi apunkapOboHinu BkNtoYaroTs eHinkapooHin. TepmiH "reTepoapurkap6oHin" oxonntoe
pagvkanu, Wo MicTaTe KapOoOHINbHY rpyny, 3aMilleHy retepoapusnioM. TepMiH "apunarnkinkapboHin" oxonntoe
pagukanu, Wo MICTATb KapOOoHiNMbHY rpyny, 3aMilleHy apunarkineHum pagvkanom. bBinbw nepeBaxHi
apurnkap6oHimm Bkntovalos GeHsurkapOoHin. TepmiH "reTepoapunarkinkapOoHin" oxonntwe pagukamm, Lo
MiCTATb KapOOoHiNbHY rpyny, 3aMilleHy reTepoapunarkinom. TepmiH "arkokcukapOoHin" o3Havae pagukarn, Lo
MiCTUTb ankOKCUIpyny BiAMOBIOHO OO0 BULLEHABEAEHOrO BU3HAYEHHs, NpuUegHaHy Ao KapboHiny yepes aTtom
KUCHI0. MepeBaxHi "HKYi ankokcukapBoHimmM" MICTATL ankoKCMrpynu 3 YMcrioM ByrfeLeBux atomis Big 1 o 6.
Mpuknagamm Taknx "HUXKUMX anKOKCMKapOOHINbHMX' cknagHoedipHMX pagvkaniB € 3aMilleHi abo HesaMilleHi
MeToKcMKkapOoHin, eTokcukapboHin, nponokevkapboHin, OyTokcnkapboHin i rekcunokcvkapboHin. TepmiH
"amiHokapboHin", ykuTMn cammii Mo cobi abo B CMOMAYMEHHI 3 iHWUMMW TepMmiHamKn, Hanpwknag,
"amiHokap6oHinankin", "N-ankinamiHokap6oHin", "N-apunamitokap6oHin”, "N,N-giarnkinamiHokap6oHin", "N-ankin-
N-apunamiHokap©6oHin", "N-ankin-N-rigpokciamiHokap6oHin" i "N-ankin-N-rigpokciamiHokapOoHinarkin", osHavae
amigHy rpyny dopmynu -C(=O)NH2. TepmiHn "N-arnkinamiHokap6oHin" i "N,N-giankinamiHokap6oHin" o3Havalotb
aMiHokapboHin, 3aMilweHunit BignoeBiagHO oaHuM abo ABOMa arkinbHUMUK pagukanamu. binbw nepeBaxHUMK €
"HWX4i ankinamiHokapboHinM", WO MicTATb npuedHaHi [0 amiHokapOoHiNy Hwk4i arnkinu BignosigHO [0
BMLUEHABEOEeHOro BM3HadeHHs. TepMiHn "N-apunamiHokapOoHin" i "N-ankin-N-apunamiHokap6oHin" os3HavatoTb
amiHOKapOOHINbHI pagukanu, 3aMilleHi BigNoOBIAHO OOHVM apuUibHUM pagukarnom abo ogHVMM arnKinbHWM | OgHUM
apunbHuUM pagukanamu. TepmiH "N-UumknoankinamiHokapGoHin" o3Havyae amiHokapOOHin, 3aMilleHnin NpUHaNMHI
OOHVM UMKnoankinom. Binbw nepeBakHUMK € "HWKYI LUMKNoarkinaMmiHokap©boHinu", Wwo mictatb NpueaHaHun o
aMiHOKapOOHINy HYXYMIA LuKroarnkin i3 yucnom ByrreuesBux atomiB Big 3 Ao 7. TepmiH "amiHoarkin" oxonntoe
ankinu, 3aamiweHi amiHorpynamu. TepMiH "ankinamiHoankin" Oxonsme amiHoankinm, y skux atom asoTty 3amilleHnin
ankinom. TepMiH '"reTepoumkninarkin" oxonne arnkimm, 3amileHi reTepoumkrivyHUMKM pagvkanamu. binbL
nepeBaxXHUMK reTepoLmKninankinamu € "5- abo 6-uneHHi retepoapunarnkinu”, Wwo mictaTs Big 1 40 6 Byrneuesmx
atomiB B ankini i 5- abo 6-4yneHHUN reTepoapunbHUn pagukan. o npvknagis BiAHOCATL Taki pagukanu, sK
nipuamnmeTvn i TieHunveTtun. TepMiH "aparnkin" oxonntoe apunsamilleHi ankinu. MNepesaxHnMy aparnkinsHVMn
pagvkanammn € "Hwk4i aparkin", y aKkux apun npueaHaHun Jo arnkiny 3 4Mcrnom atomis Byrreuto Big 1 go 6.
Mpuvknagamu Takux pagukanis € 6eHsnn, andeHinmeTun i deHin eTn. ApunbHUA parMeHT B aparkin i Moxe
Oy™m ooaaTkoBO 3aMilleHUI ranoigoMm, ankinom, ankoKcUrpyrnoo, ranoigHMM arnkinom i ranoig ankokcurpyroto.
TepMiH "apunarnkeHin" oxonnie apurzamilleHi ankeHinm. NepeBaxHUMN apunarnkeHinbHMMKW pagukanamun €



"HUXYI apunarnkeHinu", y Skux apun npuvegHaHwin OO arnkeHiny 3 4acnom Byrneuesux aTtomiB Big 2 o 6.
Mpvknagom Takoro paavkana MoXe CnyXuTu deHineTeHin. ApunbHUA parMeHT B apunarkeHini moxe O6ytu
000ATKOBO 3aMiLLEHMI ranoigoM, ankifiom, ankoKCUrpyrow, ranoigHyM arnkinom i ranoigankokcurpynow. TepmiH
"apunankiHin" oxonnioe apunsamilieHi arkiHinu. epeBaxXHUMW apunankiHineHUMK pagvkanamm € "HWKYi
apunarnkiHinu", y akux apun npuegHaHuMmn o ankiHiny 3 Yucrnom ByrrelesmxaTtomis Big 2 Ao 6. Mpuknagom Takoro
pagukana Mmoxe CnyxKutn eHineTMHin. ApuneHwWi parMeHT B apunarkiHini moxe 6yTM 0oAaTKOBO 3aMilLeHUi
ranoigom, arnkinom, arkoKCUrpyrotw, ranoigHMM arkinom i ranoigankokcurpynot. TepmiHn "GeHaun" i
"eHinmeTnn" € B3aeMo3aMiHHMMK. TepMiH "ankinTio(rpyna)" oxonntoe pagvkanu, ki MiCTATb ankin niHiiHoi abo
po3aranyxeHoi 6ynosw, Wwo mictus Big 1 go 10 ByrmeLeBMx aToMiB, NPUEAHAHWA 0O ABOBANIEHTHOTO atoMa CipKu.
Mpwknagom ankintiorpynu € Metuntiorpyna(CHsS-). TepmiH "ranoigarnkintiorpyna" oxonmwe pagukanu, Lo
MiCTATb ranoigarkin i3 uacnoMm aTtomiB Byrmeuto Big 1 oo 10, npvegHaHUiM OO OBOBANIEHTHOrO aTtoMa CipKu.
Mpuknagom ranoigankintiorpynu € TpudpropmeTtunTiorpyna. TepMiH "ankincynbgiHin" oxonnioe pagukamm, sKi
MiCTATb arkin niHiHoi abo poaranyxeHoi 6ygosu, Wwo MictuTb Big 1 o 10 ByrmeLeBMx atomiB, NPUELHAHMIA OO
ABoBaneHTHoi rpynu -S(=0)-. TepMiH "apuncynbiHin" oxonnoe paavkanu, Wo MICTATb apun, NpuegHaHWi o
AsosaneHTHoi rpynu -S(=0)-. TepmiH "ranoigankincynbgiHin" oxonnioe pagukanm, WO MIiCTATb ranoigHUn ankin
niHiHOT abo poaranyxeHoi bynosu, wWwo mMicTuTb Big 1 4o 10 ByrneLeBux aToMiB, NpUeEaAHAHWA 0O ABOBAaNEHTHOI
rpynu -S(=0)-. Tepminn "N-arkinamiHo-(rpyna)" i "N,N-giankin-amiHo(rpyna)" o3HayaloTb amiHOrpyny, 3amilleHy
BiANOBIAHO OgHMM abo ABOMA ankinbHUMK paavkanamu. MNepeBaxHUMM € "HKYi ankinamiHorpynu”, Wwo MictaTe
oAMH abo ABa ankinbHWX pagukanu 3 YucnoMm aTtomiB Byrmeuto Bigd 1 Ao 6. MepeBaxHi HWKYi ankinamiHorpynu
MOXYTb SIBNSATU cOBOl0 MOHO- abo giarnkinamiHorpynu, Hanpuknag, N-metunamiHorpyny, N-etunamiHorpyny, N,N-
anmeTtunamviHorpyny, N,N-gietunamiHorpyny i 7. n. TepMmiH "apunamiHo(rpyna)" o3Hayae amiHOrpyny, 3amillgHy
oAHMM abo ABoma apunbHUMW pagukanamu, Hanpwuknag, N-ceHinamiHorpyny. ApunamMmiHorpynun MoxyTb matu B
apunbHOMY (bparmeHTi 4oAaTKOBI 3aMiCHUKKU. TepMiH "reTepoapunamiHo(rpyna)" o3Hayae amiHorpyny, 3amilleHy
ofHMM abo gBomMa reTepoapuibHUMU pagukanamu, Hanpwknag, N-TieHinamiHorpyny. eTepoapunamiHorpynu
MOXYTb MaTu B reTepoapuibHOMY cparMeHTi A0AaTKOBi 3aMiCHUKM. TepmiH "apankinamiHo(rpyna)" osHadae
amiHorpyny, 3amiweHy ogHum abo aBoma aparkinbHuMu pagukanamu, Hanpwknag, N-GeHavnamiHorpyny.
AparnkinamiHorpynu MOXYTb MatuM B apurnbHOMYy parmeHTi gopaTtkoBi 3amicHukW. TepmiHm "N-ankin-N-
apunamiHo(rpyna)" i "N-aparnkin-N-arkinamiHo(rpyna)" o3HavalTb amiHOrpyny, 3amilleHy BiAMOBIAHO OOHUM
apunbHUM | OOHUM arkinbHUM pagukanamum abo ogHVMM aparkinbHAM i OAHMM apuUibHUM pagvkanamu. TepmiH
"apunTio(rpyna)" OXonnle apunbHi pagvkanu 3 4ucrioM artomiB Byrmeuw Big 6 go 10, npuegHaHi po
ABOBaneHTHoro atoma cipku. MNpuknagom apuntiorpynu € deHinTiorpyna. TepmiH "aparkinTio(rpyna)" oxonntoe
aparkinbHi pagukanu BiAnoBigHO OO BULLEHABEAEHOIO BU3HAYEHHS, MPUEOHAHI 4O ABOBANEHTHOrO aTtoMa CipKu.
Mpuknagom aparkinTtiorpynu € 6eHsunTiorpyna. TepmiH "aparkin cynbcoHin" oxonnoe aparnkinbHi pagukanu
BiNOBIAHO [0 BULLUEHaBEAEHOro BU3HAYeHHs, NPUEAHaHi OO0 OBOBaNeHTHOI Cynb@OHINbHOT rpynu. TepMmiH
"reTepoumknincynbdoHiN" OXonme reTepouUmKning BigNOBIAHO 4O BULIEHaBEAEHOro BU3HAYEHHS, NpueaHaHi Ao
ABOBanNeHTHOI CynbOHINBHOT rpynn. TepmiH "apurokev(rpyna)’ OXOnme apurbHi pagMkanu BignoBiAHO OO
BULLUEHaBEOEHOro BW3HAYeHHS, NpueaHaHi A0 aToma kucHio. [Mpuknagom apunokcurpynu € deHokeurpyna.
TepmiH "aparnkokcu-(rpyna)" oxonntoe apankinu, o MICTATb OKCUrpyny, NMpUeaHaHi OO iHWKWX pagukanis vyepes
KUcHeBMI aToM. BinbL nepeBaxXHUMU € "HWKYI apankokeurpynu", y aknux eHinbHuA paavkan npuegHaHun oo
HWKYOT anKOKCUIpynu BiANOBIAHO 4O BULUEHABEAEHOIO BU3HAYEHHS.

JdaHuin BuHaxig oxonmne dapmaueBTUYHy KOMMO3MLiK0, WO MICTUTb TepaneBTUYHO edeKTUBHY KinbKiCTb
cnonykn copmynu |y noegHaHHi 3 MpuHaWMHi  oAHUM  (bapMaueBTUYHO  MPUARHATHUM  HOCIEM,
aa'toBaHTOM (BONOMPKHUM 3acoBom) abo po3pimKyBavem.

[daHui BMHaxia NpOMoHye TakoX crnoci® nikyBaHHSA po3nafiB, y SKMX LMKNOOKCUreHasa-2 € nocepesHuKoMm,
Hanpvknag, 3ananbHuMX 3axBoploBaHb, WO BKMOYAE BBEAEHHS B OpraHiaM nauieHTa, WO CTpaxAaae Takum
po3nazom abo CXMNbHOro A0 HbOro, TEPaNeBTUYHO aKTUBHOI KiNbKOCTi cnonyku dopmynu .

Cimenctso cnonyk copmynu | Bknoyae Takox cTtepecisoMmepHi dopmu uux cnonyk. Cnonyku BignosigHoO o
AaHOoro BUHaxo4y MOXyTb MICTUTV OAUH abo Aekinbka acuMeTpUYHNX aToMiB BYIMELIo i, 0TKe, MOXYTb iCHYBaTh y
BMAi ONTUYHMX i30MepiB, @ TaKoX Y POpMi pauemidHMx abo HepaLleMiYHMX Cymillel Takux isomepis. BignosigHo,
OesiKi Cronyku BiAMoOBIAHO A0 JaHOrO0 BMHAXOAy MOXYTb OyTM NMPUCYTHIMKM Yy paLeMiYyHMX cymilax, sKi Takox
BKMOYeHi B obcar BuHaxony. OnTWYHI i3oMepyn MOXHa OAepKaTu LNSXOM MOAINY paueMiyHUX cymiluen i3
3aCTOCyBaHHsAM BifOMUX 3acobiB, Hanpwknag, 3acobom ofepkaHHs AiacTepeoi3OMEpPHUX CONEN  LUMSAXOM
06p0o6ITKM ONTUYHO aKTUBHOK OCHOBOIO 3 HACTYNHUM NOAINOM CyMiLli AiacTepeoi3oMepiB MeETOAOM KpucTanisauii i
BUAINEHHAM 3 OTPMMaHUX CONen ONTUYHO aKTUBHUX cronyk. Mpuknagamm OCHOB, LLO MOXHa 3acTtocyBaTv AN
uiei uini, € OpyuumH, CTpUxHiH, AerigpoabieTnamiH, XiHiH, UWHXOHIOWH, edeapuH, O-MeTunboeH3nnamiH,
amdeTamiH, geokcudedpuH, MPOMPKHUIA MNPOAYKT OA4epXaHHsA XnopamdeHikona, 2-amiHo-1-6yraHon i 1-(1-
HaTMn)eTMNamiH. IHWMM 3acoboM nofiny onTMYHMX i30MEPIB € 3acTocyBaHHS xpomatorpadii 3 XipanbHUM
copbeHToM, onTuManbHO nigibpaHum Ana 3abesneyeHHs MakcumarbHOro CTyneHs noginy eHaHTiomepis. Lle
OAMH MNPaKTUYHO MOXIMBWUIA CMOCIO CKMAAaeTbCs B CUHTE3i KOBANEHTHUX AiacTepeci3OMepHMX MOIEKyr.
CuHTe30BaHi [fiacTepeoizoMepyM MOXHa po3ginMTu BigoMumMu criocobamu, Hanpuknag, Xpomatorpadieto,
anctmnsauieto, kpuctanisauieto abo cybnimadieto, a noTiM rigponisyBaty Ans oAepPKaHHS eHaHTIOMEPHO YMCTOl
cnonykn. ONTUYHO akTWMBHI cronykn dopmynu | MoxHa ogepkatn TakoX, BUKOPUCTOBYHOUMM OMTUYHO aKTUBHI
BUXigHI maTepianu. Lli isomepn moxyte mat ¢opmMy BiNbHUX KWUCHOT, BiflbHUX OCHOB, CknaaHux edipis abo
coneii. MoxHa 3acTocoByBaTM iHLWI cnoco6u noAiny onTMYHMX i3oMepiB, BiAOMI cneujanictam, Hanpuknag, Ti, Lo
onucaHi B MoHorpadii XXaka 1a iH. (J. Jaques et al., Enantiomers. Racemates and Resolutions. John Wiley &
Sons, New York(1981)).

Y cimenctBo cnonyk dopmyn | i I' BkntoYeHi Ti ixHi popMu, Y SKUX KUCAOTHI rpynu 3axuLLeHi aMmigyBaHHSM.



Tak, NepBUHHI | BTOPUHHI aMiHW MOXYTb pearyBat 3 XpoMeH-3-«kapboHoBuMmu kucroTamm dopmyn | i I,
CTBOPIOKOYM amigyn, fKi MOXYTb OyTM KOpUCHI sik nponiku. [epeBaxHO BWKOPUCTOBYBATU Ans Uiei uini
reTepoUVKIiYHi  amiHM, y TOMYy u4mucri HeODOOB'AI3KOBO 3aMilleHi amiHoTia3onn, HeoOOB'A3KOBO  3aMilLeHi
aMiHoi30Kkca3onu i HeoGOB'A3KOBO 3aMilleHi amiHONipuAWHW, NOXiOHI aHiniHy, cynbdamign, amiHoKapOOoHOBI
KMcnoTu 1 iH. Kpim Toro, 1-aumnamrigpoxiHoniHM MOXYTb CRYKUTW Nponikamu ans 1H-guriapoxiHomiHiB.

Y cimencteo crnonyk dopmyn | i I' BKMAYeHi Takox iX apmMaueBTUYHO MPUNHATHI coni. TepmiH
"apMaueBTUYHO MPUNHATHI COMi" OXOMNIIIE 3BUYANHO 3aCTOCOBYBAHi CONi MYXKHUX MeTaniB i comi, LWo
YTBOPIOKOTLCS MPU NPUEAHAHHI BiflbHMX KUCMOT abo BiNnbHUX OCHOB. lNprpoda coni He Mae iICTOTHOTO 3HaYeHHs 3a
YMOBM, LU0 BOHa hapMaueBTUYHO NpuriHaTHa. MNpuaaTHi Ang uinen gaHoro BuHaxody apmMaueBTUYHO NPUAHATHI
coni, WO YTBOPKKTLCA NPU NPUEQHAHHI KUCMOT A0 crnonyk dopmynu |, MOXyTb 6yTM OTpUMaHi 3 BUKOPUCTaHHAM
HeopraHiyHux abo opraHiyHMx KucrnoT. [lpukragaMmu TakMx HEeOopraHiyHMX KUCMOT € XIOpUCTOBOOHEBA,
OpoMUCTOBOAHEBA, NOOUCTOBOAHEBA, a30THA, ByriNbHa, cipyaHa i docdopHa kucnoTu. lMpuaaTtHi opraHiuHi
KMCMOTM MOXYTb Oyt BuOpaHi 3 knaciB anigaTuyHux, uuknoanigaTUyHMX, apoMaTU4HWUX, apanidaTuyHux,
reTepouVKniyHMX kapboHOBUX i Cynb(OHOBMX KUCIOT, MpWKIagaMn SKMX € MypaluuHa, OuTOoBa, NponioHoBa,
OypwTMHOBa, MMiKONeBa, [MNIOKOHOBA, MOMoYHa, S6nyyHa, BMHHA, NUMMOHHA, ackopbiHOBa, MOKYPOHOBA,
ManeiHoBa, ymapoBa, NipoBMHOrpagHa, acnapariHosa, rrmyramiHoBa, 6eH3olHa, aHTpaHinosa, me3unosa, 4-
rigpokcmbeH3olHa, deHinouyToBa, MurganbHa, emboHoBa, MeTaHCynbOoHOBA, eTaHcynbgoHoBa,
OeH3oncynboHOBa, NaHTOTEHOBa,  2-fiApoKcieTaHCynboHOBa,  TomyoncynbdoHOBa,  CynbdaHinosa,
LmMKnorekcunamiHocynooHoBa, CTeapuvHOBa, arnsreHosa, [-rigpokcumacnsaHa, caniuunosa, ranaktaposa i
ranaktypoHosa kucrotu. [llpuagaTtHi Ang uine QaHoro BuHaxody dapMaueBTUYHO MPUNHATHI  COfi, Lo
YTBOPIOKOTLCS MpPU NpPUEAHAHHI OCHOB A0 cnonyk dopmyn | abo I', BknovalwTe coni MeTanis, Hanpuknag,
anomiHilo, KanbLjto, NiTito, MarHito, Kanito, HaTpito i LMHKY abo coni OpraHiYHMX OCHOB, Y TOMY YUCHi NEPBUHHUX,
BTOPUHHUX | TPETUHHUX aMiHiB, 3aMilLeHNX amiHIB, Y TOMY YACTIi LMKIIYHUX aMiHiB, Hanpuknag, kodeidy, apriHiHy,
aneTtunaminy, N-etunninepuguHy, rACTUAMHY, [NIOKaMiHy, i3onponinamiHy, ni3uHy, MopdoniHy, N-
eTunMopgoniny, NMnepasvHy, NMNEPUANHY, TpueTUnamiHy, TpuMmeTnnamidy. Bei Ui coni Moxyte Gyt oTpumaHi
BiJOMUMM crnocobamuy 3 BigNOBIAHMX CMOMYK BIiAMOBIAHO [0 AaHOrO BUHAXoA4y LUMSAXOM peakuii, Hanpuknag,
BiANOBIAHOT kncnot abo ocHoBM 3 crionykoto chopmynu | abo I'.

3aranbHi METOOVKN CUHTE3Y

Cnonyku BigNOBIOHO 40 AAHOTO BUHAXOAY MOXHA CMHTE3YBATW NO HUXXYEHABEOEHUX MEeTOaUKax, NMOAAHUM Ha
Cxemax 1-15, y skux npunyckaeTtbcs, WO, 3a BUHATKOM creliansHO 06yMOBNEHNX BUNAAKiB, 3aMiCHUKM R-R®
BignoBigaloTb BU3HAYEHHSAM, AaHUM BuLe npu onuci popmyn I-I1.

Cxema |
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] COR Base A COR
- + | — [
R OH R Hg\ !

1 2 3

Base — ocHoBa

Cxema 1 intocTpye 3aranbHui cnocib ogepkaHHA LUMPOKOT pO3MaiTOCTi 3aMmilleHuX noxigHux 3 i 4 2H-1-
6eH3onipaHa. Ha cragii 1 BignosigHe noxigHe 1 opTo-okcubeHsanbaeriga(caniumMnoBoro anbaeriga) KOHAEHCYI0Tb
i3 MoxiAHMM akpumaTy 2 B MPUCYTHOCTI OCHOBM, Hanpwknag, kapboHaTy Kanio, y pPO34YMHHUKY, Hanpwknag,
anmeTtindopMamiai, Ang ogepxaHHa cknagHoro edipy 3 2H-1-6eH3onipaHa. AnbTepHaTUBHE MOEAHAHHS OCHOBM
i PO34MHHMKa AnA L€l KOHAeH AL BKITIOYae OpraHiyHy OCHOBY, Hanpwvknag, TpueTunamid, i ammeTtuncynsdokeng
K po3unHHUK. Ha ctagii 2 cknagHui edbip rigponi3ayloTb ANA OA4epXaHHSA BiANOBIAHOT KMCMOTWU, Hanpuknag,
wnsxom o6pobkn BOOHWM PO3YMHOM OCHOBW(MiOpOKCMAY HaTpilo) y MpUMAATHOMY PO3YMHHWKY, Hanpvkrnag, B
eTaHoni, 3 ogepPKaHHAM nicnda NigkMcroBaHHA 3aMmiweHoi 2H-1-6eH3onipaH-3-kapboHOBOT KMCINOTH 4.

Cxema 2

E, E'=ranoren, auui, cyibpoHin

Cxema 2 intocTpye 3aranbHUN cnocid yseaeHHA dyHKUioHanbHux rpyn y 2H-1-6eH3onipaHn. Obpobka 2H-1-
6eH3onipaHkapboHoBOi kucroTM 4 abo i cknagHoro ediipy 3 enekTpodinbHMM areHToM gae 3amileHui y
nonoxeHHi 6 2H-1-6eH3onipaH 5. IcHye WMpoka po3mMaiTicTb enekTpodiNbHUX areHTiB, L0 CENEKTUBHO pearyloTb
i3 2H-1-6eH3onipaHamu 4 y NONIOXEHHI 6, CTBOPKOKYM HOBI aHarorm 3 BUMCOKMM BuMxoAoM. EnektpodinbHi



peareHTV TUNY ranoigis(Hanpuknag, xnop abo 6pom) gatoTb 6-ranoignoxigHi. XnopcynboHoBa K1cnoTta pearye 3
YTBOPEHHSIM Y MOMOXeHH 6 cynbdoxnopuaa, Wo moxe Oyt nepeTBopeHui y cynbdamia abo cynbdoH.
AuunitoBaHHs 4 no ®pigento-Kpadrcy aae 6-auunboBaHi 2H-1-6eH3onipaHn 3 rapHuUMK, a iHoAi 3 BiOMIHHUMMU
Buxogamu. [na npoBedeHHs CeNnekTMBHUX peakuin i3 ummm 2H-1-6eHsonipaHaMu MOXHa BUKOPUCTOBYBATU
aHarnoriYHMM YMHOM BENWKY KiMbKiCTb HLWMX enekTpodifbHUX cronyk. 3amilleHWin y nonoxeHHi 6 2H-1-
GeHsonipaH Moxe pearysaTv 3 enekTpodinbHYM peareHToM Yy MOMOXeHHi 8, ANs LbOoro 3acTocoBylOTb cnocobtu,
aHarmnoriyHi onucaHum Ans enekTpodinbHOro 3amilleHHA B MNOMoXeHHi 6. lMpu ubomy ogepkyotb 2H-1-
6eH3onipaHu, 3amilLeHi B 060X NONOXEHHAX 6 i 8.

Cxema 3
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2,6-di-t-butyl-4-methylpyridine — 2,6-11-mpem-GyTI-4-MeTHITIPHANH
Reduction — BinHORIEHHA

Cxema 3 inocTpye Apyrvii 3aranbHUN MeToA CUHTEe3y 3amilleHunx 2H-1-6eHsonipaH-3-«kapboHoBNX KUCMOT,
LLIO [O3BOMSE BBOOUTU 3aMiCHUKM B NMONoxeHHs 4 2H-1-6eH3onipaHa. Y uboMy BUNagKy HasiBHWA y npogaxi abo
crneuianbHO CMHTE30BaHUIM OpTO-TigpoKkciaueTodeHOoH 6 06pobnolTs ABOMa abo GiNnbLl ekBiBaneHTaMn CUNbHOI
OoCHOBW, Hanpuknag, Gic(tpumeTuncunin)amigy niTilo, y PO34YMHHUKY, Hanpwuknag, TetparigpodypaHi(Trd), i3
HaCTYMHMM pearyBaHHAM i3 gieTurnkapboHatom Ana oaepxaHnHsa cknagHoro 6eta«ketoedipy 7. CknagHui edip 7
KOHOEHCYIOTb NPV HarpiBaHHi 3 XnopaHrigpngoMm abo aHrigpugom KACMOTWM B NPUCYTHOCTI OCHOBM, Hanpuknag,
KkapboHaTy Kanito, y po34MHHVKY, Hanpuknag, y Tonyoni, ogepxytoun 4-okco-4H-1-6eH3onipaH 8. BigHoBneHHs
onediHy MOXHa 34iNCHNTU 3 3aCTOCYBaHHAM Pi3HOMaHITHUX areHTiB, y ToMy uncni 6opriapuay HaTpito(NaBHa), y
CyMilLLEBOMY PO34YMHHWUKY, Hanpvknag, y cymiwi etaHony 3 TteTparigpodypaHom(Trd), abo BvKOpUCTOBYHOUM
TPMeTUNCUNaH y PO3YMHHWKY TUMY, Hanpwkrnag, TpudropouToBoi KMcrotn, abo kaTaniTMyHO 3 3aCTOCYBaHHSM
nanagito Ha akTMBHOMY BYrinni i razonogibHOMy BOAHI B PO3UMHHUKY TUMY €TaHOMY; Y TaKUi Cnocib oaepkytoTb
HOBMI cknagHui OeTakeToedip 9(Ha cxeMi nokasaHi AUMMIOBaHHA KeTO-eHonaTy MO KWUCHK B MPUCYTHOCTI
OCHOBW, Hanpwknag, 2,6-gu-tpeT-0ytmn-4-meTunnipuavHy, auuniolyoro areHTta, Hanpuknag, adrigpuga
TpudTopMeTaHCyNbdOKNCIIOTH, Yy CepedoBuLli PO3YVMHHMKA, Hamnpwknag, X10pUCTOro MeTUNeHy, Aa€E eHon-
Tpudnat(tpupropmetaHcynsoHat) 10. Tpudnar 10 MoOKHa BIAHOBATU pPisHOMaHITHUMK cnocobamu,
Hanpuknag, Aieto rigpudy Tpu-n-6ytnnonosa, xnopuaa niTilo i kaTanidatopa Ha ocHoBsi nanagito(0), Hanpuknag,
TeTpakic(TpudeHindocdiH)nanagito(0) y po3unHHUKY, Hanpuknazg, y TeTparigpodyypaHi, oTpMMaBlM B Takui
cnoci6b cknagHui edoip 11 2H-1-6eH3onipaH-+«ap6oHOBOT KMCNOTU, Y KOTpoMy R" — BoaeHb. CknagHun ecbip 11
MOXHa OMWUNUTW, BUKOPWCTOBYIOYMM OCHOBY, Hanpuknag, 2,5N posumH rigpokcugy HaTtpilo B CymilLEBOMY
PO34YMHHUKY, Hanpuknag, cymiwi TeTparigpodypaH-eTaHon-soga(7:2:1), i ogepxaTtn HeobxigHy 3amiweHy 2H-1-
6eH3onipaH-3-kapboHOBY KUCIOTY.

Ona yBeneHHs ByrmeBogHeBoro dgparmeHta R" moxHa o6pobutn Tpudpnat 10 peareHTamu, BiZOMMMU 5K
3a4aTtHi 40 "nepexpecHoro CnonydeHHsa", Hanpuknag, TpubytuneTeHinonosom, Xnopuaom miTito i kaTtanisatopom
Ha ocHoBi nanagio(0), Hanpuknag, TeTpakic(TpudeHindocdin)nanagito(0) y po3YMHHWMKY, Hanpukrnag, Yy
TeTparigpodypaHi, oTpMMaBLLM B TakKul cnocid cknagHuin edip 11 2H-1-6eHsonipaH-, y koTpomy R" npeacraense
coboto BiHinbHe yrpynoBaHHa. CknagHuii edpip 11 MOXHa OMMAWMTY, BUKOPUCTOBYIOYM OCHOBY, Hampwvknag, 2,5N
PO34MH rigpokcnay HaTpilo B CyMiLLEBOMY PO3UMHHUKY, Hanpuknag, cymilli Te TparigpodypaH-etaHon-soga(7:2:1),
i opepxat HeoOXxigHy 4-BiHin-2H-1-6eH3onipaH-3-«kap6oHoBy kucnoTy(12, e R" - rpyna CH2CH-). MNogibHum xe
cnocobom TpudmaTt 10 MOXHaA B aHarnoriyHMX ymoBax MepeTBOpUTM Aietd Tpu-n-OytundeHinonosa B 2H-1-
6eH3onipaH, ae R" npepacrtaense coboto deHin, i rigponisom cknagHoro edipy nNepeTtBOPUTM OCTaHHIN y
kapboHoBy kucnoty 12, ge R” - dpeHin. 3acTocoBytouM TON Xe NPUHLMN, MOXHa BBOAUTU B IKOCTi 3amicHuka R"
3aMillieHi onediHm, 3aMilLeHi apoMaTyHi oparMeHTH, 3aMilleHi reTepoapuim, aueTuneHn i 3amilleHi aueTnneHn.
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Cxema 4 inocTpye anbTepHaTUBHUN 3aranbHU MmeToa cuHTe3y 4-okco-4H-1-6eH3onipaHa 8. O6pobka opTo-
dpTopbeH3oinxnopugy BigNOBIAHUM 3aMilleHUM ckrnagHuMm GeTaketoedhipom 14 B NpUCYTHOCTI OCHOBM,
Hanpuknaz, kapboHaTy Kanito, Y pO3YMHHUKY, Hanpuknag, y Tonyoni, nae 4-okco-4H-1-6ensonipaH 8. OcTaHHI
MOXHa nepeTtBopuTn B 2H-1-6eHsonipaH 12 cnocobom, onucaHmm y Cxemi 3.

Cxema 5
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Cxema 5 npepcraBnsie 3aranbHuii MeTo[ yBEAEHHS 3aMicHVKa B apomaTtuyHui umkn 2H-1-6eH3onipaHa. Lie
3aMilleHHss MOXHa 34IMCHUTM 4epe3 nanagiiopraHiyHi  Cnomyku, 3acTocoBytouM cnocib "mepexpecHoro
CrnonydeHHa" i3 BMKOPUCTaHHsM KaTanidatopa Ha ocHosi nanagito(0) ans crnonyvyeHHs ©OeH3onipaHa 15 y
nonoxeHHi Y, ne Y — nogua, 6pomig abo tpudinart, 3 aueTtuneHoM, onediHoM, HiTpunom abo apurnomM. 3amilleHi
aueTUneHn B SIKOCTI areHTiB CNOMyMeHHs OaloTb BiAMOBIOHI 3aMilleHi aueTUNeHoBi MoxigHi. 3amiweHi apusbHi
dparMeHTM MOXHa BBECTW, BUKOPWUCTOBYOUM apunbopHi kncnomm abo ixHi cknagHi edipu; HITpMIM MoxHa
BBECTW, BMKOpUCTOBYtouM uiaHig uunky(ll). OTpumannii cknagHuin edpip 16 MoxHa nepeTBopuTM B KapOOHOBY
kmcnoTy 17 no cnocoby, onncaHomy B Cxemi 1.

IHWKMIA cnoci® 3amilieHHs apunbHOro gparmMeHTa G6eHsonipaHa 15 cknagaeTbca B NEPETBOPEHHI 3aMiCHMKA
Y(me Y - nogug abo Opomiag) y nepdropankinebHy rpyny. [puvknagom 3acToCyBaHHA Takoro cnocoby e
nepetsopeHHsa 15(age Y - nogua) y 16(ae R* - neHTadTopeTUN) i3 BUKOPUCTAHHAM neHTadTopnponioHaTa Kanito i
noguctoi migi(l) y rekcametundocdopamigi(CMPA). OtpumaHun cknagHuin edip 16 mMoxHa nepeTBOpUMTA B
kapboHoBy kncroty 15 no cnocoby, onncaHomy B Cxemi 1.

AHanoriyHnin cnocib 3abesneyye 3aMilleHHS apoMaTUYHOrO LMKy B AWMApoxiHOMiIH-3-kapbokcunaTtax. BoHo
MoXe OyTVM BMKOHAHE LUMSIXOM CMONyMeHHS nanagjfopraHiyHux crnonyk 3 apunioavaamu, apunépomigamum abo
apuntpudnatamu i pisHOMaHITHUIMKM peareHTamu crnionydeHHsa [amB. R.F. Heck, Palladium Reagents in Organic
Synthesis, Academic Press 1985]. Bukopucrosytounm B Ui peakuii BiANOBIAHMI nNanagieBnin kartanisatop,
Hanpwvknaa, TeTpakic(tpudeHindocdiH)-nanagin(0), MoxHa ogepxaTt AM3aMilleHi ankiHu, 3aCTOCOBYIOUM ankKiHu
B SIKOCTi areHTiB CnonyvyeHHs; eHinbopHi kncnom patwTte cnonyku GideHiny, a uiaHign — uiaHapunu. Ons
CENEKTVBHOIO MPOBEAEHHS peakuii 3 3aMilleHMMM OurigpoXiHOMiH-3-kapbokcunatamMmm MOXHa aHarnoriyHum
crnocobom 3acTocoByBaTW BENWKE YMCHO iHLWMX NanagieBnx kataniaaTopis i areHTiB CNONYMEHHS.

Cxema 6
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source — axeperno

Base or acid — ocHoBa abo kucrnoTa

Cxema 6 inocTpye B 3aranbHoMy Budi crnoci® nepeTBOpeHHs HasiBHMX Yy npogaxi abo cneujanbHoO
CUHTE30BaHMX 3aMilLleHUX heHOniB y 3amilleHi caniumnosi anbaerign. Jekinbka pisHOMaHITHUX MeTOAIB, Y SKUX
BMKOPUCTOBYETbCA hopmanbaerig abo XiMiYHO ekBiBaNeHTHUI NOMY peareHT, oKNaaHiLle ONucaHi HKYe.

Peakuis BignosigHoro 3amiweHoro deHony 18 B ocHoBHOMY cepepoBuuy 3 dopmanbaerigom(@bo 1oro
XIMiYHMM  eKBiBaneHTOM) Ja€e 3amiweHun caniunosunn anbgerin 1. TMpoMbkHMIA npoaykT - oOpTOo-
rinpokemmeTundpeHon 19 - npu Bi4NOBIAHNX YMOBaX peakuii MOXHa oKMcnuT go caniumnanegerigy 1 in situ. Sk
OCHOBY 3BMYaliHO BUKOPUCTOBYIOTL eTunMarHinbpomig abo metunat marHito(0aMH eKkBiBaneHT), K PO3YUHHUK —
Tonyon, sk [mkepeno dopmanbaerigly - napadopmanbierin(aBa eksiBaneHm abo bGinbwe), a Takox
rekcameTtundocgopamigCMPA) abo N,N,N'N'-tetpametnnetmnengiamiH(TMEOA) [onB. Casiraghi etal., J. C. S.
Perkin I, 1978, 318-321].

Ak anbTepHaTMBy MOXHa BBOAUTUM B peakujto 3 dopManbaerigoM BignoBigHWA 3amilleHun deHon 18 y
BOLLHOMY OCHOBHOMY CEpeOBULL, OAEPXYIO4N 3aMilLieHWIA opTo-rigpokcnbeHsunosun cimpt 19(ams.: a) J. Leroy
and C. Wakselman, J. Fluorine Chem. 40, 23-32(1988); b) A. A. Moshfegh et al., Helv. Chim. Acta 65, 1229-



1332(1982)). Ak ocHOBM 3BMYANHO 3aCTOCOBYOTb BOAHI PO3YMHM figpokcuay kanito abo rigpokeuay HaTpito.
IOxepernom dopmanbaeriny 3BUYaNHO CcnykuTb dopManiH(@38%-Huin BogHUM po3unH copmanbaerigy).
OTprMaHuin opTO-rigPOKCUBEH3NNOBUIA CNMPT MOXHA NEPeTBOPUTM B caniumnoBuii anbaerig 1 gieto okucnoeayva,
Hanpuknag, aiokenay mapraHuo(lV), y po3uMHHMKY, Hanpvknag, Xnopuctomy metuneHi abo xnopodopmi [ame. R.
- G. Xie etal., Synthetic Commun. 24, 53-58(1994)].

BignosigHun 3amilleHunmn ceHon 18 MOXHa 0bpobuTn B Kucnomy cepeaoBuLLy
rekcameTtuneHteTpamiHom(TMTA) i ogepxat Takum crnocobom caniumnosui anbgerig 1 [peakuia Oadxpa; ame.
Y. Suzuki and H. Takahashi, Chem. Pham. Bull. 31, 1751-1753(1983)]. Npu npoBeaeHHi Ui€i peakuii 3BM4anHoO
BMKOPUCTOBYIOTb Taki KUCMoOTW, £K outoBa, GopHa, MeTaHcynbdoHoBa abo TpudTOopMeETaHCYyNb(OHOBA.
[xepenom popmanbaerigy € 3Bu4aiHO rekcameTuneHTeTpami.
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Cxema 7 npefcTaBnsie peakuito Pavmepa-TimaHa, npu skin HasiBHMA y npogaxy abo cneujansHo
CUHTEe30BaHWI BiANOBIAHUA 3aMiweHnin deHon 18 pearye B OCHOBHOMY cepefoBuULl 3 X1OPOGOPMOM,
CTBOpPIOKOUM 3aMiweHnn caniunoesui anbgerig 1 [ame. Cragoe E. J., Schultz E. M., nateHT CLUA Ne3794734,
1974].

Cxema 8
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Cxema 8 inocTpye nepeTBOpEHHA HAasABHOI B TpoAaxy abo cneuianbHO CMHTE30BaHOI 3aMilLeHOoT caniumMnoBoi
kucnotv 21 y BignoBigHMI caniuunoBwuin anbgerin 1 4epe3 NPOMiKHWIA 2-rigpokcnbeHsunosuin cnupT 19.
BigHoBneHHs caniumMnoBoi KUCNOTU 21 MOXHA 34iINCHUTU, BUKOPUCTOBYIOYM BiAHOBHUK TUMY rigpuay, Hanpuknag,
00opoBOAEHb, Yy PO34YMHHMKY, Hanpuknag, TeTparigpodypaHi. O6pobka NPOMIKHOrO nNPOAYKTY - 2-
rigpokembeHsumnosoro cnupTy 19 - okucnoBaveM, Hanpuknag, okcmaom mapraduo(lV), y po3uMHHUKY, Hanpvknag,
y XNopucToMY MeTuneHi abo xnopodopmi, Aae caniunnosuii anbaerig 1.
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Cxema 9 intocTpye 3aranbHUin cnocib ofepxaHHA LWMPOKOiT po3MaiTocTi 3aMieHux 2-TpudtopmeTun-2H-1-
6eH3oTionipaH-3-«ap6oHoBux kucnoT(25). Ha cragii 1 y BignoBigHMI HasBHMI Yy npopaxy abo cneuianbHO
CUHTE30BaHMI 3aMileHnn TioheHon 22 BBOASATb B OPTO-NOMOKEHHA MeTaneBoopraHiyHy rp yrny, BAKOPUCTOBYHOUM
ak ocHoBy TMEOA(N,N,N',N'-TetpametnnetuneHgiamiv), i3 HacTynHoto o6pobkow aumeTvndopmamigoMm And
ofepxaHHsa 2-mepkantobeHsanbaeriny 23. KoHpeHcauis 2-vepkantobeHsanbperiny 23 3 akpunatom 2 B
NPUCYTHOCTI OCHOBW Aae cknagHum edip 24, WO MOXHa OMUMUTA B MPUCYTHOCTI BOAHOIO PO3YMHY OCHOBM,
ofepxyroum 3amileHy 2H-1-6eH3oTionipaH-3-kapboHoBY KMCoTy 25.
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Base — ocHoBa

Cxema 10 intoctpye cnocib® ogepkaHHA 3aMmilleHoro 2-viepkanTto-6eH3anbAeriay 3 BignoBigHOro 3amilleHoro
caniyunoBoro anbperigy, HasiBHoro B npogaxy abo cneuianbHO cvHTe3oBaHoro. Ha cragii 1 deHonbHUi
rigpokevn caniunoBoro anbgeriny 1 nepetsoptotoTe Yy BignosigHwn O-apuntiokapbamaT 26  Wnsixom
aunnoBaHHA BiQMoOBIgHUM 3aMilleHUM Tiokap6amoinxnopuaom, Hanpvknag, N,N-
AvnmeTunTiokapbamoinxnopnaom, y PO3YMHHWKY, Hanpukrnag, aumeTtundopmamigi, y MpUCYTHOCTI OCHOBW,
Hanpuknag, Tpuetunaminy. Ha ctagii 2 O-apuntiokapbamart 26 nigaatots neperpynyBaHHio B S-apuntiokapbamaTt
27 wnaxom HarpiBaHHs [0 [OCTaTHbO BWMCOKOT TemnepaTypu, Hanpuknag, 200°C, abo 6e3 3acTtocyBaHHS
pO34MHHMKa, abo B MPUCYTHOCTI po34MHHMKA, Hanpukrnad, N,N-gumetunaniniHy [gnB. A. Levai and P. Sebok,
Synth. Commun. 22, 1735-1750(1992)]. lNaponi3 S-apuntiokapbamata 27 B NpUCYTHOCTI OCHOBW, Hanmpwknag,
2,5N posumHy rigpokcuay HaTtpito, Yy CYMilleBOMY PO3YMHHUKY, Hanpuknag, cyMmiwi TeTparigpodypaHy 3
€TaHOoNOM, [a€ 3aMilleHun 2-mepkanTo-beHsanbaerig 23, wo moxe Oyt nepeTBopeHui y 3amiweHy 2H-1-
6eH3onipaH-3-«kapboHOBY KMcNoTy 25, sik onucaHo B Cxemi 9.
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Cxema 11 intocTpye 3aranbHWA MeTo4 OJepXKaHHS LWMPOKOi posmaitocTi noxigHux 30 AurigpoxiHOmMiH-3-
kapboHoBOiI kncrnot. Ha cxemi R® HaBoaMTLCS 3aMilLleHHS B apOMaTUYHOMY LMKIi HasiBHOro B Npopaxy abo
crneuianbHO cuHTe30BaHOro 2-amiHoOeH3ambaerigy 28. MNMoxigHe 28 2-amiHoGeHsanbaerigy, ae R? npegcraenge
Pi3HOMaHITHi 3aMiCHUKM, KOHAEHCYIOTb i3 MOXiAHMM 2 akpwuraTy B NMPUCYTHOCTI OCHOBMW, Hanpuknaa, kapboHaTy
Kanito, TpueTunamiHy abo Amaszabiumkno[2.2.2]yHaeu-7-eHa, Y PO3YMHHMKY, Hanpuknag, ogumeTtundopmamiai,
ofepXytoun cknagHnin edoip 29 purigpoxiHoniH-3-«kap6boHoBoi kncriot. CknagHuii ediip 29 MOXHa OMUNUTK 40
BiQNOBIAHOI KMCMOTWN, HaNpuknag, LWsaxom ob6pobku BOOHUM PO3YMHOM HEOpraHiyHOi OCHOBM, Hanpuknag, 2,5N
riipoOKCMAOOM HaTpito, y BiANOBIAHOMY PO3UYMHHUKY, HaNpukrag, B eTaHosi; nicna nNigKMCnioBaHHA OOEepPXYOTb
HeobXigHy aurigpoxiHoniH-3-«apboHoBy kucnoTy 30.
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Cxema 12 iNCTpye ofep>xaHHA AurigpoxiHoniH-3-kapboHoBoi kncrnoTtn 30 i3 2-amiHOGeH30MHOT Kmucrnotn 31.
Ha cxemi R? npeAcTaBnsie 3amilleHHs B apoMaTYHOMY LMKl HasiBHOT B Mpofaxy aGo cnewianbHO CMHTe30BaHol
2-aMiHObeH3oMHOI kKucrnot 31. BigHoBneHHss amiHOG6eH30MHOT kucrnoTn 31 4o HeobxigHOro 2-aMmiHOGEeH3UNOBOro
cnupTy 32 34icCHIOTL 3a [OMOMOrol BiAHOBHMKA TUMY riapwuay, Hanpuknag, GOpOBOAHIO, Y PO3YMHHWKY,
Hanpuknag, y TeTparigpodypaHi. Obpobka oTpumaHoro 2-amiHo6eH3unoBoro cnupTy 32 OKMCMOBaYeM,
Hanpuknag, okemaoMm mapraHuo(lV), y pO3uYMHHWKY, Hanpvknag, XIopuCcTOMY MeTuneHi, Aae HeobxigHui 2-
amiHobeHzanbgerig 28 [gus. C.T. Alabaster et al., J. Med. Chem. 31, 2048-2056(1988)]. 2-amiHoGeH3anbAaerig
nepeTBOPIOIOTL Y BIANOBIAHMI AnriapoxiHoniH-3-kapboHoBy kucnoTy 30, sk onncaHo B Cxemi 11.
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Cxema 13 intocTpye 3aranbHui crnocit Oﬂep)KaHHﬂ LWMpokKoi poamaitocTi noxiagHux 30 AurigpOXiHOMIH-3-
KapboHoBOi kucnotn 3 idatuHiB 33. Ha cxemi R? npeacraBnse 3amilleHHS B apoOMaTUYHOMY LMK HAsiBHOTO B
npoaaxy abo cneujanbHo cuHTe3oBaHoro i3atmHy 33. I3atmH 33 06poGNsATE OCHOBHMM MEPOKCUMAOM,
ojepKyBaHWM i3 Mepokcuay BOAHIO W OCHOBW, Hampukrag, rfgpokcuay HaTpilo, oJepxylouu BignoBigHY 2-
amiHoOeH301MHy kucnoTy 31 [gmB. M.S. Newman and M. W. Lougue, J. Org. Chem. 36, 1398-1401(1971)]. 2-
amiHoBeH301MHi kucnotm 31 nepeTBOpPIOOTL NOTIM Y HEO6XiAgHI noxiaHi 30 aurigpoxiHoniH-3-kap6GoOHOBOT KMCNOTH,
sk onmcaHo B Cxemi 12.
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Cxema 14 inocTpye iHWKUIA 3aranbHUin cnocid ogepxkaHHa noxigHux 30 guriapoxiHoniH-3-kapOoHOBOI KMCNOTH.
Ha crapji 1 BignosigHnin HasiBHUIM y npofaxy abo cneuianbHO CUHTE30BaHWIA 3amilleHWin aHiniH 34 niggatoTb
00pobui auunioyMM areHTom, Hanpuknag, nisanoinxnopuaoMm, ogepxytoun amig 35. OpTo-giaHioH amigy 35
ofepxyloTb, 06pobnswoun amig 35 niTin-opraHiyHMMKM OCHOBaMW, Hanpukrag, n-bymmnnitiem abo TpeT-
oymnnitiem, y TeTparigpodypaHi npu 3HwkeHin TemnepaTypi. [iaHioH HenTpanisyioTe AumeTundopmamiaom,
O[lEPXKYIOUM auunboBaHUN 2-amiHobeHszanbaerin 36 [gue. J. Turner, J. Org. Chem. 48, 3401-3408(1983)].
MpoBogsyn peakuito UbOro anbaerigy B MPUCYTHOCTI OCHOBM, Hanpuknag, rigpuay nitito, 3 akpunaTtom i3
HacTynHow O6poOKOK BOAHMM PO3YMHOM OpPraHiYHOI OCHOBW i rigponi3om, Hanpwknag, obpobkok BOAHVM
PO34YMHOM TriApoKCuAy HaTpilo, Yy PO3YMHHMKY, HaMNpukraz, B €TaHomMi, oOepKyloTb Micns NiAKUCIOBaHHS
BignosigHe noxiaHe 30 guriapoxiHoniH-3-kapboHOBOT KUCMOTU.
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Cxema 15 intocTpye 3aranbHuMi cnocib arnkinyBaHHsa noxigHuMx 29 cknagHux eqipiB AurigpoxiHoniH-3-
KapboHOBOi kucnotm B aTtoma asoTy. Cragia 1 nepepbadae ob6pobky noxigHoro 29 ckrmagHoro edipy
AWriapoxiHoniH-3-kapboHOBOT KMCMOTY ranoigHnM ankinom, Hanpuknag, nogetaHoMm, y NPUCYTHOCTI KaTanisaTopa
a30BOr0 MepeHocy, Hanpukrag, TeTpabymmnamoHinioamay, i ocHoBW, Hanpwuknag, igkoro Hatpa(50%-Horo
BOAHOrO MapoKcnay HaTpito) Y PO3YMHHUKY, HAanNpuknag, XnopucToMy MeTuneHi. Y umx ymoax ogepxytoTb N-
ankinosaHi cknagHi ecipyn 37 aurigpoxiHoniH-3-kapboHOBOT KMCNOoTU. OMUNIOBaHHS cnonyk 37 BOAHWMM PO34MHOM
ocHoBu gae N-arkinosaHi noxigHi 38 guriapoxiHoniH-3-kap6oHOBOT KUCIOTU.

HwkyeHaBedeHi npuknagy MicTaTe AoKNagHi onucK cnocobis ogepkaHHa cnonyk cdopmyn I-ll. Ui goknagHi
OMUCK OXONSIOTLCS BULLEONMUCAHUMM 3aranibHUMU METOAMKaMU CUHTE3Y, LU0 € CKMaZA0BOK YaCTUHOK AaHOro
BMHaxony, i cnyxaTb Npuknagamu ixHboro 3aincHeHHs . Lli foknagHi onucu nogaxi Tinbku B inNtoCTpaTUBHUX LNAX i
HEe OOMEexXyoTb rpaHuL BUHaxoay. 3a BUHATKOM crielianibHO 06YMOBNEHUX BUMAZKIB, YCi CNiBBIAHOLWIEHHS OaHi B
MacoBUX YacTUHax, a TemnepaTypu - y rpagycax ctorpagycHoi wkanu. AMP-cnekTpu BCiX Cnonyk BiAnoBsiaaTb
NpUNMCaHUM iM CTPYKTypaMm.

BuKkoprcTaHo TaKi CKOPOYEHHS:

HCI - xnopncTtoBogHeBa Kucrnota

MgSO4 — cynbdat marHito

Na>S0O4 — cynbdaT HaTpito

OMD - pumeTundopmamig

Trd® — TeTparigpodypaH

NaOH - rigpokeva HaTpito

EtOH - eTaHon

KoCOsz - kapboHaT Kkarnito

CDCl3; — penTtepoBaHuii Xnopogopm

CD30D - pentepoBaHuin MeTaHoN

Et:O - apnetunoswuii edip

EtOAc - atTmnaueTaTt

NaHCO:s - 6ikapboHaT HaTpito

KHSO4 — BicynbdaT kanito

NaBHs — 6oprigpua HaTpito

TME[A - TeTpameTuneTuneHgiamid

MTA - rekcameTUneHTeTPamiH

OMCO - gumeTtnncynbdokeng

FM®A -rekcameTuntpnamia ¢ochopHoi kucrnoTu(rekcameTnndocdgopamia)

Mpwknag 1
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6-xr1op-2-tpugropmeTun-2H-1-6eHsonipaH-3-kapboHoBa kucnoTa

CTragisa 1. OgepkaHHa etun-6-xnop-2-tpucpropmetnn-2H-1-6eH3onipaH-3«kapbokcunaty

Cymiw 5-xnopcaniunnosoro anbgeriny(20,02r, 0,128 wmonb) i etun4,4,4-TpucropkpoToHaTy(23,68r,
0,14mMonb) po3unHanu B 6e3BogHoMy aAvMeTundopmamigi, Harpisann go 60°C i o6pobnsnu 6e3BogHUM
kapboHaTom Kkanito(17,75r, 0,128mmornb). Po3unH ButpumyBanm npu 60°C npotsarom 20 roavH, NPOXONomKyBanm
0O TemnepaTypu noMmelkKaHHs i posbaensnu Bogot. Ekctparysanm macy etunaugetatom. O6'egHaHi ekcTpakTu
npoMmnBanyu poscosioMm, cylumnu Hag 6e3BoaHNM cynbdaToM MarHito, dinbTpyBanu i KOHUEHTPYBanu y BakyyMmi.
OtpumaHo 54,32r macna. Lle macro posuvHsanu B 250mn metaHony i 100mMn BoAu, Npu LbOMY YTBOPHOBaBCSH
O6inun TBepaoWA MpPOAYKT, WO BigOKpemmoBanu @iNnbTPyBaHHAM, MPOMMBanNM BOAOK | CYWMNN Yy BaKyyMmi.
OtpumaHo ckrnagHwin edoip y Burmagi XKoBToi TBepAoil pevosunHu(24,31 r, Buxig 62%). T.nn. 62-64°C. 'H
AMP(CDCIs, 90Mry) 7,64(s, 1H), 7,30-7,21(m, 2H), 6,96(d, 1H, J=T'u), 5,70(q, 1H, J=Tw), 4,30(q, 2H, J=7,2I"L),
1,35(t, 3H, J=7,2I'w).



Cragis 2. OgepxaHHs 6-xnop-2-Tpudropmetnn-2H-1-6eH3onipaH-3-kapO0oHOBOT KNMCNOTU

Po3unH cknagHoro edipy, otpumaHoro Ha cragii 1(13,02r, 42mmone) y 200mn meTaHony i 20mn Boam
obpobnanu rigpokengom niTito(5,36r, 0,128monb) i nepemiwyBany nNpu TeMnepaTtypi NOMeLKaHHS npoTsarom 16
roavH. PeakujnHy cymiw nigkucniosanu 1,2N xnopuctoBoAHEBOI KMCMOTOO, YTBOPIOBaHMI NMPU LUbOMY TBEPANIA
NPoAYKT BigokpemmtoBanu dinsTpyBaHHAM. Mpomusamm ocag 200mn Boau i 200MN rekcaHy i CyLlumnu y Bakyymi.
OTpvmaHo 3a3HayeHy B 3arofiloBKy CNONYKY Yy BUMAAi )KoBToi TBepaoi pevosuHu(10,00r, Buxig 85%). T.nn. 181-
184°C.

Mpuknap 2
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6-(MeTunTio)-2-TpndTopMmeTUn-2H-1-6eH3onipaH-3-kapboHoBa kucnoTa

Cragis 1. OpepxaHHsA 5-(metTunTio)caniusnosoro anbaeriny Emmnmarsinbpomin(38mvn 3,0M posunHy B
aietunosomy edipi, 113,8umonb) oxonomkyBanu B 6GaHi 3 KpwkaHow BOAOK. [0 OXONODKEHOrO0 PO3YMHY
Aodasanu po3ynH 4-(metunTio)dpeHony(15,95r, 113,8Mmons) y gietTunosomy edipi(30mn) npotarom 0,15 roanHu,
npu UboMY BigbyBanocst BuAineHHs rasy. PeakuinHy cymiw ButpumMyBanu npotsirom 0,5 roguHum npu 0°C, noTim
npu TemnepaTypi noMmewkaHHa npoTtarom 0,5 roguHW, MiCns YOro 3amiHANM KpansuHHY MinKy ANCTUNALUIMHO
Hacagkoto. logasanu tonyon(100mn), BigraHamM 3 peakuinHoi NnocyanHu gietunosun, edip. MNMpoxonomkysanm
peakuinHy Macy, pobasnsnu Tonyon(250mn) i rekcamemmndocdopamig(19,8mn, 20,4r, 113,8Mmonb) |
nepemiwyBanM oTpumaHy cymiw npotarom 0,25 roguHu. 3amiHAM OUCTUIALIMHY Hacagky KOHOEHCaTopoM i
nobaensnu napadopmanbgeria(8,5r, 284,4vmorns). Harpisanu peakuinHy cymiw npu 90°C npotarom 3 roauvH.
MpoxonomkyBanu peakuinHy Macy 4o TemnepaTypy NoMeLLKaHHs, nigknenanu 1N xnoprucToBogHEBO KMCMOTO
i po3ginanu wapwu. OpraHiyHMin Wap npomMmBany BOAOlO, MOTIM PO3COMOM, CYWMNW HaA cynbdaToM MarHito,
GinbTpyBanu i KOHUEHTpyBanu y Bakyymi. OTpmaHuiA TBepAUA NPOAYKT OuMLLAanmM xpomaTorpadi€eto Ha ABOOKUCI
KPEMHIO(ENIOEHT - CYMiLL rekcaHy 3 eTunaueTatom, 5:1). OgepxxyBanu caniunnoBui anbaerig y BAmsagi )XoBTol
KpuctaniyHoi pevoBuHK(6,01r) i3 UMCTOTOI, JOCTaTHLOK AN BMKOPUCTaAHHS Ha Takin ctagii 6e3 goaatkoBoro
OYMLLEHHS.

CTtagisa 2. OgepxaHHa eTun-6-(MeTunTio)-2-TpudpropmeTnn-2H-1-6eH3onipaH-3-kapbokcunaty

5-meTunTiocaniuunoBuin anbgeria, otpumMaHun Ha cragii 1(2,516r, 14,96ummone), gogaBanu OO Cymili
anmetundopmamigy(3,5mn), kapboHaty kanito(2,27r, 16,45mMmonb) i etun-4,4,4-tpudtopkpoToHaTy(3,3mn, 3,8r,
22,4Ammonb). Cymiw Harpisanu npu 65°C npotarom 3 rogvH. MpoxonomkyBanu peakuiiHy macy 4o TemnepaTtypu
noMeLLKaHHs, Bunueanu y Bogy(50mn) i ekctparyBanu gietmnosum edipom(2 pasu no 75mn). O6'egHaHi edipHi
€KCTpaKTM npoMmBarM BOAHMM po3yMHOM OGikapboHaty HaTtpito(3 pasu no 50mn), 2N BOAHUM PO3YMHOM
XropucToBoaHeBol kucnotu(3 pasm no 50mn) i posconom(3 pasu no 50Mn), cylwumnu Hag cynbdaToM MarHito,
GinbTpyBanu, po3baenanmM i3S0OKTaHOM | YaCTKOBO KOHLIEHTPYBANW y Bakyymi, Mpu LbOMY OCapKyBaBCS €TUIIOBUNA
cknaghui edip(2,863r, Buxig 60%) y Bumagi »kostoro nopowky. T.nn. 87,8-89,6°C. Mipa uictotn ediipy byna
[OCTaTHLOK AN NoAasbLUOro BUKOPUCTaHHS 6e3 4OAAaTKOBOMO OUULLEHHS.

Cragis 3. OgepxaHHsi 6-(MeTunTio)-2-TpucbTropmeTnn-2H-1-6eH3onipaH-3-«kapboHOBOT KMCMOTH

CknagHun eduip, OTpMMaHUn Ha cTagii 2, rigponidyBanu Ans BUAINEHHs KapOOHOBOI KMCNOTM cnocobom,
aHanoriynm onmcaHomy B lMpuknagi 1, ctagia 2. T.nn. oTpumaHoi kucnotm 166,3-167,9°C. 'H AMP(aueToH-
de/300MI'y) 7,87(s, 1H), 7,43(d, 1H. J=7,22I'y), 7,33(dd, 1H, J=8,5Iy, 2,4I'y), 6,98(d, 1H, J=8,5T"'y), 5,79(q, 1H
J=7,0l"u), 2,48(s, 3H). FABLRMS m/z 291(M+H).

ESHRMS m/z 289,0152(M-H, BupaxosaHo 289,0146). AHan. BupaxoBaHo ans C12HoF303S+: C, 49,66; H,
3,13; S, 11,05. BcraHoeneHo: C, 49,57; H, 3,02; S, 11,37.

Mpuvknag 3
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7-metnn-2-tpucpropmeTnn-2H-1-6eH3onipaH-3-kapboHoBa kucrnota 3-metundeHon 6yB nepeTBOpeHUi Y
CMOJYKY, 3a3HayeHy B 3arosioBKy, 3a METOAMKOH, aHaroriyHow onucaHiin B Mpuknagi 2. T.nn. npoaykty 202,1-
203,1°C. H AMP(CDCI3/300MI'y) 7,84(s, 1H), 7,12(d, 1H, J=8,3I'u), 6,82(m, 2H), 5,65(q, 1H, J=6,8I"y), 2,35(s,
3H). FABLRMS m/z 259(M+H). FABHRMS m/z 259,0576(M+H, BupaxosaHo 259,0582). AHan. BupaxosaHo ans
C12HoF303: C, 55,82; H, 3,51. BctaHoBneHo: C, 55,93; H, 3,59/

Mpwknag 4

|' \/\I:w
F3 Z [#] Fa
2,7-6ic(tpudropmeTun)-2H-1-6eH3onipaH-3-«kapboHoBa Kucriota 3-(TpndbTopMeTUn)heHon 6yB

nepeTBOPEHU Y CNOMYKY, 3a3HayeHy B 3arofoBKy, 3a MeTOAVKO0, aHanoriyHoto onucaxin B MNpuknagi 2. T.nn.
npoaykty 190,3-193,5°C. H AMP(aueToH-de/300MINy) 7,98(s, 1H), 7,73(d, 1H J=7,9Iy), 7,46(d, 1H J=7,9I"y),



7,36(s, 1H), 5,93(d, 1H J=7,1Tu). FABLRMS m/z 313(M+H). FABHRMS m/z 313,0267(M+H, BupaxoBaHo
313,0299). AHan. BupaxoaHo anst C12HeF6O3: C, 46,17; H, 1,94. BctaHoBneHo: C, 46,25; H, 2,00.
Mpuknag 5
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7-6pom-2-TpudstopmeTnn-2H-1-6eHsonipaH-3«apboHoBa kucrnota 3-GpomdpeHon 6yB nepeTBOpeHUn y
CMONYyKy, 3a3HayeHy B 3arorfioBKy, 3a MeToAMKOolo, aHarnoriyHoto onucaHin B MNpuknagi 2. T.nn. npoaykty 198,4-
199,5°C. 'H AMP(aueToH-de/300MI'y) 7,89(s, 1H), 7,43(d, 1H J=8,1T"y), 7,31(s, 1H), 7,30(d, 1H, J=8,1T"u), 5,84(d,
1H, J=7,1T"u). FABLRMS m/z 323(M+H). AHan. BupaxoaHo ana C11HeBrFzOs: C, 40,90; H, 1,87. BcTtaHoBREHO:

C,41,00; H,1,85.
Mpuvknag 6
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6-xnop-7-metnn-2-tpudpropmeTnn-2H-1-6eH3onipaH-3-kapboHoBa kucnota  4-xnop-3-metundeHon  6yB
NepeTBOPEHUI Y CMOMYKY, 3a3HayeHy B 3arorfioBKy, 3a METOAVKON, aHaroriyHo onucaxin B MNpuknagi 2. T.nn.
npoaykty 207,5-209,3°C. FABLRMS m/z 292(M+H). FABHRMS m/z 299,0287(M+Li, BupaxosaHo 299,0274).

AHan. BupaxoaHo anst C12HsCIF303: C, 49,25; H, 2,76; Cl, 12,11. BctaHoBneHo: C, 49,37; H, 2,82; Cl, 12,17.
Mpuvknag 7
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6-(4-meTokendpeHokan)-2-(TpudropmeTnn)-2H-1-6eHszonipaH-3«apboHosa KucnoTa 4-(4-
MeTokcudeHin)peHon OyB MepeTBOPEHWU Yy CNOMyKy, 3a3HayeHy B 3arofioBKY, 3a METOAMKOK, aHasoriuHo0
onucaHin B Mpuknagai 2. T.nn. npogykty 181,7-182,9°C. H AMP(aueToH-de/300MI'y) 7,87(s, 1H), 7,11(m, 1H),
7,02(m, 2H), 6,98 m4, 581(q, 1H, J=7,0ly), 3,80(s, 3H). FABLRMS m/z 365(M-H). FABHRMS m/z
367,0809(M+H, BupaxosaHo 367,0793). AHan. BupaxoaHo gnsa C1gH13F30s: C, 59,02; H, 3,58. BctanosneHo: C,
59,10; H, 3,61.

Mpuknag 8
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6-xnop-7-(1,1 -aumetTuneTnn)-2-tpudpropmetnn-2H-1-6eHsonipaH-3-«kapboHoBa kmucnoTta

Cragis 1. OgepxaHHs 4-TpeT-0yTnncaniumMnoBoro anbgerigy

Y Tpuropny KpyrnoAoHHy Konfy MictkicTio 5n, obnagHaHy MexaHiYHOH MilLankol i KOHOEeHcaTopoM,
3aBaHTaxyBanuM TpudropoutoBy kucnoty(2,4n). Hobaenanu Bpo3api6 cymiw 3-tpeT-6ytmndpeHona(412r,
2,8momb) i rekcameTuneHteTpamiHy(424r, 3,0monb), npu UboMy BiabyBanacsa ek3oTepMmiyHa peakuid. LLUnaxom
OXONOXEHHS niaTpuMyBanu B konbi TemnepaTypy He Buuwe 80°C. ButpumyBanu peakuinHy macy npu 80°C
NpoTAroM rOAMHKU, NOTIM Npoxofnogkysanu i gobasnsmi Boay(2n). Yepes nisroamHn gobaenanu JofaTKoBy
Kinekicte Boan(4n) i ekctparyBanu macy eTunaueTtatom(6n). OpraHiyHWA eKCTpakT npoMuBarmM BOAOK i
po3conom. OTpuMaHy opraHiyHy a3y po3ginsanu Ha nopuii obcsirom no 2n i koxHy po3basnsanu sogoto(1n) i
pobaensnu tBepaun GikapboHaT HaTpito OO HeWTpanisauii. BigokpemnioBanu opraHiuHi wapu, o6'egHyBanu ix,
cylwmnu Hag cynbgaTtom Markito, inbTpyBanu i KOHUEHTpYBanu y Bakyymi, ogepkytoum macro. Lle macno
neperaHamm npu 95°C npu 3anuwkoBomy Tucky 0,8MM pT.CT., OAepXylouMm HeobxigHuW anbaeria y BumsaAgi
Macna(272,9r, suxig 56%) i3 uncToTOl, AOCTaTHBOKW AN MoAarnbLlUoro 3acTtocyBaHHs 6e3 [o4aTKoBOro
OYMLLEHHS.

Cragis 2. OgepxanHs etun-7-(1.1-aumeTvnetvn)-2-tpucpropmemn-2H-1-6eHzonipaH-3«apbokcunaty

Y Tpuropny konby MicTkicTio 1n 3aBaHTaxyBanu 4-TpeT-OytmuncaniuMnoBuii ansgeria, oTpUMaHuiA Ha cTtagii
1(100,0r, 0,56monb), aumeTundopmamia(110mn) i kapboHat kanito(79,9r, 0,58Monb), Npu LbOMY TemnepaTtypa
cymiwi  nmigBuwyBanaca go 40°C. [OoGaemsanu  etun-4,4,4-tpudtopkpotoHat(118,0r, 0,70momb) vy
anmeTtundopmamiai(110mn) i HarpiBarm cymiw go 60°C, npy upomy TemnepaTypa peakuiiHOi Macu CamoXiTTio
3poctana go 70°C. lMpoxonogxysanu cymiw go 60°C, suTpumyBanu npu Ui TemnepaTypi(i3 AoAaTKoBUM
nigirpisom) npotarom 8,5 rogaMH i npoxonogxysanu OO TeMmnepaTypu MomelwkaHHs. [dobaensnu
etTnnaueTtat(600mn) i 3N xnopuctoBogHeBy KucnoTy(600mn), nepemiwyBanu i po3ginamm wapw. BogHun wap
eKkcTparysanu etunauertaTtoM i 3'egHyBanu opraHivHi dasu. 3'egHaHi opraHivyHi po34YMHM NPOMUBANM CYMILLILLIO
poscony 3 BoAoto(1:1), po3coriom, Cylumnu Hag cynbgaToM MarHito, qinbTpyBanu i KOHUEHTpyBanu y Bakyymi,



OoAepXyloun Hanispigky macy. flobasnanu npu nepemiwyBaHHi rekcaH(@00mn) i dinsTpyBanu cymiw. dinbtpat
npomMmBanu pPO3COSIOM, CYWMMM Hag CynbaToM MarHilo i KOHUEeHTpyBanu y BaKyyMi, O4epKylounm TBepAavi
npoAyKT. Ller npoaykT po3umHamm B rapavomy etaHoni(600mn). Oo6asranu Bogy(190mMn), BUKMAMKAK4YM TUM
caMuMm KpucTanisadito. BiadinsTpoByBanu i cylumnv TBepAnin NPoAyKT, OAEPKYIOUM HeOOXIOAHUN cknagHnn edip y
BUMMAAI KpucTtaniyHoi pevoBnHmn(131,3r, Buxig 71%) i3 1.nn. 91,0-94,9°C. YucrtoTta npoaykTy 6yna gocraTtHbOo
ANs 3aCTOCYBaHHSA MOr0 Ha HACTYNHWUX CTadisix 6e3 404aTKOBOMO OYULLEHHS.

Cragis 3. OpepxaHHS etnn-6-xnop-7-(1,1-gumetTnne™n)-2-tpucpropmeTun-2H-1-6eH3onipaH-3-
Kapbokcunaty

Y Tpuropny konby Mictkictio 1n, obnagHaHy MexaHiYHOK Milankow i Tpybkow Ana nopadi rasy,
3aBaHTaXyBann oTpMMaHun Ha cragii 2 cknagHun edip(100r, 0,3mornb) i outoBy kncnoty(300mn). Mponyckanu
Yyepes cymiw rasonogibHun xnop(37,6r, 0,53mMonb) NpyM NepemillyBaHHI 1 OXONODKEHHI HA BoAsHIN OaHi; npwu
LbOMY TemnepaTypa Macu nigsuvulysanacs 0o 48°C. lNicna nepemillyBaHHS NPOTAroM 2 rOAWH peakuivHy CyMiLwl
npoxonompkyBanu B OaHi 3 KpwkaHow Bogot Ao TemnepaTtypu 15°C. [OobGaBnsnu opHow nopuieto
NOPOLKOMOAIOHMI uMHK(19,5r, 0,3mMorb), Npu UbOMY TemnepaTtypa 3pocTtana o 72°C. lMicna oxonomkeHHa Ao
TemnepaTypy noMellkaHHa [obaensanu poaaTkoBy KinbkicTb nopoikonogioHoro uuHky(5,0r, 0,08monb) i
nepemiwysanu mMacy Le npoTaAroM nisrogvHn. ®inbTpyBanu cymiw 4Yepe3 Lwap AiaTOMOBOI 3eMmni i
KOHUEHTpYBanu y BaKyyMi, ogepxywouM Macno. Lle macrno posumHanu B etunauetati(700mn), npomusanu
cymiwwo poacony 3 Bogoto(1:1, 1n) i poscornom(0,5n). BogHy ¢hasy, Wwo yrBoptoBanachb, ekcTparysanu
etunauetatom(700mn). EkcTpakT npoMmuBanu cymiwwio poscony 3 sogot(1:1, 1n) i posconom(0,5n). 3'egHaHi
OpraHiYHi eKCTpakTVM Cylumnu Hapg cynbdaToM MarHito, inbTpyBanu i KOHUEHTpYBanu y BakyyMmi, OAepXYyHo4u
3a3HayYeHnn y 3aronoBKy NPOAYKT Y BUrMAAi xxoBToro macna(116r, suxig 106%). Liert npogykT, Wwo MicTuTb Aesiky
KiNbKiCTb 3anMULLKOBOro etunauetaTy, 6yB AOCTaTHbO YACTUM AN HACTYMHOMO 3acTocyBaHHA 0e3 404aTKOBOro
OYUMLLEHHS.

Crapgis 4. OpepxaHHs  6-xnop-7-(1J1-gumeTuneTun)-2-tpudgropmeTmn-2H-1-6eHsonipaH-3-«kap6oHoBOT
Kucnotm

[o posunHy cknagHoro edquipy, oTpumaHoro Ha ctagii 3(116r, 0,3monb), y wmeTaHoni(500mn) i
TeTparigpodypaHi(500mn), gogasanu B konbi MicTKicTio 11 BOOHWIA po34uunH rigpokeuay HaTtpito(2,5N, 240mn,
0,6mornb). Micna nepemiwyBaHHs NPOTAroM Houi foBoAurmM pH po3yvHy 0o 1 32 JOMOMOrOK KOHLEHTPOBaHOI
XITOPUCTOBOAHEBOT KUCMOTU i eKcTparyBanu po3ymH eTunaueTatomMm. EKCTpakT cywmnm Hag cynbdaTtom MarHito,
inbTpyBanu i KOHUEHTPYBaNW y BakyyMi, OAEPXYIoun TBEPAMIN NPOAYKT. Lie npoaykT po3unHArmM B rapsvomy
etaHoni(500mn). Jo6asnanm Boay(500mn), i Npu OxonomkeHHi 0o TemnepaTypy MOMELLKaHHSA YTBOPHOBanNucs
Kpuctanu, Lo BigokpemmoBany inbTpyBaHHAM MPY BiACMOKTYBaHHI. Kpuctanm npommnsanm BOAHO-€TaHOSbHOO
cymiwo(7:3, Tpu pasm no 200mn) i cywwmnu, OOEpKYluM 3asHayeHy B 3arofioBKy KUCIOTY Y BUIMSAI
KpUcTaniyHoi peuoBMHU(91,6r, Buxia 91%) i3 T.nn. 194,9-196,5°C. 'H AMP(aueToH-de/300MI ) 7,86(s, 1H),
7,52(s, 1H), 7,12(s, 1H), 5,83(q, 1H, J=7,1u), 1,48(s, 9H). AHan. BupaxoBaHo ana C1sH1CIF303: C, 53,83; H,
4,22:Cl, 10,59. BctaHoBneHo: C, 53,92; H, 4,24; Cl, 10,50.
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6-(3-xnop-4-meTokandpeHokan )-2-Tpudptopme Tun-2H-1-6eH3onipaH-3-«apboHoBa kucroTa

[lo po3uunHy xrnopy B ouToBin kncnoti(3,5mn 0,24M po3unHy, 0,84MMorb ) AogaBany Npy nepemillyBaHHi 6-(4-
MeToKCcMdeHokem)-2-TpudpropmeTnn-2H-1-6eHsonipaH-3«apboHoBy kncnoTy(0,31r, 0,85mMmorb), oTpumaHy 3a
MeToauKoto, onucaHoto B lNMpuknagi 7. Yepes roanHy gogasany OOAATKOBY KifbKiCTb PO34MHY XOpPY B OLTOBIN
kucnoTi(1,5mMn 0,24M po3sunny, 0,36MMorb). LLe yepes 3 roavHy 3HOBY AoAaBany [OOaTKOBY KiNnbKiCTb pO34MHY
xnopy B ouToBin kncnoTi(0,25mn 0,25M posunny, 0,06mMmonk). Yepes 2,5 roanHun peakuito 3ynMHsam goaaBaHHAM
10%-Horo BOOHOrO PO34nMHY GicynbuTy HaTpito i ekcTparysanu oTpumaHy cymiw etunauetatom. OpraHivyHWN
wap npoMuBanv BOAO, PO3CONOM, CYLLMMM Had cyrnbdaTtoM MarHito, inbTpyBanu i KOHUEHTPYBanuM y Bakyymi,
ofepXKyloun KopuuHese macro. Lie Macno po3uvHANM B MiHIMarbHIN KinbKOCTi rekcaHa, npu LboMY iHilitoBanace
KpucTanisauid. Micna dinbTpyBaHHA Npw BiACMOKTYBaHHI oAepXyBanu 3asHayeHe B 3arorfioBKy CNonyKy y BUrmsaai
XOBTOro kpuctaniyHoro npoaykTy(0,18r, Buxig 53%) i3 1.nn. 205-207°C. 'H AMP(aueToH-de/300MIM) 7,89(s, 1H),
6,97-7,18(m, 6H), 5,83(q, 1H J=7,0"y), 3,90(s, 3H). FABLRMS m/z 400(M+). FABHRMS m/z 399,0249(M-H,
BupaxoBaHo 399,0247). AHan. BupaxoeaHo ana CgH12CIF30s: C, 53,95; H, 3,02; Cl 8,85. BctaHoBneHo: C,
53,78; H, 3,08; CI, 8,98.

Mpwknag 10
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2-tpudpropmeTnn-2H- 1-6eHsonipaH-3-kapboHoBa kucroTa
Cragis 1. OgepxaHHsa eTun-2-(tpudropmeTvn)-2H-1-6eH3onipaH-3«apbokcunaTty
CknagHun echip 6yB oTpumMaHwi i3 caniyunoBoro anberify 3a MeTOAMKOW, aHasloryHoK OnucaHin B



Mpwknagi 1, ctagisa 1. T. kun. npoaykty 107°C(2mm). H AMP(aueToH-de/300MI'y) 7,89(s, 1H), 7,52-7,38(m, 2H),
7,09(dt, 1H J=1,0, 7,7l"y), 7,03(d, 1H, J=8,3I'u), 5,84(q, 1H, J=7,3I'y), 4,39-4,23(m, 2H), 1,33(t, 3H, J=7,0l"w).
FABLRMS m/z 273(M+H). ESHRMS m/z273,0720(M+H, BupaxoBaHo 273,0739).

Cragis 2. OgepxaHHs eTun-24Tpudropmetmny2H-1-6eH3onipaH-3-kapboHOBOiI KNCNOTH

Kucnota 6yna otpumaHa 3i cknagHoro edipy, OTPMMaHOro Ha cTagii 1, 3a MeToAMKOK, aHanoriyHow
onwcaHin B Mpuknagai 1, ctagis 2. T.nn. npoaykty 152,2-153,3°C. 'H SIMP(aueToH-de/300MIL) 7,89(s, 1H), 7,39-
7,49(m, 2H), 7,11-7 01(m 2H), 5,81(gnF, 1H J=7,2I'y). FABHRMS m/z 245,0422(M+H, BupaxoBaHo 245,0426).
AHan. BupaxosaHo anst C11H7F303: C, 54,11; H, 2,89. BctaHoBneHo: C, 54,22; H, 2,97.

Mpuvknag 11
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6,8-anxnop-7-meTun-2-tpudpropmemn-2H-1-6eHsonipaH-3-«kapboHosa kucnota Ctagia 1. OgepxaHHa 3.5-
anxnop-4-metuncaniumnosoro anbgerigy 2,4-guxnop-3-metundeHon(25,0r, 141,2mmonb) pJopasanu  Oo
MeTaHcynbdokucroti(100mn). Mpu nepemiwyBaHHi fobasnsamm Bpo3apib rekcametuneHteTpamiH(TMTA)(39,8r,
282,4mmorb) | 4oJAaTKOBY KinbkicTe MeTaHcynbgokucriom(100mn); nig Yyac HagaHHA MOYMHANOCA BCMIHIOBAHHSA
peakuinHoi macu i BuaineHHa Tenna peakuii. OTpumaHy cymiw Harpisarm npu 100°C npotdarom 3 roauH.
CycnieHsito, WO yTBOptOBanacs, YepBOHSCTO-KOBTOrO KOMbopy npoxonomxysanu go 50°C i BunuBanun B cymill
neody 3 BoAo(2n) MpU MexaHiYHOMY nepeMillyBaHHi. YTBOPIOBaBCS XOBTWMIM oOcaf, L0 BiJOKpEeMmmoBanm
inbTpyBaHHAM i3 BioCMOKTYBaHHAM. Llen TBepanin npoayKT oumwanu metogom drel-xpomaTorpadii(copbeHT -
OBOOKWUC KPEeMHilo, eneHT — CyMill rekcaHy 3 xnopuctum metuneHom, 9:10). Ogepxysanu HeobXigHWI
caniyunosun anbgerig y sumsAgi 6nigo-xostoro nopowky(6,17r, Buxig 21%; 1.nn. 94,0-95,1°C); npogykt 6yB
[OCTaTHbO YACTUM AN NoAarbLLUOro 3acTocyBaHHSA 6e3 404aTKOBOrO OYULLIEHHS.

CTtapisa 2. OgepxaHHa eTun-6.8-guxnop-7-metnn-2-(tpudropmetnn)-2H-1-6eH3onipan-3-kapbokannaTy

Cymiw 3,5-guxnop-4-metnncaniumnoBoro ansferigy, otpumaHoro Ha cragii 1(5,94r, 29,0mmons) i etun-
4.4 A-TpudpTopkpoToHaTy(7,67r, 456MMmorb) po3umHarM B 6e3BogHoMy  AumeTuncynbdokemai(10mn) i
0bpobranu Tpuetun amiHom(5,88r, 58,1Mmorb). PeakuiintHy cymiw nepemiwysanu npu 85°C npotsarom 49 roguH,
noTiM MPOXONoMHKYBaNU NbOAOM i (hinbTpyBanu, BUAINSAYM B TakMi CNocib TBepAnn NpoOyKT XOBTOraps4oro
Korncopy. Llen npoaykt posuvHanu B etunauetaTi(100mn), npomusBarm po3unH 3N  XNOPUCTOBOAHEBOI
KucrnoTo(2 pasn no 50mr), HacMyeHMM po3ymMHOM OikapboHaTy HaTpilo, pO3CONOM, CyWWMNW Hazg cynbaTtom
MarHito i KOHLeHTpyBanm y Bakyymi. OgepyBanv TBepAuINn NPOAYKT XKOBTOro Konbopy(8,63r, Buxia 84%) i3 T.nn.
117,1-119,5°C. HFIMP(CDCI3/3OOMI'L|.)763(S 1H), 7,17(s, 1H), 5,80(q, 1H, J=6,6I"u), 4,33(m, 2H), 2,48(s, 3H),
1,35(t, 3H, J=7,1T"w).

CTtagisa 3. OgepxaHHsa 6.8-guxnop-7-metun-2-(tpucpropmeTnn)-2H-1-6eH3onipaH-3-kapObOHOBOT KMCNOTU

CknagHun eddip, oTpumaHun Ha cragii 2(8,39r, 23,6mMmonb), posunHanu B TeTtparigpodypaHi(30mn) i
eTaHoni(20mn), o6pobmsnu 2,5N rigpokcugom Hatpito(20mn, 50mmonk) i nepemiwysanu npu TemnepaTtypi
nomewkaHHa npoTtarom 3,5 roauvH. KoHueHTpyBanu peakuinHy cymiw Yy Bakyymi, nigkucnosann 3N
XIIOPVMCTOBOOHEBOIO KMCIOTOM, DiNbTpyBanu i nepekpucTanisoByBany NpOAYKT 3 eTaHOIbHO- BO}J,HOPO CymiLLI,
O[EPXKYIO4M TBEPAY PEYOBUMHY XOBTOro Komnbopy(6,0r, Buxig 78%) i3 T.nn. 229,9-230,9°C. 'H AMP(aueToH-
de/300MI'y) 7,90(s, 1H), 7,58(s, 1H), 6,00(q, 1H, J=Iu), 2,50(s, 3H). FABLRMS m/z 325(M-H). FABHRMS m/z
324,9636(M-H, BupaxoBaHo 324,9646). AHan. BupaxosaHo ana C12H7ClF303: C, 44,07; H, 2,16; Cl, 21,68.
BcraHosneHo: C, 44,06; H, 2,21; Cl, 21,74.
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7-(1,1-gumeTnneTun)-2-TpudropmeTnn-2H-1-6eH3onipaH-3«apboHoBa KucroTa

Emn-7-(1,1-gumetmnetun)-2-tpugtopmetun-2H-1-6eHsonipan-3-«kapbokcunat(gus. MNpuknag 8, cragia 2)
rigponiayBanu 3 oaepxaHHsaM kapboHOBOT KUCNOT 32 METOANKOI, aHanorivyHoto onucaHin B Mpuknagi 1, ctagis
2. T. nn. oTpMMaHoro npoayKTy 165,6 - 166,8°C. 'H AMP(aueToH-de/300M 1) 7,86(s, 1H), 7,38(d, 1H, J=8,1T"w),
7,15(dd, 1H, J=1,8ly, ta J=7,8Iuy), 7,05(bs, 1H), 5,79@Qwn-r, 1H, J=7,2T'u), 1,32(s, 9H). FABHRMS m/z
301 ,1033(M+H, BupaxosaHo 301,1051). AHan. BupaxosaHo ansa C15H15P303: C, 60,00; H, 5,04. BctaHoBneHo: C,
59,80; H, 5,10.

Mpwknaa 13
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6-6pom-2-TpudptopmeTn-2H-1-6eH3onipaH-3-kapboHoBa KucroTa

5-6pomcaniunnoBuin anbAerii nNepeTBOploBanM B CMOMNYKY, 3a3HayYeHy B 3arofioeBky, 3a MeTOAVKOlo,
aHarnoriyHolo onucaHii B Mpuknaai 1. T. nn. oTpumaHoro npoaykTy 189,6 - 190,9°C. 'H AMP(aLeToH-de/300MILy)
7,89(s, 1H), 7,70(d, 1H J=2,1T'y), 7,55(dd, 1H J=2,4T"y, n J=8,7T"y), 7,02(d, 1H, J=8,7T'u), 5,86(qH.r, 1H, J=7,2I"L1).
FABHRMS m/z 322,9519(M+H, BupaxoBaHo 322,9531). AHan. BupaxosaHo ans C11HeBrFzOs: C, 40,90; H, 1,87;
Br, 24,73. BctaHoBneHo: C, 40,87; H, 1,92; Br, 24,80.

Mpunap 14
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8-xnop-2-tpucpropmeTnn-2H-1-6eHaonipaH-3«apboHoBa kucrnoTa 2-xnopdeHon NnepeTBoploBany B CMOMYKY,
3a3HaveHy B 3arosioBKy, 3a METOOUKO, aHanoriYHow onucadin B Mpuknagi 2. T. ni. oTpUMaHoro NpoaykTy 224,5
- 2256°C. 'H SIMP(aueToH-de/300MIL) 7,91(s, 1H), 7,49(m, 2H), 7,11(t, 1H J=7,2l'y). FABHRMS m/z
279,0027(M+H, BupaxosaHo 279,0036). AHan. BupaxosaHo ansa C11HeCIF303: C, 47,42; H, 2,17. BcTtaHOBREHO:
C,47,33;H,2,17.
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8-6pom-6-xnop-2-TpudropmeTnn-2H-1-6eH3onipaH-3-«apb6oHoBa kucroTa

2-6pom-4-xnopcaniuMnoBun anberia NnepeTBoproBany B CMOJYKY, 3a3HAYeHy B 3arofioBKy, 3a MeTOAUKOH,
aHarnoriyHoto onucaHin B lMpuknagi 2. T. nn. oTpumaHoro npoaykty 227,8 - 228,9°C. H AMP(aueToH-
dae/300MI'y) 7,90(s, 1H), 7,65(dd, 2H, J=24Iy wn J=28,8Mu), 6,00(qnr, 1H J=7,2I'y). FABHRMS m/z
356,9134(M+H, BupaxoBaHo 356,9141). AHan. BupaxoBaHo pans CqHsBrCIF:03: C, 36,96; H, 1,41.
BctaHnosneno: C, 37,05; H, 1,33.
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6-TpncbropmeToKCn-2-TpUchpropmeTnn-2H-1-6eHzonipaH-3-kapboHoBa KucroTa

5-(TpudTopmMeToKCu)caniumMnoBmii - anberis nepetsoptoBany B CMOMYyKY, 3a3HayeHy B 3arorfioBky, 3a
MeTOoAVKOL0, aHarnoriYHot onucativ B Mpuknagi 1. T. nn. oTpumaHoro npoaykty 118,4 - 119,5°C H AMP(aueToH-
de/300MI'u) 7,95(s, 1H), 7,54(d, 1H, J=2,1T'u), 7,39(dd, 1H, J=2,4T"'y n J=9,0l"u), 7,02(d, 1H, J=9,0l"y), 5,88(qH-,
1H, J=7,2I'y). FABHRMS m/z 329,0228(M+H, BupaxosaHo 329,0249). AHan. BupaxoBaHo gnsi C12HsFeO4: C,
43,92; H, 1,84. BctaHoBneHo: C,43,84; H, 1,87.
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8-dprop-2-TpudptopmeTnn-2H-1-6eH3onipaH-3-kapboHoBa kKMcnoTa
3-dTopcaniunnoBuii anbAerin nepeTBoOptoBanyM B CMONYKY, 3a3HadeHy B 3arofioBky, 3a MeToAUKOl,
aHanoriyHot onucaHiv B Mpuknagi 1. T. nn. oTpumaHoro npoaykty 197,7 - 210,1°C. H AMP(aueToH de/300MI M)



7,94(s, 1H), 7,30(m, 2H), 7,11(m, 1H), 5,93(qn.r, 1H, J=7,2l'y). FABHRMS m/z 263,0341(M+H, C11HeF403
BupaxoBaHo 263,0331). AHan. BupaxosaHo ans C11HeF4O3: C, 50,40; H, 2,31. BctaHoBneHo: C, 50,48; H, 2,25.
Mpwknaa 18
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5,7-gnxnop-2-tpugtopmeTnn-2H-1-6eH3onipaH-3-kapboHoBa kucrota 4,6-amxnopcaniunriiosuii  anbaerig
nepeTBOPIOBaNU B CMOMYKY, 3a3HaYeHy B 3arofioBKy, 3a MeTOAMKO, aHamnoriyHow onvcanin B MNpuknagi 1. T. nn.
oTpumaHoro npomykty 190,1 - 191,2°C. 'H SIMP(aueToH-de/300MIL) 8,01(s, 1H), 7,3(bs, 1H), 7,16(bs, 1H),
5,94(qnr, 1H J=7,2I'u). FABHRMS m/z 312,9636(M+H, BupaxosaHo 312,9646). AHan. BupaxoBaHo Ans
C11HsCI2F303: C, 42,20; H, 1,61. BctaHoBneHo: C,42,27; H, 1,56.
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7,8-anxnop-2-tpudtopmeTun-2H-1-6eH3onipaH-3-kap6oHosa kucnoTa

3,4-AnxnopceHon nepeTBOploBan B CrIONYKy, 3asHayeHy B 3aroroBKY, 33 MeTOAMKoIo, aHanoriyHoto
onwucaHin B Mpuknagi 2. T. . oTpumaHoro npoaykTy 219,5 - 220,9°C. 'H AMP(aueToH-de/300MI) 7,94(s, 1H),
7,51(d, 1H, J=8,4lu), 7,34(d, 1H, J=8,4lu), 6,02(qu-r, 1H, J=7,2I'u). FABHRMS m/z 318,9709(M+Li,
C11HsCloF 303 BupaxosaHo 301,1051). AHan. BupaxosaHo ans C11HsCloF303: C, 42,20; H, 1,61. BctanosneHo: C,
42,15;H,1,68.

Mpuknag 20
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7-i3onponinokcu-2-tpudpropmeTmn-2H-1-6eHzonipaH-3-«kapboHoBa kucrota

2 4-purippokcubeHsanbaeria arnkinysanu ana ogepkaHHa 4-(1-MeTMneTunokcu)caniumnoBoro anbaeriay.
Ller caniunoBuii anseria nepeTBoOpoBanu B CrOMyKY, 3a3HaueHy B 3aroriosky, 3a MeTOAMKOI, aHarnoriyHo
onwcaHin B Mpuknagi 1. T. nn. oTpumaroro npoaykty 161 - 163°C. H FlMP(CDaoD/BOOMI'u,) 7,73(s, 1H), 7,21(d,
1H, J=8,5Iu), 6,57(dd, 1H, J=8,5y, 8,2I'y). FABHRMS m/z 301,0688(M-H", Bumarae C11H12F304. BupaxosaHo
301,0687). Anan. BupaxosaHo anst C11H13F304 C, 55,63; H, 4,34. BctanoeneHo: C, 55,72; H, 4,34.

Mpwknapa 21
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8-beHin-2-tpudpropmeTnn-2H-1-6eHszonipaH-3«apboHoBa kucnoTa

2-cheHin deHon nepeTBOPIOBANU B CMOMNYKY, 3a3HAYeHy B 3arofoeKy, 3a MeToAuKolo, aHanoriyHo onucaHin
B Mpuknaai 2. T. nn. oTpumaHoro npogykty 171,6 - 175,0°C. 'H AMP(aueToH de/300MrL) 7,95(s, 1H), 7,46(m,
7H), 7,18(t, 1H J=7,5T"u), 5,81(qn-r, 1H J=7,2I"y). FABHRMS m/z 327,0816(M+Li, BupaxosaHo 327,0820). AHan.
BupaxosaHo gnsa C+7H+11F303: C, 63,76; H, 3,46. BctaHosneHo: C, 63,52; H, 3,55.

Mpuknag 22
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7,8-onmeTnn-2-tpudgtopmeTun-2H-i-6eHsonipaH-3-«ap6oHoBa kucnoTa

2,3-gumeTnndeHoNn nepeTBOpiloBany B CMOMYKY, 3a3HayeHy B 3arofoBKy, 3a MEeTOAMKOK, aHasoriyHo
onwucaHin B Mpuknagi 2. T. NN, OTPUMaHOro NpoaykTy 245,2 - 247,3°C. "H AMP(aueToH-de/300MI) 7,83(s, 1H),
7,17(d, 1H J=7,8'u), 6,89(d, 1H, J=7,8T"u), 5,82(an-r; 1H, J=7,2I"1), 2,30(s, 3H), 2,17(s, 3H). AHan. BupaxosaHo
ansa Cq3H11F303 + 1,56% H20: C, 56,46; H, 4,18. BcTtaHoBneHo: C, 56,46; H, 4,15.

Mpuknag 23

S\M/?L
I hi J\ OH

o] CFs

6,8-6ic(1,1-gumeTnneTun)-2-tpudtopmeTnn-2H-1-6eH3onipaH-3-kapboHoBa kucnoTa

3,5-an-TpeT-OytuncaniuMnoBuii - anbferii NepeTBOplOBanNM B CMONYKY, 3a3HayeHy B 3arofioeky, 3a
MeTOAMKOI, aHanoriyHowo onucaHim B lMpuknagi 1. T. nn. oTpumaHoro npogyty 1716 - 175,0°C. 'H
AMP(aueToH-de/300MI'y) 7,65(s, 1H), 7,34(d, 1H, J=2,4I'y), 7,15, 1H, J=2,4T'y), 6,02(qn.F, 1H, J=7,2Iu).
FABHRMS m/z 363,1743(M+Li, BupaxosaHo 363,759). AHan. BupaxosaHo ans C1gH23BrF303: C, 64,03; H, 6,50.
BctaHoBneHo: C, 64,13; H, 6,49.
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6-roa-2-TpudropmeTnn-2H-1-6eH3onipaH-3-kapboHoBa KucroTa

Cragis 1. OgepxaHHs 2-rigpokcn-5-oa6eH3nnoBoro cnnpTy

Po3umH 5-iogcaniyunoBoi kucriom(25,0r, 94,6mmone) y TeTparigpodypaHi(500mn) npoxonomkysanu no
0°C. lNpwn iHTEHCMBHOMY NepemillyBaHHI o6asnamm no kpannax npotsarom 0,25 roamHn komnnekc 6opoBoaHio 3
MeTuncynbgigom(15,1mn 10M posuuHy, 151,0Mmornb). HarpiBanu cymiw Ao TemnepaTypy NoMeLUKaHHs, a NoTiM
HarpiBanu 3 3BOPOTHMM XONOOWMNBHUKOM npoTsarom 4 roguH. Y uUel 4ac yrBoptoBaBcs 6inui ocag.
MpoxonompkyBanu cymiw o TemnepaTypu nomellkaHHs, pobasnanm npotarom 15 xsunuH 10%-HUiA BOgHUIA
po34unH xnopucrtosoaHesol kucrnotu(100mn) i nepemiwyBanu macy npu TemnepaTtypi NOMeLLKaHHA NpoTArom 2
roavH. Ocap po3unHaBcs. BunaptoBamm po3umHHUK y Bakyymi no obcary macu npubnusHo 200mn. Burmsanu
Macy B eTunaueTat(300mn) i npomueamm Bogow(2 pasm no 200mi), Hacn4eHM po3ynHoM BikapboHaTy HaTpito(2
pa3u no 200mn) i HaCMYEeHNM PO3YMHOM XITOPUCTOro amoHito(2 pasu no 200mn). OpraHiyHMi Wwap cywmnu Hag
cynbaToM HaTpilo i KOHLUEHTPYBanNM y Bakyymi. Buginsnu 2-rinpokcn-5-ioabeH3nnoBuin cnmpT y BUrMA4i TBepaoi
PeYoBUHM Ginoro korbopy(21,3r, 85,2MMorb) i3 rekcaHy(uxia 90%); T. nn. 105 - 110°C. 'H AMP(CDCI3/300MIw)
8,21(s, 1H), 7,30-7,33(M, 2H), 6,57(d, 1H, J=8,3'y), 4,97(bs, 1H), 4,62(s, 2H). EIHRMS m/z 249,9492(M",
BupaxoBaHo 249,9491).

Cragis 2. OgepxaHHs 2-rinpoken-5-ioabeHsanbaeriny

[o posunHy 2-rigpokcun-5-noabeHannosoro cnimpTy(43,5r, 174,0mmornb) B aueToHi(700mn) gogasanu okong,
mapraHuto(lV) 85%-Hoi akTuBHOCTI(po3Mip 4acTMHOK 5mkm, 50r, 494,0mmonb) i nepemiwyBanu macy npu
TemnepaTypi NoMellkaHHa npoTaroMm 16 roauH. Okeug mapraHuio BMAANSANM LWAAXoM inbTpyBaHHS Yepes
diaToMoBY 3eMI0 i KOHUeHTpyBanu dinbTpat Yy Bakyymi. [lpoaykT ounwann MeTogom dneww-
xpomaTorpadii(copbeHT - giokcua KpemHito, rpagieHTHe entotoBaHHA eTunauetatom(0 - 20%) y rekcaHi). 2-
rinpoken-5-oabeHsanbaeria oTpyMaHuin y BUrnsAi TBepAoi peyoBUHU 3eNeHyBaTO-XXOBTOrO KOmnbopy(24,3r, Buxig
58%). HeBenuky kinbkictb 2-rigpokcu-5-noadbeHsansaerigy nepekpuctaniaoByBany 3 MeTaHONbHO-BOOHOT CyMiLLli
ans O,CI,eP)KaHHFI 3paska ans aHarnisy, a iHLy KinbkicTb BUKOpUcToBYBanu 6e3 AoAaTKoBOro ounlieHHs. T. nn. 99 -
101°C. H AMP(CDCI3/300MI"u) 9,83(s, 1H), 7,79(d, 1H, J=2,2l"u), 7,77(dd, 1H, J=8,7T"u, J=2,2l'y), 6,81(d, 1H
J=8,7T"u). ESHRMS 246,9229(M-H BupaxoBaHo 246,9256).

Cragis 3. OgepxaHHs eTun-6-41o4-2-tpudptopmeTun-2H-1-6eH3onipaH-3-«kapbokcunaTy

Cymiw 5-nopcaniumnosoro ansbaeriny(16,2r, 65,3Mmonb ), etnn-4,4,4-tpudptopkpoToHaTy(22,4r, 133mmonb) i
Tpremmnaminy(50mn, 395mMmmonk) nepemiwyBanu npu Temnepatypi 70°C npotarom 8 roauH, a NOTIM Harpisanu 3i
3BOPOTHMM XONnoaunbHUKoM npoTsaroM 48 roauH. Bunueanu cymiw B etunauetat(300mn) i npomusanu IN
XNIOpUCTOBOAHEBOK  Kucroto(3  pa3m no  200mn). BopgHi wapu 3'egHyBanu 11 ekcTparyBamu
etnauetatom(100mn). O6'egHaHi po3uMHM B eTun aueTtaTti NPoOMMBanIM HacM4YEeHMM PO34YMHOM XITOPUCTOrO
aMoHio(2 pasn no 200mn), cywmnu Hapg cynbgaTtom MarHilo i KOHUEHTpYBanu y BaKyyMi; OTpMMaHe macrno



TEMHO4YEpPBOHOro Konbopy. Lle macno ouvwanu metogom donew-xpomMmaTorpadii(entoeHT - cymiw etunaueraTy 3
rekcaHom, 3 : 7), ogepXKyloum Macrno 4epBoHOro konbopy. Kpucranisauis Luboro macrna 3 rekcaHy agana cnonyKy,
3a3HayeHy B 3arofloBKy, Y BUMAAI KpucTanis yepBoHoro konbopy(8,3r, Buxig 31%) i3 1. nn. 105 - 106°C. H
AMP(CDCI3/300MI'y) 7,63(s, 1H), 7,58(dd, 2H, J=8,6I'y, J=2,1T"w), 7,54(d, 1H J=2,1T'u), 6,77(d, 1H, J=8,6TL),
5,70(q, 1H, J=6,7T'u), 4,204,38(m, 2H), 1,35(t, 3H, J=7,2'y). ESHRMS 415,9926(M+NHs" BupaxoBaHo
396,9746).

CTa}J,i)ﬂ 4. OpgepxaHHs 6-noa-2-tpudropmeTun-2H-1-6eHzonipaH-3-kapboHOBOT KNCMOTH

Lnaxom rigponidy cknagHoro edipy, oTpuMaHoro Ha cragii 3, i3 BI/IKOpI/ICTaHHﬂM MeTOaUKMN, aHanorivHoi
onucaHin B Mpuknagi 1, ctagia 2, oTpumaHa kapGoHoBa kucroTta 3 T. nn. 168 - 170°C. H AMP(CD30D/300MIM1)
7,57(s, 1H), 7,70d, 1H, J=2,2l'y), 7,64(dd, 1H, J=8,5, 2,2l'u), 6,79(d, 1H, J=8,5I'u) 5,78(q, 1H, J=7,0lu).
ESHRMS m/z 368,9222(BupaxoBaHo ana M-H 368,9235). AHan. BupaxosaHo gra C11HsF3lO3: C, 35,70; H, 1,63.
BcraHosneHo: C, 35,67; H, 1,63.
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7-(1-meTvnetnn)-2-tpudpropmetnn-2H-1-6eHsonipaH-3«apboHoBa kucnoTa

3-(1-meTnnetnn)deHon nepeTBOpOBanu B CMOMyKYy, 3a3HadeHy B 3aromnoeKy, 3a MeToAuKolo, aHarnoriyHo
onucaHin B MNpuknagi 2. T. nn. oTpumaHoro npoaykTy 158,3 - 159,7°C. 'H AMP(aueToH-de/300MI'y) 7,86(s, 1H),
7,37(d, 1H, J=7,8Iy), 7,00(d, 1H J=7,8T"w), 6,91(s, 1HJ, 5,78(q, 1H J=6,9I"u), 2,93(m, 1H), 1,24(d, 6H, J=6,9I"L).
FABLRMS m/z 287(M+H). AHan. BupaxosaHo ansa CH13F303: C, 58,74; H, 4,58. BcraHoeneHo: C, 57,37; H,
4,49.

Mpwknag 26

7-tbeHin-2-tpudpropmeTnn-2H-1-6eHsonipaH-3-«kapboHoBa kucnoTa

3-beHindeHon nepeTBOPIOBANN B CIOMYKY, 3asHaueHy B 3aroroBky, 3a MeTOAMKOI, aHaroriyHolo onuncaHin B
Mpwuknagi 2. T. nn. oTpumaroro NpoaykTy 209.4 - 211,7°C. 'H AMP(aueToH-de/300MIL) 7,94(s, 1H), 7,74(m, 2H),
7,47(m, 5H), 7,33(s, 1H), 5,86(q, 1H, J=7,2I"1). FABLRMS m/z 321(M+H). AHan. BupaxosaHo ans C47H11F303: C,
63,76; H, 3,46. BctaHoeneHo: C, 64,17; H, 3,61.

Mpwknag 27
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6-xrop-7-eTnn-2-tpudpropmeTn-2H-1-6eH3onipaH-3«kapboHoBa kKmMcnoTa

4-xnop-3-eTUndeHONn MnepeTBOpIOBany B CrOMYKY, 3a3HayeHy B 3arofioBKy, 3a METOAMKOK, aHamorivyHo
onucaHin B Mpuknagi 2. T. nn. oTpumaHoro npoaykty 170,7 - 172,1°C. 'H AMP(CDCI3/300MIMy) 7,78(s, 1H),
7,26(s, 1H), 6,90(s, 1H), 5,67(q, 1H, J=6,9'u), 2,73(q, 2H, J=7,8My), 1,24(t, 3H, J=7,8Iy). FABLRMS m/z
307(M+H). AHan. BupaxoBaHo anst C13H10F303: C, 50,92; H, 3,29. BcraHosneHo: C, 51,00; H, 3,33.

Mpvknag 28
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8-eTnn-2-tpugtopmeTun-2H-1-6eH3onipaH-3-kapboHoBa KucnoTa

2-eTMnNdeHON NepeTBOPIOBaNM B CMOJYKY, 3a3HaYeHy B 3aroroBky, 3a METOAUKO, aHanoriyHot onucain B
Mpvknagi 2. T. NN oTpUMaHoro NpoayKTy 185,4 - 186,8°C. 'H AMP(aueToH-de/300MILy) 7,85(s, 1H), 7,28(d, 2H,
J=7,5Ty), 7,00(t, 1H, J=7,5T'y), 5,84(q, 1H, J=7,2l'y), 2,65(m, 2H), 1,18(t, 3H, J=7,5Iu). FABLRMS m/z
273(M+H). AHan. BupaxoBaHo ansa C13H11F303: C, 57,36; H, 4,07. BctaHoBneHo: C, 57,15; H, 4,11.

Mpwvknag 29
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6-xn1op-8-eTnun-2-tpudpropmeTnn-2H-1-6eH3onipaH-3«kapboHoea kucnota 8-etun-2-tpudpropmetnun-2H-1-
6eH3onipaH-3-kapboHOBY KWCMOTY, OTpMMaHy 3a MeToaukoto, onucaHow B [Mpuknagi 28(0,68r, 2,5mMMornb),
po34nHAnKM B TpumeTundocdati(5mn) i obpobrnsinu xnopuctum cynbdypunom(0,35r, 2,62mmone) npu 0°C. Micns
nepemiwyBaHHsa npu 0°C npotarom 45 xBNMH, a NOTIM MpU TemMnepaTypi NMOMELUKAHHSA MPOTArOM TOOUHU
peakuinHy cymiw po3basnanu xonofgHow BoAok(15mn). OTpumMaHy MacrngaHUCTY Macy ekcTparyBanu CyMmiLULio
rekcaHy 3 etunauetatoM. OpraHiYHUM LWap NpPoOMMBaNM pPoO3COSIOM, CYLUIMIM i KOHLEHTpYBanuM y BaKyyMmi,
OAEPXKYIO4N CrOMyKy, 3a3HayveHy B 3aronoBKy, y Burmsai TeepAaoi pevosnHn(0,9r, suxig 117%). T. nn. 197,2 -
199,1°C. 'H SIMP(aueToH-de/300MIy) 7,86(s, 1H), 7,38(d, 1H, J=2,7Mu), 7,30(d, 1H, J=2,4T'u), 5,88(q, 1H,
J=7,2I'u), 2,65(m, 2H), 1,19(t, 3H, J=7,5"u). FABLRMS m/z 307(M+H) AHan. BI/IanOBaHO ans C13H10CIF30s: C,
50,92; H, 3,29. BctaHoBneHo: C, 51,00; H, 3,23.

Mpuknag 30

6-xrop-7-deHin-2-tpugtopmeTnn-2H-1-6eH3onipaH-3-«kapboHoBa kucnoTa

7-erin-2-tpudropmeTnn-2H-1-6eH3onipaH-3-«kapboHOBY KMCMOTY, OTPMMaHy Sk onucaHo B [Npuknagi 26,
nepeTBOpPOBany B CMOMYKY, 3a3Ha4yeHy B 3aron03|<y, 3a MeToAUKOH0, aHaroriyHotw onucatin B Mpuknagi 29. T. nn.
oTpumaHoro npofykty 185,3 - 187,8°C. H AMP(aueToH-de/300MI'y) 7,94(s, 1H), 7,68(s, 1H), 7,47(m, 5H),
7,06(s, 1H), 5,87(q, 1H, J=6,9"). FABLRMS m/z 355(M+H). AHan. BupaxosaHo anst C17H10CIF303: C, 57,56; H,
2,84. BctaHoBneHo: C, 58,27; H, 3,11.
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6,7-anxnop-2-tpudtopmeTun-2H-1-6eH3onipaH-3-kap6oHoBa knucnoTa

3,4-AnxnopceHon nepeTBoploBan B CrONYKy, 3a3HayeHy B 33roroBKY, 33 MeTOAMKoIo, aHanoriyHoto
onwucaHin B Mpuknagi 2. T. nn. oTpumaHoro npoaykTy 196,1 - 198,3°C. 'H AMP(aueToH-de/300MI ) 7,90(s, 1H),
7,74(s, 1H), 7,30(s, 1H), 5,88(q, 1H, J=6,9Iu). FABLRMS m/z 314(M+H). AHan. BupaxoeaHo ansi C11HsCl2F30s3:
C,42,20; H, 1,61. BctanosneHo: C, 42,31; H, 1,65.
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6,8-anxnop-2-tpudgtopmeTnn-2H-1-6eH3onipaH-3-kapboHoBa kucnoTa

3,5-amxnopcaniyurnoBuin anbaeria nNepeTBOpOBanyM B CrONYKY, 3a3HayeHy B 3arosloBky, 3a MeTOAVKO,
aHarnoriyHoto onucaHivi B lNpuknagi 11, cragii 2 i 3. T. nn. otpumaHoro npoaykty 2128 - 216,8°C. 'H
AMP(CDCI3/300MI'y) 7,77(s, 1H), 7,41(d, 1H, J=2,4I'u), 7,18(d, 1H, J=2,2I'u), 5,82(q, 1H, J=6,7T'y). FABLRMS
m/z 311(M-H). FABHRMS m/z 312,9644(M+H, BupaxosaHo 312,9646). AHan. BupaxoBaHo gnsi C11HsF3Cl203: C,
42.,20; H, 1,61. BctaHosneHo: C,42,50; H, 1,71.

Mpwknag 33



6,8-anbpom-2-TpudpropmeTnn-2H-1-6eHzonipaH-3-kapboHoBa kucnota

3,5-ambpomMcaniunnoBuin anbAerii nepeTBopioBany B CMONYKY, 3a3HavyeHy B 3arofloBKy, 3a MeTOAWKO,
aHarnoriuHolo onucaHin B Mpuknagi 1. T. nn. oTpumaHoro npomykty 225 - 226°C. 'H SIMP(CDsOD/300Mr L)
7,76(s, 1H), 7,74(d, 1H, J=2,2I"y), 7,55(d, 1H, J=2,2T'u), 591(gn-r, 1H, J=7,2I'y). FABHRMS m/z no
400,8648(M+H*, PospaxoeaHo 400,8636). AHan. PospaxoeaHo gns CiiHsBroFsOs: C, 32,87; H, 1,25.
BctaHoBsneHo: C, 33,47; H, 1,38.
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6,8-anmeToKCn-2-TpncpropmeTnn-2H-1-6eH3onipaH-3-«kapboHoBa kKMcnoTa

4,6-gumeToKkCncaniuMnoBnii anberia nepeTBoploBany B CMOMyKy, 3a3HayeHy B 3arofioBky, 3a MeTOAUKOL,
aHarnoriuHolo onucaHin B Mpuknagi 1. T. nn. oTpumaxoro npogaykty 215 - 217°C. 'H SIMP(CDsOD/300Mr 1)
7,95(s, 1H), 6,18-6,20(m, 2H), 5,65(qnr, 1H, J=7,2I'y), 3,87(s, 1H), 3,81(s, 1H). FABHRMS m/z 303,0497 (M-H+,
PospaxosaHo 303,0380). AHan. PospaxoBaHo gns CiH11F30s: C, 51,33; H, 3,64. BctaHoeneHo: C, 51,19; H,
3,71.
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Emnn-6-amiHo-2-Tpudropmetnn-2H-1-6eH3onipaH-3-kapbokcunaT

Cragis 1. OgepxaHHsi eTun-6-HiTpo-2-TpudptopmeTnn-2H-1-6eH3onipaH-3«apbokcunaTy

Cymiw 5-HiTpocaniumnosoro anbaeriny(4,80r, 28,7mmons) i eTun-4,4,4-tpuctopkpotoHaTy(6,6r, 39,4MMOIb)
y 6e3sogHoMy gummetundopmamigi Harpieanu go 60°C i obpobranu 6e3sogHum kapboHaTom kanito(3,90r,
28,9Mmorb). Po3unH Butpumysanu npu temnepatypi 60°C npotsarom 20 roAuH, oxonomKysanu 4o TemnepaTypu
noMeLLKkaHHs, po3baBnsanu Boow N ekctparyBanu etunauetatoMm. OpraHiyHi ekcTpakTV npomuBanyi po3corioMm,
cywmnu Hag 6e3BogHUM cynbdaToM MarHito, inbTpyBanu i KOHUEHTPYBaNU y BakyyMmi, ogepxyroum macno. Lie
Macno po3ynHamM B gieTunosoMy edipi(dmn) i fobaenanm rekcaH Ao NOMYTHIHHA po3unHy. lMicna BiacTooBaHHS
NpoOTArOM HOYi MpuW  TemnepaTypi NOMeLlkaHHs OyB OTpuUMaHui cknagHUn edip y BUMSAAI  XKOBTUX
kpuctanis(0,856r, Buxig 7%). MNMpoaykT 6yB 4OCTAaTHBO YUCTUM AN 3aCTOCYBaHHSA Ha HaCTYMHUX cTadisx 6e3
[0AATKOBOTO oumieHHs. 'H AMP(CDCIy/300MIy) 8,15-8,19(m, 2H), 7,74(s, 1H), 7,09(d, 1H, J=8,9), 5,81(q,
1H, J=5,8"u), 4,29-4,39(m, 2H), 1,35(t, 3H, J=6,0).

Cragis 2. OgepxaHHs eTun-6-amiHo-2-TpudropmeTun-2H-1-6eH3onipaH-3-kapbokennaty

CknagHun edpip, oTpumaHuin Ha ctagii 1(0,345r, 1,08mmornb), nepemiwyBanM B eTaHoni(10,0mn) B
npucytHocTi 10%-Horo nanagjto Ha akTvBHOMY BYinni(15mr) nmig TMckom BOAHIO 1aTM NPOTArOM TrOAUHM.
Katanisatop BigokpemnioBanu ¢inbTpyBaHHAM, PO3YMHHUK BUNaptoBanu y Bakyymi. Opepxysanu CRoOmyky,
3a3HayeHy B 3arofoeKy, y BAMSAAiI opaHkeBo-KoBToI TBepaoi peyoBnHn(0,298r, Buxig 95%) i3 1. nn. 111 - 115°C
'H AMP(CD30D/300Mry) 7,69(s, 1H), 6,69-6,74(m, 3H), 5,65(qn-r, 1H, J=7,2I'y), 4,26-4,37(m, 2H), 1,34(t, 3H,
J=7Ty). FABHRMS m/z 288,0860(M+H+, Ci3H13F3NO3 notpebye 288,0847). AHan. PospaxoBaHo ang
C13H12F3sNOs3: C, 54,36; H,4,21; N, 4,88. BctaHoBneHo: C, 54,46; H, 4,27; N, 4,83.

Mpwvknapn 36
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6-amiHO-2-TpudptopmeTnn-2H-1-6eH3onipaH-3-«kapboHoBa kncnoTa
Etun-6-amiHo-2-TpudptopmeTn-2H-1-6eH3onipaH-3-kapbokcunaT(Mpuknag 35, cragia 2) rigponisyBanu ons



ofepKaHHS kapOOHOBOT KMCNOTM(CNOMYKKW, 3a3Ha4YeHoi B 3aronoB|<¥) 3a MeToAuKOl, aHaroriYHow ONMCaHin B
Mpwknagi 1, ctagia 2. T. nn. otpumaHoro npogykty 126 - 133°C. 'H AMP(CD30OD/300MI'y) 6,81-6,90(m, 3H),
5,66(qnr, 1H J=7,2I'y). FABHRMS m/z260,0535(M+H+, C11HgF3sNOs notpebye 260,0534).

Mpwvknag 37
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6-HiTpO-2-TpnbropmeTnn-2H-1-6eH3onipaH-3-kapboHoBa kucnoTa

Emun-6-HiTpo-2-TpudTtopme Tun-2H-1-6eHsonipan-3-«ap6okcunat(Mpuknag 35, ctagia 1) rigponisysanu ons
ofiepXaHHSA kapOOHOBOI KMCNOTU(CMNOMYKN, 3a3Ha4eHOi B 3arorfioBKy) 3a METOAMKOK, aHaroriyHol ONUCaHin B
Mpuknapi 1, ctapis 2. T.nn. oTpumaHoro npoaykTy 187-189°C. 'H AMP(CD3OD/300MIy) 8,34(d, 1H J=2,6Iw)
8,27(dd, 1H, J=8,7, 2,6lu), 7,90(s, 1H), 7,09(s, 1H, J=8,7Tu), 5,81(qn-r 1H, J=7,2I'y). EIHRMS m/z
289,0177(Po3paxoBaHo 289,0198). Anan. PospaxoBaHo pana CqiHeF3NOs: C, 45,69; H, 2,09; N, 4,84.
BctaHoBsneHo: C, 45,71; H, 2,08; N, 4,75.

Mpwknag 38
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6-xr1op-8-meTnn-2-tpucpropmeTnn-2H-1-6eH3onipaH-3-kapboHoBa Kncnota 4-xnop-2-metTmndeHon
nepeTBOpIOBanyM B CMOJSYKY, 3a3HAaYeHY B 3arofioBKy, 3a MeTOAUKO, aHarnoriyHoto onucatin B Mpuknagi 2. T.nn.
oTpuMaHoro npoaykty 231,9-233,2°C. 'H AMP(CDCI3/300MIy) 7,76(s, 1H), 7,19(d, 1H, J=1,8Iy), 7,09(d, 1H,
J=24Tu), 5,72(q, 1H, J=6,9u), 2,24(s, 3H). “F AMP(CDCI3/282MIy) -79,2(d, J=6,5Mu). FABLRMS m/z
299(M+Li). FABHRMS m/z 293,0196(M+H, PospaxosaHo 293,0192). AHan. PospaxoBaHo ans C12HsCIF30s: C,
49,25; H, 2,76. BctaHosneHo: C, 49,37; H, 2,86.

Mpwknaa 39
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8-xrop-6-metun-2-tpucdpropmeTnn-2H-1-6eH3onipaH-3-kapboHoBa Kncnota 2-xnop-4-meTmndeHon
nepeTBOPOBaNy B CMOMyKY, 3a3HayeHy B 3arofioBKy, 3a METOAUKO, aHanoriyHot onucaxin B MNpuknag 2. T.nn.
OTpUMaHoOro npoaykty 226,4-227,4°C. 1H AMP(CDCI3/300MI'y) 7,79(s, 1H), 7,23(d, 1H, J=1,4I"y4), 6,97(d, 1H,
J=1,4Tu), 5,77(q, 1H, J=6,8T"w), 2,29(s, 3H). “F AMP(CDCI3/282MI'y) -79,1(d, J=7,3Iu). FABLRMS m/z 291 (M-
H). EIHRMS m/z292,0118(M’, C12HsCIF30s PospaxosaHo 292,0114).

Mpwknap 40
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8-xrop-6-meTokcn-2-TpucpropmeTnn-2H-1-6eH3onipaH-3-kapboHoBa kucnoTa

2-xnop-4-meToKkcudpeHon nepeTsopioBanu B CMONYKY, 3asHauyeHy B 3arorioBKy, 38 METOAMKOI, aHanoriyHot
onwucaHin B Mpuknagi 2. T.nn. oTpumMaHoro npoaykty 204,5-206,9°C. 'H AMP(CDCI3/300MI'y) 7,78(s, 1H), 6,98(d,
1H J=2,8I"y), 6,71(d, 1H, J=2,8u), 5,74(q, 1H, J=6,9I"y), 3,79(s, 3H). FABLRMS m/z 326(M+NH3). EIHRMS m/z
308,0053(M" PospaxosaHo 308,0063). AHan. PospaxoaHo ana C12HsCIF30s: C, 46,70; H, 2,61. BctaHoBneHo:
C,46,60; H, 2,68.
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6,8-andtop-2-tpudptopmeTn-2H-1-6eH3onipaH-3-«kapboHoBa kucnoTa 2,4-gudTopdeHon nepeTsopoBany B
CMOMYKY, 3a3HayeHy B 3arofioBKY, 3a MeTOAMKOK, aHamnoriyHow onucadin B [Npuknagi 2. T.nn. oTpyMaHoro
npoaykTy 207-211°C. 'H AMP(CDCIs) 7,63(s, 1H), 6,89-6,72(m, 2H), 5,69(q, 1H J=6,7T'4). AHan. Po3paxoBaHo



ana Cy1Hs03Fs: C,47,16; H, 1,80. BctaHoBneHo: C,47,28; H, 1,87.
Mpuknag 42
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6-6pom-8-xnop-2-TpucropmeTnn-2H-1-6eH3onipaH-3-«kapb6oHoBa KMcnoTa 4-6pom-2-xnopceHon
nepeTBOpIOBanv B CrOJYKY, 3a3Haquy B 3arofIoBKY, 3a MeTOAMKO, aHanoriyHoto onncarin B Mpuknagi 2. T.nn.
OTpUMaHOro nNpoaykTy 220,7-221,7°C. 'H AMP(CDCl3) 7,58(s, 1H), 7,44(d, 1H, J=2,2I'y), 7,22(d, 1H, J=2,2I"y),
5,74(q, 1H, J=6,8I"u). AHan. PospaxoBaHo ana C41HsOsF3BrCl: C, 36,96; H, 1,41. BctaHoeneHo: C, 37,03; H,
1,44.

Mpwknag 43
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8-6pom-6-chTop-2-TpudptopmeTnn-2H-1-6eH3onipaH-3«kapboHoBa Kucnora 2-6pom-4-goTopheHon
nepeTBOpIOBasnv B CMOJYKY, 3a3Ha~4eHy B 3arofioBKy, 3a MeTOAMKO, aHanoriyHoto onucanin B Mpuknagi 2. T.nn.
OTPMMaHOro npouyKTy BMwe 300°C. 'H AMP(CDCI3) 7,58(s, 1H), 7,22(dd, 1H J=6,3, 3I'u), 6,88(dd, 1H J=6,1,
3,1Tu), 5,72(q, 1H, J=6,7T"y). AHan. PospaxoBaHo anga C11HsO3F4Br-: C, 38,74; H, 1,48. BctaHoBneHo: C, 38,82;
H, 1,56.

Mpuvknag 44
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8-6pom-6-meTnn-2-Tpucpropmen-2H-1-6eH3onipaH-3«kapboHoBa KucnoTa 2-6pom-4-meTundeHon
NepeTBOpIOBANM B CMIOMYKY, 3a3Ha4EHY B 3aroNoBKy, 3a METOAVKOIW, aHanoriyHoto onncawin B MNpwuknag 2. T.nn.
OTPUMaHOro NPoAYKTy 237-238°C. 'H AAMP(CDCl3) 7,59(s, 1H), 7,27(m, 1H), 6,91(d, 1H, J=1,4rw), 5,69(q, 1H,

J=6,9"u), 2,20(s, 3H). AHan. Po3paxoBaHo gnsa C12HsOsF3Br: C, 42,76; H, 2,39. BctaHosneHo: C, 43,34; H, 2,56.
Mpwknag 45
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8-6pom-5-gprop-2-TprudropmeTnn-2H-1-6eH3onipaH-3-«apboHoBa KucnoTa 2-6pom-5-cbropdheHon
NepeTBOpIoBaINM B CMIOMYKY, 3a3HAYEHy B 3ar0OBKY, 38 METOAMKOIO, aHanorivyHoto onucativ B Mpuknagi 2. T.nn.
oTpumaHoro npoaykty 221,7-223,3°C. 'H AMP(CDCls) 7,81(s, 1H), 7,38(dd, 1H J=7,3, 5,8Iw), 6,58(t, 1H,
J=8,9"u), 5,71(q, 1H, J=6,7 AHan. Po3paxoBaHo ansa C11HsOsF4Br: C, 38,74; H, 1,48. BctaHoeneHo: C, 38,70; H,
1,54.
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6-xnop-8-rop-2-TpudtopmeTnn-2H-1-6eH3onipaH-3-«kapboHoBsa KucnoTa 4-xnop-2-gropdeHon
NepeTBOpIoBaM B CMIOMYKY, 3a3HaueHy B 3aronoBKy, 3a METOAMKOW, aHanoriyHoto onncawin B Mpwuknag 2. T.nn.
oTpumaHoro npoaykty 190,8-193,0°C. 'H AMP(CDCIls) 7,77(s, 1H), 7,19 i3 d, 1H J=2,2 i 9,7Iu), 7,07(t, 1H
J=1,8ly), 5,76(q, 1H, J=6I'y). FABLRMS m/z 295(M-H). EIHRMS m/z 295,9876(M+ PospaxoBaHo 295,9863).
AHan. PospaxoBaHo ans C11HsCIF403: C, 44,54; H, 1,70. BctaHoBneHo: C, 44,36; H, 1,85.

Mpwknag 47
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6-6pom-8-vieTokcu-2-TpudropmeTun-2H-1-6eH3onipaH-3«apboHoBa k1cnoTa

4-6pom-2-veToKcucaniuunoBui anbaerin nepeTBoplBanM B CrOMYKY, 3a3HayeHy B 3arorioeky, 3a
MeTOOUKOI, aHanoriyHow onucanin B [Mpukmagi 1. T.nn. oTpumaHoro npoaykty 244°C(nnaeButbca 3
po3knagaHHAM). 'H AMP(CD3OD/300MIMu) 7,71(s, 1H), 7,18(d, 1H, J=2,2I'u), 7,11(d, 1H, J=2,2I"u), 5,77(q~-F, 1H,
J=7,2I'u), 3,84(s, 3H). FABLRMS m/z 351(M-H). AHan. PospaxoBaHo ans Ci2HgBrFsOs: C, 40,82; H, 2,28.
BctaHnosneHo: C, 40,83; H, 2,30.
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7-(N,N-gieTnnamiHo)-2-tpudpropmetnn-2H-1-6eH3onipaH-3-kapOoHoBa kucnoTa

4-(N,N-gieTvnamiHo)caniuuroBnin anbAerii nepeTBOploBanu B CNOMYKY, 3a3HayeHy B 3aronoeky, 3a
MeToAMKOl, aHanoriyHoto onucaHin B [Mpuknagi 1. T.nn. oTpumaHoro npoaykty 214,4-215,4°C. 'H
AMP(CD3OD/300MI'y) 7,67(s, 1H), 7,06(d, 1H, J=8,6'y), 6,34(dd, 1H, J=8,6, 2,3I'y), 5,60(qn.F, 1H J=7,2I'u,),
3,38(q, 4H, J=7,1Tu), 1,16(t, 6H, J=7,1Ty). ESHRMS m/z 316(M+H). FABLRMS m/z 316,1145(M+H",
Po3paxosaHo 316,1161). AHan. PospaxoBaHo ans CsH1eF3NOs: C, 57,14; H, 5,11; N, 4,44. BcraHoBneHo: C,
57,14;H,5,08; N, 4,44.

Mpuknag 49
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6-[[(deHinmeTMN)amiHo]cynbdoHin]-2-TpudropmeTnn-2H-1-6eH3onipaH-3-«kapboHoBa KucrnoTa

Cragisa 1. OgepkaHHa eTun-6-xnopcynboHin-2-tpudtopmemn-2H-1-6eHsonipan-3-kapbokcnnaty

Xnopcynb cpoHoBy kucrnoTy(50,0mn) oxonomkyBanu go -15°C wn pgopaBamm eTtun-2-tpudgropmetun-2H-1-
6eH3onipaH-3-«kapbokevnat(Mpuknag 10, ctagia 2)(6,21r, 22,83mmornb). lMicna nepemilyBaHHS NPOTSroM roavHU
npu TemnepaTtypi -15°C Macy nigirpisany oo TemnepaTypy MOMELKaHHs i nepemiwyBany npotarom 16 roguH.
OTpumaHnin po3yuH No Kpannax Bunmeanu Ha nig(500mn) npu iHTEHCMBHOMY NepemillyBaHHi 1 ekcTparyBanm
gietunosum edipom(2 pasu no 250mn). O6'egHaHi edipHi ekcTpakTy npommuBann Bodo(2 pa3n no 250mn),
HacuyeHMM po34vmHoM OGikapboHaTty HaTpito(2 pa3nm no 250mn) i poscorom(2 pasu no 250mn). Oo6aensnu
rekcaH(50mn) i cywmnm po3ymH Hag cynbdaTtom HaTpito. Buaananu po3uvMHHMK y Bakyymi 1 oAepKyBanu
cknagHui edip y BUIMAAI TBEPAOT PEeYOBUHWM XOBTOro Konbopy(7,41r, Buxig 87%) i3 T.nn. 97,2-98,4°C. 'H
AMP(CDCI3/300MI'y) 7,97(dd, 1H J=8,6, 2,2I'y), 7,92(d, 1H, J=2,2I'u), 7,73(s, 1H), 7,17(d, 1H, J=2,2I"n), 5,82(gn-
r 1H, J=7,2I"u), 4,28-4,39(m, 2H), 1,35(t, 3H, J=7,0My). FABLRMS m/z 376(M+Li").

Cragis 2. OpepxaHHs 6-[[(deHinmeTnn)amiHo]lcynboHin]-2-TpudropmeTnn-2H-1-6eH3onipaH-3-
Kapbokcunaty

Cynbdpoxnopua, oTpumaHui Ha cragii 1(451,0mr, 1,22mmonb), i GeHaunamiH(@G00Mr, 5,62mmornb)
nepemiwyBanu B gietunoBomMy eqipi(25mn) npoTarom roguHu npyu Temnepartypi nomelwkaHHs. MpomuBanu
po3umH 1N XnopncToBOAHEBOI KUCMOTOK(ABIYI No 25Mn), HacMyeHuM posynHom bikapBoHaTy HaTpito(agivi no
25Mn) i posconoM(ggivi No 25mn), cylumnu Hag cynbdaToM HaTpilo i BUNaptoBamm Po3yYMHHUK JOCYXa Y BaKyyMi.
AwviHOCYnb(OHIN ofgepxyBanu LNAXoM KpucTanisauii 3 rekcaHy(431mr, Buxig 84%). T.nn. 128,2-131,9°C. H
AMP(CDCI3/300Mly) 7,76(dd, 1H J=8,4, 2,2l'u), 7,70d, 1H, J=2,2I'y), 7,67(s, 1H), 7,12-7,30(m, 5H),(d, 1H,
J=8,4I"u), 5,78(qnr, 1H, J=7,2I'y), 4,68(m, 2H), 4,19-4,32(m, 2H), 1,37(t, 3H, J=7,0lu). FABLRMS m/z
442(M+H"). FABHRMS m/z 442,0936(M+H+, C20H19FsNOsS PospaxosaHo 442,0916).

Cragis 3. OpgepxaHHsa 6-[[(dbeHinveTnn)amiHo]cynbdoHin]-2-TpudropmeTnn-2H-1-6eHsonipaH-3-«kap6oHoBOT
KWUCNOTH

Kucnoty ogepxyBanu LWNAXOM OMMUIIIOBaHHSA ckragHoro edipy, OTpUMaHoro Ha cragii 2, 3a MeToAuKOlo,
aHamnoriyHoto onucaHin B [pukmagi 1, cragis 2. T.nn. oTpumaHoro npodykty 223,3-224,4°C. H
AMP(CD30OD/300MI'y) 7,31-7,80(m, 3H), 7,15-7,25(m, 5H), 7,06(d, 1H J=8,3I'n), 5,87(qnr, 1H, J=7,2L), 4,11(s,
2H). FABLRMS m/z 420(M+Li"). FABHRMS m/z 414,0589(M+H", PospaxoeaHo 414,0623). Anan. PospaxoBaHo
ana CqgH14F3NOsS: C, 52,30; H, 3,41; N, 3,39. BctaHoBneHo: C, 5,16; H, 3,44; N, 3,32.

Mpuknag 50
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6-[(ammeTnnamiHo)cynbdoHin]-2-tpudgtopmeTnn-2H-1-6eH3onipaH-3-«kap6oHoBa kucrnoTa

Cnonyky, 3a3HayeHy B 3arofioBky, 0AepKyBanv 3a MeTOAMKOK, aHanoriyHoto onucadivi B Mpwknag 49. T.nn.
oTpumaHoro npoaykty 201,2-202,5°C. H AMP(CD30OD/300MIMy) 7,90(s, 1H), 7,82(d, 1H, J=2,2l"uy), 7,76(dd, 1H
J=8,6I'y, 2,2l'u), 7,19(d, 1H, J=8,6u), 591(qns, 1H, J=7,2Iy), 2,70(s, 6H). FABLRMS m/z 352(M+H").
FABHRMS m/z 352,0466(M+H", PospaxosaHo 352,0467). Anan. PospaxoBaHo Ana CisH12FsNOsS: C, 44,45; H,
3,44; N, 3,99. BctaHoBneHo: C, 4,42; H, 3,45; N, 3,96.

Mpuvknag 51
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6-amiHoCcynbdoHIN-2-TpudropmeTnn-2H-1 -6eHzonipaH-3-«kapboHoBa kncnoTa

Cnonyky, 3a3HayeHy B 3arofoBKy, 0AepKyBanu 3a MeTOAVKO0, aHanoriyHoto onucativi B Mpwknag 49. T.nn.
oTpumaHoro npoaykty 187,9-189,8°C H AMP(CDsOD/300MI'y) 7,58-7,88(m, 3H), 7,12(d, J=8,3I"u), 5,87(qH-F,
1H, J=7,2l'y). FABLRMS m/z 324(M+H"). FABHRMS m/z 324,0156(M+H", Po3spaxoBaHo 324,0154). Anan.
PospaxosaHo ans C11HgFsNOsS-0,74 H20: C, 39,26; H, 2,84; N, 4,16. BctaHosneHo: C, 39,33; H, 2,82; N, 4,11.
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6-(MeTnnamiHo )cynbgoHin-2-tpudgpropmeTnn-2H-1-6eH3onipaH-3-kapboHoBa kucrnota Cnonyky, 3a3HayeHy B
3aronoBKky, OAepXyBann 3a MEeTOAMKOI, aHanoriyHoto onucaxin B lMpwuknagi 49. T.nn. oTpMMaHOro NpoaykTy
207,6-208,6°C. H AMP(CDs0OD/300MI'y) 7,83-7,97(m, 3H), 7,19(d, 1H J=8,5I"), 5,91(qnr, 1H, J=752I"1), 3,11(s,
3H). FABLRMS m/z 338(M+H"). FABHRMS m/z 338,0331(M+H", Pospaxosaro 338,0310). Auan. PospaxosaHo
ana CioH11FsNOsS: C,42,73; H,2,99; N, 4,15. BctaHoBneHo: C,42,91; H, 3,06; N, 4,04.
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6-[(4-mopdponiHo)cynbdoHin]-2-tpudtopmeTnn-2H-1-6eH3onipaH-3-«kapboHoBa KucrnoTa

Cnonyky, 3a3HayeHy B 3arofoBky, 0AepKyBanu 3a MeTOAMKO, aHanoriyHoto onucawivi B Mpwknag 49. T.nn.
oTpumMaHoro npoaykty 215,2-219,3°C. 'H AMP(CD30OD/300MI'y) 7,88(s, 1H), 7,81(d, 1H, J=2,2l"u), 7,74(dd, 1H,
J=8,6I'u, 2,2ru), 590(Qn-r, 1H J=7,2Iu), 3,54-3,70(m, 4H), 2,94-2,97(m, 4H). FABLRMS m/z 394(M+H").
FABHRMS 394,0567(M+H", C1sH1sFsNO6S PospaxosaHo 394,0572).
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6-[(1,1-anmeTnneTnn)amiHocynsoHin]-2-tpudropmeTnn-2H-1-6eH3onipaH-3-kapboHoBa kucnoTa

Cnonyky, 3a3HayeHy B 3arofioBky, oAepXKyBanu 3a MeTOAVKOI0, aHanoriyHoto onucawivi B MNMpwuknag 49. T.nn.
OTPUMaHOTO NpoayKTy 229,3-233,5°C. 'H AMP(CD30D/300MIy) 7,82-7,87(m, 3H), 7,12(d, 1H J=8,6Iw), 5,87(qH-
£, TH J=7,2T"0), 1,18(s, 9H). FABLRMS m/z 380(M+H"). AHan. PospaxoeaHo ana CisH1FsNOsS: C, 47,49; H,
4,25; N, 3,69. BctaHoBneHo: C,47,95; H, 4,48; N, 3,55.
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6-[(2-meTunnponin)amiHocynsoHin]-2-tpudtopmeTnn-2H-1-6eHsonipaH-3-«kapboHoBa kucroTta

Cnonyky, 3a3HayeHy B 3arofioBky, ogepKyBanu 3a MeTOAVKOI0, aHanoriyHoto onucawivi B Mpwknag 49. T.nn.
oTpumaHoro npoaykty 190,6-192,4°C. H AMP(CD3OD/300MI'y) 7,77-7,84(m, 3H), 7,13(d, 1H J=8,4T4), 5,86(qH-
£, 1H J=7,2u), 2,64(d, 2H, J=6,8T"y), 1,66(sept, 1H, J=6,6I"1),(d, 6H, J=6,6"). FABLRMS m/z 380(M+H"). Anan.
PospaxoBaHo ana C1sH1eF3NOsS: C, 47,49; H, 4,24; N, 3,69. BctaHoeneHo: C,47,61; H, 3,34; N, 3,55.
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6-MmeTnncynbgoHin-2-tpudpropmeTnn-2H-1-6eHzonipaH-3-«kapboHoBa kucnoTa

Cragis 1. OgepxaHHs 6-xnopcynbdoHin-2-tpudropmetnn-2H-1-6eH3onipaH-3-«kapboHOBOT KNCMOTH

Xnopcynb oHoBy kucnoTy(50,0mn) oxonomkyBanu pgo -15°C T1a popaeBanu  2-tpudpropmetnn-2H-1-
OGeH3onipaH-3-«kapboHOBY KWUCIOTY, OTpuMMaHy, $k ommcaHo B [puknagi 10@4,0r, 16,7mmornb). [icns
nepemillyBaHHA MPOTAroM roAvHM npu Temnepatypi -15°C macy nigirpisany oo Temnepatypu NMOMELLKaHHS i
nepewmiwysanu npotarom 16 roanH. OTpMMaHWn po34dnH NO Kpannax sunueanu Ha nig(100mn) npu iHTEHCMBHOMY
nepemillyBaHHi 1 ekcTparyBanu gietmnosum edipoM(2 pasu no 75mn). O6'egHaHi ediipHi ekcTpakTM npommBanu
BOAOM(2 pa3u no 75mn) i poscorom(2 pasu no 75mn). Cywmnu po3ymH Hag cynbdatom HaTpilo, BUAananu
PO3YMHHUMK Yy BaKyyMi i po3TvpanM TBepAuMW 3anuuoK i3 Cymilo rekcaHy n etunauetaty(9:1, 100mn).
OpepxyBanu 6-xnopcyrnbdoHin-2-TpugropmeTun-2H-1-6eH3onipaH-3-kapboHoBy KUCMOTy Yy BUMMsAi TBepaol
pe4oBMHM Ginoro konbopy 3 T.nn. 169-174°C. H AMP(CDsOD/300MINy) 8,18(d, 1H J=2,7T"y), 8,06(dd, 1H,
J=8,7l'u, 2,7Tu), 7,93(s, 1H), 7,28(d, 1H, J=8,7Tu), 6,00(q, 1H, J=6,6Iy). EIHRMS m/z 324,9977(M',
PospaxoBaHo 324,9994).

Cragis 2. OgepxaHHsi 6-meTtuncynb ®oHin-2-tpudropmeTmn-2H-1-6eH3onipaH-3-«kapboHOBOT KMCNOTH

CycneHsito MPOMPKHOIO MPOAYKTY - cynbdoxropuay, oTpumMaHoro, sik onvcaHo B [Mpuknag 49, cragis
1(493mr, 1,44mmonb), GikapboHaTy HaTpito(362mr, 4,32mMmonb) i Gicynbdity Hatpito(181mr, 1,44mMmorb) y
Bogi(1,5mn) Harpisanu npu 60°C npotarom 1,5 roguHn, nicns Yoro gob6asnsnu GpomouToBy KUMCNOTY(212Mmr,
1,55mMmonb). OTpuMMaHy cycneHsilo HarpiBanu [0 KUMiHHS 3 3BOPOTHUM XONOAWUIIbHUKOM, NMOTIM pobasnanu
po3uunH rigpokcugy HaTpito(50%-Hum posuwmH, 0,10mn) i Boay(3,0mn). Macy HarpiBanu 3i 3BOPOTHUM
XONOAMMBbHVUKOM NpOTAroM 8 roguH, OXonoKyBanu OO TemrnepaTypu nomellkaHHs i nigkucnanu 1N BogHuM
pPO34MHOM XropucToBoAHEeBOi kucnot go pH 1. EkctparyBanu cymiw etunaueTtatom(2 pasv no 25mn). O6'egHaHi
eKkcTpakT npommeany 1N XnoprcToBOAHEBOK KMCMOTOK(2 pasun no 25mn), Boaot(2 pasum no 25mn) i posconom(2
pa3u no 25mn), cylmnu Hag cynbdaToM HaTpito, pinbTpyBanu i KOHUEHTPYBanNu y BakyyMi, O4EPXY04M CrOMyKY,
3a3HajveHy B 3aronoexy, y Bumsiai maivke 6inoi 1Bepgoi peqoBuHn(231mr, Buxig 50%) i3 T.nn. 208,3-212,4°C. 'H
AMP(CD30OD/300MI'y) 7,97(d, 1H J=2,2I'u), 7,91(1H dd, J=8,7T'u, 2,2l'y), 7,19(d, 1H, J=8,7T'u), 5,91(gnr 1H,
J=7,2l"u), 3,11(s, 1H). HRLRMS m/z 321(M-H). FABLRMS m/z 321(M-H). AHan. PospaxoBaHO Ans
C12HoF305S-0,61 H20: C, 43,26; H, 3,09. BctaHosneHo: C, 43,24; H, 3,09.
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8-xnop-6-[[(cheHinmeTnn)amiHo]cynb oHin]-2-TpudropmeTun-2H-1-6eH3onipaH-3-«kap6oHoBa kucroTa

Cnonyky, 3a3HayeHy B 3arofoBKy, 0AepXyBanv 3a MeTOAMKO, aHanoriyHoto onucadin B Mpwknag 49. T.nn.
oTpuMaHoro npoaykty 167,0-173,8°C. H AMP(CD3OD/300MIMu) 7,78(s, 1H), 7,72(d, 1H, J=2,0l"u), 7,64(d, 1H,
J=2,0ry), 7,44(s, 1H), 7,15-7,23(m, 5H), 6,01(qur, 1H, J=7,2I'1), 4,084,15(m, 2H). FABLRMS m/z 454(M+Li").
AHan. Po3paxoeaHo ans C1sH13CIFsNOsS: C, 48,28; H, 2,93; N, 3,13. BctaHoBneHo: C, xx; H, xx; N, xx.
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6-N,N-gietmnamiHocynb oHin-2-tpudpropmetnn-2H-1-6eH3onipaH-3-kapboHoBa kucnoTa

Cnonyky, 3a3HayeHy B 3aron0|3|<¥, ofdepxyBanu 3a MeToauKol, aHanoriyHoto onucatin B MNMpwknag 49. T.nn:
oTpumaHoro npoaykTty 238-240°C. 'H AMP(CDsOD/300MIy) 7,88(s, 1H), 7,85(d, 1H J=2,2lu), 7,79(dd, 1H
J=8,5I"'u, 2,2l'y), 7,14(d, 1H J=8,5I"u), 5,88(qn-r, 1H J=7,2I'u), 3,24(q, 2H, J=7,3l'u), 1,11(t, 3H, J=7,3Iu).
FABHRMS m/z 380,0763(M+H+, PospaxosaHo 380,0780). AHan. Po3paxoBaHo ansa C1sH1sF3NO4S: C, 47,49; H,
4.25; N 3,69. BctaHoBneHo: C,47,62; H,4,30; N, 3,72.
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6-deHinaueTnn-2-tpugropmeTnn-2H-1-6eH3onipaH-3-«kapboHoBa k1cnoTa

Cragis 1. OgepxaHHs eTun-6-deHinauetmn-2-tpudropmeTnn-2H-1-6eHsonipaH-3-«kapbokcmnaTy

2-tpucpropmeTnn-2H-1-6eHaonipaH-3«apboHOBY KMCMNOTY, OTPUMaHy 3a METOAMKO, onucaHoto B MNpuknagi
10(1,32r, 4,85mmornb), y xnopuctomy meTuneHi(50mn) oxonomkyBanm po 0°C. [ogaBanu  XnopucTui
anoMmiHin,58r, 19,5MmMorb), NpM LbOMY YTBOPHOBABCA PO3YMH TEMHO-YEPBOHOIO komnbopy. HdobGaenanu no
kpannax npotarom 40xB. po3unH ceHin auetun xmopuay(1,8r, 12,1Mmorns) y 10mMn XnopucToro MeTUrneHy.
HarpiBanu macy 4o TemnepaTtypy NoMeLlKaHHs i nepemillyBany npoTtarom 16 roavH. Bunueanu peakuinHy macy
Ha nig(00mn) i ekctparyBanu pgietunosum ediipom(2 pasv no 100mn). OG'egHyBanu eddipHi ekcTpaktu,
ekcTparyBanu Bogoto(1 pas, 100mn), 1N po3unHOM XNopucToBOAHEBOT KMcnotm(2 pasu no 100mn) i HacuyeHrm
po3uymHoM BikapboHaTy HaTpito(3 pasu no 100mn). Job6asnsamm rekcaH(20mn) i ekcTparyBanu po3yuH poscornom(1
pa3, 100mn). Cywmnu po3yvH Hajg cynbdaTom HaTpilo i BMMaptoBanu pPo3YMHHUK y BakyyMi. Cupuin npoaykT
ounwanu donew-xpomaTtorpadyBaHHAM Ha cunikareni(entoeHT - eTunaueTar) i ogepXKyBanu cknagHun edip, Wo
KpVICTaJ'Ii3¥BaJ'IVI i3 cymiwi gieTunosoro edipy i rekcaHy(830mr, Buxig 44%). T.nn. otpumaHoro npoaykty 136,2-
138,0°C. 'H AMP(CD30D/300MI'y) 7,98(dd, 2H, J=8,4, 2,0l'y), 7,90(d, 1H, J=2,0l'y), 7,29(s, 1H), 7,22-7,38(m,
5H), 7,02(d, 1H J=8,4I'u), 5,75(qn-r, 1H, J=7,2I'u), 4,254,40(m, 2H), 4,21(s, 2H), 1,34(t, 3H, J=7,0I"y). FABLRMS
m/z391(M+H").

Cragis 2. OgepxaHHs 6-deHinauemmn-2-tpudropmetnn-2H-1-6eHsonipaH-3-kapboHOBOI KNMCNoOTM

KapboHoBa kucrota Oyna oTpumaHa 3i cknagHoro edipy, oTpuMaHoro Ha ctagii 1, 3a MeToaukolo,
aHamnoriyHoto onucaHin B [pukmagi 1, cragis 2. T.nn. oTpumaHoro npogykty 159,0-164,0°C. H
AMP(CD3OD/300MI'y) 8,04-8,16(m, 3H), 7,87(s, 1H), 7,05-7,30(m, 5H), 5,86(qnr, 1H, J=7,2I'L), 4,31(s, 2H).
FABLRMS m/z 363(M+H"). Anan. PospaxosaHo ana CiH13F304:0,29 H0: C, 62,08; H, 3,73. BectaHosneHo: C,
62,04; H,4,03.
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6-(2,2-gumeTunnponinkap6oHin)-2-tpucpropmeTnn-2H-1-6eH3onipaH-3-kapboHoBa kucnoTa
Cnonyky, 3a3HayeHy B 3arofioBKy, OAepKyBanu 3a METOAMKO, aHanoriyHot onucatini B Mpwknagi 59. T.nn.
oTpuMaHoro npomykTy 198-200°C. 'H SIMP(CDCI/300M ) 7,98-8,06(m, 2H), 7,88(s, 1H), 7,07(d, 1H J=8,9I"y),
5,86(qur, 1H, J=7,2Tu), 2,88(s, 2H), 1,05(s, 9H). FABHRMS m/z 343,1175(M+H*, CiH1sF30s notpebye

343,1157). Anan. Po3paxoBaHo anst C17H17F304: C, 59,65; H, 5,01. BctaHoeneHo: C, 59,70; H, 4,97.
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6,8-anxnop-7-meTokcu-2-TpudtopmeTun-2H-1-6eH3onipaH-3«apboHoBa kucnoTa

Cragis 1. OgepxaHHsi eTun-7-MeTokcu-2-TpudptopmeTun-6eHsonipaH-2H-3«apbokcunaTty

4-meTokcucaniunrnosuin anbgeria(2,38r, 15,64mmorns), kapboHat kanito(2,16r, 15,64mMmornb) i etun4,4,4-
TpudropkpoToHaTt(2,8mn, 3,16r, 18,77vmMornb) po3uuHanu B AuMeTundopmamigi(10mn). PeakuinHy cymiw
nepemillyBanM npoTarom 24 roguMH npu TemnepaTypi NOMeLlKaHHs, po30aBnsnu BOAOK W ekcTparyBanm
pietunosum edhipom. O6'egHaHi edhipHi eKCTpakTM MNpoMMBanM BOZOK, CYWWNW Haf cynbdgatom MarHito,
inbTpyBanu i KOHUEHTpPYBanu y Bakyymi, ogepxywun Macro. Lle macno postupanu 3 rekcaHom, npu UbOMY
noynHanacsa kpucrtanisauida. BigokpemnioBanu TBepay a3y WNAXoM inbTpyBaHHS 3 BiACMOKTYBaHHAM i
ojepyBanu ckrnagHui ecip y BUrmsgi KpUctaniyHoi peyoBuHKU CBiTNO-kopuyHeBoro konbopy(1,80r, Buxia 38%) i3
T.nn. 78-80°C. 'H AMP(CDCIs/300MI'y) & 7,69(s, 1H), 7,14(d, 1H, J=8,1T'y) 6,59-6,50(m 2H), 5,68(q, 1H,
J=7,1Tu), 4,39-4,24(m, 2H), 3,82(s, 3H), 1,34(t, 3H, J=7,3lu). FABLRMS m/z 303(M+H). FABHRMS m/z
303,0849(M+H, PospaxoBaHo 303,0844). AHan. PospaxosaHo anst C1H13F304: C, 55,63; H, 4,34. BcTtaHOBMNEHO:
C,55,47;H,4,31.



Cragis 2. OgepxaHHs eTun-6.8-anxnop-7-meToken-2-tpudpropmetnn-6eH3onipanH-2H-3-«apbokcunaty

Yepes po3unH ckrnagHoro edipy, oTpMmaHoro Ha crtagi 1(1,35r, 4,47vmMonb), B ouToBin KucroTi(30mn),
nponyckanv nNpu nepemillyBaHHi Haa4MLLUOK ra3onoAibHOro Xmopy A0 oepKaHHA CTIKOro XXOBTOro 3abapBneHHs
po3unHy. Yepes 20x8. npoayBanu peakuiinHy Cymill a3oToM, Npu UbOMY BOHa HabyBama COMOM'SHO-KOBTOrO
3abapBneHHs. Npu iHTeHCUBHOMY nepemilyBaHHi gogaBanu o cymiwi umHk(0,86r, 13,40mMonb). Yepes 45
XBUNWH JodaBany JoAaTtkoBy KinbkicTe wHky(0,86r, 13,40MMmornb) i nepemilyBanu peakuiiiHy Macy npoTsirom
Houi. Po3baenamm cymiw eTaHonom i hinbTpyBanu Yyepes giatomoy 3eMnto. KoHueHTpyBanu dinbTpaTy BakyyMmi
N ofepxysBanu KpuctaniyHy macy. Liein npoaykT po3umHanm B eTunaueTarti, npomusanu 2N xnopucToBOAHEBOIO
KMCNOTO0, PO3COSIOM, CYLUMNKN Hapg cynbdaTtoM MarHito, inbTpyBanu i KOHUEHTpYBanu y BakyyMi, ogepxynoun
Macno. Macno po3umHanu B MiHiMarbeHil KinbKOCTi i300KTaHy, BUKNVKatouw kpuctanisadito. lMicna inbTpyBaHHSA
OTPMMaHOI CycneHsii 3 BiACMOKTYBaHHAM OJepXyBanu MPOAYKT Yy BWMSAI ronyactmx KpucTaniB >KOBTyBaTo-
KopuyHeBoro konbopy(1,078r), KoTpuid nepekpucTani3oByBanu 3 i300kTaHy. Y Takuii cnocib oaepxysanu
Anxnop3amilleHnin cknaaHui edip y BUMMAAi )KOBTyBaTO-KopudHeBMX kpuctanis(0,71r, Buxig 43%) i3 wictoTolo,
OOCTaTHbOK Ansi 3acCTOCYBaHHSA Ha HACTyMHiM cTagii 6e3 gogaTkoBoro ounweHHs: T.nn. 113,3-115,1°C. H
AMP(aueToH-de/300MI'y) 7,88(s, 1H), 7,63(s, 1H), 6,02(q, 1H, J=6,8Iu), 4,38-4,22(m, 2H), 3,93(s, 3H), 1,31(t,
3H, J=7,1T"u). “Fa MP(aueToH-de/282MIMu) -80,00(d, J=7,2I"1).

CTtagisn 3. OgepxaHHsa 6,8-guxnop-7-MeTokcn-2-TpndpropmeTnn-6erHsonipaH-2H-3-«ap6oHOBOT KMCOTU

[o po3uvHy Ouxnops3amilleHoro ckragHoro edipy, oTpumMaHoro Ha ctagii 2(0,686r, 1,848vmmors), y
TeTparigpodypaHi(10mn) i etaHoni(3mn) gogasanu ofHieto nopujeto rigpokeva Hatpito(0,81mn 2,5M BoaHoro
po3umHy, 2,03mmonb). [llicna nepemiwyBaHHA NPOTArOM HOYI peakLinHy CyMill 4acTKOBO KOHLEHTpyBanu,
po36aBnanu BoAok i npomvBany gietnnosum edipom. OTpumaHy BoAHY dhady npoAayBanu a3oToMm i Migkucnsnu
2N po34MHOM XIOPUCTOBOAHEBOI KUCMOTW; MpY LbOMY PO3YMH KanamytHiB. PinbTpyBaHHAM Ui€i cycneHsii
OofepXyBanu CnosyKy, 3asHadeHy B 3aronoeky, y BUrmsagi nopoluky 6inoro koneopy(0,559r, Buxia 88%) i3 1.nn.
195,6-199,1°C. 'H AMP(CDCIy/300MI'y) 7,90(s, 1H), 7,64(s, 1H), 6,01(q, 1H, J=6,8Tu), 3,94(s, 3H). “F
AMP(CDCI3/282Mru) -79,63(d, J=7,1u). FABLRMS m/z 349(M+Li). EIHRMS m/z 341,9681(M’, PospaxosaHo
341,9673). AHan. PospaxoeaHo gnsa C12H7CloF304: C, 42,01; H, 2,06. BctaHosneHo: C, 41,76; H, 2,14.
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2-TpucbropmeTnn-2H-Hadro[1,2-b]nipaH-3-«kapboHoBa kucroTa

Cragis 1. OpepxaHHa etun-2-tpudropmetnn-3H-HadronipaHkapbokcunaty Cymiw  2-rigpokcu-1-
HadpTonHoro anbpderigy(8,6r, 0,050momb) i etmn-4,4,4-tpudropkpoTtoHaTty(9,2r, 0,055Mornb) posunHAM B
6e3sogHOMY aAnmeTundopmamigi(QM®) i obpobnsnn 6e3sogHuM kapboHaTtom kanito(13,8r, 0,100monk). Cymiww
BATPUMYBanu npotsarom 50 roguH npu TemnepaTypi NOMeLKaHHs i po3basnsanu Bogok. ExkctparyBanu cymill
eTunaueTtaTtom, npommsBanu ob'egHaHi ekCTpakTu pos3conoMm, cywmnu Hag 6es3sogHvm cynbdaToM MarHito,
dinbTpyBanM i KOHUEHTpYBanu Yy Bakyymi, ogepxyiwoun macno(4,8r). Macno ounwann BUCOKOEdEKTUBHOW
piavHHOK XxpomaTorpadieto(entoeHT - CyMill rekcaHy 3 eTunaueTtatom, 30:1). BignosigHi dpakLii kKoHLeHTpyBanm
n ogepxysanu 1,6r(suxia 10%) cknagHoro ediipy HadTonipaHy y BUrnaAi TBepAoi peYOBUHM XXOBTOIO KOMbOPY.

Cragis 2. OgepxaHHs 2-TpudropmeTnn-3H-HadTonipaH-kapboHOBOT KUCOTH

Po3uuH cknagHoro edipy, oTpumaHoro Ha ctagii 1(0,8r, 2,5MMornb), po3unHanu B 40mn etaHony i 10mn
TeTparigpodypaHy, obpobnanu rigpokcmaom Hatpito(2,5N posumH, 10mn, 25vmornb) i nepemiwyBanu npu
TemnepaTypi nomeukaHHs npoTarom 16 roguH. PeakuivHy cymiw nigkucranm 1,0N  xnopuctoBogHeBoO
KWCNOTO, MpU LUbOMY YTBOPIOBAaBCA oOcapj, KOTPUM BigokpemmnoBanu QinbTpyBaHHAM. TBepaund nNpoaykT
npomusanu sogoto(20mn) i ogepxysanu 0,7r(Buxig, 95%) cnonyku, 3a3HayeHoi B 3aronoeky, y BUrnaai Tsepaoi
PEYOBUHM XKOBTOIO KONbOpy 3 T.Mn. 245,9-248,6°C. H AMP(aueToH-de/300MIMu) 8,57(s, 1H), 8,28(d, 1H J=8,7T"L),
8,3(d, 1H J=9,0ry), 7,93(d, 1H, J=8,7Ty), 7,67(m, 1H), 7,50(m, 1H), 7,28(d, 1H, J=9,0l"y), 5,96(gn-r, 1H,
J=7,2I"u), FABHRMS m/z 295,0561(M+H, Po3spaxoBaHo 295,0582). AHan. Po3spaxoBaHo ans CisHgF303F3 +
3,31% H20: C, 59,21; H, 3,35. BctaHosneHo: C, 59,17; H, 3,07.
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2-tpudpropmetnn-3H-Hadto[2,1-b]nipaH-3-«apboHoBa kucrnoTa

2-rigpokcun-1-HadpTonHU anberig nepeTBoptoBanu B CMOMYKY, 3a3HavyeHy B 3arorfioBky, 3a MeTOAMKOlD,
aHanoriyHoto onucaxii B lMpuknagi 1. T.nn. oTpuMaHoro npoaykty 244,7-249,8°C H AMP(CDCI3/300MI'y)
8,61(s, 1H), 8,09(d, 1H, J=8,3I"y), 7,90(d, 1H, J=8,9Fu,?é 7,82(d, 1H, J=8,3I"'u), 7,63(t, 1H, J=8,1T"u), 7,47(t, 1H
J=8,1T"u), 7,23(d, 1H, J=9,1Tu), 5,84(q, 1H, J=6,8I"y). “F AMP(CDCI3/282MrI'u) -79,56(d, J=7,3I'y). FABLRMS
m/z 295(M+H). FABHRMS m/z 295,0560(M+H, Po3paxoBaHo 295,0582). AHan. PospaxoBaHo ans CisHoF303: C,
61,23; H, 3,08. BctaHoBneHo: C, 60,85; H, 3,12.
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2-tpudpropmetn-2H-Hadto[2,3-b]nipaH-3-«kapboHoBa kucrnoTa

3-rigpokcuHadraniH-2-kapboHOBY KUCNoTy nepeTsoptoBanu B 3-rigpokcuHadTaniH-2-kapbokcanbaeria 3a
MeTOAMKOI, aHarnoriyHoto onucaHin B Mpuknagi 24, cragii 1 i 2. 3-rigppokcuHadTaniH-2-«kapbokcanbaerig
nepeTBOplOBanM B CrOMyKy, 3a3HaveHy B 3arofoeKy, 3a MeTOAMKO, aHanoriyHow onucaHin B MNpuknag 1.
OTpUMaH1il NPOAYKT MMABUTLCS 3 PO3KNaJaHHsM Mmpu Temnepatypi noHag 300°C 'H AMP(CDsOD/300MI L)
7,99(s, 1H), 7,90(s, 1H), 7,84(d, 1H, J=8,2I'y), 7,74(d, 1H, J=8,2I'y), 7,50(t, 1H, J=8,2I"'u), 7,39(t, 1H, J=8,2I'y),
7,34(s, 1H), 5,77(q, 1H, J=6,6I"1). EIHRMS m/2294,0474(M+, Po3paxosaHo 294,0504).
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6-xnop-2-tpugpropmeTun-2H-1-6eHsoTionipaH-3-«kapboHoBa k1cnoTa

CTtagisa 1. CuHTes 5-xnopTiocaniumnoBoro anbderigy

TetpameTtnnetunergiamiH(TMELA)(10,44mn, 8,035r, 69,15MMonb) gogaBanu 3a 4OMNOMOIOK LWNpuua ao
po34mHy n-6ytmnniTito(43,22mn 1,6M po3unHy B rekcaHi, 69,15mmonb) i cymiw weuako oxonoaxysanu go 0°C.
Hdopasanu npu nepemiwyBaHHi NPOTAroM rogvHM po3ynH  4-xnopTtiodeHony(5,00r, 34,57Mmmonb) B
uukrnorekcaHe(25mn). OTpMMaHy CycneH3ito >KOBTyBaTO-KOPUYHEBOTO KOMNMbOPY NepeMilllyBanun NpoTSAroM Houi npu
TemnepaTypi NomellKaHHs, oxonogxyeann go 0°C u gogaBarm 3a AOMOMOTOK LUNpWULUA MPOTATOM 2 XBUIUH
anveTtundgopmamin(2,94mn, 2,78r, 38,03mmorns). OTpuMaHy Knewky macy nepemiwysanu npu TemnepaTypi
nomelukaHHa npoTarom 30 roawH i ogepxxyBanu cycneHsito nopolky. [logasanu oo peakuinHoi macu cymiw 2N
XIIOPVMCTOBOOHEBOT KUCIOTU 3 MbOAOM [0 AOCATHEeHHs kucnoi peakuii(pH=1). Y npoued nigkucnioBaHHa maca
HarpiBanacsi i HabyBana crnovaTky YepBOHOro 3abapeneHHs, a notim Gnigo-kosToro. Lito cymil ekctparyBanm
etnauetatom. O6'efHaHi oOpraHiyHi eKCTpakTX MpOoMMBanM PO3COMOM, CYWMAWM Hag cynbdatom MarHito,
inbTpyBanu i KOHUEHTpPYBanuM Yy BaKyyMi, OOEpXYylouM Npo3ope 4epBOHO-KOpuuHeBe Macno. Lle macno
po3TMpanM 3 reKkCaHOM, OAEPXKYHUYM YEpPBOHO-KOPUYHEBWIW HamiBTBEpAMA NpoAyKT. Llenm npoaykT ounwanm
MeTogom chnew-xpomatorpadii Ha cunikareni(enteHT - Cymill rekcaHy 3 XIopuctum metuneHom, 1:1) i
opepxysanu 5-xnopTtiocaniumnosun anegerig(0,858r, Buxia 14%) y Burnagi iHTeHcnBHO nodgapboBaHOi XOBTOT
TBEPOI PEYOBUHN, NpUAATHOT AN NoAarbLIoro 3acTocyBaHHsA 6e3 J04aTKOBOTO OUMLLEHHS.

Cragis 2. OgepxaHHs eTun-6-xnop-2-TpudropmeTun-6eH3o-1-tionipaH-2-H-3«apbokcunaTty

5-xnopTiocaniuunosun  anbgeria, oTpumanui  Ha ctagii  1(0,84r, 4,86mmonb), pgopasanu o
anmeTundopmamigy(3mn) i etun-4,4.4-tpucptopkpotoHaty(1,10mn, 1,22r). lNpu nepemiwyBaHHi goaasanu
kapboHaT kanito(0,67r, 4,86Mmorb), NpU LBOMY peakuiiHa Maca oJepxyBana TEMHO-4epBoHe 3abapBneHHs.
lMicna nepemiwyBaHHSA NPOTArOM HOYi Mpy TemnepaTypi NOMELLKaHHA Macy po3baensamm dieTunosum edipoMm i
npoMmBany NOcnigoBHO BOAOK, HACMYEHUM po3ynHoM GikapboHaTy kanito, 0,25M BogHUM po3u4uHOM GicynbdiTy
Kanito i po3conoMm, cylmnu Hag cynbdaToM MarHito, dinbTpyBanu i KOHUEHTPYBanu y BaKyymi, oOepxynun
macno. Lle macno ouvwanu meTtoaom dnew-xpomartorpadii(entoeHT — cymill rekcaHy 3 etunauertatom, 5:1) i
nicna KOHLUEHTPYBaHHA ofepXyBanu eTtun-6-xnop-2-tpudropmeTun-6eHso-1-tionipaH-2-H- 3-Kap60KcmnaT y
BUIMAAI AckpaBo-xoBTorapsyoi teepaoi pevosnHun(0,492r, suxig 31%) i3 1.nn. 94,6-97,4°C. 'H AMP(aueToH-
de/300MI'u) & 8,01(s, 1H), 7,71(d, 1H, J=2,2lu), 7,50(d, 1H, J=8,5'y), 7,44(d i3 d, 1H, J=2,3Iyu, 8,3I'y), 5,07(q,
1H, J=8,5I'u), 4,42-4,23(m, 2H), 1,35(t, 3H, J=7,1T"y). FABLRMS m/z 329(M+Li).

Cragis 3. OgepxaHHs 6-xnop-2-TpudropmeTnn-6eHso-1-TionipaH-2-H-3-«kap6oHOBOT KMCNOTH

[o posunHy cknagHoro edipy, oTpumaHoro Ha cragii 2(0,413r, 1,280mmorb), y cymiwi TeTparigpodypaHy,
eTaHony i Boan(7:2:1, 10mn) gogasanm npu nepemillyBaHHi po3yuH rigpokenay HaTpito(0,56mn 2,5N posuuny,
1,408mmorb). Micna nepemilyBaHHSA NPOTATOM HOYI peakuUiiHy Macy 4acTKOBO KOHLEHTpyBanu y Bakyymi Ans
BMAANEHHS OpraHiYHMX pO3YMHHKKIB, po3baBnsanu BOAOK i NpoOMMBanyM AekinskoMma nopuissmm gietmnosoro edipy.
BogHy a3y nigkucnsnm npu nepemillyBaHHi KOHLEHTPOBAHOK XMOPUCTOBOLHEBOK KUCIOTOK, MpU LbOMY
BMMajaB NnacTiB4acTMin 0caj KOBTOro Koybopy. Micns dinbTpyBaHHA CycrneH3ii 3 BiACMOKTYBaHHSAM OAepKyBanm
6- -X11op- -2-TpudTopmMeTUn- 6eH30 1-TionipaH-2H-3«ap6boHoBy KMCROTY y BUMMAAi xosToro nopoluky(0,25r, Buxig
66%) i3 T.nn. 188,8-198,7°C. 'H AMP(aueToH-de/300MIL1) 6 802(3 1H), 7,71(d, 1H, J=2,22l'y), 7,50, 1H,
J=8,5Iw), 7,44(d i3 d, 1H, J=2,2, 8,5'1), 5,05(q, 1H, J=8,6I). ")F AMP(aueToH-de/282MI) d -75,22(d, J=8,7Tw).
FABLRMS m/z 301(M+Li); ESLRMS(neg. ioH) m/z293(M-H).

Mpwknap 66
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(S)-6-xnop-2-tTpucropmeTnn-2H-1-6eH3onipaH-3«apboHoBa kucnoTta [o po3umHy 6-xnop-2-TpudstopmeTus-
2H-1-6eH3onipaH-3-kapOboOHOBOI KMCNOTU, OTPUMAHOI 3a MeToaukow, onucaHow B Mpuknaai 1, cragia 2(12,00r,
43,07mmorb), i (S)-(-)-o-MeTmnbensunaminy(2,61r, 21,54mmonb,) y Memun-tpet-6ytmnosomy edipi(30mn)
noBinbHO gogasanu n-rentaH(200mMn) OO NOMYTHIHHS cymiwi. HarpiBamm cymiw Ha napoBii 6aHi [0 KUMiHHS i
3anvwanu CToAaTM Ha 24 roavHu, 3a uen 4yac yrBoptoBanucs kpuctanu. ®inbTpyBaHHSAM CycrneHsii Buainanu
Kpuctaniyimnm  npoaykt(5,5r), wWwo nepekpuctanisoByBann 3 MeTun-tpet-6ymmnosoro edipy(30Mk) i n-
rentaHy(200mMn), ofepxywouu nicnst iNbTpyBaHHSA TBEpay pevoBuHy 6Ginoro konbopy(3,1r). Llei npoaykT
po3umHanm B etunaueTarti(100mn) i npomueanu 1N xnopucrtoBogHeBot kucnoTo(50mn) i posconom(2 pasu no
50mn), cywmnu Hag cynbaToM MarHito i KOHLEHTpYBanu y BakyyMi, ogepxytoun tBepay 6iny pedvosuHy. lNicns
nepekpucranisadii 3 MeTun-TpeT-6yTunoosoro edipy i N-renTaHy O4ep>KyBanu 3a3HayeHy B 3arofioBKy CMOMyKy Yy
BUIMsAi i30Mepy BUCOKOro CTyneHs 36arayeHHsi - TBepaoi peyoBuHu Ginoro kombopy(2,7t, Buxig 45%) i3 1.nn.
126,7-128,9°C. "H AMP(CDCIy/300Mr 1) 7,78(s, 1H), 7,3-7,1(m, 3H), 6,94(d, 1H, J=8,7T"u), 5,66(q, 1H, J=6,9u1).
AHan. PospaxoBaHo ansa C11HeO3F3Cl: C,47,42; H, 2,17; N, 0,0. BctanosneHo: C, 47,53; H, 2,14; N, 0,0.

BignosigHo 0o BU3Ha4YeHHs1, onTMYHA YicToTa Uiei cnonyku nepesuilye 90%.

MeToanka BU3HaYEHHS ONTUYHOT YACTOTU

[o po34nHy BINbHOI KNCNOTU(CMONYKM, 3a3HayeHoi B 3aronosky)(0,005r, 0,017mmorne) B etunauetaTi(1,5mn)
pofdasanu B npobipui(tpumeTtuncunin)giasomeTaH(30mkn 2,0N po3unHy B rekcaHi, 60Mmons ). OTpuMaHuii XXoBTUI
po3uuH HarpiBamm [0 no4vaTky crabkoro KumiHHA, AaBanu OCTyauTUCs A0 TemnepaTypu MOMeEeLKaHHs i noTiM
3anuwanu ctoa™ Ha 0,08 roavHu. MNpu iHTEHCMBHOMY NepeMillyBaHHI AogaBanv Ao po3yunHy 1N BoAHUI PO3UWH
xropuctoBogHeBoi kucnotn(1,5mn). Posginamm wapu, npoby emmnauetaTtHoro wapy(0,3mn) nepeHocunu B
npo6ipKy, KOHLEHTPYBanM B CTPyMi a30Ty, po3baBnsnu rekcaHom (4o 3aransHoro obcsary 1mn) i aHanisysanm
npoby(10mkn) MeTogom xpomartorpadiii Ha XxipanbHomy copbeHTi. [na BuMCOKOeMEeKTUBHOI  pPiguHHOT
xpomaTorpadii BukopuctoByBanu konoHky cipmu Daicel Tuny ChiralPak AD 3 entotoBaHHaM 10% isonponaHony B
rekcaHi npu wemakocTi noTtoky 0,5mMn/xB.; aetektop YP(254Hm).
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(S)-6-TpncpbropmeTokcn-2-TpudptopmeTnn-2H-1-6eHzonipaH-3-«kapboHoBa KMcrnoTa

[o po3suvHy 6-TpucropmeTokcn-2-tpncpropmeTnn-2H-1-6eHsonipaH-3-kapboHOBOT KMCNOTU, OTpMMaHOi 3a
MeToaukoto, onucaHot B lMpuknaai 16(17,72r, 54,00mMmornb), i (-)-uMHXOHIgWHY(7,95r, 27,04MMOMb,) Y MeTUn-
TpeT-6yTMnosomy edpipi(100mn), HarpiToMmy Ha napogin OaHi, AogaBarm n-renTaH(200mn). Harpisanu cymiw Ha
napoBin GaHi A0 KWMIHHA | 3anuwiany CToAT Ha 4 TOAMHK, 3a Lei Yac yTBoptoBanucs kpucranu. PinbTpyBaHHSM
cycneHsii  BuAimanu kpuctaniyHuim npodykt(18,7r), wo po3unHanu B 2-6ytaHoHi(30mMn) i popaBanu n-
rentaH(500mn). Micns cToAHHA NpoTAroM 16 roguH cycneHsito inbTpyBanu, BiGOKPEMIOWYM TBEPAY PEYOBUHY
6inoro kombopy(10,3r). Llern npoaykT po3unHanu B etunaueTati(150mn), npomumeanu 1N xnopucTtoBOLHEBO
kncnoToto(100mn) i poscoriom(2 pasm no 50mn), cylwmnu Hag cynbdaToM MarHito, QinbTpyBanu i KOHLEHTpyBanm
y Bakyymi. OTpMMaHoO B's3ke Macro X0oBToro konbopy(5,2r, Buxig 59%). 'H AMP(aueToH-de/300MI"y) 7,16(s, 1H),
6,77(d, 1H, J=2,7Tu), 6,94d, 1H, J=8,7Tu) 6,64(m, 1H), 6,39(d, 1H, J=8,7Tu), 5,13(q=7,2l'y). Anan.
PospaxosaHo ana C12HeO4Fs: C, 43,92; H, 1,84; N, 0,0. BctaHosneHno: C, 43,79; H, 1,83; Cl, 0,0. BignosigHo oo
BM3HaYeHHs, onTuyHa ynctoTa ubei cnonyku nepesulye 90%. ONTUYHY YUMCTOTY BM3HA4Yann 3a MeTOAUKOL,
onucaHoto B [Npuknagi 66.
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(S)-6-xnop-7-(1,1-gumeTnneTun)-2-tpudropmeTnn-2H-1-6eH3onipaH-3-«kapboHoBa kucroTa

Ho posunHy 6-xnop-7-(1,1-gumeTnnemmn)-2-tpudropmeTun-2H-1-6eH3onipaH-3-kapboHOBOT  KMCMOTH,
OTpMMaHoOi 3a MeToaukow, onucaHot B [pukrnagi 8(11,4r, 34,Ammomb), i (S)-(-)-2-amiHo-3-cheHin-1-
nponaxony(2,57r, 17,00mmone) gogaBanu n-rentan(200mn) i 3sanuwanu cymiw ctosatm Ha 16 rogmH. OTpumMmaHy
cycneHsito dinbTpyBanu, Bigokpemniowum .TBepay pedosunHy(3,8r). Lien npoaykT nepekpucranisosyBanm 3 2-
6yraHoHY(20mMn) i n-renTaHy(200mMn), odepxyioun nicna GinbTpyBaHHs 6iny TBepay peuvoBuHy(3,0r). Lo
peyvoBMHY po3uuHsAnu B eTunaveTaTti(100mn), npommeamm 1N xnopuctoBoaHeBoto kucroToto(50mn) i posconom(2
pasu no 50mn), cywmnu Hag cynbdaToM MarHilo i KOHUEHTPYBANM y BakKyyMi, OOepXylun TBEPAUA NpPOOyKT
6inoro kombopy. Llem npoaykT nepekpucTanisoByBanM 3 n-rentaHy W ogepXxyBanu 3asHayveHy B 3arosfioBky
crnonyky y Burmsigi 6inux kpucranis BUCOKOro CTyneHs ontuyHoi ynctotu(1,7r, Buxia 30%) i3 T.nn. 175,4-176,9°C.



'H AMP(aueToH-de/300MIMu) 7,86(s, 1H), 7,52(s, 1H), 7,12(s, 1H), 5,83(q, 1H, J=7,1Tu), 1,48(s, 9H). AHan.
PospaxosaHo gns C1sH1403F3Cl: C, 53,83; H, 4,22; N, 0,0; Cl, 10,59. BctaHoeneHo: C, 53,78; H, 4,20; N, 0,0; C1,
10,65. OnTnyHa ymMcToTa NPOAYKTY, BiANOBIAHO A0 BU3Ha4veHHs, nepesullye 90%. ONTUYHY YMCTOTY BU3HAYamnM
3a MeToauKoto, onncaHoto B Mpuknagi 66.
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6-[[(2-dypaHinmeTnn)amiHo]cynbdoHin]-2-tpudpropmeTn-2H-1-6eH3onipaH-3-«apboHoBa kucnoTa

Cnonyky, 3a3HayeHy B 3aronoar<y, oJepXyBanu 3a METOAMKOR, aHanoriyHot onucatin B Mpwknag 49. T.nn.
oTpumaHoro npoaykty 170-173° C 'H ﬂMP(CDgOD/BOOMFu) 7,78(s, 1H), 7,66-7,76(m, 2H), 7,18-7,22(m, 1H),
7,00-7,08(m, 1H), 6,126,18(m, 1H) 6,02-6,06(m, 1H), 5,85(q, 1H, J=7,0l'u), 4,13(s, 2H). EIHRMS m/z
403,0332(M+, PospaxosaHo 403,0337).
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6-[(cbeHinmeTnn)cynbdoHin]-2-tpudropme™mn-2H-1-6eH3onipaH-3-«kapboHoBa kucnoTa

Lle noxinHe 2H-1-6eH3onipaH-3-kap6oHOBOT KVICJ'IOTI/I ofJepXyBanu 3a MeTOAMKOH, aHarnoriYHo onuncaHii B
Mpuknagi 56. T.nn. oTpumaHoro npoaykTy 172-176°C 'H AMP(CD3OD/300MIMy) 7,73(s, 1H), 7,43-7,56(m, 2H),
7,21-7,33(m, 3H), 7,20-7,21(m, 3H), 5,88(q, 1H, J=7,0lu), 4,83(s, 2H). EIHRMS m/z 398,0436(M’, PospaxoBaHo
398,0436).
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6- [[((t)eHineTmn)aMiHo]cynb(bOHin] -2-TpudstopmeTun-2H-1-6eH3onipaH-3-kapboHoBa kucnoTa

Lle noxinHe 2H-1-6eH3onipaH-3-kap6oHOBOT KVICJ'IOTI/I ofJepXyBanu 3a MeTOAMKOH, aHarnoriYHo onuncaHii B
Mpuknagi 49. T.nn. oTpumaHoro npoaykty 187-190°C. H AMP(CD30OD/300MIMu) 7,82(s, 1H), 7,74-7,90(m, 2H),
7,08-7,29(m, 6H), 5,89(q, 1H J=6,8Iwu), 3,12(t, 2H, J=7,3Iu), 2,72(t, J=7,3u). EIHRMS m/z 427,0675(M’,
PospaxoBaHo 427,0701).
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7-xnop-2-tpudpropmeTun-2H-1-6eHsonipaH-3-kapboHoBa kucnoTa

4-xnopcaniynnosy KUCIOTy nepeTsoptoBany B 3-XnopcaniuunoBui anbaerig 3a MeTOAVKOR, aHanoriyHo
onucaHin B Mpwuknagi 24, ctagii 1 i 2. 3-xnopcaniyunosun ansbaerig 6yB nepeTBOPEHNIA Y CMOMYKY, 3a3HayeHy B
3aronoBKy, 3a MeToAVKOI, aHanoriyHot onucaHivi B Mpuknagi 1. T.nn. otpumaHoro npoaykty 175,2-177,6°C. 'H
AMP(aueToH-de/300MI'y) 7,90(s, 1H), 7,51(d, 1H J=7,8I'y), 7,12(m, 2H), 5,86(qx-F, 1H J=7,2I"'4). FABHRMS m/z
285,0114(M+Li, Po3spaxoBaHo 285,0118). AHan. Po3paxosaHo aaa C11HeCIF303: C, 47,42; H, 2,17; CI, 12,72.
BcraHosneHo: C, 47,54; H,2,37; Cl, 12,85.
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6-xnop-8-noan-2-tpudpropmeTnn-2H-1-6eH3onipaH-3-«kapboHoBa Kucrnota
Crapia 1. OpepxaHHa 3-riog-5-xnopcaniiloBoro  anbgerigy [lo  po3unHy  5-xnopcaniumnoBoro

anbgeriny(100r, 0,638vomnb) y aumetundopmamigi(400mn) popasamm N-rioacykumHimin(144,0r, 0,641Morb).
PeakuiiHy cymil nepemiwyBann npoTaroMm ABOX A6 npu TemnepaTtypi nomewkaHHs. [ogasanu [oJaTKOBY



Kinekicte  N-nogcykuuHimigy(20r, 0,089mormb) i npogomkyBanu nepemillyBaHHA LWe npoTarom ABox Aib.
Po3baBnsamm peakuitHy Macy etunaudetatom(1n), npomwuBarm xnopuctoogHesot kucnotowo(300mn, 0,1N
po34mH), Bogow(300mn), Tiocynbdpatom HaTpito(300Mn, 5%-HuiA po3yuH) i poaconom(300mn). Micna npommMBaHHs
CyMnn Cymill Hag cynbdaToM MarHito i BUMapioBany poO3YMHHUK JOCyXa, ogepxytoun HeobxigHui anbaerig y
BUIMAAI  TBEpAoi peyvoBUHWM 6Gnigo-koBTOro Kombopy(162r, Buxin 90%) i3 T.nn. 84,8-86,7°C. 'H
AMP(CDCI3/300MIy) 11,67(s, 1H), 9,71(s, 1H), 7,92(d, 1H, J=2,5T'y), 7,54(d, 1H, J=2,6I'y). FABLRMS m/z
281,0(M-H). ESHRMS m/z 280,8851(M-H, PospaxosaHo 280,88630).

Cragis 2. OgepxaHHs eTun-6-xnop-8-noa-2-tpudropmemn-2H-1-6eHzonipaH-3-«kapbokcunaTy

5-xnop-3-nogcaniumMnosun  anbaerii, oTpumaHum  Ha  cTtagii 1(20r, 70,8vmonb), etun4.44-
TpudropkpoToHaT(17,85r, 106Mmorb) i Tpuetunamid(14,33r, 142mmornb) PO34YNHANN B
anmeTuncynbdokengi(200mn). MNepemiwyBanu peakuiiHy macy npotarom 3 gi6 npu Temnepatypi 90°C. MoTim
peakuinHy cymiw sunvesanu B eTtunaueTat(800mn) i ekctparyBanu 10%-HOK XNOPUCTOBOAHEBOIO KUCOTOH(2
pa3u no 200Mn), HaCM4eHUM BOAHMM po3dmMHOM OikapboHaTy HaTtpito(2 pasn no 200Mn) i Bogow(2 pasu no
200mn). Po3uvH B etunauetaTti cywmnm Hag cynbdaToM MarHito, ginbTpyBanuv i BMMapioBanuv, OLEPKYHOUU
TBEPAY PEYOBWHY KOPWUYHEBOrO KOmMbopy. [podykT ouvwianu, nponyckawoum Yepes Lwap AiOKCUAY KpeMHito,
BMMMWBAIOYM MOro cymiwwo eTunauetaty 3 rekcaHom(1:20). [Micns BunapioBaHHA PO3YMHHMKA OJepXyBanu
TBEPAMWA MPOAYKT >KOBTOTO KOMbOPY, WO NepeKkpucTaniaoByBanu 3 rekcaHy, W oJepXyBanu 3as3HavyeHun y
3aronoBky cknagHui ediip y surnmaai 6inoi tTBepaoi peyosnHK(19,61r, Buxig 64%) i3 T.nn. 92,1-93,9°C. 'H
AMP(CDCI3/300MI'y) 7,71(d, 1H J=2,2I"y), 7,56(s, 1H), 7,20(d, 1H, J=2,2I"y), 5,81(d, 1H, J=6,7T"u), 4,37-4,29(m,
2H), 1,35(t, 3H, J=7,2I'y). FABLRMS m/z431,9(M-H). EIHRMS m/z431,9269(M-H, PospaxoBaHo 431,9237).

CTtagis 3. OgepxaHHs 6-xnop-8-ioa-2-tpudpropmetnn-2H-1-6eHsonipaH-3-«kapboHoBOT KMCNOTH

CknapgHun ecbip, OTpUMaHWA Ha cTagii 2, nepeTBOPOBaNM B KUCNOTY 3@ METOAUKOK, aHANOrYHOK ONMCaHin B
Mpuknagi 1, ctagia 2. T.nn. otpumaHoro npoaykty 220-223°C H AMP(CDs0OD/300MIMy) 7,77(d, 1H J=2,2I"w),
7,71(s, 1H), 7,41(d, 1H, J=2,2l'u), 5,87(q, 1H, J=7,0ly). EIHRMS m/z 403,8893(M-H, Po3paxoBaHo 403,8924).
AHan. PospaxoBaHo ans C11HsCIF3l03: C, 32,66; H, 1,25. BctaHoeneHo: C, 33,13; H, 1,29.

Mpwvknap 74
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8-6pom-6-xnop-2-tpucpropmeTnn-2H-1-6eH3onipaH-3-«kapboHoBa kucrnoTa

Cragisa 1. OgepxaHHsa eTnn-8-6pom-6-xnop-2-tpucpropmetnn-2H-1-6eHsonipaH-3«apbokcunaty

Cymiw 3-6pom-5-xnopcaniyunosoro anbaerigy(1,9r, 4,2mmMorne), kapboHaty kanito(0,58r, 4,2Mmone) i etun-
4.4 4-tpudptopkpoToHaTy(0,79r, 4,7Mmmonk) nepemiwyBanm B N,N-gumeTundopmamigi(dmn) npu TemnepaTypi
95°C npotarom 18 roauH. [logasanu Boay(100mn) i ekctparysanu macy e dipom(3 pasm no 50mn). O6'eaHaHi
OopraHivHi ekcTpakTM npomuBanu rigpokcnaomMm Hatpito(10mn) i Bogoto(2 pasn no 50mn). lMicna sucylyBaHHA Hag
CyrnbaToOM MarHito i KOHLEHTPYBaHHA CyMilll inbTpyBanu Yyepes wap AioKkcuay KPeMHito, BAMUBAKOUYM CyMiLLLLIO
eTunauetaty 3 rekcaHom(1:4). Emoat KOHUEHTpyBanu W OTPMMaHWA HACHO-KOBTUWA TBEPAUN NPOAYKT
KpucTtanisysanu 3 xonogHoro rekcaHy(0,43r, suxia 26%). T.nn. npoaykty 101,0-102,2°C. 'H AMP(aueToH-
de/300MI'u) 7,90(s, 1H), 7,65(d, H, J=2,4T"y), 7,61(d, H, J=2,4T"u), 6,03(grr, 1H J=6,9TL), 4,34(m, 2H), 1,33(t, 3H,
J=7,5I"y). ESHRMS 384,9435(M-H, Po3paxoBaHo 384,9454). AHan. Po3paxoBaHo ansa C13HoBrCIFs03: C, 40,50;
H, 2,35. BctaHoeneHo: C, 40,61; H, 2,40.

Cragisa 2. OgepxaHHsa 8-6pom-6-xnop-2-TpudropmeTnn-2H-1-6eH3onipaH-3-«kapboHOBOT KMCNOTH

Emun-8-6pom-6-xnop-2-tpudtopmetun-2H-1-6eH3onipaH-3-«kapobokcmnat(0,3r), etaHon(15mn),
TeTparigpodypaH(10mn) i posunH rigpokengy HaTpito(10mn, 2,5N po3uvH) nepemiwyBanv npu TemnepaTypi
nomelukaHHa npotarom 16 roguH. [lopasanu xnopuctoBogHeBy kucnoTy(1N po3unH) o kucnoi peakuii macu no
yHiBepcanbHOMY iHOuMKaTopHOMY nanepi. MNpu gogasaHHi Boau(50Mn) BuNagaB ocaf, WO BigOKpemmoBanm
iNbTpyBaHHAM | OJepXKyBanu CMONyKy, 3asHayeHy B 3arofioBKy, y BWMSAAi TBepAoi pedvoBuHM 6Ginoro
konbopy(0,2r, Buxig, 72%) i3 T.nn. 227,8-228,9°C. 'H AMP(aueToH-de/300Mr L) 7,90(s, 1H), 7,65(dd, 2H, J=2,4Ty
i J=28,8y), 6,00(Qnr, 1H J=7,2I'y). FABHRMS m/z 356,9134(M+H, PospaxosBaHo 356,9141). Axan.
PospaxosaHo ans C11HsBrCIF30s: C, 36,96; H, 1,41. BctaHoBneHo: C, 37,05; H, 1,33.

Mpuvknag 75
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6-chopmin-2-tpupropmeTnn-2H-1-6eH3onipaH-3-kapboHoBa kucnoTa
Cragis 1. OgepxaHHs eTun-6-gopmin-2-tpucpropmetmn-2H-1-6eH3onipaH-3«apbokcunaTty
Y KpyrnogoHHy kondy mictkictio 50mn 3aBaHTaxyBanu 5-cpopmin-caniumnosui anbgerig(3,21r, 21,39mmorns),
etun-4,4 4-tpugtopkpoToHaT(3,50mn, 3,96r, 23,53mmonb), aumeTundopmamig(15mn) i kapboHaTt kanito(2,95r,
21,39mmornb). Cymiw Harpisanu npu 60°C npotsarom 12 roauwH. [logasBanu fopaTkoBy Kinbkictb eTtun-4,4,4-

TpudropkpoToHaTy(3,50mn, 3,961, 23,53MMorb) i HarpiBanu peakuiriHy macy npu 75°C npoTtarom 16 roauvH. MNicna
OXOJTO[KEHHS1 A0 TeMnepaTypy NMOMeELUKaHHS CyMill po3noinsarm Mk BOAOH i aietunosum edipoM. OpraHiuHy



a3y NnpoMmBanM Hacu4yeHum po3dmHom BikapboHaTy HaTpito, posumHom GicynbdaTy kanito(0,25M) i posconom,
nicns voro obpobnsnu 3HebapenioYMM Byrinnsam(npn obepesxkHomy nigirpisi). OTpuMaHy CcycrneHsito YopHOoro
KOSbOPY CyLMnn Hag cynbdatoM MarHito, dinbTpyBanu 3 BiACMOKTYBAaHHAM 4epes Liap LiaTOMOBOI 3eMni i
KOHUEHTpYBanu y BaKyyMi, OAEpPXYIYM KpuCTaniyHy Macy >XoBTorapayoro kombopy. Len npogykt
nepekpucTanisoByBann 3 raps4yoro rekcaHy W ofepxyeanu cknagHun edip(1,51r, Buxia 24%) y surnagi
»XoBTorapsiumx kpuctanie i3 1.nn. 84,3-86,2°C. H AMP(aueToH-de/300MI'y) 9,96(s, 1H), 8,06(d, 1H, J=2Iu),
8,02(s, 1H) 7,99(dd, 1H, J=8,2I'u, 2,0l"u), 7,24(d, 1H J=8,5T"u), 5,99(q, 1H J=7,1Tu), 4,43-4,25(m, 2H), 1,34(t, 3H,
J=7,3Iy). FABLRMS m/z 301(M+H). EIHRMS m/z 300,0605(M", PospaxoeaHo 300,0609). Anan. PospaxoBaHo
ana CuH11F304: C, 56,01; H, 3,69. BctaHoeneHo: C, 56,11; H, 3,73.

CTagisn 2. OgepxaHHa 6-copmin-2-TpudropmeTnn-2H-1-6eH3onipaH-3-kapboHOBOT KUCNOTH

CknapHun ecbip, oTpUMaHui Ha cTagii 1, nepeTsoptoBanu B KNCroTy 38 METOANKOW, aHanoriYHo OnucaHin B
Mpwknagi 1, ctagia 2. T.nn. otpumaHoro npoaykty 211,3-215,7°C. 'H AMP(aueTtoH-de/300MI'y) 9,97(s, 1H),
8,07(d, 1H J=2,0ry), 8,03(s, 1H), 8,00(dd, 1H J=8,3ly, 2,0l"y), 7,25, 1H, J=8,5I'y), 5,98(q, 1H, J=6,9T"L).
FABLRMS m/z 273(M+H). EIHRMS m/z 272,0266(M", PospaxoBaHo 272,0296). Anan. PospaxoBaHo Ans
C12H7F304: C, 52,95; H, 2,59. BcTtaHoBneHo: C, 52,62; H, 2,58.

Mpwknap 76

Cl o CO,H

CHo

6-xn1op-8-cdopmin-2-ipudropmeTnn-2H-1-6eH3onipaH-3-«kapboHoBa kucnoTa

Cragis 1. OpepxaHHs 4-xrop-2.6-6ic(rinpokcumeTun)ceHony Tigpokeng kanio(84,82r, 1,30mornb)
PO34MHANKM y BoAi(200mMn) y TPUTopniv KPYIIOAOHHI Konbi MicTkicTio 211, obnagHaHin TepmMmonapoto, MexaHiuHo
Miwarnkoto i npobkoto. [logasanu npu nepemiwyBaHHi 4-xnopdeHon(128,56r, 1,0Monb), oxonomkyoun Konby B
KpWKaHin 6aHi; TeMnepaTtypa macu npu Ubomy niasuilyBanacst no 26°C. Jogaeanu yactuHamu doopmaniy(230mn
37%-Horo BOOHOTO po34unHy, 2,83mMornb ), NiATPYMYtouM TeMnepaTypy Macu He Bulle 25°C. MoTimM peakuiviHy CymiLl
BuTpMMYBanu npu Temnepatypi 35°C npotarom 48 rogwH. JogaBanu [0 Macu BOAHUM PO3YMH OLTOBOT
kncnotn(80,0mn, 84,1r, 1,40monb y 800mn BoAu), nNpu ULOMY Maca kanamytHina. ®inbTpyBaHHAM i3
BiJICMOKTYBaHHAM BiJOKPEMIIIOBANM >XOBTYBaTO-KOPUYHEBY TBEpAY pe4qoBuHY. Lllo pevoBuHy posmiwyBanu 3
auetoHom(100mn) i BiOOKpPeMIoBanM HEPO3UYMHHUI 3arMLWIOK QINbTPYBAHHAM i3 BiACMOKTYBAHHAM. Po3unH
po36aBnanu rekcaHoM i ogepKyBanu MoOCriJOBHO Aekinbka nopuiﬂ fiony y BMMsAi TOHKMX FOOK XXOBTyBaTO-
KopuyHeBoro konbopy(35,0r, Buxia 19%). T.nn. 160,6-163,3°C. 'H AMP(auetoH-ds, NaOD, D-O/300MI'yy) 6,69(s,
2H), 4,48(s, 4H), 7,88(d, 1H, J=2,6Iu), 7,75(d, 1H, J=2,6I"u), 6,08(q, 1H, J=6,9u). ESLRMS 206(M+NH").
ESHRMS 187,0131(M-H PospaxosaHo 187,0162).

Cragis 2. OgepxaHHsa 5-xrop-3-dopmincaniumnosoro anbaerigy [lo cycneHsii giony, otpumaHoro Ha cragii
1(33,0r, 0,18vomb), y xnopodopmi(1,5n) y KpyrmogoHHi“ konbi micTkicTio 2n gogaBanu Npu nepemillyBaHHi
piokeva MmapraHuto(139r, 1,60mornb) i oTpumaHy cymiwl HarpiBanum npu cnabkomy KWniHHI 3 3BOPOTHUM
xonogunbHukoMm npotarom 10 roguH. 3anuwanu macy Ans [OBINbHOMO OXOMOMKEHHS OO TemnepaTypu
noMeLLKaHHs, pinbTpyBanu Yepes Lwap AiaToMOBOT 3eMIi, KOHLLEHTPYBaNMU y Bakyymi, copbipyBanu Ha cunikareni
n ounwanun dnew-xpomaTorpadieto(enNOeHT — CyMill rekcaHy 3 eTunaueTatoMm), OAepXyluu dianberig y
BMIMSAI MOPOLLKY TipYMYHOro Komnbopy(22,42r, Buxig 67%) i3 1.nn. 120,7-122,8°C. PeyoBMHa mMana [OOCTaTHIO
CTYNiHb YNCTOTK A1 BUKOPUCTAHHA Ha HACTYMHIn ctagii 6e3 0o4aTKOBOro OUULLEHHS.

Cragis 3. OgepxaHHs eTun-6-xnop-8-gopmin-2-tpucpropmetmn-2H-1-6eH3onipaH-3«apbokcunaTty

Cymiw gianegemmpy, otpumanoro Ha cragii 2(1,13r, 6,14mmonb), aumeTtuncynsdokenay(6mn), etun-4,4,4-
TpudropkpoToHaTty(1,37mn, 1,55r, 9,21mmonb) i Tpuetnaminy(1,71mn, 1,24r, 12,28mMmonb) HarpiBarm npwm
nepemiwysaHHi npu 80°C npoTtaroMm 8 roAuH y KPYrnoAoHHIN Konbi 3i 3BOPOTHWMM xonoAawsbHukom. [licns
OXONOMXEHHS [0 TemnepaTypu MOMELLKaHHA peakuilHy macy posbasnanu gietunosum edipom(100mn) i
npomMmBanun OTPMMaHy Cymill BOOHMM po34YnMHOM OikapOoHaTy HaTpito(3 pasm no 75mn), 1N po3umHoMm
XIoprcTOBOAHEBOT KMCroTW(3 paav no 70mn) i poscorom(1 pas, 75mn). Cylumnu pos3ymH Hag cynbgaTom MarHito,
dinbTpyBanM | KOHUEHTpYBanu Yy BaKyymi, OOEpPXYIOUM >KOBTYBAaTO-KOpUYHEBUWA Mopolok. Llen npoaykT
PO34YMHANM B rapsyin Cymilli rekcaHy 3 etTunaueTtaTtoM i dinbTpyBanu Ans BiAdiNeHHA HEPO3YMHHOMO 3anuLLKy.
Mpwu oxonomkeHHi dinbTpaTy BiabyBanacs kpucTanisauis, i nicna ginbTpyBaHHSA 3 BiACMOKTYBAHHAM O4EPXKYyBanym
HeobXigHW cknagHum ediip y BUIMAAI KOBTyBaTO-KOpuYHeBUX kpuctanis(0,726r, suxig 35%). T.nn. 118,1-
119,7°C. MpoaykT 6yB AOCTAaTHLO YNCTUM ANS BUKOPUCTAHHSI HA HACTYMNHIN cTadii 6e3 4o4aTKOBOIO OUMLLEHHS.

CTagisn 4. OnepxaHHsa 6-xr1op-8-cdopmin-2-tpudgtopmenn-2H-1-6eH3onipaH-3-kapboHOBOT KMCOTU

[o posunHy cknagHoro edipy, oTpumaHoro Ha cragii 3(0,284r, 0,849vmork), y cymiwi TeTparigpodypaHy,
eTaHony i Boau(7:2:1, 5mn) godasanu Npu nepemillyBaHHI BOAHWA PO3uuH rigpokemay Hatpito(0,41mn 2,5M
po3umHy, 1,02mmornk). Micns nepemiwyBaHHA npoTaroM 40 rogMH CyMill YaCTKOBO KOHLIEHTPYBanuM y Bakyymi ans
BMAAINEHHS OpraHiyHMX PO34MHHUKIB, po3baBnsanM BoAO, NpoMMBaM AieTurioBum edipoM, npogyBanu a3oTom
ONs BUOAneHHsi 3armLIKoOBOro AieTunoBoro edipy i NigKMCnanm KOHUEHTPOBAHOK XITOPUCTOBOAHEBOK KMCIOTOHO;
npu LbOMY yTBOptoBanacs cycrieHsiq. licnsa dinbTpyBaHHS 3 BIOCMOKTYBaHHAM OAepKyBanu CronyKy, 3a3HayveHy
B 3arofioBKy, y Burmsazai 6nigo-xostoro nopowky(0,160r, Buxig 23%). T.nn. 243,2-252,4°C. H AMP(aueToH-
de/300MI'y) 10,39(s, 1H), 7,98(s, 1H), 7,88(d, 1H, J=2,6Iy), 7,75(d, 1H, J=2,6Tu), 6,08(q, 1H, J=6,9Tu).
FABLRMS m/z 307(M+H). ESHRMS m/z 304,9839(M-H, Po3paxosaHo 304,98280). AHan. PospaxoBaHo Ans
C12HeCl1F304C, 47,01; H, 1,97. BctaHoBneHo: C, 46,64; H, 1,86.
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6-6pom-7-(1,1-gumeTnneTmn)-2-TpudropmeTun-2H-1-6eH3onipaH-3-kapboHoBa kucroTa

Cymiw 7-(1,1-gumetnnevn)-2-tpudropmeTun-2H-1-6eH3onipaH-3-kapboHOBOT KMCMOTW, OTPMMaHOi 3a
MeToaukoto, onncaHoto B MNpuknaai 12(0,6r, 2mmonk), xnopodopmy(50mn), 3anisHux owypkis(0,01r, 0,2Mmonb) i
6pomy(0,48r, 3,00MmMonb) HarpiBanv npu nNepemillyBaHHi 3i 3BOPOTHUM XONOAUNBHUKOM MNpoTArom 16 roguH.
Oaeanu cymiwi octyantucsa i npomueanu ii po3coriom(2 pasv no 50mn). Micna BucylwyBaHHA Hag cynbgaTtom
MarHito cymiw inbTpyBanu, KOHUEHTPYBanu y Bakyymi i KpucTanisyBanu 3anuLuok i3 cymilli edipy 3 rekcaHom,
OfEPXYIOUN 3a3HayeHy B 3arofioBKy CMOMyKy y BUMMsAi TBepdoi peyvoBuHmn Girnoro konbopy(0,5r, Buxig 66%) i3
Tiw. 198,6-199,9°C. 'H AMP(aueToH-de/300MILy) 7,85(s, 1H), 7,72(s, 1H), 7,13(s, 1H), 5,83(q, 1H, J=7,2Iw),
1,5(s, 9H). Anan. PospaxoBaHo ansa C1sH14O03F3Br: C, 47,52; H, 3,72; N, 21,07. BctaHoBneHo: C, 47,42; H, 3,68;
N, 21,15.

Mpuknag 78
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5,6-anxnop-2-tpugropmetunsn-2H-1-6eHsonipaH-3«kapboHoBa KkucnoTta 5,6-amxnopcaniunrnoBuii  anbaerig
OoflepXKyBanu 3a MeToaukotw, onucaHoto B nateHTi CLUA Ne3794734(1974). Uen caniumnoBuii anbperig
nepeTBOPHOBaNM B CMOMYKY, 3a3HayeHy B 3arosfioBKYy, 3a METOAUKO, aHanoriyHow onucaHin B Mpuknag 1. T.nn.
oTpumaHoro npoaykty 211,5-213,5°C. 'H AMP(aueToH-de/300MMu) 8,09(s, 1H), 7,63(d, 1H J=8,9u), 7,12(d, 1H,
J=8,9'y), 5,94(q, 1H, J=7,0ru). ESHRMS 311(M-H). EIHRMS m/z 311,9583(M", Po3apaxoeaHo 311,9568). Anan.
PospaxoaHo gns C11HsCloF303: C, 42,20; H, 1,61. BctaHosneHo: C, 42,33; H, 1,67.

Mpwknag 79
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6-uiaH-2-TpucpropmeTnn-2H-1-6eH3onipaH-3-kapboHoBa KncnoTa
Cragis 1. OgepxaHHs eTun-6-[(rigpokcvimiHo)meTnn]-2-TpudtopmeTun-2H-1-6eH3onipaH-3-kapbokcmmaTy
Y KpyrmoAoHHY Konby mictkicTio 50mMn 3aBaHTaxyBanu CONAHOKMCNUA rigpokcunnamin(0,255r, 3,67mMmorb),
eTnn-6-copmin-2-tpudtopmeTun-2H-1-6eHsonipaH-3-kapbokevnat, oTpUMaHWii 3a MeTOAMKOH, OMUCaHOK B
Mpwknagi 75, cragia 1(1,00r, 3,34mmornb), auetaT Hatpito(0,301r, 3,67mMmornb), etaHon(10mn) i Boay(2mn).
MepemiwyBanu peakLjiiHy Macy npu TemnepaTtypi NOMeLLKaHHs NpoTsiroMm 18 roguH, noTiM po3baBnsnu ii BOAOK i
aietTmnosum edipom. Po3ginanu wapwu i npommBany opraHivyHy a3y BOAOH, PO3CONOM, CyLUMW Hag cynbdaTom
MarHito, iNnbTpyBanu i KOHLUEHTPYBanu y Bakyymi, O4epXYyloun HaniBKpUCTaniyHy Macy >XOBTOrapsiyoro Kombopy.
MepekpucTanisauieto LbOro MPOAYKTY 3 rapAyoro etunaueTaTy i 3 OKTaHy ogepxyBanu HeobxigHun okcm (0,578,
Buxig 55%). T.nn. 113,0-116,2°C. H AMP(aueToH-de/300MIMy) 10,46(s, ca. 1 exch.), 8,11(s, 2H), 7,92(s, 1H),
7,72(d, 1H, J=2l'u), 7,68(dd, 1H, J=8,5I'y, 2,0l"y), 7,07(d, 1H, J=8,5T"u), 5,89(9, 1H, J=7,1Tu), 4,434,22(m, 2H),
1,34(9t, 3H, J=7,3Iu). FABLRMS m/z 316(M+H). EIHRMS m/z 315,0719(M", Po3paxoBaHo 315,0733). AHan.
PospaxoaHo ans C14H12F3N1O4: C, 53,34; H, 3,84; N, 4,44. BctaHoBneHo: C, 53,85; H, 3,90; N, 4,19.

CTragisa 2. OgepkaHHa eTun-6-UiaH-2-tpudstopmeTun-2H-1-6eH3onipaH-3-kapbokennaTty

[lo po3unHy okcumy, oTpumaHoro Ha ctagii 1(0,264r, 0,840mmons), y AiokcaHi(4,5mn) y rpywonogibHin konobi
MicTKicTiO 25MNn gopaBanu npu nepemiwyBaHHi Tpudptopoutosuin aHrigpna(0,130mn, 0,194r, 0,924mmonb) i
Tpuetnnamid(0,140mn, 0,102r, 1,008mMmonb). MepemiwyBanu macy npu TemnepaTypi NMOMeLLKaHHa npoTsrom 12
roguH, a notim Harpiarm npu 85°C npotarom 4 roguH. llicna oxonompkeHHa 00 TeMnepaTtypy MOMeELUKaHHS
Aodasanv BOOHUN PO3YMH XTOPUCTOBOAHEBOIT Kncnotm(50mn, 1N po3ynH) i ekcTtparysanv oTpuMaHy Cymill eTus
aueTtatom. EkcTtpakT npomuBanu oxonomkeHot 1N XNOpPMCTOBOAHEBOID KUCMOTOK, PO3COSMIOM, CYLUMNW Hapg
cyrnbgaToM HaTpito, inbTpyBanu i KOHUEHTPYBaNM y Bakyymi, O4epXXyloum mMacno Onigo-xkoBToro kombopy. Lle
Macno 3HOBY BBOAMIMM B peakuilo Npu aHanoriyHmx ymosax. [licnsa po3dvMHeHHs macna B fjokcaHi(4,5mn)
pogasanu  TpudptopoutoBun  anrigpna(0,130mn, 0,194r, 0,924mmonb) i TpuetunamidH(0,140mn, 0,102r,
1,008mmor). Micna nepemiwyBaHHSA Npy TeMnepaTypi NOMELLKaHHA NpoTAroMm 3 roAvH AofaBarv A0AaTKOBY
Kinekicte TpuetvnamiHy(0,50mn, 0,36r, 3,6mmorns) i HarpiBarm macy npu 85°C npotsrom 3 roguH. [icns
OXONOMXXEHHs1 OO0 TeMnepaTtypy NoMellKaHHA AoAaBarnv BOOHWI po34dnH xnopuctoBogHeBoi kucrnomm(50mn, 1N
poO34MH) i eKkcTparyBanu OTpuMaHy cymiw eTunaueTtatom. EkcTpakt npomuBanu oxonomkeHo 1N
XIIOPVYCTOBOOHEBOIO KUCITOTOH, PO3COJSIOM, CYLUMINM Haj, cynbdaToM HaTpito, inbTpyBanu i KOHUEHTpyBanu y
BaKkyymi, ogepxywuum Macno 6nigo-kosToro kombopy. [pu gogasaHHi rekcaHy BigbyBanacs kpucranisauis, i
LWNsAxom hinbTpyBaHHA 3 BIACMOKTYBaHHSAM ofepXysBanu 3asHadeHy B 3aronosky crnonyky(0,101r, suxig 40%) y

N



BUIMSAI NMOPOLLKY XOBTOro komnsopy 3 1.nn. 101,6-106,1°C. 'H AMP(aueToH-de/300MI'y) 7,97(d, 1H, J=2,2I"L),
7,95(s, 1H), 7,82(dd, 1H, J=8,5I'y, 2,0l'y), 7,24(d, 1H, J=8,5I'y), 6,01(q, 1H, J=7,1T"4), 4,38-4,24(m, 2H), 1,34(t,
3H, J=7,3I"u). FABLRMS m/z298(M+H). EIHRMS m/z 297,0575(M+, PospaxoBaHo 297,0613).

Cragis 3. OgepxaHHs 6-UjiaH-2-TpudtopmeTun-2H-1-6eH3onipaH-3-kapboHOBOT KMCHOTU

[o posunHy cknagHoro edipy, oTpumaHoro Ha cragii 2(0,077r, 0,259vmornb), y cymiwi TeTparigpodypaHy,
eTaHony i Bogun(7:2:1, 2mn) y rpywonofibHin konbi mictkicTio SMn gogasanu 04HO MOPLIED Npy NepeMillyBaHHi
BOAHWUIA po3unH rigpokenay Hatpito(0,13mn, 2,5N posumH). licns nepemiwyBaHHA MPOTAroM 6 roavH npu
TemnepaTypi NMOMELLKaHHA PO3YMH YaCTKOBO KOHLEHTpYBanu y BakKyyMi Ans BuaaneHHd OGinbloi YacTuHu
TeTparigpodypaHy 1 etaHony. Po3uuvH, WO 3anuumBecsl, po3baBnsnm BOAOK | NpOMUMBaNuU AieTUNOBMM eqipoMm.
BogHy a3y npogysanu asoToM AN BuAANEHHs 3anvwKoBOro Aietunosoro edipy i nigkuenanu
KOHLEHTPOBaHOK XNIOPMCTOBOAHEBOK KUCIOTOK, OAEPKYIOUM KNewKy cycneHsito. Lilo cycneHsio ekctparyBanm
AieTMnosuM edipoM, eKCTpakT Cylwmnu Haz cynbdaToM MmarHito, inbTpyBanu i KOHUEHTpYBanu y BaKyyMmi,
ofepxytoun 6nigo-koBTte Macno. Macno kpucranisyBanu i3 Cymilli XTOPUCTOrO METUNEHY 3 TeKCaHOoM,
OAEPXKYIoUN CNonyky, 3asHadveHy B 3aronosky(0,041r, Buxig 59%) y Burnsagi XoBTyBaTO-KOPUYHEBOIO MOPOLLKY 3
T.nn. 185,1-186,1°C. 'H SIMP(aueToH-deg/300MIL) 7,99-7,94(m, 2H), 7,83(dd, 1I:| J=8,5, 2,0ry), 7,25(d, 1H
J=8,5I"u), 5,99(q, 1H J=7,0r4). FABLRMS m/z 270(M+H). EIHRMS m/z 269,0316(M", Po3paxosaHo 269,0300).

Mpuknag 80
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6-rigpokcumeTun-2-tpudpropmeTn-2H-1-6eHsonipaH-3«apboHoBa kucnoTta

[o oxonogxeHoro Ha KpwkaHi 6aHi posunHy 6-copmin-2-TpudropmeTun-2H-1-6eH3onipaH-3-«kapboHoBOT
KUCMOTW, OTPMMaHOi 3a MeToavkow, onucaHoio B [lpuknagi 75, cragia 2(0,133r, 0,489mmorb), y
TeTparigpodypaHi(1mn) i etaHoni(1mn) y KpyrmogoHHi konbi micTkictio 10Mn gogasanv mpu nepemillyBaHHi
Asoma nopuismu 6oprigpua Hatpito(0,020r, 0,528 mmons). laBanu peakuinHin Maci HarpiTuca 4o TemnepaTtypu
noMeLLKaHHs | jogaBarm 4oOAATKOBY KinbkicTs 6oprigpuay HaTtpito(0,050r, 1,322vMmonk). 3aranbHuii vac peakuii
cknagaB 3 roavHu. 3ynuHANU peakujlo gogaBaHHAM BoAHoro 1N po3yMHy XIMOPUCTOBOAHEBOI KUCNOTU W
ekcTparysanm macy xnopodopmom. OpraHiyHy dasy cywmnu Hag cynbdatoMm mardito, dinbTpyBanu i
KOHUEeHTpYyBanu y Bakyymi, ogepxytoum niHucTy macy. Lo macy ounwanu dnetu-xpomaTtorpadieto(cunikarens-60,
€MIeHT - Cymill rekcaHa 3 etunaueTtatom(1:1) i3 gogaBaHHAM 2% oL TOBOI KMcnotu). MNpoaykT, oTpuMaHuii nicna
XpomaTtorpadiyHOro OYULLEHHS, MepeKpuCcTani3oByBanun 3 rekcaHy i etunaueTaTy i BiJOKpemntoBamm Bif piavHu
iNbTPYyBaHHAM i3 BiACMOKTYBaHHAM, OAEPXKYIOUM 3a3HayeHy B 3aronoBky cnonyky(0,042r, suxig 31%) y surnagi
XOBTyBaTOro nopouwky 3 T1.nn. 177,5-180,8°C H AMP(aueToH-de/300MIMu) 7,89(s, 1H), 7,44(s, 1H), 7,41(d, 1H,
J=8,3I'u), 6,99(d, 1H, J=8,3I'y), 5,80(q, 1H, J=7,3l'u), 4,59(s, 2H). FABLRMS m/z 275(M+H). EIHRMS m/z
274,0417(M", PospaxoBaHo 274,0453). AHan. PospaxoBaHo ana C1HoF30s: C, 52,57; H, 3,31. BetaHosneHo: C,
52,43; H, 3,34.

Mpwvknag 81
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6-andropmeTmn-2-Tpudpropmemn-2H-1-6eHzonipaH-3-«apboHoBa kucnota Cragia 1. OpgepxaHHa eTun-6-
andropmeTnn-2-TpugTropmetun-2H-1-6eH3onipaH-3-«kapbokenaty

Oo posunHy gietnamiHoTpudTopuaga cpkn(OATC)(0,74mn, 0,898r, 5,569mmonb) y xnopuctomy
meTuneHi(1,5vn) popasanu npotdarom 0,07 rogMHn 3a [ONOMOroOK0  LWMApUUA@ Po3yvH  eTun-6-dopmin-2-
TpudropmeTnn-2H-1-6eH3onipaH-3-«kapbokcmunaTy, oTpuMaHoro 3a MeToAuKo, onucaHoto B lMpuknagi 75, ctagia
1(1,672r, 5,569vmorb), y xnopuctomy metuneni(1,5mn). Micns nepemiwyBaHHa npoTtsroM 20 roonH peakuiHy
Macy sunmeanv B 2N po34nH XrOpMCTOBOOHEBOT KNCMOTW M eKcTparyBany oTpuMaHy Cymill AietTunosum edipom.
EdipHy ¢asy npomwusanu posBegeHvM(2N) BOOHUM PO3YMHOM XITOPUCTOBOAHEBOI KUCMOTW, HaCU4YEeHUM
po34mHOM OikapGoHaTy HaTpilo, PO3CONOM, CYLUIMNN Hapg cynbdaToM MarHio, dinbTpyBanu i KOHUEHTPYBanu y
BaKyymi, ogepxytoun 6e3bapBHe npo3ope Macho. Lle macno ounwanu dnew-xpomatorpadieto(cunikarens-60,
€neHT - Cymill rekcaHy 3 eTunaueTatom, 5:1) i ogepkysanu etmn-6-gudropmeTnn-2-TpudropmeTun-2H-1-
6eH3onipaH-3-«kapbokevnat(0,96r, Buxig 54%) y BumMsai macrna, WO KpucTanidyeTbCs MpuU CTOSIHHI. YucToTa
npoaykty 6yna AocTtaTHbLOK ANS WOro 3acTOCyBaHHSA Ha HACTYMHIN cTafii 6e3 [oAaTKOBOro OYMLLEHHS. H
AMP(aueToH-de/300MI'y) 7,97(s, 1H), 7,74(s, 1H), 7,65(d, 1H, J=8,5I'y), 7,18(d, 1H J=8,5u), 6,90(t, 1H,
J=56,0l"u), 5,94( J=7,0l"u), 4,40-4,25(m, 2H), 1,34(t, 3H, J=7,0u).

CTagis 2. OgepxaHHs 6-gudtopmeTun-2-tpudtopmeTinn-2H-1-6eHsonipaH-3+«apboHOBOT KUCOTK

[o posunHy cknagHoro edipy, oTpumaHoro Ha cragii 1(0,880r, 2,731mmornb), y cymiwi TeTparigpodypaHy,
etaHony i Boan(7:2:1, 10mn) gogasanu BOAHWUIA PO34uH rigpokenay HaTpito(1,31mn, 3,277Mmonb, 2,5M po3uuH).
Micna nepewmiwyBaHHA npotaroM 60 roavH npu TemnepaTypi MNOMELUKAHHA peakuiiHy CyMmill 4acTKOBO
KOHLEHTpYBanu y BakyyMi Ansi BUOANEHHSA OpraHiyHMX po34MHHUKIB i po36aBnsanu 3ammiwiok sogoto. OTpumaHuii
BOOHMW PO34YMH npomuBanu fietmnosum ecdphipomM, npogysanu asoTOM Afs BUOANEHHS 3anuLiKoBoro edipy i
NiAKMCNANM KOHLLEHTPOBAHOK XIOPUCTOBOAHEBOIO KMCMNOTO. OTpuMaHy MacnsHUCTY CYCMEeH3ilo ekcTparysanm



pietmnosum  eddipom. OB'egHaHi  OpraHiyHi po3YMHM CylwmMnuM  Hagd cynbdaToM  Marito, (pianpyBanm i
KOHUeHTpyBanu y Bakyymi. OgepxxyBanu cnonyky, 3asHadveHy B 3aronosky(0,483r, Buxia 60%) y BUIMAAI Macna,
IO 3acTurae B KpuctaniyHy macy 6inoro konbopy. T.nn. oTpumaHoro npoaykTy 134,7-136,2°C. H AMP(aueToH-
de/300MI'y) 7,97(s, 1H), 7,73(s, 1H), 7,67(dd, 1H, J=8,5I"u, 1,0ly), 7,17(d, 1H, J=8,5I"y), (t, 1H, J=56,2I"L),
5,90(q, 1H, J=7,1"u). FAB-ESHRMS m/z 293(M-H). EIHRMS m/z 293,0235(M-H, Po3paxoBaHo 293,0237). AHan.
PospaxosaHo gns C12H7Fs0s: C, 49,00; H, 2,40. BctaHoBneHo: C, 48,78; H, 2,21.
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2,6-6ic(TpudropmeTun)-2H-1-6eH3onipaH-3-«kapboHoBa kucnoTa

Cragis 1. OgepxaHHs eTun-2,6-6ic(tpudpropmeTtnn)-4-okco-4H-1-6eHsonipaH-3-«kapbokcunaty

[o posunHy etun-4.4 4-tpudtopaueTtoauertaTa(3,22vn, 4,06r, 22,07mmons) y tonyoni(100mn) Hagasamm
YacTMHamu npu nepemilyBaHHi rigpna Hatpito(0,971r, 60%-Ha aucnepcia B macni, 22,07MMOfb), NPU LUbOMY
BiabyBanocsa BuaineHHsa rasy. icns npynuHeHHA rasoBuUAineHHa gofaaBanu 2-gtop-5-TpudpropmeTnnbeHs3oin-
xnopua(5,00r, 22,07vmornb ). PeakuiiHy macy nepemillyBany npu TemnepaTypi NOMeLKaHHSA NpoTaroMm 24 rogviH,
a notim Harpisarm npu 105°C npoTarom 24 roauH. lMicns oXonofKeHHa A0 TeMnepaTypy NOMELUKaHHs peakLiHy
Macy posbasranu gietmnosum edipom i NpoMmBanyu OTPUMaHWA PO3YMH BOAOK i PO3COSMIOM, CYLLIMNN Haz
cynbaToM MarHito, inbTpyBanu i KOHLEHTPYBaNU y BakyyMi, OAEpXYyloun Krenky macy 6inoro konbopy. Lien
NPOAYKT po3TMpanu 3 rekCaHoMm i OpepxKyBanm HeoOXigHwn cknapghui eddip(3,05r, Buxig 39%) y Burnaai Ginoro
nopouky 3 1. nn. 116 - 120,1°C. 'H AMP(CDCI3/300MI'y) 8,52(d, 2H, J=1,6l"y), 8,03(dd, 1H J=8,9y, 2,2I'y),
7,71(d, 1H J=8,9I"u), 4,48(q, 2H, J=7,3I'y), 1,39(t, 3H, J=7,3T"y). FABLRMS m/z 355(M+H). AHan. Po3paxoBaHo
ana CuHgFeOa4: C,47,45; H, 2,28. BcTtaHosneHo: C,47,59; H, 2,43.

Cragis 2. OgepxaHHs eTun-2.6-6ic(tpudropmeTtnn)-4-okco-gurigpobeHsonipaH-3-«apbokcunaTy

Y KpyrnmogoHHy konby MictkicTio 250mMn 3aBaHTaxysanu etnn-2,6-6ic(tpudpropmetnin)-6eH3sonipaH-4-BiH-3-
kapbokcunart, oTpumaHuii Ha ctagii 1(2,307r, 6,513vmons), i TeTparigpodypaH(20Mn), o4epP>XKyHUN PO3YMH ACHO-
XKOBTOro kosmbopy. JopaBanu eTaHon(20mn) i oxonogkKyBanu peakuiiHy cymiw y 6aHi 3 nbogom i cinnto.
MigTpumytoun TemnepaTypy peakuinHoi macu He Buwe 9°C, gogasanu B Asa npuiommn Goprigpna HaTpito(0,246r,
6,513mMorb) i nepemiwyBanu mMacy npoTarom roguHu. [icng uporo macy BunMBanuM Npu iHTEHCUBHOMY
nepemiwyBaHHi B cymiw nboay(200mMn) i KOHUEHTPOBaHOI xrnopucTtoBogHeBoi kucnotm(12N, 5mn), npy upomy
BMnagae ocag. CinbTpyrouM CYCMeH3ito 3 BiACMOKTYBaHHAM, OAEPXKYBaNM HEOOXiAHWIA cknaaHni keToedip(2,204r,
BUXia 87%) y BUrNsi4i NOPOLLKY pOXeBYBaTOrO KOMbOpy 3 YNCTOTOH0, AOCTATHLOIO ATA N0AATbLIOTO 3aCTOCYBAHHA
0e3 [oJaTKOBOro ouULeHHsS; T. nn. 71,8 - 76,9°C. H AMP(aueToH-de/300MI'y) 12,71 (br s, 1H exch), 8,01(d, 1H,
J=2,0l"u), 8,01(d, 1H, J=2,0l"y), 7,88(dd, 1H, J=8,7T"u, 1,8"y), 7,31(d, 1H, J=8,7T'u), 5,98(q, 1H, J=6,6l"u), 4,51-
4,28(m, 2H), 1,35(t, 3H, J=7,0ly). FABLRMS m/z 355(M-H). ESHRMS m/z 355,0394(M-H, PospaxoBaHo
355,0405). AHan. PospaxosaHo ans C14H10FeOa4: C, 47,21; H, 2,83. BctaHoeneHo: C,47,31; H, 2,97.

Cragis 3. OpepxaHHs etnn-2.6-6ic(tpudtopmeTun)-4-TpudTopMeTaHcynb o-2H-1-6eH3onipaH-3-
kapbokcunaty

Y Tpuropny konby MopToHa, o6nagHaHy KpannvHHOK niko i ABoMa npobkamu, 3aBaHTaxyBanu 2,6-Au-
TpeT-6yTvnnipuaud(1,576r, 1,50Mmons), xnopuctun metuneH(12mn), a NnoTiM 3a AOMNOMOrO0 LWNpuLa AoJasanm
aHrigpug TpudptopmeTaHcynbdokmcnot(1,08mn, 1,80r, 1,25Mmornb). [lo UbOro po3dvHy no Kpanmnsx gogasanm
PO34YMH CKNagHOro ketoequipy, oTpumaHoro Ha cragii 2(1,822r, 5,115mMmonb), y xnopuctomy metuneHi(10mn)
npoTtarom 20 xBunuH. MepemiwyBanu peakuiiHy macy npoTarom 48 roamH. OTpuMaHy cycrneHsito maibke 6inoro
LiBiTY MEPEHOCUIM B KPYIMOAOHHY Konby micTkicTio 100Mn i KOHUEHTpYBanu y BakyyMi. 3anuLIOK cycneHayBanm B
aietunosomy edipi(50mn) i dinbTpyBanu 3 BiACMOKTYBaHHAM Ans BuAaneHHs conen. ®inbtpaTt po3basnsanu
pietmnosum edipom(50mn) i npommBann 2N XIOPUCTOBOAHEBOK KWUCIOTOK, OXOMOMKEHOK IbOAOM, MOTIM
po3conoM, cyLumnu Hag kapboHaTomM HaTpito, PiNbTPYBanyM i KOHLEHTPYBANM y Bakyymi, ogepXKytoun HeobXiaHu
Tpndnat(1,64r, Buxia 66%) y BUMMMAAI NOPOLLKY XOBTyBa TO-KOPUYHEBOIO KOMbOPY, WO KOMKYeTbCA. YuctoTta
NPOAYKTY AOCTaTHA ANSA 3aCTOCYBaHHS Ha HACTYMHIN cTagii 6e3 4o4aTKOBOIO OUULLEHHS.

Cragis 4. OgepxaHnHs eTun-2,6-6ic(tpudpropmetnn)-2H-1-6eH3onipaH-3-kapbokevnaty

Y rpywonogibHy konby MicTkicTio 25mn 3aBaHTaxyBanu xnopua niTito(0,136r, 3,219mmorb). Konby
npuegHyBanu OO MiHil BUCOKOrO BakyyMy i HarpiBanv nanbHAKOM Ans BuMAaneHHs Boau, agcopboBaHoi Ha
nosepxHi coni. [Jasanm konbi  ocTyguTMcA OO0  TemnepaTypy  MOMELUKaHHS,  3aBaHTaxyBanu
TeTpakic(TpudeHindocdiv)nanagin(0) (0,124r, 0,107mmornk) i TeTparigpodypaH(2mn). MNpueaHysanu go konbu
3BOPOTHWI XONOAMMBHUK | NpoAyBany ycTaHOBKY a3oToM. [MocnigoBHO gofaBany 3a 4ONOMOTOH LWNpuULla po3ymH
TpudnaTty, oTpumaHoro Ha crtagii 3(0,524r, 1,073mmorb), y TeTparigpodypaHi(2mn) i rigpug TpU-n-
6ymmnonosa(0,32mn, 0,34r, 1,18vmonb). OTpUMaHWiA PO3YMH CBITNO-XOBTOrapsi4oro KOmnbOpy HarpisamM npu
nepewmiwysaHHi npu 50°C npoTsrom roguHu, noTiM npy 60°C NnpoTArom rognHu i, Hapewri, npyn 65°C npoTarom
roavHu. [aesanu cymiwi ocTygumca 0o TemnepaTypu MNoMeLllkaHuHs i BunmBanum ii B 2N XOpUCTOBOAHEBY
KNCMOTy, MnepemillyBann W ekctparyBanu rekcaHom. OpraHiyHMi wap cywmnu Hag cynbdaToMm MmarHito,
inbTpyBanu i KOHUEHTPYBaNKU, 04ePKYI0UYN Macno SCHO-KOPUYHEBOIO KOMbopy. Lie Mmacrno po3umHsanu B rekcaHi i
npomMmBany BOOHUM PO34YMHOM (PTOPUCTOrO aMoHito. MoTiM rekcaHOBUIM PO3YMH CYLUMNKN HaA CcynbdaToM MarHito,
GinbTpyBanu i KoHUeHTpyBanu y BakyyMi. OfgepxyBanum TEMHO-KOBTY MacnsHUCTY TBepay PeYvOBUHY, LIO
TyKagina B nnacrtiB4actuin nopolok(0,443r). Leh npoaykT ounwanu drew-xpomaTtorpadieto(entoeHT - cymill



rekcaHy 3 xnopuctum metuneHom, 4 : 1) i ogepxysanu eTun-2,6-6ic(tpudpropmeTtnn)-2H-1-6eH3onipaH-3-
kapbokcnnat(0,069r, Buxig 19%) y Burnsaai kpuctanivHoi pe4oBuHU Biroro Konbopy 3 YACTOTOR, AOCTaTHbOK Ans
3aCTOCYBaHHS Ha HaCTYIHil cTagii.

Cragis 5. OgepxaHHs 2.6-6ic(TpudtopmeTun)-2H-1-6eH3onipaH-3-kapbOHOBOIT KNCIOTU

[lo po3unHy cknagHoro egipy, oTpumaHoro Ha ctagii 4(0,065r, 0,191mMmonsk), y cymiwi TeTparigpodypany,
eTaHonyi Boau(7:2:1, 1mn) goaaBany o4HO NopLieto Npyu TemnepaTtypi NOMELLKaHHS BOAHUIA PO34MH rigpokcuay
HaTpito(0,084mn, 0,210Mmorb) i nepemiwyBany NpoOTAroM Houi. PeakuiiiHy Cymill 4acTKOBO KOHLEHTpYBanu y
BaKyymi, OAEpPXYlouM NpPO30pPUMA CUPOMN SCHOKOBTOro Kombopy. Llen cupon posbasnsmm Bogoto(5mn) i
poscorom(1mMn) i npomuBanu gietunosum edipom(3 pasu no 5mn). BogHy a3y npoaysanu as3oTtoMm And
BUAANEHHa 3anuwkoBoro eduipy. [ogasanu Ao Hel Npu nepemillyBaHHi KOHLEHTPOBaHY XIOPWUCTOBOOHEBY
KMUCNOTY, NPV UbOMY YTBOPIOBaBCA Ayke ApibHun Ginui ocaa. CycneHsito ekcTparyBanu pietunosuMm edgipom,
edipHy a3y cywmnu Hag cynbgatoM HaTpilo, dinbTpyBanu i KOHUEHTpyBanu, MoBifbHO BUMAPHOOYM Mpu
aTtMocdepHoMy Tucky. OTpuMaHuii NpoAYKT NMepekpucTanisoByBanu 3 rekcaHy n etunauetaty. OgepxkyBanu
CMOSyKy, 3a3HadeHy B 3aronosKyg0,038r, Buxig 64%), y Burnsgi opibHO3epHUCTOro XOBTYBATO-KOPUYHEBOIO
nopouky 3 T. nn. 143,5 - 145,2°C. 'H AMP(aueToH-de/300MI'u) 11,97-11,67(br s, 1H), 8,03(s, 1H), 7,92(s, 1H), 7,
77(d, 1H J=8,5Iy), 7,26(d, 1H J=8,7Ty), 5,96(q, 1H, J=7,0ry). FABLRMS m/z 311(M-H). ESHRMS m/z
311,0107(M-H, Po3paxoBaHo 311,01430).
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5,6,7-Tpuxnop-2-tpudropmeTnn-2H-1-6eHsonipaH-3«kapboHoBa k1croTa
3 3,4,5-tpuxnopdeHony ogepxysanu 4,5,6-TpuxnopcaniumMnoBuin anbgerig 3a MeToAMKOH, aHanoriyHo
onucaHin B MMpuknagi 11, cragia 1. 4,5,6-Tpuxnopcaniuvnosuii anbgeri OyB nNepeTBOPEHUIn y CMOMYKY,
3a3HayeHy B 3arofioBKy, 3a MeTOAUKO, aHanoriyHow onucaHin B Mpuknaai 1. T. nn. oTpumaHoro npoaykty 236,2
- 239,3°C. 'H SIMP(aueToH-de/300MIL) 8,05(s, 1H), 7,40(s, 1H), 5,99(q, 1H, J=7,0ry). ESLRMS 345(M-H).
ESHRMS m/z 344,9113(M-H, Po3spaxosaHo 344,9100). AHan. Po3paxosaHo ansa C11H4Cl3F303 + 0,89 wt% H20:

C,37,68;H,1,25;Cl, 30,33. Bctanosneno: C, 37,48; H, 1,25; Cl, 30,33.
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cl 2y ~COH
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Cl
6,7,8-Tpuxnop-2-tpudropmeTnn-2H-1-6eHsonipaH-3«apboHoBa k1cnoTa
3 2,3,4-TpuxnopdpeHony ogepxxyBanu 3,4,5-TpuxnopcaniunMnoBuii anbgerig 3a MeToAMKOH, aHanoriyHoH
onucaHin B MMpuknagi 11, cragia 1. 3,4,5-Tpuxnopcaniunosuii anbgerin 6yB NepeTBOPEHUN Yy CrOMYyKY,
3a3HayeHy B 3arofoBKy, 3a MeTOAMKO, aHanoriyHow onucaHin B MNpuknaai 1. T. nn. oTpumaHoro npoaykty 222,0
- 225,3°C. ESLHRMS 345(M-H). EIHRMS m/z 344,9117(M-H, Po3paxosaHo 344,9100). AHan. Po3paxoBaHo And
C11H4Cl3F 303 + 1,56 wt% H20: C, 37,43; H, 1,32; Cl, 30,13. BctaHosneHo: C, 37,79; H, 0,93; Cl, 29,55.
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7-eTnn-2-tpugtopmeTun-2H-1-6eH3onipaH-3-kapboHoBa KucnoTa

3-eTnndeHoN nepeTBOpOBaNU B CMOMYKY, 3a3HaYeHy B 3arofloBKY, 3@ MEeTOAMKOK, aHaIoryHO OnMcaHin B
Mpwknagi 2. T. nn. oTpumaHoro npoaykty 167,0 - 168,6°C. H AMP(CDCI3/300MI'y) 7,84(s, 1H), 7,15(d, 1H,
J=7,5Tu), 6,84(m, 2H), 5,66(q, 1H, J=6,8I'y), 2,63(q, 2H, J=7,7Ty, J=7,7Ty), 1,24(t, 3H, J=7,7Tu). AHan.
PospaxosaHo ans C13H11F303: C, 57,36; H, 4,07. BctaHoeneHo: C, 57,25; H, 4,10.

Mpwknaa 86
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6-meTuncynbdinin-2-tpudropmeTnn-2H-1-6eH3onipaH-3-«kapboHoBa KucrnoTa

CTragis 1. OgepxaHHa eTun-6-metmncyne iHin-2-tpucropmeTmn-2H-1-6eH3onipaH-3«apbokcunaty

Emmn-6-metnntio-2-tpudtopmeTun-2H-1-6eHsonipaH-3-«kapbokcmnat, oTpUMaH1in 3a MeTOOUKOK, OMNCAHO
B lNMpuknaai 2, cragia 2(1,014r, 3,18MMonb), pO34MHAIM B XIOPUCTOMY MeTUMeHi n oxonogxysanu go -50°C B



Cymiwi cyxoro nboay 3 auetoHom. [logasanu npu nepemillyBaHHi mMeTaxnoprigponepeknc 6exsoina(0,91r 60%-
Horo peakTusy, 3,18MMorb) i BUTpUMYBanu npoTsrom 3 roavH. [logaBany OO peakLujiHoOi Macy BOOHUIA PO34MH
GicynbchiTy HaTpito(40mn, 0,25 M). [JogaBanu AoAaTkOBY KifbKiCTb XIOPUCTOrO MeTWUNeHy, nepemiwysBanu i
po3ainsanu wapwu.

OpraHiyHy a3y npomuBarmM BOAHMM po34MHOM bBicynbdpiTy HaTpito, HacMyeHUM BOOHWM PO3YMHOM
GikapboHaTy HaTpito, pO3CONIOM, CylMNM HaZA cyrnbdaToM MarHito, inbTpyBanu i KOHLEHTPYBanM, O4EPXKYH4N
Macno. Lle Macno po3uvHAnmM B i300KTaHi(2Mn) i KOHUEHTPYBaNU, OAEPKYIOYM MACHO, WO KPUCTamM3yeTbCsl Npu
cTosiHHI. [logaBanu rekcaH, HarpiBanu po3uyvH i gogaBanm XOPUCTUA MeTUNEeH A0 YaCTKOBOrO PO3UMHEHHS.
Micns oxonomKeHHs i CTOAHHA MPOTAroM HOu CycrneHsito inbTpyBanu 3 BiACMOKTYBAHHAM i ogepXysBanu
cknagHui edoip, 3amiweHuni cynbdokeunagom(0,753r, Buxig 71%), y BUrnsai rondactmx kpucranis 6inoro konbopy 3
T. nn. 92,2 - 98,4°C. Yuctota cknagHoro ecdvipy 6yna OocTaTtHbOK AN MOro 3acTtocyBaHHA 6e3 4oaaTkoBOro
OYMLLEHHS.

Cragis 2. OgepxaHHs 6-meTuncynb iHin-2-TpudgTopmeTnn-2H-1-6eH3onipaH-3-«kap6o0HOBOT KUCNOTH

[o posunHy cknagHoro edipy, oTpumaHoro Ha cragii 1(0,683r, 2,043vmornk), y cymiwi TeTparigpodypaHy,
eTaHony i Boau(7:2:1, 4mn) gogasanu nNpu nepemillyBaHHI BOOAHWA PO34uH rigpokemay Hatpito(0,98mn 2,5M
po3umnHy, 2,45mMmonb). lMicna nepemillyBaHHA NPOTAroM 12 roAMH CyMill YaCTKOBO KOHLIEHTPYBanuM y Bakyymi ans
BMAANEHHS OpraHiYHMX po34MHHKKIB. 3anumiok po3basnsanu Bogo, npoMusanu gieTmnosuM edipom, npoaysanm
a30TOM Ans BUOaneHHd 3anuvLKOBOro AieTMNnoBoro edipy i NigKMcnsanm KOHLEHTPOBAHOK XIOPUCTOBOAHEBOK
KMCMOTOLO; NMpU LibOMY YTBOpIOBanacsa mMacnsHucTa cycneHsis. Liio cycneHsito ekctparyBanu agietmnosum edipom,
edipHy dasy cylumnu Hag cyrnbdaTtoM MarHito, inbTpyBanu i KOHUeHTpyBanu y BakyyMi. OgepikyBanu Cnomyky,
3a3HauyeHy B 3aronoeky, y Bumsgai 6inoro nopowky(0,425r, Buxig 68%). T. nn. 148,3 - 151,0°C. H AMP(aueToH-
de/300MI'y) 7,99(s, 1H), 7,82(s, 1H), 7,78-7,68(m, 1H), 7,24(d, 1H, J=8,3), 5,92(q, 1H, J=7,1), 2,73(s, 3H).
FABLRMS m/z 307(M+H). ESHRMS m/z 305,0098(M-H, PospaxosaHo 305,0095). AHan. PospaxoBaHo Ans
C12HoF304S+1: C, 47,06; H,2,96; S, 10,47. BctaHoBneHo: C, 46,69; H, 2,86; S, 10,45.

Mpuvknag 87
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5,8-guxnop-2-tpugtopmeTun-2H-1-6eH3onipaH-3-kapboHoBa kucnoTa

3 2,5-gnxnopdeHona ogepxysanu 3,6-guxnopcaniunoBuii anbaerif 3a MeTOAMKOH, aHaroriYHo OnucaHin
B Mpuknagi 2, ctagisa 1. 3,6-guxnopcaniunnoBnin anbaerig 6yB NnepeTBOPEHUI y CNIONYKY, 3a3Ha4YeHy B 3arosioBkKy,
3a MeToAMKOI, aHarnoriyHot onucaHin B Mpuknagi 11, cragii 2 i 3. T. nn. otpumaHoro npogykty 205,7 - 207,1°C.
'H AMP(aueToH-de/300MI'y) 8,02(s, 1H), 7,53(d, 1H J=8,7T'u), 7,22(d, 1H J=8,7Tu), 6,04(q, 1H, J=7,1Tu).
FABLRMS m/z 311(M-H). ESHRMS m/z 310,9506(M-H, PospaxoBaHo 310,9490). AHan. Po3paxoBaHo Ans
C11H5CI2F303 + 0,63 wt% H20: C, 41,94; H, 1,67. BctaHoBneHo: C,41,54; H, 1,27.

Mpwknap 88
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6-neHTadptopeTMn-2-TpucpropmeTnn-2H-1-6eH3onipaH-3«apboHoBa kucroTa

CTragis 1. OgepkaHHa etun-6-neHTagropeTmn-2-tpudpropmemn-2H-1-6eH3onipaH-3-kapbokcmnarty

MeHTadropnponioHaT kanito(0,476r, 2,35Mmonb) po3ymHanu B Tonyoni(6mn) i gumeTundopmamigi(6mn).
MpueaHyBanu peakujiiHy NocyauHy A0 AMCTUNALIMHOT roniBku i goJaBanu npu nepemiluyBaHHi nogmncty migs(l)
(0,471r, 2,474mmonb). HarpiBarm peakuivHy macy no 120°C v Bugananu tonyon guctunsuieto. Jogasam eTtun-
6-nop-2-tpudptopmeTnn-2H-1-6eH3onipan-3-«kapbokcmnart, oTpyMaHuii 3a METOAMKO, onmcaHoto B Mpuknagi 72,
ctagia 3(0,469r 1,178umornb), i HarpiBanu peakuinHy macy npu 150°C npoTtarom 2 roawH. Jasanu cymii
OCTYyAUTUCA OO0 TemnepaTypu MOMELLKaHHA i po3nodinanu ii Mk gietunosum edipom i Bogoto. OpraHiuHy dasy
Cywmnu Hap cynbaTom Marsito, inbTpyBanu i KOHUEHTpYBanu y BaKyyMmi. 3anvok ouuvwanu dnew-
xpomaTtorpadieto(cunikarens-60, enioeHT - cymill rekcaHa 3 etunauetatom, 8:1) i nicra KOHUEHTpyBaHHS
pPO34MHy ogepxKyBanu HeobxigHwi ckragHun ediip(0,096r, Buxig 21%) y BUrnsAi )oBTyBaTO-KOPUYHEBOI TBEPAOT
Macw 3i CTyrneHem 4MCTOTW, AOCTaTHLOT AN 3aCTOCYBaHHSA Ha HACTYMHIN ctagii 6e3 40AaTKOBOIO OYULLEHHS. H
AMP(aueToH-de/300MI'y) 8,04(s, 1H), 7,91(d, 1H J=2,2I'y), 7,74(dd, 1H, J=8,7, 2,2I'y), 6,00(q, 1H, J=7,1Tu),
4,42-4,24(m, 1,34(t, 3H, J=7,3T"L).

CTagisn 2. OgepxaHHs 6-neHTadTopeTnn-2-TpudptopmeTnn-2H-1-6eH3onipaH-3-«apBGoHOBOT KUCNOTH

Jo po3umHy cknagHoro edipy, oTpumaHoro Ha ctagii 1(0,090r, 0,231mmorns), y cymiwi TeTparigpodypaHy,
eTaHony i Bogu(7:2:1, 4mn) gogasanu nNpu nepemillyBaHHI BOOHWA poO34uH rigpokemay Hatpito(0,11mn 2,5M
po34mnHy). lMicna nepemilyBaHHA NPOTAroM 16 rogvH Cymill HYacTKOBO KOHLIEHTPYBaNW y BakyyMi ANs BUAANEHHS
OpraHiyHMx po34YMHHUKKIB. 3anuwok po3baBnanu BoAolo, MNpoMuBanu AdieTunosuMm edipom. BogHy dasy
NigKMCNANM KOHUEHTPOBAHOK XITOPUCTOBOAHEBOK KUCMOTO, ekcTparyBanu gietunosum edipom, eqipHy dasy
CyWwmnun Hag cyrnbdaToM Marhito, inbTpyBanu i KOHUEHTPYBanu y Bakyymi, OAepxytoun macno. Macno ouvwanm
drieww-xpomatorpadieto(4iokeva KPeMHilo, enoeHT - Cymill rekcaHy 3 eTurauetatom, 3:1, i3 gogaBaHHaM 5%
ouToBOi KncnoTn). OgepxyBanu KUCIoTy, 3a3HadeHy B 3aronoeky(0,020r, Buxia 24%), y Burnagi 6inoro nopoLuky



3T1.0n.162,3 - 164,7°C. H AMP(aueToH-de/300MIM) 8,05(s, 1H), 7,90(s, 1H), 7,74(d, 1H J=8,7Tu), 7,29(d, 1H,
J=8,7Tu), 5,97(q, 1H J=6,8I"y). FABLRMS m/z 361(M-H). ESHRMS m/z361,0111(M-H, Po3paxoBaHo 361,0094).
Mpuknag 89
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6-(1,1-gumeTuneTun)-2-tpudtopmeTnn-2H-1-6eHsonipaH-3-kapboHoBa kucriota

4-TpeT-6yTMNndeHON MepeTBOpoBany B CMOMYKY, 3a3Ha4yeHy B 3arofioBKy, 3a METOAMKOK, aHanorivyHow
onucaHin B Mpuknagi 2. T. nn. otpumaHoro npoaykty 170,6 - 173,2°C. H AMP(aueToH-de/300MI'y) 7,89(s, 1H),
7,5-7,4(m, 2H), 6,93(d, 1H J=8,4), 5,76(q, 1H J=7,2), 1,3(s, 9H). AHan. Po3paxoaHo gna C1sH103F3: C, 60,00;
H, 5,04. BctaHoBneHo: C, 59,93; H, 5,12.

Mpuknag 90

5-rigppokcumeTnn-8-meTnn-2-tpudtopmeTmn-2H-nipaHo[2,3-clnipuanH-3-«ap6boHoBa kucnoTa

3-rigpokcumeTun-5-metnn-4-opMinmipuanH nepeTeoOpioBanyM B CrOMYKY, 3a3HayeHy B 3arorfioBky, 3a
MeToAVKO, aHanoriyHoto onucawin B MNMpwuknaai 1. T. nn. oTpumaHoro npoaykty 76,1 - 80,1°C. H AMP(aueToH-
de/300MI'u) 8,15(s, 2H), 5,93(q, 1H, J=7,2I'u), 1,3(s, 9H), 5,30(br s, 1H), 4,79(br s, 1H), 2,41(s, 3H). ESHRMS
288,0485(M+H, PospaxoBaHo 288,0483).

Mpwknag 91
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2-tpudpropmeTn-6-[(TpudropmeTnn)Tio]-2H-1-6eHsonipaH-3-«kapboHoBa kncnoTa

3 4-(TpudptopmeToKcu)dbeHony oaepxysanu S-(TpudropmeToken)caniumnoBuin ansgeria 3a MeToAuKolo,
aHanoriyHoto onucanin B Mpuknagi 2, ctagia 1. 5-(TpudTtopMeToKey )caniumnoBuii anbaerig 6yB nepeTBOpeHnii y
CMOJYKY, 3a3HayeHy B 3arosfioBKky, 3a METOAMKOW, aHaroriyHow onucanin B Mpwknaai 11, cragii 2 i 3. T. nn.
oTpumaHoro npoaykty 139,1 - 143,2°C. 'H AMP(aueToH-de/300MIMu) 7,95(s, 1H), 7,88(d, 2H, J=2,4T'u), 7,71-
7,75(m, 1H), 6,93(d, 1H, J=8,7T"u), 5,91(q, 1H, J=6,9Iu). AHan. Po3apaxoBaHo ansa C12HsO3F3S: C, 41,87; H, 1,76.
BctaHoBsneHo: C, 41,94; H, 1,84.

Mpwvknag 92
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6-TpncbropmeTnn-6H-1,3-giokcono[4,5-g][1]-6eH3onipaH-7«apboHoBa kncroTa

4-tpeT-6yTNnbeHON MNepeTBOPIOBANM B CNOMYKY, 3a3Ha4yeHy B 3arorfioBky, 3a MEeTOAMKO, aHamnoriyHo
onucaHin B MNpuknagi 2. T. nn. oTpumaHoro npoaykTy 245,8 - 247,8°C. H AMP(aueToH-de/300MIML) 7,77(s, 1H),
6,95(s, 1H), 6,12(s, 1H), 6,05(d, 2H, J=0,90r4), 5,91(q, 1H J=7,2l'y). AHan. Po3paxoBaHo ans CiH7OsF3: C,
50,01; H, 2,45. BctaHoBneHo: C, 50,02; H, 2,50.

Mpwvknag 93
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8-eTokcn-2-TpudptopmeTnn-2H-1-6eHsonipaH-3-«kapboHoBa kMcnoTa

3 2-eTokcvicbeHONy odepyBanu 3-eToKkcUcanigunoBuin anbAerin 3a MeToavKO, aHarnoryHoOK OMUCaHin B
Mpwuknagi 11, ctagia 1. 3-eTokcucaniuunosui anbaerig 6yB nepeTBOPEHW y CNOMYKY, 3a3HayeHy B 3arofioBky, 3a
MeToAuKOol, aHanoriyHoto onucadin B lMpuknagi 1. T. nn. oTpumaHoro npogyty 1594 - 160,9°C. 'H
AMP(aueToH-de/300MI'n) 7,86(s, 1H), 6,97-7,14(m, 3H), 5,83(qn-r, 1H, J=7,2I"u), 4,12(q, 2H, J=7,2I"u), 1,38(t, 3H,
J=7,2I"'u). FABLRMS m/z 289,0656(M+H, Po3paxoBaHo 289,0686). AHan. Po3spaxoBaHo gns Ci3H11F304: C,



54,17; H, 3,85. BctaHoeneHo: C, 54,06; H, 3,83.
Mpuknag 94
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6-xnop-2,7-6ic(tpudtopmeTnn)-2H-1-6eH3onipaH-3-kapboHoBa kncnoTa

4-xnop-3-(TpudropmeTnn)deHon nepeTBOPOBaNM B CMOJMYKY, 3a3Ha4veHy B 3arofioBKy, 3a MeTOAUKOLo,
aHanoriyHow onucadin B Mpuknagi 11. T. nn. oTpumaHoro npogykty 180,9 - 1824°C. H AMP(aueToH-
de/300MI'y) 7,96(s, 1H), 7,84(s, 1H), 7,47(s, 1H), 5,96(q, 1H J=6,8), 2,50 i3 - 3. FABLRMS m/z 345(M-H).
FABHRMS m/z 344,9767(M-H, PospaxoBaHo 344,9753). AHan. PospaxoBaHo anst C12HsCIFsOs: C, 41,58; H,
1,45; Cl, 10,23. BctaHoBneHo: C, 41,57; H, 1,50; Cl, 10,33.

Mpwknag 95

5-meToKCU-2-TpUdTopmeTnn-2H-1-6eH3onipaH-3-kapboHoBa KMcnoTa

6-meToKCucaniunoBUn anbAerii NepeTBoOptoBaniv B CMOMYyKY, 3a3HayeHy B 3aronoBky, 3a MeTO,EI,VIKOPO
aHanoriyHoto onucaHii B lMpuknagi 11, cragii 2 i 3. T. nn. oTpumaHoro npoaykTty 204,5 - 206,7°C. H
AMP(aueToH-de/300MI'y) 8,08(s, 1H), 7,38(dd 1H, J=8,5I'y 8,3I"u), 6,74(d, 1H J=8,5I'y), 6,65(d, 1H, J ), 5,80(q,
1H, J=7,2I"u), 3,94(s, 3H). FABLRMS m/z 273(M-H). EIHRMS m/z 274,0444(M’, Po3paxoeaHo 274,0453). AHan.
PospaxosaHo ana C1oHoF304: C, 52,57; H, 3,31. BcTtaHoBneHo: C, 52,47; H, 3,34.

Mpuknag 96

6-6eH30in-2-tpudtopmeTnn-2H-1-6eH3onipaH-3-«kapboHoBa kucnoTa

Cragisa 1. OgepxaHHsa eTnn-6-6eHsoin-2-tpudropmeTun-2H-1-6eH3onipaH-3-«kapbokecunaTty

ETnn-2-tpudptopmetnn-2H-1-6eHsonipaH-3-«kapbokcmnar, oTpuMaHuii 3a MeToaukoto, onncaHot B Mpuknagi
10, cragia 1(1,59r, 5,8mmorb), po3uvHanuM B 1,2-guxnopeTaHi(3mn) i gogaBarm go oxonomxkeHoi go 0°C
cycneHsii xmopucTtoro anomiHito(2,59r, 19,4vmone) y 1,2-auxnopetaHi(3mn). Jogasann po3vnmH XIOPUCTOro
6eH3oina(1,01r, 7,2mmornb) y 1,2-guxnopeTaHi(3mn), HarpiBanu peakuiviHy macy go 80°C n nepemiwysanm
npotarom 4 roauvH. Bunueanu cymiw y 3N po3unMH XMOPUCTOBOAHEBOI KMCMOTM 3 NbOAOM i ekcTparysanu
etunauetatoMm. O6'egHaHi ekctpak™m npomuBanu 3N XIOPMCTOBOOHEBOK KUCHOTOK, HACUYEHVMM PO3YMHOM
bikapboHaTy HaTpilo, PO3COMOM, CYLLMNWN Hag CyrbdaToM MarHilo i KOHUEeHTpyBanu y Bakyymi. Cupuin npoaykt
ounwanu dnew-xpomaTorpadieto Ha cunikareni(enoeHT - CyMmil rekcaHy 3 etunaueTtatom, 9:1) i ogepxysanu
HeoOXigHui cknagHwi edhip(0,26r, Buxig 12%) y Bumsaai kpuctaniyHoi pevyoBuHu Binoro koneopy 3 T. nn. 114,7 -
116,1°C. "H AMP(CDCI3/300Mr) 7,82(dd, 1H J=8,5I'y 2,0rw), 7,76(m, 4H), 7,61(m, 1H), 7,50(m, 2H), 7,09(d,
1H, J=8,7T"u), 5,79(q, 1H, J=6,8"u), 4,34(m, 2H), 1,36(t, 3H, J=7,2T").

CTagisn 2. OgepxaHHs 6-6eH301N-2-TpudtopmeTun-2H-1-6eH3onipaH-3-«apBoHOBOT KUCNOTH

CknagHun eddip, otpumaHunm Ha ctagii 1(0,24r, 0,64mmonb), posunHAnM B TeTparigpodypaHi(2mn) i
eTaHoni(2vn), o6pobnanu 2,5N BOAHUM po34nMHOM rigpokcuay HaTpito(1,5mn, 3,8MMornk) i nepemiwyBanu npu
TemnepaTypi noMelKaHHA npoTaroMm 4,3 roguHu. PeakuinHy cyMill KOHLEeHTpyBanu y Bakyymi, nigkucnsmm 3N
XNOPUCTOBOAHEBOIO KMCMOTOW, NpU LUbOMY BUNagas ocaf. Teepdy dasy BigokpemroBanu inbTpyBaHHAM i
neperVICTaJ'II3OByBaJ'IVI 3 €TaHOsbHO- BOAHOI cymiwi. OgepxyBanu TBepay peyvoBuHy 6inoro konbopy(0,14r, Buxig
61%) i3 T. nn. 269,8 - 270,8°C. 'H AMP(aueToH-de/300M ) 8,04(s, 1H), 7,99(d, 1H J=2,0ry), 7,88(dd, 1H
J=8,5Iy 2,0lru), 7,79(m, 2H), 7,68(m, 1H), 7,57(m, 1H), 7,23(d, 1H, J=8,6l'u), 5,98(q, 1H, J=7,0l"y). FABLRMS
m/z 347(M-H). ESHRMS m/z 347,0560(M-H, PospaxoBaHo 347,0531). AHan. PospaxosaHo ans CqgH11F304: C,
62,08; H, 3,18. BctaHoeneHo: C, 61,48; H, 3,22.

Mpwknap 97

6-(4-xnop6eHsoin)-2-TpudropmeTnn-2H-1-6eH3onipaH-3-kapboHoBa KMcnoTa
Lle noxinHe 2H-1-6eH3onipaH-3-«apboOHOBOI KACNOTN OOepKyBanu 3a METOAMKOK, aHamnoriYyHOK ONMUCcaHil B



Mpvknagi 96. T. Nn. oTPUMaHOTO NPOAYKTY 268,3 - 269,4°C. 'H SIMP(aueToH-de/300MI) 8,03(s, 1H), 7,99(d, 1H
J=2,0l"u), 7,89(dd, 1H, J=8,5I'u, 2,0l"y), 7,81(d, 2H, 5I'y), 7,62(d, 2H, J=8,5I"u), 7,23(d, 1H, J=8,5I"y), 5,98(q, 1H,
J=7,1T"u). FABLRMS m/z 381(M-H). ESHRMS m/z 381,0135(M-H, Po3paxoeaHo 381,0141). AHan. Po3paxoBaHo
ana C4sH10CIF304: C, 56,49; H, 2,63; Cl, 9,26. BctaHoBneHo: C, 56,35; H, 2,66; Cl, 9,34.

Mpwknap 98
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6-(4-rinpokcnbeHsoin)-2-tpudpropmeTnn-2H-1-6eH3onipaH-3-«apboHoBa KmMcnoTa

Lle noxigHe 2H-1-6eH3onipaH-3-kapOOHOBOT KACNOTW OJepXKyBanu 3a MeTOAMKOK, aHasoryHO OMNUCAHIA B
Npwknagi 96. T. nn. oTpUMaHoro NpoaykTy 234,0 - 239,5°C. 'H SIMP(aueToH-de/300MI) 8,03(s, 1H) 7,92(d, 1H,
J=2,0l"u), 7,83(dd, 1H, J=8,5I"u, 2,0ry), 7,74(d, 2H, J=8,7T"u), 7,20(d, 1H, J=8,5I"y), 7,00d, 1H, J=8,7Tu), 5,94(q,
1H, J=7,1T'u). ESHRMS 363,047 1(M-H Po3paxoBaHo 363,0480).

Mpwknag 99
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6-deHoken-2-TpudpropmeTnn-2H-1-6eHsonipaH-3«apboHoBa knucnota

3 4-deHokcudpeHona ogepKyBanu 5-ceHokcmcaniuunoBmin aneaeria 3a MeToAMKO, aHarnoriYHOK ONMCcaHiIn
B Mpwuknagi 2, ctagia 1. 5-deHokcucaniumnosun anbaeria 6yB nepeTBOPEHUN y CNOMYKY, 3a3Ha4YeHy B 3arofoBkKy,
3a MeToAMKOI, aHarnoriyHot onucaHin B Mpuknagi 11, cragii 2 i 3. T. nn. otpumaHoro npoaykTy 184,9 - 186,4°C.
'H AMP(aueToH-de/300MI'y) 7,90(s, 1H), 7,39(m, 2H), 7,20(d, 1H, J=2,0l"u), 7,08(m, 3H), 7,02(m, 2H), 5,98(q,
1H, J=7,2l'y). FABLRMS m/z 335(M-H). FABHRMS m/z 337,0663(M+H, PospaxoBaHo 337,0687). Anan.
PospaxosaHo gns C47H11F304: C, 60,72; H, 3,30. BctaHoeneHo: C, 60,62; H, 3,29.
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8-xrop-6-(4-xnopdeHokcn)-2-TpudropmeTun-2H-1-6eH3onipaH-3-«kapboHoBa kncrnoTa

CTtapisa 1. OgepxaHHa 5-cheHoKCcUcaniuMnoBoro anbaerigy

Ho Ttonyony(50mMn) gopaBanu eTtunMarHinGpomia(67,5mn npubmmsHo 3M posuvHy B gieTunoBomy edipi,
202,5vmorb). Oo uiei cymiwi popaBanu po3uwiH 4-ceHokcundeHona(25,00r, 134,26mMmorns) y AieTMnoBoMy
egipi(35mn), npyn uboMy BUAINABCA ra3. Harpisanu peakuinHy macy o 80°C, npu upOMYy BiArOHABCS LieTUNOBUIA
edip. [opasannm pgo wmacu Tonyon(300mn), rekcameTtundgocdopamin(23,4mn, 24,059r, 134,26mmonb) i
napadopmansaerig(10,07r, 335,65Mmone) i HarpiBanv npu 85°C npotsarom 4 roguH. OxonoaxyBanu peakuiiHy
CyMill 4O TemMnepaTypy noMelukaHHsa i nigkucnam 2N XnopuCcTOBOAHEBOK KMCNoTo. Po3ainanu wapwu, 3dupanm
opraHivyHy cpasy i npomwmearm ii po3conom. 3'eAHaHi BOAHI Llapu ekcTparyBanu X1OpUCTUM METUIIEHOM.
3'egHyBanu opraHiYHi po3YnHK, CylMnWM Hag cynbdaToM Markito, inbTpyBanu i KOHUEHTPYBanu y BaKyyMmi,
OZIEPXKYIOYM Macro XOBTOro koneopy. Lle macno ouvwanu dnew-xpomaTtorpadieto Ha AiokCuai KpEMHito(eNoeHT
- Cymiw rekcaHa 3 etunaueTtatom, 95:5). lMicna KoHueHTpauii UiNbLOBMX dpakuii y Bakyymi ogepxyBanu
HeobXigHWN caniunnoBui anbaerig y Burnagi 6nigo-xostoro nopowky(12,0r, Buxig 42%), OCTaTHbO YACTOrO Ang
3aCTOCYBaHHS Ha HaCTYNMHUX CTagisix.

Cragis 2. OgepxaHHs 3-xrnop-5-(4-xnopdeHokcu)caniumnoBoro anbaerigy

o posuuHy caniumnosoro anbaerigy, otpumaHoro Ha ctagii 1(0,981r, 4,58vmornk), B ouToBI KMCNOTiI(20M1)
Jojasanu 4yepe3 TpYOKy Xrop A0 AOCATHEHHSI CTiiKOro XOBTOro 3abaperneHHs xnopy. licns nepemillyBaHHS
npoTarom 4 roAwH npu TemnepaTypi MOMELUKaHHa peakuiiHy Macy npoyBanu asoToM i po3baBnsnu
BoAot0(50mn). OTpuMaHy MacrsiHUCTY CYCMeH3it0 eKcTparyBanm Xnopuctum meTturneHom. MNpomuBanu opraHiyHy
a3y pos3unHom BicynbiTy HaTpilO, Cylmnu Hag cynbdatom marHito, inbTpyBanu i KOHUEHTPYBanu y Bakyymi,
ofepXytloun anxrnopnoxigHe caniumnosoro anbAerigy y sumsai xostoro macna(0,66r, suxig 51%), gpoctatHbo
YMCTOrO ANs1 3aCTOCYBaHHA Ha HACTYMHUX CTajisax 6e3 4oAaTKOBOrO OYULLEHHS.

CTtagisa 3. OgepxaHHa eTun-8-xnop-6-(4-xnopdeHokcun)-2-tpudpropmetnn-2H-1-6eH3onipaH-3-kapbokcmnaty

Cymiw gumxnopnoxigHoro caniunosoro aneferigy, oTpumaHoro Ha cragii  2(0,66r, 2,3mMorb),
Tpuetnnaminy(0,49r, 4,8mmone) i etun4,4,4-tpudptopkpoToHaTy(0,59r, 3,5MMonb) y aumeTuncynbdokenai(smn)
HarpiBanu npu 85°C npotsarom 3,5 roauvH. [OaBanu cymiwi OCTygMTUCA OO TemnepaTypu MNOMEeLIKaHHS i
po3baenanu ii etmnauetatom(50mn). OtpumaHy cymiw npomusanu 3N XIOpPUCTOBOAHEBOI kucnoTtowo(50mn),
BOOHMM po3umHOoM kapboHaTy kanito(10% mac, 2 pasv no 30mn) i posconom. OpraHiyHy dasy cywmnu Hag
cynbdaToM MarHito, inbTpyBanu i KOHUEHTPpYBanu y BakyyMi, OOepXylouM Macrio KOpMYHeBoro kombopy. Lle
Macno ouvwanu drel-xpomaTorpadieto Ha AiOKCUAI KPEMHIIO(€MEHT - CyMill rekcaHa 3 eTunauertaTtom, 9:1) i



ofepxyeBanu 3amiweHwn 2H-1-6eHsonipaH(0,39r, Buxig 39%), OOCTAaTHLO YUCTMI AONA 3aCTOCYBaHHA Ha
HaCTyNHWX cTagisx 6e3 4OAaTKOBOIO OUYULLEHHS.

CTtagisa 4. OgepxaHHa 8-xrop-6-(4-xnopdeHokcun)-2-TpudpropmeTnn-2H-1-6eH3onipaH-3-kapOoOHOBOT KNCTOTH

o posuuHy 3amiweHoro etunosoro egipy 2H-1-6eH3onipaHa, otpumaHoro Ha cragii 3(0,37r, 0,85mmorb), y
cymiwi etaHony 3 TteTparigpodypaHom(1:1, 4mn) godaBanu po3uuH rigpokeuay Hatpito(2mn 2,5N po3uunHy,
5mmornk). Micna nepemilyBaHHA NpoTArom 6 roAvH Cymill KOHUEHTpYBanu y Bakyymi. lMpu nigkucnoBaHHi
danuwky 3N XTOPUCTOBOAHEBOK KWUCMOTOK BUAINSABCA 0cCad, WO BigokpemmoBarmm QinbTpyBaHHAM i3
BiACMOKTYBaHHAM. OTpumaHuii TBEpAMMA NPOAYKT MNepekpucTani3oByBanM 3 e€TaHOMNbHO-BOAHOI Cymili W
OflepXyBanu Cronyky, 3a3HayeHy B 3arofioBky, y BUrnaAgi Kpuctanis xostoro konbopy(0,134r, suxig 38%) i3 T. nn.
2278 - 228,9°C. 'H AMP(aueToH-de/300MI) 7,93(s, 1H), 7,42(d, 2H, J=8,9I), 7,24(s, 2H), 7,12(d, 2H,
J=89Iu), 5,97(q, 1H, J=7,1Tu). FABLRMS m/z 403(M-H). FABHRMS m/z 405,9790(M+H, PospaxoBaHo
405,9801). AHan. PospaxoBaHo ans C17HoCIF304 + 2,33% H20: C, 49,22; H, 2,45. BctaHoeneHo: C, 49,19; H,
2,27.
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2-tpudpropmeTnn-6-[4-(tpudpropmeTnn)deHokcul-2H-1-6eH3onipaH-3-kapboHoBa KucnoTa

3 4-(4-TpudtopmeTundeHin)deHony ogepxysann 5-(4-tpudpropmeTtundeHin)caniumnosnin  anbaeria  3a
MeToAuKo, aHamnoriyHoto onncarin B lMpuknagi 2, ctagia 1. 5-(4-TpudtopmeTundeHin)caniumnosui ansaerig
6yB NMepeTBOPEHMI Yy CMOMYKY, 3a3Ha4YeHy B 3arofioBKy, 3a MeTOAMKO, aHaroriyHo onucaHin B MNpuknag 11,
cragii 2 i 3. T. nn. otpumanoro npoaykty 153,5 - 154 ,4°C. 'H AMP(aueToH-de/300MINy) 7,91(s, 1H), 7,71(d, 2H,
J=8,9Iu), 7,33(s, 1H, J=2,8'u), 7,15(m, 4H), 5,86(q, 1H, J=7,1Ty). FABLRMS m/z 403(M-H). ESHRMS m/z
403,0399(M-H, PospaxosaHo 403,0405). AHan. Po3paxoBaHo ansa C1sH1o0FeO4; C, 53,48; H, 2,49. BcTtaHoBMEHO:
C,53,52; H, 2,55.
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8-(1-metvnetnn)-2-tpudpropmeTn-2H-1-6eHsonipaH-3-«kapboHoBa kucnoTa

4-(4-meTokevdbeHin)deHon nepeTBOpIOBanNyM B CNOMYKY, 3a3HayeHy B 3arofioBky, 3a MeTOAMKO, aHANOriYHO
onucaHin B MNpuknagi 2. T. nn. oTpumaHoro npoaykty 210,5 - 211,5°C. H AMP(aueToH-de/300MIMy) 7,86(s, 1H),
7,35(d, 1H, J=7,7Tu), 7,28(s, 1H, J=7,5I'y), 7,04(t, 1H, J=7,7T"u), 5,85(q, 1H, J=7,2lu), 3,33(sept, 1H, J=7,1T"u),
1,25(d, 6H, J=7,1I"u). AHan. Po3paxoBaHo ansa CH13F303: C, 58,74; H, 4,58. BctaHoeneHo: C, 58,65; H, 4,60.
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6-xn1op-8-(1-meTnne™n)-2-tpugropmeTun-2H-1-6eH3onipaH-3-«kapboHoBa kncnoTa
8-(1-metnnetnn)-2-tpudptopmeTn-2H-1-6eH3onipaH-3«kapboHoBY KUCMOTY, OTPUMaHy 3a METOAVKO,
onucaHow B lNpuknagi 6, nepeTBopioBany B CMONYKY, 3a3HayeHy B 3arofioBKy, 3@ MeETOAMKOW, aHaroriYHoo
onucaHin B Mpuknagi 9. T. nn. otpumaHoro npoaykty 1854 - 189,2°C. 'H AMP(aueToH-de/300MI'y) 7,87(s, 1H),
7,38(d, 1H, J=2,4T"y), 7,34(d, 1H J=2,4I'y), 5,90(q, 1H, J=7,3l"u) 3,31(m, 1H), 1,24(d, 6H, J=6,8I"L). AHan.
PospaxosaHo gns C1sH14CIF303: C, 52,43; H, 3,77; C1, 11,05. BctaHoeneHo: C, 52,58; H, 3,79; C1, 10,96.
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6-(4-xnopdeHokcm)-2-TpucpropmeTnn-2H-1-6eH3onipaH-3-«kapboHoOBa KucnoTa

Lle noxiaHe 2H-1-6eH3onipaH-3-kapOOHOBOT KUCNOTWM OdepXyBanu 3a MeTOoaMKOK, aHaroryHo ONUCaHIA B
Mpuknagi 9, 3acTocoBytoun K BUXIAHUI MaTepian 6-deHokcn-2-TpudtopmeTun-2H-1-6eH3onipaH-3-kap6oHoBy
KMCMOTY(OTpMMaHy 3a MeToaukoto, onncadoto B Mpuknagi 99). T. nn. otpumaHoro npoaykty 140,5 - 142,5°C. H
AMP(aueToH-de/300MIMy) 7,90(s, 1H), 7,39(d, 2H, J=9,1T"u), 7,25(d, 1H J=2,6l"u), 7,01-7,15(m, 4H), 5,85(q, 1H,
J=7,2I"y). FABLRMS m/z 370(M+). ESHRMS m/z 369,0130(M-H, PospaxoBaHo 369,01410). AHan. Po3paxoBaHo
ansa Cq7H10CIF304 + 0,96% H20: C, 54,55; H, 2,80. BctaHoeneHo: C, 54,38; H, 2,90.
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8-xnop-2-tpudpropmeTnn-6-[4-(tpucpropmetnn)deHokcu]-2H-1-6eH3onipaH-3-kapboHoBa KMcnoTa

Lle noxinHe 2H-1-6eH3onipaH-3-«apboOHOBOI KACNOTN OOepKyBanu 3a METOAMKOK, aHamnoriyHoK OMUCaHI B
Mpuknagi 100, 3acTocoByluM K BUXOHWA MmaTepian 2-TpudropmeTvun-6-[4-(tpudpropmeTtnn)dpeHoken]-2H-1-
6eH3onipaH-3-kapboHoBy KI/ICﬂOTy(OTpVIMaHy 3a meToaukoro, onmcaHoto B lMpwuknagi 101). T. nn. oTpumMaHoro
npoaykty 223,7 - 226,0°C. H AMP(aueToH-de/300MI'y) 7,94(s, 1H), 7,74(d, 2H, J=8,5'u), 7,35(m, 2H), 7,25(d,
2H, J=8,5I'y), 6,00((q, 1H J=7,0ry). FABLRMS m/z 437(M-H). ESHRMS m/z 437,0000(M-H, PospaxoBaHo
437,0015). AHan. PospaxoBaHo anst C1gHeCIFsO4: C, 49,28; H, 2,07; Cl, 8,08. BctaHoBneHo: C, 49,42; H, 2,12;
Cl,8,17.
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3-TpncbropmeTnn-3H-6eH3odypo[3,2-f][1]6eH30nipaH-2+«apboHoBa k1crnoTa

2-rigpokenanbeHsodypaH nepeTBopoBany B CMOMyKy, 3a3HavyeHy B 3aroroeKy, 3a METOAMKOIO, aHanoriyHo
onucaHin B MNpuknagi 2. T. nn. oTpumaHoro npoaykTy 253,5 - 254,6°C. 'H AMP(aueToH-de/300MI'L) 8,54(s, 1H),
8,23(d, 1H, J=7,5T"u), 7,71(s, 1H), 7,62(m, 1H), 7,50(m, 1H), 7,23(d, 1H, J=8,9I'u), 5,95(q, 1H, J=7,3TL).
FABLRMS m/z 333(M-H). ESHRMS m/z 333,0401(M-H, PospaxoBaHo 333,0375). AHan. Po3paxoBaHo Ans
C17HoF304: C, 61,09; H, 2,71. BctaHoBneHo: C, 60,95; H, 2,80.
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6-xnop-8-uiaH-2-TpudropmeTnn-2H-1-6eH3onipaH-3-«apboHoBa kncrnoTa
Cragis 1. OpepxaHHs eTun-6-xnop-8-(rigpokcuimiHomeTun)-2-Tpudpropmemn-2H-1-6eH3onipax-3-
kapbokcunaty

ConsaHokucnui rigpokcunamin(1,30r, 18,7mmons), auetaT Hatpito(1,50r, 19,4MMornb) i eTaHOIbHO-BOOHY
cymiw(80 : 20, 15mn) nepemiwyBany npu TemnepaTypi nomewkaHHa npotarom 0,4 roguHu. Jogasanu Oo uiei
cyMmiLli anbaerig, oTpUMaHui 3a MmeToaukoto, onncaHoto B Mpuknagi 76, ctagia 3(3,07r, 9,0mMMorb ), po3yuMHeHUn y
cymiwi etaHony 3 Bogoto(4:1, 25mn), i nepemiwyBanu npotsarom rogmHn npu 100°C. BiadineTpoByBanu rapsayy
peakuiHy macy i fasanu dinbTpaTty OCTyauTUCA A0 TeMnepaTypu nomelwkaHHs. 3 dinbTpaTy KpucTtanidyBanacs
TBEpAA PevYOoBMHA HKOBTOraps4voro Kombopy, LWO BigoKpeMnioBamm QinbTpyBaHHAM i3  BiACMOKTYBaHHSM.
PosunHanu tBEpaMin NPOAYKT B eTunaueTati, NpPOMMBanNu po3yvH BOAOK i PO3COMIOM, CYLUMNK Hag CcynbdaTtom
MarHito i KOHUEHTpyBanu y Bakyymi. OTpuMaHuii TBEpAUIA 3anmvLoK NepekpucTanisoByBany i3 cymMilli etunauertaTy
3 reKCaHoM i o,qep»(yBanm HeobXiAHWA OKCMM Y BUMMSAAI XKOBTO-kOpMYHeBoro nopouky(1,50r, Buxig 47%) i3 T. nn.
186,6 - 187,6°C. 'H SIMP(aueTon-de/300MILy) 10,87(s, 1H), 8,34(s, 1H), 7,90(s, 1H), 7 ,77(d, 1H, J=2,6I L),
7,60(d, 1H, J=2,6I"y), 6,02(q, 1H, J=7,1T"y), 4,35(m, 2H), 1,34(t, 3H, J=7,0l").

CTtagisa 2. OgepxaHHs eTmn—G-xnop-S-ujaH-2-TpmcpTopmeTV|n-2H-1-69H30nipaH-3-Kap60KcvmaTy

Okcum, otpumaHui Ha ctagii 1(0,61r, 1,7MmMonb), nepemiwysany 3 ouToBUM aHrigpuaom(Gmn) npoTtsarom 6,3
roanHu npun TemnepaTtypi 140°C. BurmBanu peakuiiHy macy y BOAY, ekcTparyBanu etunauetaTtom, npoMusanu
HacuyeHMM posynHoM GikapGoHaTy HaTpilo i PO3COMOM i KOHLUEHTpYBanM y BaKyyMmi, O4epKYlouM KopuuHeBe
Macno(1 09 r). Lle macno ounwanu dneww-xpomartorpadieto(enoeHT - CymiLl rekcaHy 3 eTunaueTaTom, 10:1) i
nicna KOHUEHTPYBaHHSA OJepXyBanu 3a3HaueHy B 3aronoBky cronyky y BUIMAAI TBEpAOi peyoBuHU Binoro
korbopy(0,51r, Buxia 88%) i3 T. nn. 114,6 - 115,6°C. 'H AMP(CDCIx300Mry) 7,65(s, 1H), 7,53(d, J=2,4T'w),
7,44(d, 1H, J=2,4T"yu), 5,87(q, 1H J=6,4I"u), 4,36(m, 2H), 1,37(t, 3H, J=6,5TL).

Cragis 3. OgepxaHHs 6-xnop-8-ujaH-2-TpudtopmeTnn-2H-1-6eH3onipaH-3-kapboHOBOT KMCHOTH

CknagHuin edip, oTpumanun Ha ctagii 2(0,51r, 1,5Mmonb), posunHanu B cymiwi TeTparigpodypany(dmn) i
etaHony(5mn), o6pobranu 2,5N posuwHom rigpokcuay Hatpito(1,2mn, 3,0mMmonb) i nepemiwyBanv npwu
TemnepaTypi nomelukaHHa npotsarom 1,5 rogmHun. KoHueHTpyBanu peakuiHy macy y Bakyymi, nigkucnanu 3N
XIIOPUCTOBOAHEBOIO KMCIMOTOM, eKCTparyBanu etmnauleraTtoM, NpoMmMBany eKCTpakT BOAOKO i pO3COMoM, CyLLUMIN
Hag cynbdaToM MarHilo, KOHLEHTPYBanu y BaKyymi i nmepekpucTanizoByBanv 3anuLoK i3 CymiLLi ,EI,IeTI/IJ'IOBOFO
edipy 3 rekcaHoM, OAEPKYIouM MopoLLOK Ginoro konbopy(0,10r, BuXia 21%). T. nn. npoaykTy 238,1 - 239,7°C. H
FIMP(aueTOH-dslSOOMFu) 797(s, 1H), 7,92(d, 1H J=2,4Tu), 7,89(d, 1H, J=2,4T'u), 6,14(q, 1H, J=6,6Tu).
FABLRMS m/z 302(M-H). ESHRMS m/z 301,9819(M-H, PospaxosaHo 301,9832). AHan. Po3paxoBaHo Ans
C12HsCIF3NOs: C,47,47; H,1,66; N, 4,61. BctaHoBneHo: C,47,41; H,1,70; N, 4,55.
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6-xnop-8-[(rippokcnimiHo )MeTMN]-2-Tpndptop-meTnn-2H-1-6eH3onipaH-3-kapboHoBa kncrnoTa

Lle noxigHe 2H-1-6eH3onipaH-3-kapOboHOBOI KMCNOTW odepXysBanmu 3 eTunoBoro edipy(oTpMMaHoro, siK
onucaHo B Mpuknagi 107, ctagis 1) 3a MeToawKotw, aHamnoridyHow onucaHiv B Mpuknagi 1, cragia 2. T. nn.
OTpumaHoro npopykty 246,9 - 247,9°C. H AMP(aueToH-de/300MIMu) 10,90(br s, 1H), 8,35(s, 1H), 7,92(s, 1H),
7,78(d, 1H, J=2,6lu), 7,61(d, 1H, J=2,6lu), 5,98(q, 1H, J=7,0lu). FABLRMS m/z 320(M-H). ESHRMS m/z
319,9959(M-H, PospaxoBaHo 319,99370). AHan. Po3paxoBaHo ansa C12H7CIF3NO4: C, 44,81; H, 2,19; N, 4,35.
BctaHoBsneHo: C, 44,92; H, 2,25; N, 4,26.
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6-xnop-8-(rigpokcumeTnn)-2-tpudtopmeTnn-2H-1-6eH3onipaH-3-«kapboHoea kucnota Le noxighe 2H-1-
6eH3onipaH-3-kapboHOBOT KWUCMOTU OAEpXyBanuM 3a MeTOAMKOK, aHanoriyHow onucadivn B [Mpuknagi 80,
3aCTOCOBYIOUM K BUXIAHWUI MaTepian KapbOHOBY KMCIOTY, OTpUMaHy 32 MeTOANKOIO, ONUCaHOI0 B Mpwknagi 76,
cragia 4. T. nn. otpumaHoro npoaykty 174,6 - 178,9°C. 'H AMP(aueToH-de/300MIMu) 7,90(s, 1H), 7,57(d, 1H,
J=2,6Iu), 7,47(d, 1H J=2,6l'u), 5,87(q, 1H, J=7,0l'y), 4,70(s, 2H). FABLRMS m/z 309(M+H). ESHRMS m/z
306,9981(M-H, PospaxosaHo 306,99850). AHan. PospaxoBaHo ans C12HgCIF303(3,81 wt.% H20): C, 47,37; H,
3,08. BctanosneHo: C, 47,33; H, 2,82.
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8-(1H-6eH3nmigazon-2-in)-6-xnop-2-tpudropmetnn-2H-1-6eH3onipaH-3-kapboHoBa KMcrnoTa

Crapgin 1. OpepxaHnHa  eTtun-8-(1H-6eH3mmigason-2-in)-6-xnop-2-tpudropmetnn-2H-1-6eH3onipaH-3-
Kapbokcunaty

Po3unH anbpgeriny, oTtpumaHoro, sik ommcaHo B [pwknag 75, cragia 1(0,33r, 0,99mmorb), i 1,2-
deHineHaiaminy(0,11r, 1,02mmonb) y HiTpobeH3oni(20mn) Harpieanu npu 150°C npoTtarom 1,8 romHn. PeakuiiHy
Macy ekcTparyBanu etunageTtatomM, NpoOMMBanNu po3cosioM, CyLUMM Hag CyrnbdaToM MarHito i KOHLEHTpyBanu y
BaKyymi. 3anuwok ounwanu dnew-xpomartorpadieto Ha cunikareni(entioeHT - cyMill eTunaueTaty 3 rekcaHom,
1:9) i opepxxyBanun HeoOXiaHWA cknagHWi edip y BUMMAAI TBEpAOT pe4oBUHM Kopu4yHeBoro konbopy(0,18r, Buxig
43%), KOTPY BUKOPMCTOBYBasM Ha HACTYMNHiN cTadii 6e3 4o4aTKOBOIO OUULLEHHS.

Crapia 2. OpepxaHnHs 8-(1H-6eH3umigason-2-in)-6-xnop-2-tpudropmeTun-2H-1-6eH3onipaH-3-«kapboHOBOT
KMCMoTn

CknapgHun ediip, oTpumanun Ha ctagii 1(0,18r, 1,5Mmonb), po3unHanu B cymiwi TeTparigpodypaHy(5mn) i
etaHony(5mn), o6pobnanu 2,5N posuHOM rigpokcuay Hatpito(2,6mMn, 6,5MMornb) i nepemiwyBanu npu
TemnepaTypi noMelKkaHHa npoTaroMm 1,7 roguHu. PeakuinHy cymill KOHLEeHTpYyBanu y Bakyymi, nigkucnsmm 3N
XIIOPUCTOBOOHEBOID KUCIMOTO, hinbTpyBanu i nepekpucTanisoByBanu 3 eTaHOJbHO-BOAHOI CymiLLi, ouepmyroqm
XKOBTO-KOpUyuHeBy TBepay peyvoBuHy(0,09r, Buxig 52%). PevoBnHa nnaBntbca npu temnepatypi suwe 300°C. 'H
AMP(aueToH-de/300MI'y) 8,59(d, 1H J=2,6), 8,03(s, 1H), 7,73(d, 1H, J= 26Fu) 8,03(s, 1H), 7,73(d, 1H, J=2,6T"u),
7,67(brs, 2H), 7,28(m, 2H), 6,13(q, 1H, J=6,8"u). FABLRMS m/z 395(M-H { C1}). ESHRMS m/z 393,0262(M-H,
PospaxosaHo 393,0254). AHan. PospaxosaHo ansa CgH10CIFsN203(2,88 wt% H20): C, 53,19; H, 2,80; N, 6,89.
BcraHosneHo: C, 53,22; H, 2,90; N, 6,80.
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7-(1,1-gpumeTuneTun)-2-neHtadpropetnn-2H-1-6eH3onipaH-3-kapboHoBa kucnoTa

CTragis 1. OgepkaHHa etun-3-rigpokcu-4.4.5.5.5n1eHTadpropneHTaHoaTa

Po3uvH etnn-4,4,555-neHTacprop-3-okconeHtanoata(41,32r, 0,18vornb) y pgietunosomy edipi(70mn)
oxonogxysanu go 0°C n o6pobnanu 6oprigpmaom HaTtpito(7,09r, 0,19mornk). JaBanu peakuiinHii Maci Harpitucs
00 TemnepaTypu NOMELLKaHHSA i nepeMilyBany NpoTAaAroM 2 roAauH, a noTiM 3yNuHANW peakuito, gogatoum 1N
xnopuctoBogHeBy kucnoTty(200mn). Posginanu wapwu i ekctparysanu BOOHUI Wwap gietunosum edipom. 3'egHaHi
opraHiyHi dasun npommusanu 1N XIOPMCTOBOAHEBOIK KMCNOTOK i PO3COSIOM, CYLIMMM Had cynbdatom marHito i
KOHLEHTpYBanu y BaKyyMi, OAEpPXYluM HeoOXiAHWA TOpOKCUIbOBAHUA cknaaHui edip y BUIMAAi Npo3oporo
Macna(46,40r), Wwo BUKOPUCTOBYBaNM Ha HACTYMHiN cTaii 6e3 [O4aTKOBOIO OYMLLEHHS.

Crapisa 2. OgpepxaHHa etun-4.4.5.5. 5neHtadrop-2-neHTeHoaTa

FpapokenneoBaHWn cknagHu edpip, oTpuManun Ha cragii 1(46,40r, 0,18monb), nepemiwysanu npu 120°C i3
n'atmokmcom gocdopy(25,59r, 0,09monb) NnpoTarom 2,6 rognHu, a NoTiM AMCTUIOBANM %/ Bakyymi(95 Topp, 45 -
64°C), opepxyroum HeobxigHWA eddip y BumsAai npodoporo macna(13,70r, suxig 35%). H AMP(CDCI3/300MI )
6,78(m, 1H), 6,57(dt, 1H, J=15,9I"u, 2,0l"u), 4,30(q, 2H, J=7,3I"w), 1,34(t, 3H, J=7,1T"L).

Cragis 3. OgepxaHnHs etun-7-(1,1-aumeTnneTnn)-2-neHtadgpropetun-2H-1-6eHsonipaH-3-«kapbokcmnaTty

Cymiw 4-tpeT-6ytvncaniyunoBoro anbgerigy, otpyumaHoro, sik onucaHo B [puknagi 8, crtagia 1(1,15r,
6,4vmorb), i cknagHoro edipy, oTpumaHoro Ha ctagii 2(1,59r, 7,3MMornb), po3uuHsnn B 6e3BoaHOMY
anmeTtundopmamigi@@mn). Jopasanu npu nepemiwyBaHHi kapboHaT kanito(1,10r, 9,0mmonb), npy UbOMY
peakuiiHa Maca ofepxyBana TeMHO-4YepBoHe 3abapBneHHs. [lepemiwyBanu macy npu TemnepaTtypi
nometukaHHa npoTarom 100 roguH, nigkncnsanm 3N XnopucToBOOHEBOK KMCIOTO, po3baenamm eTunauetaToM,
npoMmBanu HacuyeHvMm po3dnHoM GikapboHaTy HaTpito i posconom, CywmnuM Hag cynbatom MmarHito,
inbTpyBanM | KOHLEHTPYBanNW Yy BaKyyMi, OAepXylounm KopuyHeBe Macno. Lle macno owiwanu dneww-
xpomatorpadieto Ha cunikareni(entoeHT - 10% eTunaueTaty B rekcaHi) i odepxyBanu Macro >XOBTOro
korneopy(1,72r, Buxia 70%). H AMP(CDCI3/300MI'y) 7,76(s, 1H), 7,14(d, 1H, J=8,1T"u), 7,04(dd, 1H, J=8,1Tyu,
1,8MNu), 6,94(s, 1H), 5,92(dd, 1H, J=22 4"y 3,0My), 4,32(m, 2H), 1,35(t, 3H, J=7,2I"y), 1,30(s, 9H).

Cragis 4. OgepxaHnHs 7-(1,1-gumeTuneTun)-2-neHtagropetnn-2H-1-6eH3onipaH-3-kapOoHOBOT KMCNOTU

CknagHun edip, oTpumanuin Ha ctagii 3(1,58r, 4,20MMonb), po3uMHANM B cymiwi TeTpariapodypaHy(3mn) i
eTaHony(3mn), 06pobrsnu 2,5N po3umHOM rigpokevay HaTtpito(2MI, S5SMMornb) | nepemilyBany npu TeMmneparypi
nomMellkaHHa npoTtarom 23,3 roavHn. PeakuinHy cymill KOHUeHTpyBanu y Bakyymi, nigkucnanu 3N
XNOPUCTOBOAHEBOIO KUCMOTOK W ofepXyBanu cycrneHsito. TBepay a3y BigokpemmnoBanu inbTpyBaHHAM i
nepekpucTanioByBanm 3 eTaHONbHO-BOAHOT CyMiLLi, OAEePXYoun TBEPAY PEYOBMHY XXOBTOro kKonbopy(0,76r, Buxig
52%). T. nn. npoaykTy 171,0 - 173,5°C. 'H AMP(aueToH-de/300MIMy) 7,93(s, 1H), 7,39(d, 1H, J=8,1T"y), 7,18(dd,
1H, J=8,1I'y, 1,8I'u), 7,02(s, 1H), 6,01(dd, 1H, J=23,1T"y, 3,2l"u), 1,32(s, 9H). FABLRMS m/z 351(M+H). EIHRMS
m/z 350,0945(M+, PospaxosaHo 350,0941). AHan. PospaxoBaHo ana C16H15F503: C, 54,86; H, 4,32.
BctaHosneHo: C, 54,88; H, 4,32.
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6-xnop-8-(MeTokcMmeTnn)-2-TpudpropmeTnn-2H-1-6eH3onipaH-3«apboHoBa kucnoTa

Cragis 1. OgepxaHHs eTun-6-xnop-8-(rigpokcumeTnn)-2-tpudpropmetnn-2H-1-6eHzonipaH-3«apbokcunaTty

CycneHsito anbaerigy, oTpMMaHoro 3a MeToAaukoto, onucaHoto B lNMpuknagi 75, ctagisa 1(4,78r, 14,3MMorb),
oxonoaxysanu go 0°C n obpobnsamm 6oprigpnaom HaTpito(0,33r, 4,8Mmons). MNepemiwyBanu macy npoTsirom 10
XBUNWH, racunu peakuito gogaBaHHaM 3N XIOpMCTOBOAHEBOI KMCMOTW, eKcTparyBanu Macy eTunaueTtaTtom,
npoMmBann HacuyeHum posyMHoM OGikapboHaTy HaTpilo i po3COonoM, Cywmnum Hag cynbdatom MarHio i
KOHLIEHTpYBanu y BakyyMi, OAepXyloun TBEpAY PEYOBUHY KOPUYHEBOTO KOMbOPY, KOTPY (hinbTpyBanu Yyepes wwap
cunikareno i ogepXyBanu cnupT y BUMSAAI TBepAoOi peyoBMHM KOpUYHEBOro Kombopy(3,60r, Buxig 75%). H
AMP(CDCI3/300MI'y) 7,66(s, 1H), 7,41(d, 1H, J=2,4T"u), 7,17(d, 1H, J=2,4'y), 5,75(q, 1H, J=6,8Tu), 4,71(s, 2H),
4,33(m, 2H), 1,85(br s, 1H), 1,36(t, 3H, J=7,1T"u). NpoaykT 3acToCOBYBanNM Ha HaCTyMNHin cTtagii 6e3 noaaTKoBOro
OYMLLEHHS.

Cragisa 2. OgepkaHHa eTun-6-xnop-8-(metokcumeTun)-2-TpudropmeTnn-2H-1-6eH3onipaH-3«apbokcunaty

Cnupt, oTpumaHunm Ha ctagii 1(0,44r, 1,3vmorb), TpudTopmeTuncynbgoHaTt(tpudnar) cpidbna(0,36r,
1,4mmorne) i 2,6-an-TpeT-6ymnnipmamH(0,37r, 1,9MMOMb) PO3UMHANM B XNOPUCTOMY MeTuneHi(3mn),
oxonoaxysanm o 0°C mn obpobnamm noguctum metmnom(0,40r, 2,8mmonb). OaBanu cymiwi Harpitics i
nepemiwyBanu npyu TemnepaTypi NoMeuKaHHsa npoTaroM 4,6 roanHu. PinbTpyBanu macy Yyepes wap AiaTOMOBOI
3emni i npomusanu dinbTpaT 3N XNOPUCTOBOAHEBOIO KUCMOTOK, HAaCMYEeHUM po3dmHOM GikapBoHaTy HaTpito i
pO3CONoM, CyWMMM Hag cynbgaToM MarHilo i KOHLEHTpYBanuM Yy BaKkyymi, OJAEPXYHYM Macrno KOpUYHEeBOro
kornbopy. Lle macno ouvwanu dnew-xpomartorpadieto Ha cunikareni(entoeHT - 10% eTun aueTtaTy B rekcai) i
ofepxyBanu HeobXigHwh 3amiweHun 2H-1-6eHsonipaH(0,19r, Buxia 41%) y Burnagi TBepOoi MacnsgHUCTOI
peyoBUHN GINoro Kombopy, nNpuaaTHOI Ans NOAanbLIOro 3acToCcyBaHHs 6e3 [04aTKOBOMO OYMLLEHHS. 'H
AMP(CDCI3/300MI'y) 7,63(s, 1H), 7,39(d, 1H, J=2,6I'y), 7,13(d, 1H, J=2,6I'u), 5,72(q, 1H, J=6,8I"), 4,44(m, 2H),
4,30(m, 2H), 3,41(s, 3H), 1,85(brs, 1H), 1,33(t, 3H, J=7,1T"u).



Crapis 3. OgepxaHHs 6- -Xnop- -8- (MeTOKCVIMeTI/IJ'I) -2- TpmchopmeTmn -2H-1-6eHsonipaHn- 3-Kap60HOBo'|' Knucnotmn

CknapHun edpip, oTpumaHuin Ha cTagii 2, niggasanu rigponisy 3a MeToAuKoL, aHamnoriyHolo OMNucaHin B
Mpuknagi 1, ctagia 2. T. nn. oTpumaHoro npoaykty 166,7 - 168°C. H AMP(aueToH-de/300MIM) 7,90(s, 1H),
7,50(d, 1H, J=2,6'n), 7,46(d, 1H, J=2,4I'u), 5,92(q, 1H, J=7,1u), 4,49(s, 2H), 3,42(s, 3H). FABLRMS m/z 321 (M-
H). ESHRMS m/z 321,0141(M-H, Po3paxosaHo 321,0141). AHan. PospaxosaHo ans C3H1CIF304: C, 48,39; H,
3,12. BctaHoBneHo: C, 48,45; H, 3,11.
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6-x10p-8-(6eH3nnokcumeTnn)-2-TpucpropmeTnn-2H-1-6eHzonipaH-3-«kapboHoBa kucnota

Lle noxiaHe 2H-1-6eH3onipaH-3-kapOoOHOBOT KMCNOTH OdepXKyBanu 3a MeToauKolo, aHaroriyHoK OnucaHin B
Mpuknaai 112. T. nn. oTpumaHoro npogykty 133,8 - 135,4°C. 'H SAMP(aueToH-de/300MIL) 7,90(s, 1H), 7,54(d,
1H, J=2,6l"u), 7,51(d, 1H, J=2,4Tu), 7,42(m, 5H), 5,91(q, 1H, J=7,1T"u), 4,68(s, 2H), 4,63(s, 2H). FABLRMS m/z
399(M+H). ESHRMS m/z 397,0454(M-H, Po3paxoBaHo 397,0461). AHan. Po3paxoBaHo gns Ci9H13CIF303: C,
57,23;H, 3,54; Cl, 8,89. BctaHoBneHo: C, 57,34; H, 3,63; Cl, 8,77.
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6-x10p-8-eTeHin-2-tpudpropmemn-2H-1-6eH3onipaH-3-kapboHoBa kucnota

CTtagis 1. OgepxaHHS eTeHin-6-xnop-8-eTeHin-2-tpudropmetnn-2H-1-6eHsonipaH-3-«kapbokcmnat

Y KpyrmoAoHHin konbi Micwkictto 100mMn B atMocdepi asoTy PO3YUHANM  eTun-8-6pom-6-xmnop-2-
Tpudtopmetn-2H-6eH3onipan-3-kapbokennat, oTpumaHuin, sk ommcaHo B [lpuknagi 74, cragia 1(2,21r,
5,73mmonb), y Tonyoni(30mn 6e3BogHoro peakmsy). [Jogasanu TeTpakic(tpudeHindocdin)nanagin(0)(0,132r,
0,115Mmormb), a notim TpubytuneTieHinctaHaH(2,0r, 6,31MMornb). OTpUMaHWA PO34YMH HarpiBanu 3i 3BOPOTHUM
XONOAMMBbHUKOM npoTAroMm 5 roavH. JaBanu peakuilHin mMac oCTyauMtuca A0 TemMnepaTypu NOMeELKaHHS,
Bunmeanu ii B 50mMn 20%-Horo posyvHy (pTopMcToro amoHito i nepemiwyBany npoTsarom roguHu. [opasanu
pietvnosuii echip(100mn) i npoMuBanu cymil Boaoto(2 pasu no 50mn). OpraHiyHUi Wwap cylumnu Hag cynbdaTom
MarHito, inbTpyBanu 1 ynaproBanu, OOEPKYOuM Macrio XKOBTOro Korbopy. Cupuii NpoAaykT ounwanu dnew-
xpomaTorpadieto(entoeHT - 0,5% eTunaueTtaty B rekcaHi) i OfiepXysanu cknagHui eddip y Burmaai tBepaoi
pe4voBMHK xoBToro koneopy(0,86r, Buxig 45%) i3 1.nn. 75,9-77,2°C. H AMP(CDCI3/300MI'y) 7,64(s, 1H), 7,45(d,
1H, J=2,5T'u), 7,12(d, 1H, J=2,6I"y), 6,92(dd, 1H, J=17,7T"u, 11,3l"u), 5,81(d, 1H, J=17,7T"w), 576(q 1H, J=6,8u),
541(d, 2H J=11,1T"w), 4,364,29(m, 2H), 1,36(t, 3H, J=7,3Mu). FABLRMS m/z 350,1(M+NH4"). ESHRMS m/z
350,0796(M+NH.", PospaxoBaro 350,07710). Anan. PospaxoeaHo ana C1sH12CIF303 + 4,07% H,0: C, 51,95; H,
3,94. BctaHoBneHo: C, 51,67; H, 3,69.

CTagisn 2. OgepxaHHs 6-xrop-8-eTeHin-2-tpudtopmemn-2H-1-6eH3onipaH-3-«apboHOBOT KMCOTU

CknapHun edpip, otpumanui Ha ctagii 1(0,350r, 1,05mMmonb), posumHANuM B Cymili TeTparigpodypaHy,
eTaHony i Bogu(7:2:1, 10mn), o6pobnsanu rigpokengom Hatpito(0,46mn, 1,05MMone y Bumsagi 2,5N pos3unHy) i
nepemiwysanu npu TemnepaTypi NoMeuKaHHsA npoTaroM 18 roguH. Bugananu po3umHHUK Y BaKyyMi i pO3UnHAnu
3anuwok y BoAdi(10mn). [Homasanu gietmnosui ecip(10mMn) i  migkucnsamm  Macy  KOHLEHTPOBaHOR
XIIOPMCTOBOOHEBOIO KMCrnoTol. Posainanm wapu 11 ekctparyBanu BOAHUN LWap Aietmnosum ecdipom(2 pasu no
10mn). 3'egHyBanu opraHiyHi asmn, cylumnu Hag cynbatom marHito, inbTpyBanu i Bunaptosany, Ofepxyoumn
TBEpPAY PEYOBMHY >XOBTOFO KOMbOPY, LUO NepekpucTanisoByBanu i3 Cymiwi AieTMnoBoro edipy 3 rekcaHoM.
OpepxxyBanu Cromnyky, 3a3Haquy B 3arosioBKy, y BUMAAI TBEpAOi peyvyoBMHU XOBTOro kornbopy(0,288r, Buxig
90%) i3 T.nn. 183,2-185,8°C. H AMP(CDCI3/300MI'y) 7,77(s, 1H), 7,49(d, 1H J=2,2I'y), 7,16(d, 1H J=2,4Tu),
6,93(dd, 1H J=11,3lu, 17,7Tu), 5,82(d, 1H J=17,7Tu), 5,74(q, 1H, J=6,9I"u), 5,43(d, 1H, J=11,1Ty). FABLRMS
m/z 303(M-H). ESHRMS m/z303,0014(M-H, Po3paxosaHo 303,003582). AHan. Po3paxoBaHo gnsi C13HsCIF303 +
1,58% H20: C, 50,44; H, 2,78. BctaHoBneHo: C, 50,42; H, 2,65.
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6-xr10p-8-eTMHIN-2-TpudpropmeTnn-2H-1-6eH3onipaH-3-«kapboHoBa kucnoTa
Lle noxigHe 2H-1-6eH3onipaH-3-kapOOHOBOT KACNOTWM OOepXKyBanu 3a MeTOAMKOK, aHasIorNyHO OMNUCAHIA B



Mpwknagi 114. T.nn. oTpumaHoro npomykty 186,2-189°C 'H AMP(aueToH-de/300MIL) 7,87(s, 1H), 7,60(d, 1H,
J=2,4Iy), 7,51(d, 1H J=2,4Tu), 5,95(q, 1H, J=7,0Mu), 4,02(s, 1H). FABLRMS m/z 301(M-H). ESHRMS m/z
300,9875(M-H, PospaxoBaHo 300,9879). AHan. PospaxoeaHo ans Ci3sHeCIF303: C, 51,59; H, 2,00; CI, 11,71.
BcraHosneHo: C, 51,26; H, 2,06; Cl, 11,40.
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6-x10p-8-(2-Tienin)-2-tpudpropmeTnn-2H-1-6eHsonipaH-3-kapboHoBa kucnoTa

Lle noxiaHe 2H-1-6eH3onipaH-3-kapOOHOBOT KUCNOTW OdepXyBanu 3a MeToaMKOK, aHaroriyHo ONUCaHIA B
Mpuknagi 114. T.nn. oTpumaHoro npoaykty 257,5-258,8°C. H AMP(aueToH-de/300MIM) 7,91(s, 1H), 7,79(d, 1H,
J=24Tu), 7,74-7,72(m, 1H), 7,62-7,61(m, 1H), 7,51(d, 1H, J=2,4I'y), 7,19-7,16(m, 1H), 6,04(q, 1H, J=7,1Tw).
FABLRMS m/z 359(M-H). ESHRMS m/z 358,9747(M-H, Po3spaxoBaHo 358,97560). AHan. Po3paxoBaHo ans
C1sHsCIF303S: C, 49,94; H, 2,24; Cl, 9,83; S, 8,89. BctaHoBsneHo: C, 50,26; H, 2,45; Cl,9,72; S, 9,00.
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6-xnop-8-(2-cpypaHin)-2-tpudptopmeTnn-2H-1-6eHsonipaH-3-«kapboHoBa kucnoTa

Lle noxinHe 2H-1-6eH3onipaH-3-+«ap6OoOHOBOI KACNOTN OJepKyBanu 3a METOAMKOK, aHamnoryHOK ONUCcaHil B
Mpwknagi 114. T.nn. oTpumanoro npoaykTty 171,5-173,3°C. H AMP(aueToH-de/300MI'y) 7,93(s, 1H), 7,82(d, 1H,
J=2.,6lru), 7,72-7,71(m, 1H), 7,50(d, 1H, J=2,6l"u), 7,16(d, 1H, J=2,4T"u), 6,656,63(m, 1H), 6,11(q, 1H, J=7,1T").
FABLRMS m/z 343(M-H). ESHRMS m/z 342,9995(M-H, PospaxosaHo 342,99850). AHan. Po3paxoBaHo Ans
C1sHsCIF304 + 1,31% H20: C, 51,59; H, 2,46; Cl, 10,15. BctanoBneHo: C, 51,57; H, 2,33; Cl, 10,14.

Mpwknag 118

cl - C0H

6-xr10p-8-(5-xop-1-neHTnHIN)-2-TpucropmeTnn-2H-1-6eH3onipaH-3-kapboHoOBa KucnoTa

Cragis 1. OpepxaHHs eTnn-6-xnop-8-(5-xnop-1-neHTuHin)-2-tpudropmeTnn-2H-1-6eH3onipaH-3-
kapbokcunaty

ETnn-6-xnop-8-noa-2-tpudtopmetnn-2H-1-6eHsonipaH-3-«kapbokcunat, oTpuMaHuii, sik onucaHo B Mpuknagi
73, ctagia 2(1,50r, 3,47mmornb), TeTpakic(tTpudperindocdin)nanagin(0)(0,2r, 0,174mmons ), noama migi(l)(0,066r,
0,347mmornb) u Tpuetunamid(1,05r, 10,4mmonb) po3unHamm B Tonyoni(50mn). Jogasanu 3a JONOMOroHo LWnpuua
5-xnop-1-neHTnH(0,53r, 5,20MMmonb) | NepemillyBany cymiw npoTarom 18 roavH npu TemnepaTypi NOMeLKaHHS.
Pos3baBnsamm peakuinHy macy gietunosum edipom(50mn), ekctparyBanu 0,5N xnoprcTOBOAHEBOK KUCIOTOM(2
pa3u no 25wmn) i Bogotw(2 pasn no 25mn). OpraHiyHy ¢asy cywmnu Hag cynbdatom marwiio, dinbTpyBanu i
ynaploBanu, OAEPXKYIYM  Macno  XoBTorapsyoro  kombopy. Cupui  NpoayKT  ouvwann  dnew-
xpomaTorpadieto(entoeHT - 2% eTunaueTaty B rekcadi). lNepekpucrtanisauisa 3 rekcaHy gana Heob6XigHwi
cknagHu edip y BumsAgi TBepdoi pevoBuHM 6Ginoro konbopy(0,96r, Buxig 68%) i3 1.nn. 84,8-85,9°C. 'H
AMP(CDCI3/300MI'y) 7,61(s, 1H), 7,33(d, 1H, J=2,6l"u), 7,14(d, 1H, J=6I"w), 5,79(q, 1H, J=6,7T"u), 4,37-4,29(m,
2H), 3,75(t, 2H, J=6,7Tu), 2,67(t, 2H, J=6,7Ty), 2,11-2,03(m, 2H), 1,35(t, 3H, J=7,2l'u). FABLRMS m/z
424,1(M+NH4+). ESHRMS m/z 424,0694(M+NH4+, PospaxoBaHo 424,06940). AHan. PospaxoBaHO And
C1gH15Cl2F303: C, 53,09; H, 3,71; Cl, 17,41. BctanoeneHo: C, 53,02; H, 3,90; CI, 17,63.

Cragis 2. OgpepxaHHa 6-xn10op-8-(5-xnop-1-neHTuHin)-2-tpudtopmeTnn-2H-1-6eHsonipaH-3-«kap6oHoBoi
Kucnotm

CknapHun edpip, otpumanuii Ha ctagii 1(0,500r, 1,23mmMonb), po3yMHANM B Cymilli TeTparigpodypaHy,
etaHony i Bogu(7:2:1, 10mn), obpobnsanu rigpokcugom HaTpito(0,49mn, 1,23mmornb y BurmsAgi 2,5N posunHy) i
nepemiwysanu npu TemnepaTypi NOMeLlkaHHs npoTaroM 18 roauH. BunaptoBanu pPoO3UMHHUK i PO3YMHANU
danuwok y Bogi(10mn). [Hopasanu pietunosuii  edip(10Mn) i migkmensmm  macy  KOHUEHTPOBaHOM
XITOPUCTOBOAHEBOK KUCHOTOK. BigokpemsnioBanu opraHidyHWM LWap i ekcTparyBanu BOAHWIW Lap AieTUIoBUM
edipom(2 pasn no 10mn). 3'egHaHi ekCTpakT! Cywmnu Hapg cynbdaTtom marsio, QinbTpyBanu i BuMaproBanu,



O[EPXKYIOUN TBEPAY PEYOBUHY XOBTOMO KOMbOPY, KOTPY NepekpucTanisoByBanu i3 cymilli gietmnosoro egipy 3
rekcaHom. OpepxyBanu Crnosyky, 3a3HayeHy B 3arofoeKy, y BUMsAi TBepAoi pevoBUHU X 0BTOro koneopy(0,371r,
Buxia 80%) i3 T.nn. 154,4-156,4°C.-1H AMP(aueToH-de/300MIMy) 7,88(s, 1H) 7,53(d, 1H J=2,4I'y), 7,44(d, 1H
J=2,4Tu), 5,94(q, 1H, J=7,1T"u), 3,83(t, 2H, J=6,5T"u), 2,68(t, 2H, J=6,8I"u), 2,12-2,04(m, 2H). ESLRMS 377 (M-H).
ESHRMS m/z 376,9930(M-H, Po3spaxoBaHo 376,9959). AHan. Po3paxoBaHo ans CsH11Cl2F303 + 1,18% H20: C,
50,08; H, 3,02; Cl, 18,48. BctaHoBneHo: C, 50,11; H, 2,73; Cl, 18,28.

Mpwknag 119

6-x10p-8-(1-neHTnHin)-2-TpudpropmeTnn-2H-1-6eH3onipaH-3-kapOoHoBa KMcnoTa

Lle noxionHe 2H-1-6eH3onipaH-3-kapOoOHOBOT KMCNOTH OAepxkyBanu 3a MeToaKolo, aHaroriyHo ONuCcaHin B
Mpwknagi 118. T.nn. otpumaHoro npoaykty 168,1-171,2°C. 'H AMP(CDCI3/300MIu) 7,75(s, 1H), 7,37(d, 1H,
J=2,6Iu), 7,15(d, 1H, J=2,4Tw), 5,771, 1H, J=6,7T'u) (t, 2H, J=6,9y), 1,68-1,61(m, 2H), 1,07(t, 3H, J=7,25T"L).
FABLRMS m/z 345(M+H). ESHRMS m/z 343,0373(M-H, PospaxoBaHo 343,0349). AHan. PospaxoBaHo fnis
C16H12CIF303 + 0,69% H20: C, 55,36; H, 3,56. BctaHoeneHo: C, 55,21; H, 3,62.

Mpuknag 120
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6-xnop-8-(deHineTnHin)-2-tpudropmeTun-2H-1-6eH3onipaH-3-kapboHoBa kucnoTa

Lle noxigHe 2H-1-6eH3onipaH-3-kapOOHOBOT KACNOTWM OJepXKyBanu 3a MeTOAMKOK, aHasornyHO ONUCAHIA B
Mpwknagi 118. T.nn. oTpumaHoro npoaykty 190,1-192,1°C. 'H AMP(CDCI3/300MI'y) 7,92(s, 1H), 7,61-7,57(m,
4H), 7,47-7,44(m, 3H), 6,01(q, 1H, J=7,0l"y) ESLRMS 377(M-H). ESHRMS m/z 377,0167(M-H, Po3paxoBaHo
377,0192). AHan. PospaxoBaHo gna C19H1CIF303: C, 60,26; H, 2,66; Cl, 9,36. BctaHoBneHo: C, 60,09; H, 2,73;
Cl, 90,09.

Mpwknag 121
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6-x10p-8-(3,3-aumeTnn-1-6ytnHin)-2-TpudropmeTnn-2H-1-6eH3onipaH-3-«kapboHoBa kucroTa

Lle noxigHe 2H-1-6eH3onipaH-3-kapOOHOBOT KUCNOTWM OOepXKyBanu 3a MeTOOMKOK, aHasoryHO ONUCAHIA B
Mpwknagi 118. T.nn. oTpumaHoro npoaykTy 218,3-222,4°C. H AMP(aueToH-de/300MI'y) 7,87(s, 1H), 7,51(d, 1H,
J=2,4), 7,38(d, 1H, J=2,6), 5,92(q, 1H, J=6,9), 1,32(s, 9H). FABLRMS m/z 359(M+H). ESHRMS m/z 357,0490(M-
H, Po3paxoaHo 357,05050). AHan. Po3paxoBaHo ansa C+7H14CIF303: C, 56,92; H, 3,93; Cl, 9,88. BctaHoBneHo:
C,56,63; H, 3,94; Cl, 10,03.

Mpuknag 122
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6-xnop-8-[(4-xnopdeHin)eTmHin]-2-tpucpropmeTn-2H-1-6eH3onipaH-3«apboHoBa kucnoTa
Lle noxinHe 2H-1-6eH3onipaH-3-«apboOHOBOI KACNOTN OOepKyBanu 3a METOAMKOK, aHamnoriyHoK OMUCcaHili B



Mpuknagi 118. T.nn. oTpumaHoro npoaykTy 210,4-211,4°C. H AMP(CDCI3/300MIry) 7,75(s, 1H), 7,48-7,43(m,
3H), 7,36(s, 1H), 7,33(s, 1H), 7,22(d, 1H, J=2,6I'y), 5,82(q, 1H, J=6,6"4). FABLRMS m/z 411(M-H). ESHRMS
m/z 410,9802(M-H, Po3paxosaHo 410,980259). AHan. PospaxoBaHo ansi CxH12ClF303: C, 55,23; H, 2,20; Cl,
17,16. BctaHoBneHo: C, 55,22; H, 2,07; Cl, 17,39.

Mpwknap 123
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6-xr10p-8- [(4-MeToKCUeHIN)eTuHiN]-2-tpudstopmeTnn-2H-1-6eH3onipaH-3-«kapboHoBa KMcnoTa

Lle noxigHe 2H-1-6eH3onipaH-3-kapOOHOBOT KUCNOTWM OOepXKYyBanu 3a MeTOOMKOK, aHasoryHO ONUCAHIA B
Mpuknaai 118. T.nn. oTpumaHoro npogykty 217,7-218,7°C. 'H AMP(CDCI/300Mry) 7,75(s, 1H), 7,51-7,47(m,
3H), 7,18(d, 1H, J=24ly), 6,91-6,88(m, 2H), 5,82(1, 1H, J=6,7Tu). ESLRMS 407(M-H). ESHRMS m/z
407,0293(M-H, PospaxoBaHo 407,0298). AHan. Po3paxosaHo ana CxH12CIFs04: C, 58,77; H, 2,96; CI, 8,67.
BcraHosneHo: C, 58,68; H, 2,85; Cl, 9,15.

Mpuknag 124
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6-(dpeHineTnHin)-2-TpudropmeTnn-2H-1-6eH3onipaH-3-kapboHoBa KmMcnoTa

Lle noxinHe 2H-1-6eH3onipaH-3-+«ap6OoOHOBOI KACNOTN OJepKyBanu 3a METOAMKOI, aHamnoryHOK ONuCcaHil B
Mpwvknagi 118, BUKOPUCTOBYIOUM B SIKOCTI BUXIAHOTO Matepiany eTun-6-non-2-tpudpropmetnn-2H-1-6eH3onipaH-3-
kapbokcunart, oTpumaHui, sk onmcaHo B MNpuknagi 24, ctagia 3. T.nn. oTpumaHoro npoaykty 240,1-241,3°C. 'H
AMP(aueToH-de/300MIM) 7,94(s, 1H), 7,70-7,69(m, 1H), 7,61-7,53(m, 3H), 7,44-7,41(m, 3H), 7,10(d, 1H, J=7,1).
ESHRMS 343,0550(M-H, PospaxoBaHo 343,0582). AHan. PospaxosaHo gnsa CigH11F30s: C, 66,29; H, 3,22.
BctaHosneHo: C, 66,26; H, 3,29.
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6-xnop-8-(4-xnopdeHin)-2-tpucropmeTmn-2H-1-6eH3onipaH-3-«kapboHoBa kucnoTa

Cragis 1. OgepxaHHs eTun-6-xrop-8-(4-xnopdeHin)-2-tpudropmeTun-2H-1-6eH3onipan-3-kapbokennaty

Emun-6-xnop-8-oa-2-tpudtopmetun-2H-1-6eHsonipaH-3-«apbokcunar, oTpumaHui, 9k onucaHo B MNpuknagi
73, cragia 2(1,3r, 3,02umonb), kapboHaT kanito(1,25r, 9,06mmonb), 4-xnopdeHindopHy kucnoty(0,52r,
3,33mmornb) i TeTpakic(tpudpeHindgocdin)nanazin(0)0,174r, 0,151Mmonb) po3umHanm B Tonyoni(30mn) i
OTPUMAHUIA PO3YMH HarpiBarm 3i 3BOPOTHMM XONOAMSBHUKOM npoTaroMm 18 roguH. lMicna oxonomkeHHs Ao
TemnepaTypy NOMeLKaHHs peakuiiHy macy Bunueanu B etunauetat(50mn), npommeanu oTpymaHy cymiw 1N
XIIOPMCTOBOOHEBOIO KUCNOTOK(2 pa3v no 25Mn), HacMyeHum posymHoM GikapGoHaTy HaTpito(2 pasu no 25mn) i
BOAOM(2 pa3u no 25mn). OpraHiyHy chasy cyumnu Hap cynbdgaToM MarHito, dinbTpyBanu i KOHLEHTpyBanm y
BaKyyMi, O4EPXXY0UM MacCro KOPUYHEBOTO KOMbopy. CHpuii NpoaykT oumwanu dore Ww-xpomMaTtorpadieto(enoeHT -
1% eTvnaueTaTty B rekcaHi) i ogepxyeanu tBepay peyoBuHy 6inoro konsopy. licna nepekpucTanisauii 3 rekcaHy
oflepXyBanu HeobXiaHWIA cknagHui edoip y BUrnaai TBepAoi pedoBuHm Ginoro konmbopy(0,79r, Buxig 64 %) i3 T.nm.
114,2-115,9°C. "H AAMP(CDCIy300Mry) 7,69(s, 1H), 7,41(s, 4H), 7,30, 1H, J=2,4Tu) 7,22(d, 1H, J=2,6Iu),
5,70(q, 1H, J=6,9Tu), 4,374,29(m, 2H), 1,35(t, 3H, J=7,1Tu). ESLRMS 434(M+NHs"). FABHRMS m/z
434,0574(M+NH4+, Po3paxosaHo 434,0538). AHan. PospaxoBaHo ans CieH13CloF303: C, 54,70; H, 3,14; CI,
17,00. BctaHoBneHo: C, 54,79; H, 3,18; Cl, 16,65.

CTtagisn 2. OgepxaHHa 6-xnop-8-(4-xnopdeHin)-2-TpudropmeTnn-2H-1-6eH3onipaH-3-kapboHOBOT KUCIOTU

CknagHun edpip, otpumanumi Ha ctagii 1(0,500r, 1,20mMmmonb), po3uMHANW B Cymili TeTparigpodypaHy,
eTaHony i Boau(7:2:1, 10mn), o6pobnsanu rigpokengom Hatpito(0,48mn, 1,20mmMone y Bumsagi 2,5N pos3unHy) i
nepemiwysanu npu TemnepaTypi NOMeLwkKaHHa npoTaroM 18 roauH. BunaptoBanu pO3YMHHUK Yy Bakyymi i
po3uymHAnm 3ammwok y Bogi(10mn). Jopasanu aietmnosun edip(10mn) i nigkMcnanmM macy KOHLEHTPOBaHO



XIIOPUCTOBOOHEBOIO KUCIOTOW. BigokpemmioBanu opraHiyHMi Wap i ekcTparysanu BOAHWW LIap AieTUNnoBuMm
egipom(2 pa3u no 10mn). 3'egHaHi eKCTpakT! Cylumnu Hapg cynbdaTtoM marsito, dinbTpyBanu i BuMaproBanu,
ofepXylouM TBEPAY PevoBMHY Binoro Komnbopy, WO MepekpucTanisoByBany i3 cymiwi gietmnoBoro edipy 3
rekcaHom. OgepyBanu Cnosnyky, 3a3Haquy B 3aronoBeky, y BumMsAai t8Bepaoi peyvosuHun Ginoro konsopy(0,40r,
Buxia 86%) i3 1.nn. 205,5-207,3°C. H AMP(CDCI3/300MIy) 7,81(s, 1H), 7,42(s, 4H), 7,34(d, 1H, J=2,4T"u), (s,
1H), 5,69(q, 1H, J=6,8"y). FABLRMS m/z 387(M-H). ESHRMS m/z 386,9788(M-H, Po3paxosaHo 386,980259).
AHan. PospaxoBaHo ansa C+7H9CloF303: C, 52,47; H, 2,33; Cl, 18,22. BctaHosneHo: C, 52,38; H, 2,47; Cl, 18,20.
Mpwknag 126
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6-x10p-8-(3-meTokCudeHin)-2-tpudtopmeTnn-2H-1-6eHsonipaH-3-kapboHoBa KMcroTa

Cragis 1. OgepxaHHs eTun-6-xnop-8-(3-meTokcudpeHin)-2-tpudropmeTnn-2H-1-6eH3onipaH-3«kapbokcunaty

Y KpyrnogoHHin konbi mictkictio 100mMn B amocdepi asoTy po3umHanu B 1-nponaHoni(50mn) etmn-6-xnop-8-
noa-2-tpudpropmetmn-2H-1-6eHszonipaH-3-«kapbokcunaTt, oTpMMaHui, Sk onncaHo B lMpuknagi 73, cragis 2(1,00r,
2,31Mmonmb), i 3-meTtokcudpeHinbopHy kncnoTty(0,369r, 2,43mmornb) ). Cymiw nepemilyBanu npu Ttemnepartypi
NOMELLKaHHA MPOTArOM MiBrOAWHW [0 PO3YMHEHHSI TBEPAMX KOMMOHEHTIB. OTpumMaHwi po3yunH obpobnsnu
auetatom nanagto(ll)(0,016r, 0,0693mmorb), TpudeHingocdhiHom(0,055r, 0,208mMmornb), kapboHaTOM
HaTpito(0,294r, 2,77mmornb) i pJeioHizoBaHow Boaoto(10mn). HarpiBarmm peakuiiHy macy 3i 3BOPOTHUM
XonoAunbHYKOM npoTaroM 3 roauH. licns oxonogXeHHs A0 TemnepaTypu NMOMELLKaHHS Macy ekcTparyBanu
etnnauetatom(1 pa3 150mn i 2 pasn no 25mn). 3'egHaHi opraHiYHi eKCTpakT! NPOMMUBANIN HACUYEHNM PO3YMHOM
GikapboHaTy HaTpito(50Mn) i po3corom(2 pasa no 50mn), cywmnu Hag cynbdaToM Marsito, QinbTpyBany i
KOHUEHTpYBanu Yy BaKyyMi, OAEPXYIOYM Macrno XOBTOro Kombopy. Cupum npoaykT ouvwanu dneL-
xpomaTorpadieto(entoeHT - 0,5% emnaueTaty B rekcaHi), ogepxyloun TBepay pe4voBuHy binoro konoopy. Llei
NPOOYKT MepeKkpucTanizoByBanu 3 rekcaHy W OfepXyBanu HeoOXigHUM cknagHuin edphip y Bumsgi tBepaoi
peyoBuHun Ginoro konbopy(0,60r, Buxig 63%) i3 Tiw. 93,7-95,1°C. 'H AMP(CDCI3/300MI'y) 7,69(s, 1H), 7,35-
7,32(m, 2H), 7,22(d, 1H J=6Iy), 7,05-7,03(m, 2H), 6,96-6,93(m, 1H), 5,72(q, 1H, J=6,7Tu), 4,34-4,31(m, 2H),
1,35(t, 3H, J=7,1T"y). FABLRMS m/z 413(M+H). ESHRMS m/z 413,0765(M+H, Po3paxoBaHo 413,076747). AHan.
PospaxoaHo ans CxH16CIF304: C, 58,19; H, 3,91; Cl, 8,59. BctaHoeneHo: C, 58,33; H, 4,10; Cl, 8,61.

Crapina 2. OpepxaHHa  6-xn0op-8-(3-veTokcndeHin)-2-tpudropmeTnn-2H-1-6eH3onipaH-3-«kapboHOBOT
KMCNoTn

CknapHun edip, otpumanuii Ha cragii 1(0,300r, 0,727MMoOrb), po34MHANM B Cymiwi TeTpariapodypaHy,
eTaHony i Bogn(7:2:1, 10mn), o6pobnamm rigpokcmaom Hatpito(0,29mn, 0,727vMmorne y Bumsagi 2,5N po3uunHy) i
nepemiwysanM npu TemnepaTypi MOMellKaHHa npoTarom 18 rogvH. BunaptoBanu pPO3YMHHVK | pO3YMHANN
3anuwok Yy Bodi(10mn). Oopasanu pietunosuin edip(10mMn), a noTiM Aekinbka Kpanefb KOHLEHTPOBaHOI
XNIOPUCTOBOAHEBOT KUCMOTWU. BigokpemnioBanu opraHiyHU LWap i ekcTparyBanu BOAHWA LWap OeTUrnosum
edipom(2 pasun no 10mn). 3'egHaHi eKCTpaKTU CylMnM Hag CcynbdaToM MarHito, pinbTpyBanu i KOHLEHTpYBanm y
Bakyymi, ogepxytoun TBepay pevoBuHy 6inoro konbopy, Lo nepekpucraniaoByBanu i3 cymili gietnnosoro eqgipy
3 rekcaHom. OpepiKyBanu Crornyky, 3a3Haquy B 3arorioBky, y BUrnagi 1eepaoi peyosuHu 6inoro konbopy(0,23r,
BUXig 81%) i3 T.nn. 173,1-177,4°C. "H SAMP(CDCI/300Mrw) 7,81(s, 1H), 7,39-7,37(m, 2H), 7,05-7,04(m, 2H)
6,97-6,94(m, 1H), 5,71(q, 1H, J=6,7T'u), 3,85(s, 3H). ESHRMS 383,0278(M-H, PospaxosaHo 383,029796). AHan.
PospaxosaHo ans C1gH12CIF304: C, 56,20; H, 3,14; Cl, 9,21. BctaHoBneHo: C, 55,90; H, 3,11; Cl, 9,48.

Mpuknag 127

OCHa

| l X QzH
O CF.

SCH,

6-x110p-8-[(4-meTunTio)deHin]-2-Tpudtopmemn-2H-1-6eH3onipaH-3-kapboHoBa kucnota

Lle noxiaHe 2H-1-6eH3onipaH-3-kapboHOBOT KMCNOTH OepKyBan 3a MeToamKolo, aHaroriyHot onucaHin B
Mpwvknagi 126. T.nn. oTpumaHoro npogykTy 211,4-212,5°C. H AMP(aueToH-de/300MI'y) 7,94(s, 1H), 7,57(d, 1H,
J=2,6), 7,53-7,50(m, 2H), 7,45, 1H, J=2,6), 7,39-7,36(m, 2H), 5,87(q, 1H, J=7,1T4), 2,55(s, 3H). ESHRMS
399,0051(M-H, PospaxoBaHo 399,0069). AHan. Po3spaxoBaHo ans C1sH12CIF303S: C, 53,94; H, 3,02; CI, 8,84; S,
8,00. BctanoBneHo: C, 53,86; H, 2,82; Cl, 8,91; S, 8,21.

Mpwknag 128
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6-xnop-8-[(4-metuncynbdoHin)deHinl-2-TpudgTopme TMn-2H-1-6eH3onipaH-3-«kapboHoBa KucroTa

Cragisa 1. OpepkaHHsa eTun-6-xnop-8-[(4-meTuncynbgoHin)deHin]-2-tpudpropmeTnn-2H-1-6eH3onipaH-3-
Kapbokcunaty

OkcoH(Oxone™)(1,44r, 2,34mMmorb) po3unHanu y BoAi(10mn) i oxonomkysanu posdmH o 5°C. [NosinkHoO
Aojasanv o peakuiiHoi Macv po3yuH eTun-6-xnop-8-[(4-metuntio)deHin]-2-tpudpropmetnin-2H-1-6eH3onipaH-3-
kapbo-kcunaTy, OTpMMaHoro, sik onucaHo B [MNpuknagi 127(etunosun egip)(0,5r, 1,17Mmornb), y meTtaHoni(20mn) i
nepemillyBany cymill npu TemnepaTtypi NOMeLLKaHHSA NpoTsaroMm 5 roauH. BigraHanu meTtaHon y Bakyymi. Po3uuH,
IO 3anuLIMBCS, eKcTparyBanu Xnopuctum MeTtuneHom(2 pasu no 50mn). 3'egHaHi opraHiyHi eKCTpakT! cylumnm
Haa cynbdatoM MarHito, cbianpyBanM i BUMapioBanu, ofepxylouu TBEPAMWA MPOOYKT XXOBTOMO KOJSbOpY. Ll,e|7|
NPoAYKT mepekpucTanisoByBanu i3 cymiwi edipy 3 rekcaHoMm i ogepxysanu Heo6x|,qHV|V| CcynbdoH y BUMMAai
TBepAO| peyoBuHM Ginoro konbopy(0,46r, Buxig 84%) i3 T.nn. 139,2-146,2°C. "H AMP(CDCI3/300MrLy) 8,03(s,
1H), 8,00(s, 1H), 7,70(d, 2H, J=2,4I"u), 7,28(d, 1H J=2,6I"u), 5,71(q, 1H J=6,9I"u), 4,35-4,32(m, 2H), 3,11(s, 3H),
1,35(t, 3H, J=7,2I'u). FABLRMS m/z 467(M+Li). ESHRMS m/z 470,0707(M+NH4", PospaxoeaHo 478,070281).
AHan. PospaxoBaHo ansa CxH16CIF30s5S: C, 52,12; H, 3,50; Cl, 7,69. BctanoeneHo: C, 52,17; H, 3,36; CI, 7,77.

Cragis 2. OpepxaHHa  6-xnop-8-[(4-meTnncynbdoHin)deHin]-2-tpudrop-meTun-2H-1-6eH3onipaH-3-
KapboHOBOT KMCMOTU

CynbdoH, oTpumanmi Ha ctagii 1(0,300r, 0,651mmonb), po3umHAnM B cymiwi TeTpariapodypaHy, etaHony i
Boaun(7:2:1, 10mn), obpobnamm rigpokemaom Hatpito(0,26mn, 0,651mMmons y Burmagi 2,5N  posunHy) i
nepemiwysanu npu TemnepaTypi NOMelkKaHHA npoTaroM 18 roauH. BunaptoBanu pO3YMHHWMK Yy Bakyymi i
pO3uuHANKM 3anmwok y Bogi(10mn). Joaaeanu gietunosuii ecbip(10Mn) i migkncrsanm macy KOHUEHTPOBaHO
XIIOPMCTOBOOHEBOIO KUCIOTOW. BigokpemmioBanu opraHiyHMi Wap i ekcTtparysanu BOAHWW LIap AieTUNnoBuMm
edipom(2 pasn no 10mn). 3'egHaHi ekcTpakT! Cylumnu Hapg cyrnbdaTtoM marsito, ginbTpyBanu i BuMapoBanu,
OZlEpPXYIOUM TBEpAY peyoBUHY 6inoro Komnbopy, KOTpY nepekpucTanisaoByBanu i3 cymiwi gietunosoro edipy 3
reKCaHoM. Onepxysanw CrIONyKy, 3a3HaqeHy B 3aronoeky, y BUIMAAi TBepAoi pevoBuHmM Binoro koneopy(0,20r,
Buxig 73%) i3 T.nn. 286,5-287,8°C. H AMP(aueToH-de/300MI'y) 8,07(d, 2H, J=6,7Tu), 7,97(s, 1H), 7,84(d, 2H,
J=6,7Tu), 7,67(d, 1H J=2,6l"uy), 7,55(d, 1H, J=2,6I"u), 5,92(q, 1H, J=7,1Tu), 3,20(s, 1H). ESHRMS 430,9947(M-H
PospaxosaHo 430,996782). AHan. PospaxoBaHo ans C1gH12CIF305S: C, 49,95; H, 2,80; Cl, 8,19. BctaHoBneHo:
C,50,04; H, 2,80; CI, 8,25.
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6-xr10p-8-ceHin-2-tpudtopmeTnn-2H-1-6eH3onipaH-3-kapboHoBa kucnoTa

CTtagisa 1. OgepkaHHa eTun-6-xnop-8-deHin-2-tpucpropmeTnn-2H-1-6eH3onipaH-3-kapbokenunaty

Cymiw etnn-6-xnop-8-6pom-2-tpudpropmemmn-2H-1-6eHzonipaH-3«kapbokcunaTty, OTPUMaHOro, sk onucaHo B
Mpwknagi 74, cragis  1(2,0r, 52umornb), TeTpakic(TpudeHindocdiH)nanagio(0)(2,15r, 1,7mMmonsb),
TpudpeHindgocgiHy(0,013r, 0,05mmornb) i, 5,7mmonb) y Tonyoni(60mn) Harpieanu npu 110°C npotarom 3 gi6.
[aBanu peakuilHin maci ocTyaummuca [0 TemnepaTypy MNOMELUKaHHA i qinbTpyBanu 4vepes Lap cunikarento,
enoyn cymiwwo etunaueTtaty(25%) y rekcadi. ®inbTpaT KOHUEHTpYBanuM y BakyyMi, MiCNs 4oro ouyviianmu
dorewxpomaTtorpadieto Ha cunikareni(enteHT - Cymill eTunawueTaTty 3 rekcaHom, 1:9).

Opakuji, Wo MicTaTb HeoOXiAHWIM NpPOAYKT, 3'€AHYBaNM i KOHUEHTpyBanu y Bakyymi. [ns BuganeHHsa
3anuLWKOBMX KINbKOCTEM OfloBa CyMill po3unHanu B TeTparigpodypari(10mn), Aoaasanu BOOHWIA PO3YWH
dTopuctoro amoHito(10%(mac), 20mn) i nepemiwysany NpoTAroM 2 rovH Npu TemnepaTypi MOMeLKaHHS.
EkctparyBanu po3uuH etunauetatom. 3'€4HyBany eKCTpakTW, CYLIMNM Hag cyrnbdaTom MarHito, qinbTpyBanu i
KOHUEHTpYBanu y BaKkyymi, oJepkywouum ckragHwi ecdip y Bumagi macna(1,30r, Buxig 65%). 'H
AMP(CDCI3/300MI'y) 7,67(s, 1H), 7,47-7,36(m, 5H), 7,31(d, 1H, J=2,6l"u), 7,18(d, 1H, J=2,4lu), 5,69(q, 1H,
J=6,8Iy), 4,30(m, 2H), 1,33(t, 3H, J=7,1Tu). 19F AMP(CDCI3/282Mry) d -78,27(d, J=7,2l'u). FABLRMS m/z
383(M+H). ESHRMS m/z 400,0937(M+NH4, Po3paxosaHo 400,0927).

Cragis 2. OgepxaHHs 6-xnop-8-deHin-2-tpudropmeTnn-2H-1-6eH3onipaH-3-kapbOHOBOI KNCNOTU

CknagHuin edip, otpuMmaHuin Ha ctagii 1(1,0r, 2,6MMonb), Ppo3YnHANM B Cymiwi TeTparigpodypaHy(5mn) i
MeTaHony(5mn), obpobnsnu rigpokenagom Hatpito(4,0mn, 10,4mmonb y Burmagi 2,5N po3unHy) i nepemiwysanm
npu TemnepaTypi NoMeuKaHHa npoTtaroMm 18 rogvH. BunapioBany po3YuHHUK y BaKyyMi, PO3YMHANN 3amMLLIOK B
etunauetati i nigkncenanu macy 3N XOpMCTOBOOHEBOK KUCMOTOK. PO3unH ekcTparyBanu eTtunaueTtaToM.
3'eAHyBanM eKCTpakTW, Cylumnu Hapg cynbdaTtoMm MarHito, dinbTpyBanu i BunaptoBanu y Bakyymi, O4epXKYyHouu



TBEpPAY PEYOBMHY XOBTOro Kombopy. [licna nepekpucrtanisadii i3 cymiwi eTunaueTaTy 3 rekcaHoOM oepxyBanu
CMOoMyKy, 3a3HayeHy B 3arofnoeky, y BUMsiAi TBepaoi peyvoBunHu 6nigo-xosTtoro konbopy(0,42r, Buxig 46%) i3 T.nm.
196,3-197,7°C. H AMP(CDCI3/300MIy) d 7,65(s, 1H), 7,40-7,23(m, 6H), 7,15(s, 1H), 5,63(q, 1H, J=6,5"L),
3,35(wmpokun s, 1H). OF AMP(CDCI3/282MI'y) d -78,71(d, J=5,8Iy). FABLRMS m/z 355(M+H). ESHRMS m/z
353,0198(M-H, Po3paxoBaHo 353,0192).
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6-6pom-8-gprop-2-ipncpropmeTnn-2H-1-6eH3onipaH-3-kapboHOBa KMcnoTa

4-6pom-2-cbropdheHON nepeTBOplOBanuM B CMNOMYKY, 3a3HadYeHy B 3arofioBKy, 3a MeTOAVKON, aHamnoriyHo
onucaHin B Mpuknaai 2. T.nn. oTpumaHoro npoaykTy 206-208°C. H AMP(CD3OD/300MI'y) 7,78(s, 1H), 7,36-
7,48(m, 2H), 5,87(q, 1H J=6,8"u). EIHRMS m/z 339,9349(Po3paxoBaHo 339,9358). AHan. Po3paxoBaHo Anis
C11HsBrF403: C, 38,74; H, 1,48. BctaHoBneHo: C, 38,97; H, 1,60.
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6-(4-dbropdeHrin)-2-tpudpropmeTnn-2H-1-6eH3onipaH-3«apboHoBa kucnota

Lle noxinHe 2H-1-6eH3onipaH-3+«ap6OoOHOBOI KACNOTN OJepPKyBanu 3a METOAMKOI, aHamnoryHOK ONUCcaHil B
Mpuvknagi 125, 3acTocoBylOYM B SIKOCTI BUXIAHOTO mMarepiany eTtun-6-nog-2-tpucpropmetnn-2H-1-6eH3onipaH-3-
kapbokcunat, oTpumaHui, Sk onucaHo B [lMpuknagi 24, ctagia 3. T.nn. oTpumaxoro npoaykty 207-210°C 'H
AMP(CD30OD/300MIy) 7,87(s, 1H), 7,54-7,64(m, 4H), 7,10-7,20(m, 2H), 7,03(d, 1H, J=9,4I'u), 5,77(q, 1H,
J=7,0y). EIHRMS m/z 338,0573(M+, Po3paxoBaHo 338,0566). AHan. PospaxoBaHo ansa CiiHeFslOz + 1,25%
H.0: C, 59,62; H, 3,08. BctaHoBneHo: C, 59,61; H, 3,09.
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6-deHin-2-TpudropmeTnn-2H-1-6eH3onipaH-3-«apboHoBa k1croTa

Lle noxigHe 2H-1-6eH3onipaH-3-kapOOHOBOT KUCNOTWM OOepXyBanu 3a MeTOOMKOK, aHasoryHO ONUCAHIA B
Mpuknagi 125, 3acTtocoBytoun B SKOCTI BUXIQHOrO MaTepiany eTnn-6-noa-2-tpucdpropmetnn-2H-1-6eH3onipaH-3-
Kapbokcunat, oTpumaHuiA, sk onucaHo B [lMpuknapgi 24, ctagia 3. T.nn. oTpumaHoro npoaykty 197-198°C. H
AMP(CD3OD/300MI'y) 7,87(s, 1H), 7,28-7,64(m, 7H), 7,03, 1H, J=6,8I'y), 5,76(q, 1H, J=7,0l"y). EIHRMS m/z
320,0604(M", PospaxoeaHo 320,0660). AHan. PospaxosaHo anst C17H11F303: C, 63,75; H, 3,46. BctaHoeneHo: C,
63,56; H, 3,46.
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8-xnop-6-rop-2-TpudpropmeTnn-2H-1-6eH3onipaH-3-«kapboHoBa KucnoTa

2-xnop-4-cropdeHon nepeTBOpOBanuM B CMOMYKY, 3a3Ha4YeHy B 3arofloBky, 3a MeTOAUKON, aHasoriyHo
onucaHin B Mpuknagi 2. T.nn. oTpumaHoro npoaykTty 240-241°C. H AMP(CD30OD/300MI'y) 7,77(s, 1H), 7,26(dd,
1H J=8,3, 2,9I"u), 7,14(dd, 1H, J=8,1, 2,9I"u), 5,87(q, 1H, J=6,8I'u). EIHRMS m/z 295,9836(Po3paxoBaHo
295,9863). AHan. PospaxoBaHo ans C11HsCIF403: C, 44,54; H, 1,70. BctaHoBneHo: C, 44,70; H, 1,73.
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6,8-gnioa-2-tpudtopmeTun-2H-1-6eH3onipaH-3-kapboHoBa kucnoTa
Lle noxinHe 2H-1-6eH3onipaH-3-«apboOHOBOI KACNOTN OOepKyBanu 3a METOAMKOK, aHamnoriYyHOK ONMUCcaHil B



Mpwvknagi 1. T.nn. oTpumaHoro NnpoaykTy 243-244°C. H AMP(CD30OD/300MI'y) 8,07(d, 1H J=2,0ry), 7,71(s, 1H),
7,70(d, 1H, J=2,0l"y), 5,89(q, 1H, J=6,8I'y). ESHRMS 494,8174(Po3paxoBaHo ans M-H 494,8202). Axan.
PospaxosaHo gna C11HsF31203: C, 26,64; H, 1,02. BctaHoBneHo: C, 26,75; H, 1,06.
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6-(5-xnop-2-TieHin)-2-TpugTropme Tun-2H-1-6eH3onipaH-3-«kap6oHoBa kucnoTa

Lle noxinHe 2H-1-6eH3onipaH-3-«apboOHOBOI KACNOTN OoOepKyBanu 3a METOAMKOK, aHamnoriyHoK OMUCaHIl B
Mpuknagi 125, 3actocoBytoun HK BUXAHUIM  MaTtepian etun-6-nog-2-tpudpropmetnn-2H-1-6eHsonipaH-3-
Kapbokcunat, oTpumaHnui, sk onucaHo B [lMpuknagi 72, ctagia 3. T.nn. oTpumaHoro npoaykTy 205-206°C. 'H
AMP(CD30OD/300MI'y) 7,83(s, 1H), 7,50-7,58(m, 2H), 7,14(d, 1H, J=4,0l"u), 7,00(d, 1H, J=8,86I'u), 6,93(d, 1H,
J=4,0Ty), 5,77(q, 1H, J=7,0ry). EIHRMS m/z 359,9810(M’, Po3paxoBaHo 359,9835). AHan. PospaxoBaHo A
C1sHsCIF303S: C, 49,94; H, 2,24. BctaHoBneHo: C, 50,14; H, 2,29.
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6-(2-TieHin)-2-TpudropmeTnn-2H-1-6eH3onipaH-3-kap6oHoBa kucnoTa

Lle noxigHe 2H-1-6eH3onipaH-3-kapOOHOBOT KACNOTM OOepXKyBanu 3a MeTOAMKOK, aHasorNyHO OMNUCAHIA B
Mpuknagi 125, 3actocoBylouM HK BUXAHUI  MaTtepian eTun-6-noa-2-tpudpropmetnn-2H-1-6eHsonipaH-3-
Kapbokcunat, oTpumaHuiA, sik onucaHo B [lMpuknapgi 24, ctagis 3. T.nn. oTpumaHoro npoaykTy 209-212°C. H
AMP(CD30OD/300MI'y) 7,83(s, 1H), 7,58-7,62(m, 2H), 7,30-7,38(m, 2H), 6,80-7,09(m, 2H), 5,76(q, 1H, J=7,0l"L).
FABHRMS m/z 325,0153(Po3spaxoBaHo ans M-H 325,0146).
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6-(4-xnopdpenin)-2-tpucpropmeTnn-2H-1-6eH3onipaH-3-kapboHoOBa KucnoTa

Lle noxiaHe 2H-1-6eH3onipaH-3-kapOOHOBOT KUCNOTW OodepXyBanu 3a MeToaMKOK, aHaroryHo ONUCaHIA B
Mpuknagi 125, 3actocoBylouM SK BUXIOHUIA  MaTtepian eTun-6-noa-2-tpudpropmetnn-2H-1-6eH3onipaH-3-
Kkapbokcunat, oTpumaHuiA, sk onvcaHo B [lMpuknapgi 24, ctagia 3. T.nn. oTpMmaHoro npoaykTy 212-213°C. H
AMP(CD30OD/300MI'y) 7,89(s, 1H), 7,56-7,66(m, 4H), 7,40-7,48(m, 2H), 7,04-7,10(m, 1H), 5,77(q, 1H, J=7,0l"L).
ESHRMS m/z 353,0190 (Po3paxosaHo ana M-H 353,0192). AHan. PospaxosaHo ana C+7H10CIF303: C, 57,56; H,
2,84. BctaHoBneHo: C,57,41; H, 2,82.
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6-(4-6pomdpeHin)-2-tpudTopmeTnn-2H-1-6eH3onipaH-3-kapboHoBa kucnoTa

Lle noxinHe 2H-1-6eH3onipaH-3-+«apboOHOBOI KACNOTN OOepKyBanu 3a METOAMKOK, aHamnoriyHOK ONMUCaHil B
Mpuknagi 126, 3acTocoBylUM $SK BUXIOHUMI MaTepian eTun-6-noa-2-tpudropmeTun-2H-1-6eH3onipaH-3-
Kapbokcunat, oTpumaHui, sk onucaHo B [lMpuknagi 24, ctagia 3. T.nn. oTpumaHoro npoaykTy 215-216°C. 'H
AMP(CD30OD/300MI'y) 7,89(s, 1H), 7,06-7,71(m, 6H), 7,04-7,06(m, 1H), 5,78(q, 1H, J=6,8y). ESHRMS
396,9681(Po3paxoBaHo anst M-H 396,9687).
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6-eTnHIN-2-TpucpropmeTnn-2H-1-6eH3onipaH-3-kapboHoBa kucnoTa



Lle noxiaHe 2H-1-6eH3onipaH-3-kapOOHOBOT KUCNOTWM OAepXyBanu 3a MeToaMKOK, aHaroriyHo ONUCaHIA B
Mpuknagi 118, 3actocoBytouM SK BUXIOHUI MaTtepian eTun-6-noa-2-tpudpropmetnn-2H-1-6eH3onipaH-3-
kapbokcmunat, oTpumanui, sik onucaHo B lMpwknagi 24, cragia 3. T.nn. oTpumaHoro npogykty 198-200°C. 'H
AMP(CD3OD/300MI'y) 7,80(s, 1H), 7,47(dd, 1H, J=8,5I"u, 2,0ry), 7,41(d, 1H, J=2,0l"y), 6,97(d, 1H, J=8,5T"L),
5,71(q, 1H J=6,8"y), 3,06(s, 1H). ESHRMS 267,0271(PospaxosaHo ana M-H 267,0269) AHan. Po3gpaxoBaHo And
Ci13H7F303 +1,06% H20: C, 57,60; H, 2,72. BctaHoBneHo: C, 57,59; H, 2,62.
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6-meTUn-2-tpudropmeTun-2H-1-6eH3onipaH-3-kapboHoBa kucnoTa

4-meTuncaniunrnoBuii anbaeris nepeTBOptoBanM B CMOJYKY, 3a3HayeHy B 3arofioBky, 3a MeToAVKOlo,
aHanoriyHoto onucaHin B Mpuknagi 1. T.nn. otpumaHoro npoaykty 191,8-193,0°C. H AMP(aueToH-de/300MI'L)
7,80(s, 1H), 7,72-7,73(m, 2H), 6,90(d, 1H, J=8,4T"u), 5,91(q, 1H, J=7,2I'4). AHan. PospaxoBaHo ans Ci2HgOsF 3:
C, 55,82; H, 3,51. BctanosneHo: C, 55,89; H, 3,49.
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6-xr10p-8-(4-meToKCndeHiNn)-2-TpudptopmeTnn-2H-1-6eHsonipaH-3-«kapboHoBa KMcroTa

Lle noxionHe 2H-1-6eH3onipaH-3-kapOOHOBOT KMCNOTH o,u,eryBanm 3a MEeTOOMKO, aHaroryHoK ONUCAHIA B
Mpwknagi 126. T.nn. oTpumanoro npoadykTy 194,0-196,0°C. 'H AMP(CDCI3/300MI'u) 7,81(s, 1H), 7,44(s, 1H),
7,41(s, 1H), 7,34(d, 1H, J=2,4Tu), 7,21(d, 1H, J=2,4I"u), 6,99(s, 1H), 6,96(s, 1H), 5,69(q, 1H, J=6,7Tu), 3,86(s,
3H). FABLRMS m/z 402,2(M+NH4). ESHRMS m/z 383,0267(M-H, PospaxoBaHo 383,029796). Anan.
PospaxosaHo ans C1gH12CIF304: C, 56,20; H, 3,14; Cl, 9,21. BctaHoBneHo: C, 56,08; H, 3,11; Cl, 9,13.
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6-xn1op-2-TpudtopmeTnn-4-eteHin-2H-1-6eH3onipaH-3-kapb6oHoBa kucnota

Cragis 1. OgepxaHHst eTun-3-(5-xnop-2-rigpoken deHin)-3-okco-NponioHaTy Po3umH rekcameTunamcmnasngy
niTito(800mn 1,0 M posunHy B TeTparigpodypati, 800,0mmonb) oxonogkyBanu go -78°C B amocdepi asoTy.
Hopasanu npu nepeMillyBaHHi no Kpannax  npoTsaroMm 0,5 roavHM pPO34MH 5-xnop-2-
rinpokciaueTodeHoHY(45,493r, 266,67Mmornb) y TeTparigpodypaHi(130mn). ButpumyBanu peakuinHy macy npm -
78°C npoTarom rogunu, Harpisanu o -10°C i BuTpMMyBanu npu Ui TemnepaTypi NpPOTAromM 2 rovH, noTim
HarpiBanu go 0°C i ButpumyBanu 1 roguHy, nicnst 4Yoro 3HOBY OXoNomkyBanu Ao -78°C. 3a gonoMorot wnpuua
Aojasanu oo cymiwi ogHow nopuieto Aietunkap6oHaT(35,54mn, 34,65r, 29,34mMonb). Butpumysanu cymill npu
TemnepaTypi -78°C npotsirom 0,5 roanHu, noTtim npotdarom 0,5 roguHu HarpiBanu 4o TemnepaTypy NOMELLKaHHS i
nepemiwysanu npotarom 3 roguH. O6epeXxHO BMMMBANU peakuiiHy mMacy B iHTEHCMBHO MEPEMILLYBAHY CYMilll
nboay(1200Mn) i KOHLEHTPOBaHOI XIIOPMCTOBOAHEBOT KMCHOTU(222Mn). Po3ainanu wapn n ekctparysanu BOAHUNA
wap eTtunaueTtatoM. 3'egHaHi opraHivyHi asu npomumBanu po3CONOM, CyWMNU Hah cynbdgaToM HaTpito,
dinbTpyBanM i KOHUEHTpYBanu Yy BakyyMi, OAepXylouuM Macno, WO MoYnHarno Kpuctanisysatucsa. [Jopasanu
rekcaH(150mn) i npopgomkyBanu kpuctanisauito. KpuctaniyHmii npogykT BigokpemmtoBarm QinbTpyBaHHAM i3
BIACMOKTYBaHHAM i ofepXyBanu 3a3HaveHy B 3aronoBky crnonyky(29,04r, suxia 45%) y BumsaAgi >XoBTo-
KOPUYHEBMX ronyactux kpucranis i3 t.nn. 71,8-73,1°C. H AMP(CDCI3/300MI'y) 7,63(d, 1H J=2,4T"y), 7,45(dd,
1H, J= 8,9, 2,6"u), 6,98(d, 1H, J=8,9T"n), 4,25(q, 2H, J=7,3"u), 3,98(s, 2H), 1,29(t, 3H, J=7,3I"u). FABLRMS m/z
249(M+Li). EIHRMS m/z 242,0346(M’, PospaxoBaHo 242,0346). Anan. PospaxosaHo Ana C1H1ClOs C, 54,45;
H, 4,57. BctanoeneHo: C, 54,48; H, 4,62.

Cragis 2. OgepxaHHs eTun-2-TpudropmeTun-6-xnop-4-okco-4H-1-6eH3onipaH-3-«kapbokcmnaty

CknagHun keTtoeduip, oTpuMaHun Ha ctaaii 1(19,2r, 79,1Mmonb), AoJaeany A0 Cymili TpMATOPOLTOBOrO
anrigpnay(67,2vn, 49,9r, 475,8umonb), kapboHaTy kanito(44r, 318vmornb) i Tonyony(400mn). OTpumaHy
cycneHsito nepemiwysanu npotarom 36 roguH npy TemnepaTypi NOMELLKaHHS, @ NOoTiM Harpisanu 3 3BOPOTHUM
XONOAWIMBbHUKOM NPOTAroM 4 roauH. Micnst oxonomKkeHHs 4O TemnepaTypyu NMoMeLLKaHHs CYCMeH3ilo BUmMBanu B
iHTEHCUBHO MepeMillyBaH y(MexaHi4YHO Miluanko) cymiw nboay(300mn) i BOAHOIO pO34YMHY XIOPUCTOBOAHEBOT



kncnoti(12N, 50mn). OTpumaHy opraHiyHy basdy BiJOKpemmoBanu Bif nNpo3opoi cyMmilli, npommeanu Boaoto(5
pasis no 500mn), posconom(1 pas, 500mn), cylumnu Hag cynbcatom MmarHito, pinbTpyBanu i KOHLEHTPYBanM y
BaKyymi, o4epXKyloun TBEpAY PEYOBUHY XOBTO-KOPUYHEBOTO KOMNbOPY, KOTPY BUCYLLYBaNu B MUGOKOMY BaKyyMi.
Lleh npoayKT 4acTKoBO po3uuHsAnmM B rentaHi(100mn) i eTvnauetati(12mn) npu HarpiBaHHi Ha NapoBin GaHi i
dinbTpyBanM Ansa BiAAINEHHS HEPO3YMHHOro 3anmuky. PinbTpaT NUWanu Ansg OXONoKeHHs A0 TemnepaTypu
NoMeLLKaHHA 1 oepxyBanu HeobxiaHe noxiaHe 4-okco-4H-1-6eH3onipaHy y BAMAAi nerkux ApibHUx kpucranis
YKOBTO-KOpUYHEBOTO Konbopy(14,17r, Buxig 56%) i3 T.nn. 106,7- 108,6°C. YuctoTta npoaykty 6yna OOCTaTHLOK
AN BUKOPUCTaHHA MOro Ha HaCTYMHin ctagii 6e3 40AaTKOBOrO OUMLLEHHS.

Cragis 3. OgepxaHHs eTun-2-TpudropmeTun-4-okco-avrigpo-1-6ewwonipaH-3-kapbokcunaty

Oxonogxenmi o 0°C  pos3unH KeTOHy, OTpuMMaHoro Ha cragii  2(6,92r, 21,58umornb), vy
TeTparigpodypaHi(40mn) i etaHoni(50mn) obpobnsinu npu nepemiwyBaHHi 6oprigpnaoom HaTpito(NaBH4, 0,41r,
10,79Mmmorb), WO gogaBaBcs YacTuHamu. Yepes 3 roguHu gogasany YacTUHaMu NpPOTArOM roavHW OOAaTKOBI
KinekocTi Goprigpnay Hatpito(0,30r, 7,93mMonb). PeakuiiHy cymill BunmMBanu B iHTEHCUMBHO MNepeMillyBaHy
oxonomxeHy xnopuctoBogHey kucnoTty(15mn 12N HCI, po3seaeHot Bogow go obesary 300mn). Y npoueci
3MillyBaHHSA BWAINABCA ocag, KOTpUWA BigokpemmoBanu QinbTpyBaHHAM i3 BiACMOKTYBaHHAM i cywmnn B
rmmbokomy Bakyymi. Opepxysanu Heo6x|,u,He noxigHe 4-okco-gurigpo-1-6eH3onipaHy y Bumsgi  6inoro
nopouky(6,92r, Buxia 99%) i3 T.roi. 80,2-84,9°C. 'H AMP(CDCI3/300MI'1) 12,60(br s, 1H), 7,69(d, 1H, J=2,6I"wL),
7,34(dd, 1H J=2,6l'u, 8,7T'y), 6,93(d, 1H, J=8,7Tu), 5,59(q, 1H, J=6,6"1), 4,46-4,23(m, 2H), 1,35(t, 3H, J=7,0l").
FABLRMS m/z 329(M+Li). EIHRMS m/z 322,0213(M+, PospaxoBaHo 322,0220). AHan. Po3paxoBaHO Ans
C13Hw0C11P304 3 3,57% Boan: C, 46,67; H, 3,41. BctaHoBneHo: C, 46,62; H, 3,14.

Cragis 4. OpepxaHHa eTun-6-xnop-4-(TpudropmeTtaHcynbdokeu)-2-TpudropmeTun-2H-1-6eH3onipaH-3-
Kapbokcunaty

Y konby MopTtoHa micTtkicTio 50mn, obnagHaHy giadparMoto i KpanmMHHOLO Nilkoto, 3aBaHTaxyBanu 2,6-au-
TpeT-6yTvnnipnaud(1,782r, 8,679mmornb), xnopuctun MetuneH(15mn) i aHrigpng  TpudTopMeTaHCynbdo
kucnoTn(1,22mn, 2,04r, 7,23MMorb), @ NoOTiM No Kpannsx gogasanu npoTsaroM 0,33 roaMHM po3yYnH XpOMaH-4-
OHY, OTpMMaHoro Ha ctagii 3(2,145r, 5,786mMmonk) y xnopuctomy metuneri(12vn). MNicna nepemiwysaHHs npu
TemnepaTypi MOMeLLKaHHs1 npoTaroM 16 rogwH peakujiiHy Macy KOHLUEHTpyBanu y BakyyMi i posbasnanu
pietunosum edipom(50mn), npu Lbomy yTBOptoBanacs cycrneHsis. CycneHsito dinbTpyBanu 3 BiACMOKTYBaHHAM,
npomunsBanu dinbTpaTt oxonomkeHoi 2N XIMOpMCTOBOAHEBOK KMCMOTOK i PO3COMOoM, CyLUMNW Hapg cyrnbdaTtom
MarHito, cbianpyBanm i KOHLEHTpYyBanm y Bakyymi, ogepxkyloum HeobxigHun TpudnaT y BUMMSAI ACHO-KOBTOrO
nopouky(1, 45r BuXxig 55%) i3 uncrtoTolo, JOCTaTHLOW ANA 3acTocyBaHHA 6e3 [0AaTKOBOrO OYMLUEHHS. T.no.
79,2-80,4°C. "H SIMP(CDCI3/300Mr1) 7,40(s, 1H), 7,37(d, 1H, J=2,4w), 7,02-6,99(m, 1H), 5,92(q, 1H, J=6,6I"w),
4,47-4,32(m, 2H), 1,39(t, 3H, J=7,2I"L).

Cragisa 5. OgepxaHHsa eTnn-6-xnop-4-eTeHin-2-tpudtopmeTnn-2H-1-6eH3onipaH-3-«kapbokcunaTy

Y  KpyrmnofoHHin  kon6i  mictkicio  100mMn  po3uvHsanu B aTtmocdepi  asoty  etun-6-xnop-4-
TpudtopmeTaHcynbpokcn-2-TpudpropmeTnn-2H-1-6eH3onipaH-3-«kapbokcmnart, otpumaHmi Ha ctagii 4(1,50r,
3,30mmornb), y 6e3BogHomy TeTparigpodypaHi(40mn). Jopasanu TeTpakic(tpudpeHin docdin)nanagin(0)(0,267r,
0,231mmorb) i xnopuctuin  niTina(0,140r, 3,3mMmomb), a noTim TpubytnneTteHinctaHaH(1,15r, 3,6mMMorb).
OTpumaHuii po3dnH HarpiBanu 3i 3BOPOTHUM XONMOAMUIbHMKOM MpoTaroM 18 rogumH. lMicns 3akiHYeHHs Lboro yacy
rasoxpomartorpadiyHmii aHani3 i3 Mac-CneKTpOMEeTPUYHUM OEeTeKTyBaHHAM MoKa3aBs, WO BUXAHWMIA maTtepian
NOBHICTIO BCTYNMB Yy peakujto. [laBanu peakuinHin maci ocTyanTucs 4o TemMnepaTtypy NoMeLLKaHHs i BunvMBanu ii B
20%-H1in po3umH cbropuctoro amoHito(50mn). Micna nepemiwyBaHHs NPOTArOM roAvHA oAaBarm LieTUIoBuia
ecbip(100mn) i npommBanu cymiw Bogow(2 pasm no 50mn). OpraHiyHy a3y cywmnu Hag cynbdaTtoM MarHito,
inbTpyBanu i KOHUEHTPYBaNu y BakyyMi, O4EPXKYHOYM Macno KOPMYHEBOro Kombopy. CMpuin NpoayKT ounLianm
tneL-xpomaTorpachieto(enioeHT - rekcaH) i oaepxysanm HeobXigHW cknagHui ediip Y, BUIMAAI Macra »XOBTOro
KOMbOPY, WO KPUCTami3yeTbCsi Npu CTOsIHHI(0,760r, BuXia 69%). T.nn. 51,9-53,2°C. 'H AMP(CDCIy/300MIw)
7,46(d, 1H, J=2,4T'y), 7,28-7,14(m, 2H), 6,96(d, 1H, J=8,7T'n), 5,77-5,71(m, 2H), 5,38(dd, J=1,2l"u, 17,9Ty), 4,32-
4,26(m, 2H), 1,33(t, 2H, J=7,1Tu). FABLRMS m/z 333,2(M+H). ESHRMS m/z 333,0510(M+H, PospaxosaHo
333,050532). AHan. PospaxoBaHo ans C1sH12CIF303(1,14 wt% H20): C, 53,53; H, 3,72; Cl, 10,53. BcTtaHoBneHo:
C,53,46; H, 3,42;CI, 10,70.

Cragis 6. OgepxaHHs 6-xnop-4-eTeHin-2-tpudropmeTun-2H-1-6eH3onipaH-3-«kapboHOBOT KNCMOTH

CknapHuin edip, otpumanui Ha cragii 5(0,300r, 0,902vmMork), po34nHAnM B Cymiwi TeTparigpodypaHy,
eTtaHony i sogu(7:2:1, 10mn), obpobnsanu rigpokcugom HaTpito(0,360mn, 0,902mmornb y Bumsaai 2,5N po3unHy) i
nepemiwyBanu npu TemnepaTypi MOMeLKaHHA npoTarom 18 roguH. BunaptoBany pO3YMHHUMK Y BaKyymi i
po3umHanu 3ammwok y Bogi(10mn). Jopasanu aietmnosun edip(10mn) i nigkMcnanmM macy KOHLEHTPOBAHO
XIOPUCTOBOAHEBOIO KUCIOTOK. BigokpemmnioBanu opraHiyHWUIM Lap i ekcTparysanu BOAHWIA LWap AieTUNoBUM
egipom(2 pa3u no 10mn). 3'egHaHi eKCTPaKTU CyLLIMNM HaA CcynbdaToM MarHito, pinbTpyBanu i KOHLEHTPYBanm y
BaKyyMi, O0EPXYoun TBepay PEYOBMHY XXOBTOIO KOMbOPY, KOTPY NepeKkpucTanisaoByBanu i3 Cymilli A4ieTMnoBOro
edipy 3 rekcaHom. OpepxyBanu CroOmMyKy, 3a3HayeHy B 3aronosky, y BUIMAAI TBEPAOi peyvoBMHM Binoro
konbopy(0,163r, BuXia 59%) i3 T.nn. 143,0-145,0°C. 'H AMP(CDCI/300MIy) 7,49(d, 1H J=2,6I4), 7,33-7,17(m
2H), 6,99(d, 1H, J=8,5T'u), 5,82-5,72(m, 2H), 5,42(d, 1H, J=17,9T"y). ESHRMS 303,00207(M-H PospaxoaaHo
303,003582). AHan. PospaxosaHo ans C13HsCIF303(1,10 wt % H20): C, 50,69; H, 2,74; Cl, 11,51. BctaHoBNeHo:
C,50,57;H,2,37;Cl, 11,75.

Mpuknag 143



6-xr1op-2-TpudTropmeTun-4-geHin-2H-1-6eH3onipaH-3-«kapboHoBa kucnoTa

Lle noxigHe 2H-1-6eH3onipan- 3«apboHoBOi  kMCnoTn oAepxyBanu 3 etTun-6-xnop-4-
TpudropMmeTaHcynbdokcn-2-TpudtopmeTnn-2H-1-6eHsonipaH-3«kapbokcunaty, OTpUMaHoro, $K OfMMCaHo B
Mpuknagi 142, ctagia 4, 3a MeTOoAUKOO, aHanoriyHoto onucaHin B Mpuknagi 142, ctagii 5 i 6. T.nn. oTpuMaHoro
npoaykTy 225,5-226,6°C. H AMP(oumetuncynbdgokena-de/300MIy). 7,46-7,39(m, 4H), 7,20-7,13(m, 3H), 6,52(d,
1H J=2,42I'y), 6,12(q, 1H J=7,1"y). FABLRMS m/z 355,1(M+H). ESHRMS m/z 353,0215(M-H, Po3paxoBaHo
353,019232). AHan. PospaxoBaHo gna C47H1oCIF30s: .C, 57,56; H, 2,84; CI, 10,17. BctaHoBneHo: C, 57,18; H,
2,66;Cl,10,17.
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6-xr1op-4-(2-Tienin)-2-tpudpropmeTnn-2H-1-6eHsonipaH-3-kapboHoBa kucnoTa

Lle noxigHe 2H-1-6eH3onipaH-3-«apOoHOBOT KWUCoTn ogepxysanm 3 etTnn-6-xnop-4-
TpudpTopmeTaHcynbdoken-2-tpudpropmemn-2H-1-6eH3onipaH-3-«kapbokcunaty, OTPUMaHOro, $IK ONWCaHo B
Mpuknagi 142, ctagia 4, 3a MeTOoAUKOD, aHanoriyHoto onucaHin B Mpuknagi 142, ctagii 5 i 6. T.nn. oTpuMaHoro
npoaykTy 200,8-206,7°C. 'H AMP(CDCI¥/300MIy) 7,52(dd, 1H J=1,21, 5,04w), 7,28(dd, 1H, J=2,42ry, 8,67I'w),
7,15(dd, 1H, J=1,21l"u, 3,42l"u), 6,98-6,93(m, 2H), 5,83(q, 1H, J=6,9Iy). FABLRMS m/z 378(M+NH4). Anan.
PospaxosaHo ana CsHsCIF303S: C, 49,94; H, 2,24; Cl, 9,83; S, 8,89. BctaHosneHo: C, 50,02; H, 1,98; ClI, 9,34;
S, 8,89.
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6-meTnn-2-tpudropmeTmn-2H-1-6eH3oTionipaH-3-kapboHoBa knucnoTa

Cragis 1. OgepxaHHsa 5-veTnn-2-mepkantobeH3anbaerigy

[Oo po3uwHy «a-6ymnniTtito(33mn, 1,6M y rekcani, 82,5Mmorb) pogaesanu 3a [JONOMOIOK  LINpUUA
TeTpameTunetuneHgiamiH(TMEOA)(12,6mn, 83,5mMmonb) i oxonogkysanu cymiw go 0°C. [Jopasarm npwm
nepemilyBaHHi NpPoTAroM 5 XBUMAMH PO34UMH p-Tiokpe3ony(4,53r, 36,5MmMonb). CycneHsilo }XOBTO-KOPUYHEBOTO
KOmNbOpY, L0 yTBOpUIacs, nepemMillyBany npu TeMmnepaTypi MOMeLUKaHHA NpoTAroM Houi, oxonomkysanu oo 0°C i
3a [JOMoMOrow LWnpuua goAdaBanu NpoTAroM ABOX XBUNUH gumeTtundopmamia@,0mn, 3,77r, 51,6mmorns).
OTpumMaHy rycty cycneHsito nepemillyBany npu TemnepaTypi nomelkaHHs npotarom 1,3 roamHun. Oopasanu
peakuinHy macy no 3N xmopuctoBogHeBoi kucrnotv(150mn). OTpyMmaHy cymill ekcTparyBanu etunauetaToM.
OO6'egHaHi  opraHiyHi Wapu npoMuBanM pPO3CONIOM, CyLUMIM Hapg cynbdatoM Marlio, dinbTpyBanm i
KOHLUEHTPYBaNM Yy BakKyyMi, OJEPXYUM MacCro KOpPUYHEBOro komnbopy. Lle macrno ouviwanu dnew-
xpomartorpadieto Ha cunikareni(enoeHt - 10% eTunauetaTy B rekcadi) i ogepxysanu 5-metun-2-
MepkanTobeH3anbaeria@,47r, sBuxig 69%) y Burnagi iHTeHcnBHO nodgap6oBaHOi KOBTOT TBEPAOI pPEeYOBMHM,
NpUAaTHOI AN NodarbLoro BXUTKY 6€3 4OAaTKOBOrO OUMLLEHHS.

Cragis 2, OgepxaHHs eTun-6-metun-2-tpudropmetnn-2H-1-6eHsoTionipaH-3-kapbokcunaTty

Oo cymiwi anmetundopmamigy(5mn) i 4,4 .4-tpudropkpoToHaTty(4,32r, 25,7MmMonb) gogasanu 5-meTtnn-2-
MepkanTobeH3anbaeria, oTpumanun Ha ctagii 1(3,25r, 21,3mmonb). [Jogasanu npu nepemiwyBaHHi kapboHaT
kanito(3,78r, 27,3MMoOrb), NpM LbOMY peakuiiHa Maca npurMarna TeMHo-4epBoHe 3abapneHHd. Mepemiwysanm
CyMilWl npu TemnepaTypi nomMelwkaHHsa npotarom 20 rogauH, nigkucnanu 3N XMOPUCTOBOAHEBOK KUCMOTOLO,
po36aBnanM eTunaueTaTtoMm i MpomvMBany BOAOK, HAaCUYEHUM po3ynHOM GikapGoHaTy HaTpito i po3comnom.
Cywmnu Hapg cynbcatoM Martito, dinbTpyBanu i KOHUEHTpYBanu y BaKyyMi, ogepxytoum macno. Lle macno
KpucTanidysanu i3 cymiwi Agietmnosoro edipy 3 neTponenHum edipom, ogepxyioun eTun-6-metun-2-
TpudptopmeTnn-2H-1-6eHsoTionipaH-3-«kapbokcmnaT y BUMsAi )KOBTyBaToi TBepAoi pevosunHu (4,47, Buxig 69%)
i3 T.nn. 93,194,7°C. H AMP(aueToH-de/300MI'y) 7,94(s, 1H), 7,41(s, 1H), 7,31(d, 1H, J=7,9Iu), 7,25(d, 1H,
J=7,9T"u), 4,96(q, 1H, J=8,5I"u), 4,33(m, 2H), 2,34(s, 3H), 1,35(t, 3H, J=7,0l"y). FABLRMS m/z 309(M+Li).

Cragis 3. OgepxaHHs 6-veTtun-2-tpudtopmeTnn-2H-1-6eHsoTionipaH-3-«apboHOBOT KMCMOTH

CknagHun ediip, oTpumaHum Ha crtagii 2(0,55r, 1,8mmorb), po3uvHanuM B TeTparigpodypaHi(1,5mn) i
etaHoni(1,5mn), o6pobnanu 2,5N posuuHom rigpokengy HaTtpito(1,5mn, 3,8MMornb) i nepemiwyBanu npwu
TemnepaTypi noMelukaHHA npoTarom 88 roavH. KoHueHTpyBanu peakuinHy cymiw y Bakyymi, nigkmcnanu 3N
XIOPUCTOBOAHEBOIO KUCMOTO, (hinbTpyBanu i nepekpuctanisoByBanu TBepAMA 3arnuLLUOK i3 CyMilli OieTMoBoro



edipy 3 netponemHum ecdipoM, OAEPXKYIOYM 3a3HaYeHy B 3arorfioBKy CMOMyKy Yy BUIMSAI TBEPAOI peyvoBUHMU
»xoBToro koneopy(0,14r, Buxig 28%). T.nn. 180,8-184,2°C. H AMP(aueToH-de/300MIL) 7,95(s, 1H), 7,42(s, 1H),
7,31(d, 1H J=8,1Tu), 7,25(d, 1H, J=8,1"y), 4,94(q, 1H, J=8,7Tu), 2,34(s, 3H). FABLRMS m/z 281(M+Li). EIHRMS
m/z 274,0250(M*, PospaxosaHo 274,0275). Auan. PospaxoBaHo ana CiHoF302S: C, 52,55; H, 3,31.
BcraHosneHo: C, 52,54; H, 3,35.
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6,8-aAnmeTnn-2-TpudpropmeTnn-2H-1-6eHsoTionipaH-3-kapboHoBa kucnoTa

Lle noxiaHe 2H-1-6eH30TioHipaH-3-kap6oOHOBOI KMUCMNOTN OAepPXKYBanu 3a MeTOAUKOH, aHaNOM4YHO OMNM1CaHiin
B Mpuknagi 145. T.nn. oTpumaHoro npoaykty 220-225°C(nnaBuTbcs 3 PO3KSIALAHHAM). H AMP(aueToH-
de/300MIy) 11,5(br s, 1H), 7,94(s, 1H), 7,26(s, 1H), 7,14(s, 1H), 7,14(s, 1H), 4,98(q, 1H, J=8,7T'1), 2,34(s, 3H),
2,31(s, 3H). FABLRMS m/z 295(M+Li). EIHRMS m/z 288,0431(M*, PosapaxosaHo 288,0432). AHan. PospaxosaHo
ansa Cq3H11F302S: C, 54,16; H, 3,85. BctaHoBneHo: C, 54,10; H, 3,91.
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6-(1,1-gumeTuneTun)-2-tpudropmeTmn-2H-1-6eHsoTionipaH-3-«kapboHoBa kucnoTa

Lle noxiaHe 2H-1-6eH3oTionipaH-3-kapOOHOBOIT KACIOTN OAEPXKYBANM 32 METOAMKOK, aHANOMYHOK OMMCaHIN
B Mpuknagi 145. T.nn. oTpumaHoro npomykTy 183,8-184,6°C. 'H AMP(aueToH-de/300M 1) 8,04(s, 1H), 7,68(d,
1H, J=2,2l"u), 7,46(dd, 1H, J=8,3I'y, 2,2l"y), 7,37(d, 1H, J=8,3'u), 4,94(q, 1H, J=8,7T'n), 1,34(s, 9H). FABLRMS
m/z 334(M+NH4). ESHRMS m/z 334,1087 300MIy) 7,52(dd, 1H, J=1,21I'y, 5,04l"y), 7,28(dd, 1H, J=2,42ly4,
8,67lu), 7,15(dd, 1H, J=1,21T'y, 3,42I"y), 6,98-6,93(m, 2H), 5,83(q, 1H, J=6,9Tu). FABLRMS m/z 378(M+NHaj).
AHan. PospaxoBaHo ans C1sHsCIF303S: C, 49,94; H, 2,24; Cl, 9,83; S, 8,89. BctaHosneHo: C, 50,02; H, 1,98; Cl,
9,34; S, 8,89.(M+NH4, Po3paxosaHo 334,1089). AHan. PospaxosaHo ana CisHisF302S: C, 56,95; H, 4,78.
BctaHosneHo: C, 57,03; H, 4,83.
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7-meTnn-2-tpugropmeTun-2H-1-6eH3oTionipaH-3-kapboHoBa K1croTa

Lle noxiaHe 2H-1-6eH3oTionipaH-3-kapOoOHOBOI KUCIOTH OAepXyBaInu 3a MeToAVKOI, aHanoriYyHow onuncaHin
B MNpuknagi 145. T.nn. otpumaHoro npoaykty 186,6-191,9°C. 'H AMP(aueTtoH-de/300MIMy) 7,96(s, 1H), 7,49(dd,
1H, J=7,6y, 2,82l'y), 7,27(s, 1H), 7,14d, 1H J=7,6I"u), 4,96(q, 1H, J=5,3"u), 2,36(s, 3H). ESHRMS 273,0204
(M-H, PospaxoBaHo 273,0197). AHan. PospaxoBaHo ana Ci2HgF30.S(3,32 wt% H20): C, 50,81; H, 3,57.
BctaHnosneHno: C, 50,79; H, 3,44.
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6,7-anmeTnn-2-TpudpropmeTnn-2H-1-6eHsoTionipaH-3«apboHoBa kucnoTa

Lle noxiaHe 2H-1-6eH30TionipaH-3-kap6oOHOBOI KMCMOTU OAEpPKYBanu 3a MeTOAUKOH, aHaNor4YHO ONMncaHiin
B Mpuknag 145. T.nn. otpumaHoro npoaykty 235-237°C. H AMP(aueToH-Cie/300MIMy) 7,90(s, 1H), 7,33(s, 1H),
7,19(s, 1H), 4,91(q, 1H, J=8,7T'u), 2,28(s, 3H), 2,26(s, 3H). FABLRMS m/z 295(M+Li). EIHRMS m/z288,0439(M",
PospaxosaHo 288,0432). AHan. PospaxoBaHo ansa C13H11F302S: C, 54,16; H, 3,85. BctaHoeneHo: C, 54,13; H,
3,85.
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8-meTnn-2-tpudropmeTun-2H-1-6eH3oTionipaH-3-kapboHoBa K1croTa

Lle noxiaHe 2H-1-6eH3oTionipaH-3-kapOOHOBOT KACIOTN OAEPXKYBANM 3@ METOAMKOK, aHANOM4YHOK OMMCaHIN
B Mpuknagi 145. T.nn. oTpUMaHOro NpoaykTy 224-225°C. 'H SIMP(aueToH-de/300MIL) 11,60(br s, 1H), 8,00(s,
1H), 7,44(d, 1H, J=6,7Tu), 7,31(d, 1H, J=6,8T"u), 7,21(m, 1H), 5,05(q, 1H, J=8,5I"u), 2,38(s, 3H). FABLRMS m/z
292(M+NH4): ESHRMS m/z292,0591(M+NHa4, Po3paxoBaHo 292,0619). AHan. Po3paxoBaHo anst C12HgF30.S: C,
52,55; H, 3,31. BctaHoBneHo: C, 52,63; H, 3,38.
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2-tpudpropmeTnn-2H-1-6eH3oTionipaH-3-kapboHoBa KucnoTa

Lle noxionHe 2H-1-6eH30TionipaH-3-kap6oOHOBOI KMCMOTU OAEpPXKYyBanu 3a MeTOAUKOH, aHaNor4YHOK ONM1caHiin
B Mpuknagi 145. T.nn. oTpumaHoro npoaykTy 187-190°C. H AMP(aueToH-de/300MI'y) 8,01(s, 1H), 7,60(d, 1H,
J=7,5I'y), 7,45(m, 2H), 7,31(m, 1H), 4,98(d, 1H, J=8,7T'u). ESHRMS 259,0070(M-H, Po3paxoeaHo 259,0041).
AHan. PospaxoBaHo anga Cq1H7F30.S: C, 50,77; H, 2,71. BctaHoBneHo: C, 50,75; H, 2,78.

Mpuknag 152
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6-xr1op-7-meTun-2-tpucpropmeTnn-2H-1-6eHsoTonipaH-3-«kapboHoBa KucroTa
Ctagis 1. OgepxkanHa N,N-ammetun-O-(4-xnop-2-opmin-5-metundeHin)-tiokapbamaty
Cymiw 5-xnop-4-metuncaniupnosoro anbgerigy(12,96r, 76,0mmornb) i Tpuetunaminy(11,58r, 114,4mmons)
po3umHanuM B 6e3BogHoMy aumeTundopmamigi(15mn), nopasam N,N-aoumetuntiokapbamoinxnopug(11,25r,
91,0mMmorb) i nepemilyBanu npu TemnepaTtypi NoMeLLKaHHa npoTsrom 16 roguH. Obpobnanu peakujnHy macy 3N
XITOPUCTOBOAHEBOK KucnoTot(50Mn) i dinbTpyBanu, ogepXxyloum TBEpPAY PEYOBUHY XKOBTOrapsvoro Kosmbopy.
Lle npodykT po3uvHsanu B etunauetaTi, npomumeanm 3N XIOpPMCTOBOAHEBOK KWUCIIOTOW, BOAOK i PO3COSIOM,
cywmnu Hag 6e3BogHvM cynbdpatom MarHito, dinbTpyBanu i KOHLEHTpYBanu y Bakyymi, oAepXyloun TBepaumn
NPOAYKT KOPUYHEBOTO KOMbopy(16,79r), WO nepekpucTanizoByBanu i3 Cymili AieTMnoBoro eqipy 3 rekcaHoMm i
ofepxysBanu HeobxigHun O-apunTiokapbamaT y BUrNSadi TBepAoi PeyOoBUHM KOBTO-KOPUYHEBOTO KOMNbopy(4,92r,
Bnxig 25%). H AMP(aueToH-de/300MI'y) 9,96(s, 1H), 7,80(s, 1H), 7,19(s, 1H), 3,46(s, 3H), 3,42(s, 3H), 2,43(s,
3H).
) Cragis 2. OgepxanHs N,N-aumeTtnn-5-(4-xnop-2-gopmin-5-metnndeHin)-tiokapbamaty
O-apunTiokapbamat, oTpumaHuin Ha ctagii 1(4,92r, 19,1mMmorb), poduuHamm B N,N-gumeTunaninini(25mn),
nocTaBuiM Ha BoAsHY 6aHto | nepemiwysanu npu 200°C npotarom 1,5 roguHn. Oxonogxysanu peakuiiHy cymiL
0O TemnepaTypyM MomellkaHHs i BunmBanum B cymiw 3N xnopuctoBogHeBoi kucroTtu(200mn) i mboay.
dinbTpyBaHHAM BiJOKPEMIIOBanM HaniBTBEPAUM NPOAYKT KOPUYHEBOTO KOMbOPY, WO PO3YMHANM B eTunaueTari,
npomuBanu 3N XOpPUCTOBOAHEBOK KWCMOTOK i poO3conioM, cyumnu Hag 6e3BogHMM cynbdaToM MarHito,
inbTpyBanu i KOHLEHTPYBaNN y BakyyMi, ogepxytoun S-apuntiokapbamar y Burnsagi kopuuHesoro macna(3,80r,
BUXiZ4 77%), WO 3aCTOCOBYBasiM Ha HACTYMNHIN cTadii 6e3 404aTKOBOIO OYMLLEHHS.
CTtapisa 3. OgepkaHHa eTun-6-xnop-7-metmn-2-tpudropmeTun-2H-1-6eH3oTionipaH-3-kapbokcunaTty
S-apuntiokapbamaT, oTpuMaHui Ha cTagii 2(3,80r, 14,7Mmonb), po3unHanu B TeTparigpodypaHi(10mn) i
etaHoni(10mn), obpobnam 2,5N posuuHoMm rigpokcuay Hatpito(16,5mMn, 34,2mmonb) i nepemiwyBanu npwu
TemnepaTypi nomewkaHHs npotarom 0,9 roguHn. Posbasnamm peakuinHy macy aietmnosum edipom, npoMmsanm
3N xnoprcToBOAHEBOIO KMCIOTO | PO3COMOM, CYLUMIN Haf CyrbdaToM MarHito, inbTpyBanu i KOHUeHTpyBanm y
BakyyMi, O4EPXYOUM HEOUULLEHWIA 3aMilleHnA 2-viepkanTobeHsanberig y Bumsai kopuuHesoro macna(2,82r).
Lle macno popgaBarm fo cymiwi gaumetundopmaminy(10mn) i etnn-4,4,4-tpudropkpotoHaTty(3,89r, 23,1Mmorns).
Hdopasanu npu nepemillyBaHHi kapboHaT kanito(3,23r, 23,4mmonb). Mpy UbOMY peakuiiHa maca ogepxysana
TEMHO-4epBOHe 3abapBnenHsi. NepemiwyBanyu Macy npu TemnepaTypi NomellkaHHst npoTsrom 14,5 roauH,
nigkucnamm i 3N xropMCTOBOOHEBOK KWUCMOTOK W ekcTparyBanu eTunaueTtatom. OpraHiyHUMA eKcTpakT
npoMuBanu po3cosioM, CyLUMAN Hapg CynbdaToM MarHito, pinbTpyBanu i KOHUEHTPYBanNu y BakyyMmi, 04epXyioum
TBEPAMA MPOAYKT KOBTOrO KOMbopy(6,36r), KOTpMIA 3acTOCOBYBanM Ha HacCTynHin crtagii 6e3 gogatkoBoro
OYMLLEHHS.
CTagisn 4. OgepxaHHa 6-xrnop-7-MeTun-2-tpudgtopmenn-2H-1-6eH3oTio-ipaH-3-«kapOoHOBOT KNCTOTH
CknagHun eddip, oTpumaHum Ha ctagii 3(2,02r, 6,0mMornb), posunHanu B TeTparigpodypaHi(10mn) i
etaHoni(10mn), obpobnann 2,5N posuiHom rigpokemay HaTtpito(5,5mn, 13,8Mmorb) i nepemiwysanu npwu
TemnepaTypi noMmelkaHHa npoTaroMm 4,8 rogumHu. KoHUeHTpyBanu peakuiiHy cyMiwl y Bakyymi i nigkucnanu 3N
XIIOPMCTOBOAHEBOIO KucroTol. OTpumaHy cycneHsito inbTpyBanu i nepekpucranizoByBanv TBEPAUNA 3anmLLIOK 3
€TaHOMbHO-BOAHOT CYMilLli, OAEPXKY0UM 3a3HayeHy B 3arofioBKY CMOMNYyKYy y BUMMAAI TBEPAOi PEYOBMHMU XOBTOrO
konbopy(0,20r, Buxia 11%). T.nn. 240,5-241,7°C. H AMP(aueToH-de/300MIM) 7,99(s, 1H), 7,67(s, 1H), 7,43(s,
1H), 4,99(q, 1H, J=8,5I'w), 2,39(s, 3H). FABLRMS m/z 307(M-H). FABHRMS m/z 306,9831(M-H, Po3spaxoBaHo



306,9807). AHan. PospaxoBaHo ansa C1oHgCIF30,S: C, 46,69; H, 2,61; Cl, 11,48. BctaHoeneHo: C, 46,78; H, 2,61;
Cl, 11,41,
Mpwknag 153
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7-xnop-2-tpudropmeTun-2H-1-6eHsoTionipaH-3«apboHoBa kucnoTa

Lle noxiaHe 2H-1-6eH3oTionipaH-3-kapOOHOBOI KMCIOTN OAEPXKYBANM 3@ METOAMKOI, aHANOM4YHOK OMMCaHIN
B Mpuknagi 152. T.nn. oTpUMaHoro npomykTy 225,7-227,3°C. 'H AMP(aueToH-de/300M 1) 8,02(s, 1H), 7,63(d,
1H, J=8,3I'u), 7,54(d, 1H, J=2,0l"u), 7,36(dd, 1H, J=8,3I'y, 2,0l"u), 5,04(q, 1H, J=8,5T"1). ESHRMS 292,9646(M-H,
Po3paxoBaHo 292,9651).
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6,7-gnxnop-2-tpugtopmeTun-2H-1-6eH3oTionipaH-3-«apboHoBa k1cnoTa

Lle noxiaHe 2H-1-6eH3oTionipaH-3-kapOOHOBOI KACIOTN OAEPXKYBANM 3a METOAMKOK, aHANOMYHOK OMMCaHIn
B Mpuknag 152. T.nn. oTpumaHoro npomykTy 262,5-263,5°C. 'H AMP(aueToH-de/300M L) 8,04(s, 1H), 7,90(s,
1H), 7,74(s, 1H), 5,09(q, 1H, J=8,5T'y). ESHRMS 326,9242(M-H, Po3paxoBaHo 326,9261).

Mpwknag 155

s
FaC” @@LOH
CF,

2-tpudpropmeTUn-6-[(TpudpropmeTn)Tio]-2H-1-6eH3oTionipaH-3-kapboHoBa kncnoTa

Lle noxigHe 2H-1-6eH30TionipaH-3-kap6OHOBOI KMCMOTU OAEPXKYBanu 3a MeTOAUKOH, aHamNOM4YHO OMNMUCaHiin
B Mpuknag 152. T.nn. oTpumaHoro npoaykTy 129,3-132,4°C. "H AMP(aueToH-de/300MIL) 8,10(s, 2H), 8,00(s,
2H), 7,71(d, 2H, J=8,1T'u), 7,65(d, 2H, J=8,1I'y), 5,09(q, 1H J=8,5Iy). ESHRMS 358,9630(M-H, Po3paxoBaHo
358,9635).

Mpuknag 156
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6,8-anxnop-2-tpudtopmeTun-2H-1-6eH3oTionipaH-3-«kapboHoBa kucnoTa

Lle noxiaHe 2H-1-6eH3oTionipaH-3-kapOOHOBOT KACIOTU OAEPXKYBaNM 3a METOAMKOK, aHANOM4YHO ONMCaHiIn
B lNMpwuknaai 152. T.nn. oTpumaHoro npoaykty 217,9-220,3°C. H AMP(aueToH-de/300MMu) 12,50-11,20(br s, 1H
exch.), 8,06(s, 1H), 7,75(d, 1H J=2,0lu), 7,64d, 1H, J=2,2l'y), 5,23(q, 1H, J=8,5I'y). ESLRMS 327(M-H).
ESHRMS m/z326,9272(M-H, Po3paxoBaHo 326,9261).

Mpwknag 157
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6-xr1op-1,2-aurigpo-2-TpudpropmeTnn-3-xiHoniHkapboHoBa KucnoTa
Cragisn 1. OgepxaHHsa 2-aMiHO-5-xnopbeH3anbaerigy 2-amiHo-5-xnop6eH3unosuin cnupT(4,8r, 30MMmonb) i
akTmBoBaHwn okcupg  mapradHuw(lV)(21r,  240mmonb)  Kun'ATMAM  3i 3BOPOTHWM  XONOAUIBHUKOM Y
xrnopocgopmi(100mn) npotarom rogvuu. Jasanu maci octyautucs, inbTpyBanu yepes AiaTOMOBY 3eMIi0 i
KOHLEHTpYBanu y BakyyMi, ogepxytoumn 2-amiHo-5-xnop6beH3anbaeria y Bumsaai TeMHoi TBepaoi pevoBuHn(4,14r,
BUXia 81%) i3 T.nn. 74-76°C '"H AMP(CDCIy/300MIy) 9,80(s, 1H), 7,42(s, 1H), 7,23(d, 1H, J=7,0rw), 6,60(d, 1H,
J=7,0l"u).
Cragis 2. OgepxaHHsi eTun-6-xnop-1,2-aurigpo-2-tpudropmeTnn-3-xiHoniHkapbokcunaTy
2-amiHO-5-xrop6eH3anbaerig, oTpuMaHun Ha ctagii 1(15,0r, 96mmone ), 6e3BogHun kapboHaT kanito(27,6r,
200mmonb) i etun-4,4,4-tpudtopkpoToHaT(34mn, 200Mmornb) 3miLyBanm B 6e3BogHOMY
anmeTtundopmamiai(¢omn) i Harpisanu npu 100°C npoTsrom 7 roamH. [laBanu maci octyautucs i posnoginamm ii
Mk eTunaueTtaTom(200mn) i Bogoto(200mn). BoaHwii wap ekctparyBanu etunauetatoM(1 pas, 100mn). OpraHiyHi
dasu 3'eaHyBanu, NpomMmnBanM oguH pa3s po3coriom(200Mn), cywmnu Hag cynbdaToM MarHito i KOHUEHTpYBanu y
BaKyyMmi, OOEpKylouM TEeMHe Macrno, WO TykKaBi€ Mpu CTOAHHI. 3acTurmuii NpPoayKT ouuwanu dnew-
XpomaTorpadgieto(cunikares, enOeHT - eTUn aueTar i3 rekcaHoM, 1:9). ®pakuii, WO MiCTATb LUiNboBUIA NPOAYKT,



3'efHyBanu, KOHLUEHTpYBanu y Bakyymi i nepekpucTani3oByBanu 3anuLiok i3 CyMilli eTunauertaTy 3 rekCcaHom,
ofepxytoun etun-6-xnop-1,2-gurigpo-2-tpudpropmeTnn-3-xiHoniHkapbokcmnaTt 'y BUMMAAi TBeEpAOi PeYOBUHM
KOBTOTO Komnbopy(16,36r, Buxia 56%) i3 T.nn. 132,6- 134,2°C. 'H SAMP (CDCIx/300Mry) 7,61(s, 1H), 7,10(m, 2H),
6,55(d, 1H, J=8,0l"u), 5,10(q, 1H, J=6,0T"u), 4,55(br s, 1H), 4,23(m, 2H), 1,32(t, 3H, J=7,0y). FABLRMS m/z
306,0468(M+H+, PospaxoBaHo 306,0509). AHan. PospaxosaHo ansa C13H11NO2F3Cl: C, 51,08; H, 3,63; N, 4,58.
BcraHoBsneHo: C, 50,81; H, 3,49; N, 4,72.

Cragis 3. OgepxaHHs 6-xnop-1.2-gurigpo-2-tpudpropmeTnn-3-xiHoniH-kapOoHOBOT KMCIOTK

CknapgHun edip, oTpyMmaHui Ha ctagii 2(1,7r, 5,6mmons), i 2,5N po3uunH rigpokcuay HaTtpito(4,4mn, 11Mmonb)
3mMiwyBanu 3 TeTparigpodypaHom(25mn), metaHonom(10mn) i Bogow(25mn). lMicna nepemillyBaHHA NpOTAromM
HOYi Macy KOHUEHTpyBanu Yy BakyyMi OANA BuAaneHHs TeTparigpodypaHy i meTtaHony. BoaHwin pos3yuH, LWO
3anuumBcs, ekcTparyBanu giemnosum ecdipom(2 pasm no 100mn). BogHun wap nigkucnanu 2N
XIOPUCTOBOAHEBOID KMCMOTOM, MpU LIbOMY ocapkyBanocst Mmacrno. Lle macno ouvwanu dnet-xpomartorpadieto
Ha cunikareni, eniYM Cymillo rekcaHy 3 etunauetatom(1:1). dpakuii, WO MICTATb UiNbOBWUA MPOAYKT,
3'eQHYyBanM i KOHUEHTPYBanM Yy BaKyymi. 3anuwok po3Tupanu 3 XIOpPUCTUM MeTUNIEHOM i dinbTpyBanu,
opepxytoun 6-xnop-1,2-gurigpo-2-tpudropmeTnn-3-xiHoniHkapboHOBY KUCMOTY Y BUMSAAI TBEPAOi PEeYOBUHMU
»XoBToro konbopy(0,645r, Buxia 41%). T.nn. 187,8-188,8°C. H AMP(aueToH-de/300MIM) 7,69(s, 1H), 7,36(s, 1H),
7,15(d, 1H, J=8,0l"u), 6,83(d, 1H, J=8,0l'y), 6,60(br s, 1H), 5,20(m, 1H). ESHRMS 276,0040(M-H Po3paxoBaHo
276,0039). AHan. Po3paxoBaHo ana Cq1H/NO2F3Cl + 2,6% H20: C, 46,39; H, 2,98; N, 4,92. BctaHosneHo: C,
45,99; H,2,54; N, 4,85.

Mpuknag 158
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6,8-anxnop-1,2-anrigpo-2-tpndpropmeTnn-3-xiHoniHkapboHoBa KMcroTa

Lle noxiaHe 1,2-gurigpo-3-xiHoNiHkapOOHOBOT KNCIOT OAEPXKYBaNM 3a METOAMKOK, aHANONM4YHOK OMNUCAHIN B
Mpwknagi 157. T.nn. oTpumaHoro npoaykTty 223,4-225,7°C. H AMP(aueToH-de/300MI'y) 7,82(s, 1H), 7,40(m, 2H),
6,53(br s, 1H), 5,40(m, 1H). ESHRMS 309,9657(M-H PospaxosaHo 309,9649). AHan. PospaxoBaHo And
C11HeNO2F3Cl2: C, 42,34; H, 1,94; N, 4,49. BctaHoBneHo: C,42,20; H, 1,74; N, 4,52.

Mpwknag 159
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6,7-andTop-1,2-anrigpo-2-TpudtopmeTun-3-xiHoniHkapboHoBa kucnoTa

Lle noxiaHe 1,2-gurigpo-3-xiHoNiHKapOOHOBOI KMCNOTU OAEpXKYBany 3a MeTOAMUKOK, aHAroM4YHO ONUCcaHin B
Mpwvknagi 157. T.nn. oTpumaHoro npoaykty 186,6-188,9°C. H AMP(aueToH-de/300MI'y) 7,79(s, 1H), 7,32(m, 1H),
6,71(m, 1H), 6,64(brs, 1H), 5,21(m, 1H). ESHRMS 278,0262(M-H, Po3paxoBaHo 278,0240). AHan. Po3paxoBaHo
ana C11HeNO2F5 +1,58% H20: C, 46,58; H, 2,31; N, 4,94. BctaHoBneHo: C, 46,20; H, 2,07; N, 4,54.

Mpuknag 160
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6-noa-1,2-gurigpo-2-tpucpropmeTmn-3-xiHoniHkapboHoBa KMcnoTa

Cragis 1, OgepxaHHs eTun-6-41oa-1.2-gurigpo-2-tpudtopmeTnn-3-xiHoniHkapbokannaty

Cymiw 5-op-2-amiHoGeH3anbaeriny(24,0r, 96,7MMorb), anazabiuvkno-[2.2.2lyngeu-7-eHy(32,2r,
212,0mmomb) i emn-4,44-tpucropkpotoHaTty(35,7r,  212,0mmornb) y  1,3-gumetnn-3,4,56  1H)-
nupuMmignHoHy(48mn) Harpisanu npu 60°C npotarom 8 roauH. OxonofkyBanu Macy [o TemnepaTypu
noMeLLKaHHs | Bunueanu ii B cymiw etunauetaty 3 rekcaHom(1:1, 500mn). Po3umH ekcTtparyBanu 2,5N BogHuM
PO34YMHOM XITOPMCTOBOAHEBOT KMCIOTU(2 pa3a no 200mMn), HACUYEHNM BOAHMM PO3YMHOM XITOPUCTOrO aMOHito(2
pasa no 200mn), cywmnu Hag cynbdaToM HaTpito, hinbTpyBanu i KOHUEHTpYBanu y Bakyymi. OTpumaHe macno
TEMHO-KOBTOIO KOMbOpYy po34nHAnM B rekcaHi(100mn). Mpu CTOSHHI B po3umHi yTBOptoBanucs ApibHi kpuctanm
XoBTOro koneopy. lMicnsa inbTpyBaHHA Ui€l cycneHsii 3 BiACMOKTYBaHHAM oAepXyBanu eTun-6-noa-1,2-gurigpo-
2-TpudptropmeTnn-3-xiHoniHkapbokcmmaT y BUMSAi MiNMKOKpUCTaniyHOi peyvoBnHM X0BTOro Konbopy(19,3r, Buxig
50%) i3 T.nn. 137-138°C. 'H AMP(CDCI3/300MI'y) 7,62(s, 1H), 7,36-7,48(m, 2H), 6,43(d, J=8,2I"y), 5,36(br s,
1H), 5,11(q, 1H, J=7,1Tu), 4,25-4,35(m, 2H), 1,34(t, 3H, J=7,0ly). ESHRMS 395,9716(M-H Po3paxoBaHo
395,9708).

Cragis 2. OgepxaHHs 6-1ioa-1.2-gurpo-2-tpndropmeTnn-3-xiHoniHkapboHOBOT KNCMOTH

MpoBoaumm rigponia cknagHoro egiipy, OTpMMaHoro Ha cragii 1, 3a MeToA4MKOK, aHarnoriyHO ONUCaHI B
Mpwknagi 157, cragia 3, i opJepxyBanu BignoBigHy kapboHoBy kucrnoTy 3 T1.nin. 188-192°C. H
AMP(CD30OD/300MI'y) 7,668(s, 1H), 7,46(d, 1H, J=2,2'y), 7,39(dd, 1H, J=8,4I'u, 2,2l'u), 6,52(d, 1H, J=8,4T"u),



5,01(q, 1H, J=7,5I'y). EIHRMS m/z367,9401(M, PospaxosaHo 367,9395).
Mpuknag 161
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6-6pom-1,2-gurigpo-2-tTpudropmeTnn-3-xiHoniHkapOoHoBa KMcnoTa

Lle noxigHe 1,2-gurigpo-3-xiHoNiHkapOoOHOBOT KMCIOTU ofqepmyBanm 3a MeTOMKO0, aHarnoriYHoo onNucaHin, B
Mpuknagi 160. T.nn. oTpumaHoro npoaykty 185-186°C. H AMP(CD3OD/300MIy) 7,68(s, 1H), 7,31(d, 1H,
J=2,2l"u), 7,23(dd, 1H, J=8,7, 2,2l'u), 6,64(d, 1H, J=8,7Tu), 5,01(q, 1H, J=7,5I'y). EIHRMS m/z 319,9519(M,
PospaxoBaHo 319,9534). AHan. PospaxoBaHo ans C11H7BrFsNO2: C, 41,02; H, 2,19; N, 4,35. BctaHoeneHo: C,
41,27;H,2,23; N, 4,26.

Mpuknag 162
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1,2-gurinpo-6-TpudtopmeTokcn-2-TpudropmeTnn-3-xiHoniHkapboHoBa kucnoTa

CTtagis 1. OgepkaHHa 2-aMiHO-5-TpUPTOPMETOKCMOEH3OMHOT KMCIOTU

5-(TpudtopmeTokem)izatmH(15,0r, 65MMonb) i rpaHynboBaHWiA rigpokena kanito(4r) amiwyBanu y Boai(35mn) i
oxonoaxysanu o 0°C. MNpu iHTEHCUBHOMY NepeMillyBaHHi AoAasanu no kpannax po3dumH 30%-Horo nepekucy
BoAHI0(11,7T) i rpaHynboBaHoro rigpokeuay kanito(5,8r) y Boai(80mn), niaTpumyoun TeMnepartypy Macu Hwkye
10°C. Micna nepemilyBaHHs NpoTArom rogmHun npy 0°C gogasany no Kpannsax KpywkaHy ouToBY KMCNOTY(22M11),
npu ubomy BiaOyBanocs BCMiHIOBaHHA Macu W yTeBopitoBaBcA ocag. Macy nepemiwlyBanu npoTAromM HoMi i
GinbTpyBanu, oaepXyuM 2-aMiHO-5-TpUdTOPpMETOKCUOEH3OMHY KWUCMOTY Yy BUMsA4I  TBEpPAOT PevYoBUHM
OypwTMHoBOrO Konbopy(12,5r, Buxia 87%). Hesermky KinbkicTb NPOAYKTY MepekpucTanisoByBanu i3 CyMmiLLi
eTunaueTaTy 3 rekcaHoM [AJfis oAepKaHHs npobu Ans aHanidy y BUMMsAi rondyactmx Kpucrtanis GypLUTMHOBOIMO
KOSbOpPY, @ OCHOBHY KifbKiCTb CMONYKM BUKOPUCTOBYBANW Ha HaCTYMHiN cTagii 6e3 AoaaTKOBOro OYULLEHHs. T.nn.
142,5-144,2°C "H AMP(CDCI3/300Mr'1) 7,98(s, 1H), 7,18(d, 1H, J=8,0rw) 6,62(d, 1H, J=8,0I"Ly), 6,40(br s, 2H).
AHan. Po3paxoBaHo ansa CsHsNOsF3: C, 43,45; H, 2,73; N, 6,33. BctaHoBneHo: C, 43,40; H, 2,65; N, 6,35.

Cragis 2. OpepxaHHS 2-amiHO-5-TpudTOPMETOKCMBEH3NMIOBOIO cnmpTy 2-amiHO-5-
TpudptopmeTokcnbeHsonmHy kucnoty(2,0r, 9,0mmone) y TeTparigpodypaHi(20mMn) gopgaBanu no kpannsax Ao
6opaH-veTuncynbdigHoro komnnekcy(1,5mn, 15,0mmonb) y TeTpariapodypaHi(5mn). PeakujiHy Mmacy Harpisanu
3i 3BOPOTHMM XONOAMIIBHUKOM MPOTArOM HOWi, Nics Yoro Aasanu ocTyamTucd. [logasany no Kpanssx po3ynH
30%-Horo nepekucy BogHo(0,5mn) i 2,5N rigpokengy Hatpito(0,5mn) y Boagi(10mn) i nepemiwyBanu macy
npotdarom nisrogunHu. Micna po3seaeHHs gieTunosum ediipom(50mn) opraHiyHmia wap npomusamm 0,1M BogHUM
po34mHoM MeTa-bicynbdiTy HaTpito(2 pasm no 10mn) i 2,5N BogHMM po3yvHOM rigpokcuay HaTpito(2 pasv no
10mn). JogaTkoBO po36aBnsAnuM opraHiyHwi wap rekcadHom(50mn) i npommeanu posconom(2 pasu no 20mn),
cywmnun Hap 6e3BogHMM cynbdaToM HaTpito i KOHUEHTpYBanu y BaKyymi, oAepXylouM macno OypLITMHOBOIO
Koneopy(1,9r), Wwo Tyxkasino. 3aTBepainui NpoAyKT nNepekpuctanizoByBanu i3 cymiwi etunaueTtaTy 3 reKkCaHoM i
ofdepXyBanu 2-amiHO-5-TpMOTOPMETOKCMBEH3UITIOBUIA CIMPT Y BUMAAI TBEPAOT PEYOBUHM CBITNO-OYPLUTUHOBOIO
koneopy(1,44r, Buxig 77%) i3 1.nn. 75,9-77,6°C. 'H AMP (CDCl3/300MI'y) 7,00(m, 2H), 6,65(d, 1H J=8,0u),
4,05(s, 2H), 3,25(br s, 3H). ESHRMS 208,0592(M+H" PospaxosaHo 208,0585). Anan. PospaxoeaHo Ans
CsHsNO2F3: C, 46,39; H, 3,89; N, 6,76. BctaHoBneHo: C,46,61; H, 3,79; Cl, 6,71.

Crapis 3. OpepxaHHa 2-amiHO-5-TpudTopMeToKCMGEH3anbaeriay 2-amiHo-5-TpudTopmMeToKCUGEH3NNOBIUIA
CnupT, oTpuMmanui Ha ctagii 2(9,7t, 47mmonb), i okeng mapranuto(lV)(21r, 240mmonb) HarpiBanm 3i 3BOPOTHUM
XONOAUMNBHUKOM Y xrnopodopMi(200mn) npoTaroM roamHu. OaBanu maci octyautucs i dinbTpyBanu. dinbTpaTt
KOHUEHTpYBanu Yy Bakyymi, oJepXyBanu Macro, LWo TyxKasie, OypwTMHOBOro konbopy(8,2r). Le wmacno
neperaHamM B ABOXKYNbKOBOMY anapaTi npu TemnepaTtypi 50°C nig tuckom 0,1 MM i opepxyBanu TBepay
peuvoBMHY XOBTOro Kombopy(7,2r). licna nepekpucTanizauii 3 rekcaHy ogepxyBanu HeobxigHWA 2-amiHO-5-
TpudropmeTokcnbeHsanbaera y BUMSAAI KOBTUX KpucTaniB(4,4r, Buxig 46%) i3 T.nn. 4244°C. H
AMP(CDCIs/300MI'y) 9,81(s, 1H), 7,36(s, 1H), 7,20(d, 1H, J=9,0Mu), 6,64(d, 1H, J=9,0My). EIHRMS m/z
205,0328(M", PospaxoeaHo 205,0350).

Cragisa 4. OgepxanHsa etnn-1.2-gurigpo-6-TpudpropmeToken-2-Tpudpropme Tnn-3-xiHoniHkapbokcunaty

2-amiHO-5-TpudTopmeTokCcMbeH3anbaeria, oTpumManuin Ha cragii 3(5,3r, 26mmornb), 6e3BogHwA kapboHaT
kanito(6,9r, 50mMmMoOnb) i etun-4,4 4-tpudgtopkpoTtoHat(7,7mn, 50mMmornb) y 6e3BogHOMY
anmeTtundopmamiai(b0mn) Harpisanu npu 90°C npotdarom 6 roavH. [laBanu maci ocTyauTuca Ao TemnepaTtypu
noMeLlKaHHa | posnofinanu ii Mbk eTunauetatom(200mn) i Bogoro(200mn). BogHui wap ekcTtparyBanm
[04aTKOBOM KinbkicTio etunaugetaTty(100mn). O6'eaHaHi ekcTpakTM npomuBany posconioM(200mn), cylumnm Hag
cynbaToM MarHito i KOHUeHTpyBanu y Bakyymi, ogepxyiounm macno(9,6r). Lle macno ouvwanu dnew-
XpomaTorpadieto Ha cvunikareni, enoym cymillwo eTnnageTaty 3 rekcaHom(1:1). dpakuii, Wo MICTATb LiNbOBUN
NPOAYKT, 3'€4HYyBanu, KOHLEHTpYBanu Yy BaKyyMi i MNepekpucTanisoByBanu 3anuuoKk i3 CyMmilli rekcaHy 3
eTunaueTtaToMm, ofepxyrun etun-1,2-gurigpo-6-TpudTropmeTokcn-2-TpudTopMeTun-3-xiHoniH-kapbokecunat y
BUIMSAI TBEPAOi PevYoBUHM XOBTOro Konbopy(4,05r, Buxia 32%); t.nn. 123-125°C. H AMP(CDCI3/300MI'y)
7,65(s, 1H), 7,02(m, 2H), 6,60(m, 1H), 5,10(m, 1H), 4,60(br s, 1H), 4,28(m, 2H), 1,32(t, 3H, J=7,0lu). ESHRMS



356,0698(M-H, PospaxosaHo 356,0721). AHan. PospaxoBaHo ana CuH11NOsFe: C, 47,34; H, 3,12; N, 3,94.
BctaHoBsneHo: C, 47,37; H, 3,04; N, 3,93.

CTtagisa 5. OgepxkaHHa 1.2-gurigpo-6-TpudTopmMeToKkcn-2-TpnpTopMe TU-3-XiHoNiHKap 6OHOBOT KMCIOTH

Emn-1,2-gurigpo-6-tpudptopmetoken-  2-tpudptopmeTun-3-xiHoniHkapbokecunat, oOTpuMaHui  Ha  cTagii
4(880mr, 2,5Mmorb), i 2,5N BOAHMIN PO34YMH rigpokcuay HaTtpito(2mn) 3miwysanum 3 meTtaHonom(15mn) i
BoA0t0(15Mn). Po34nH HarpiBanu Ha naposiii 6aHi NpoTarom 2 roavH. [laBanu peakuiiHoi cymili ocTyauTics oo
TemnepaTypy MNOMELUKaHHA W ekcTparyBanu gietunosum edipom(50mn). BogHunm wap nigkncnoanm 3N
XIIOpUCTOBOAHEBOIO KMcroTo Ao pH=1 i ekctparyBann etunaueTtatom(2 pasu no 50mn). O6'eaHaHi posuvHK B
eTunaueTaTi cywmnu Hag cynbdaTtoM MarHilo i KOHUEeHTpyBanu Yy BakyyMi, ogepxyioum Macno. Lle macno
KpucTaniayBanu 3 XOnoAHOI CyMili XIOpWUCTOro MeTUrneHy 3 rekcaHoMm i ogepxysanu 1,2-gurinpo-6-
TPUPTOPMETOKCU-2- TpVI(*)TOpMeTVIJ'I3XIHOJ'IIHKap60HOBy Kncnoty BUMALI ronyactmx KpucramniB >KOBTOMO
konbopy(0,727r, Buxia 89%); T.nn. 127,7-128,9°C. H HMP(CDCI3/3OOMFL|,) 7,80(s, 1H), 7,05(m, 2H), 6,62(d, 1H,
J=8,0ry) 5,13(m, 1H), 4,62(br s, 1H). ESHRMS m/z 326,0252(M-H, PospaxoBaHo 326,0252). AnHan.
PospaxosaHo gns C12H7/NOsFe: C, 44,05; H, 2,16; N, 4,28. BctaHoBneHo: C, 43,89; H, 2,04; N, 4,24.
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6-TpncropmeTnn-1,2-aurigpo-2-TpucropmeTnn-3-xiHoniHkapboHoBa KucnoTa

Cragis 1. OpepxaHHa  N-(4-TpucdptropmeTundpeHin)-2.2-gumetunnponaHamigy  Cymiw  xnopucTtoro
MeTuneHy(200mn), 4-amiHoGeH3oTpudTopnay(32,0r, 199mmons) i TpreTunamiHy(40r, 396mMmorb) oxonomKyBanm
no 0°C B atmocdpepi cyxoro a3oTy. [logasanu no kpannax tpumeTtunavemmnxnopun(32,9r, 273MMorb) NpoTarom
2 roguvH, nigtpumytoun Temnepatypy Macu Hwkye 10°C. [Micna popaBaHHA paBanyv maci Harpitues o
TemnepaTypy MNOMELUKaHHA npoTaroM 2 roAauH. lNpomuBanun peakuivHy macy Bofot(2 pasu no 200mn) i
HaCU4eHMM PO3YMHOM XIIOPUCTOrO amoHi(2 pasu no 200mMn), cywmnu Hag cynbdgaToMm HaTtpito i dinbTpyBanu.
Bupansnu po3unHHuK y Bakyymi 1 ogepxysanu N-(4-Tpudptop-meTundeHin)-2,2-gumeTunnponaHamia y Burmsi
TBepAoi peyoBuHM Binoro konbopy(48,0r, Buxig 98%); T.nn. 157-159°C. H FIMP(CDCIg/SOOMFu,) 7,61(ab, 4H,
J=8,7, Av=28,6T1y), 7,47(br s, 1H), 1,33(s, 9H). ESHRMS m/z 246,1123(M+H" PospaxoBaHo 246,1106). Anan.
PospaxosaHo gns C12H14F3NO: C, 58,77; H, 5,75; N, 5,71. BctaHoBneHo: C, 58,28; H, 5,79; N, 5,65.

CTagisa 2. OpepkaHHa N-[2-dopmin-4-(TpudptopmeTn)deHin]-2.2-gumeTun-nponaHamiay

Y Tpuropny KpyrnogoHHy konby micTkicTio 1 n, obnagHaHy KpanmMHHOK MiKOK 3 NPUCTOCYBAHHAM A1
YPaBHIOBaHHA TUCKY, MarHiTHOIO Millankoww W MPUCTPOEM KOHTPONO TemnepaTypu, 3aBaHTaxysanu N-(4-
Tpudrop-metnndeHin)-2,2-aumetnnponadamin(10,13r, 41,4mmonb) i Ge3BogHun TeTparigpodypaH(150mn).
PeakuinHy macy oxonomxyeanu go -78°C B aTmocdepi a3oTy i noBinbHO gogasanu n-oymmnnitin(50mn, 2,5M
pPO34MH Yy rekcaHi, 124Mmonb) NPOTAroM MiBrOAWHW TakMM YMHOM, WOG TemnepaTtypa Macu He nepesvmna -
65°C. Butpumysanu macy npu -78°C npoTtarom roguHu, notim npu 0°C npoTsiroMm ABOX rOAWH, NiCrsi YOro 3HOBY
oxonoaxysanu ii go -78°C. Oopasanu Hagnuwok N,N-anmeTtundopmamigy(100mn, 1,37mornb). Harpisanu macy
0O TemnepaTypu NOMELLKaHHA i nepemiwyBanu npoTsarom 2 roavH. fJogasarm o macu 1N xnopuctoBogHeBy
KMCMOTy Ao AocAarHeHHs pH=1. MNpomusann peakuiiHy cymiw Boaoto(2 pasu no 200Mn) i HACUYEHUM PO3YUHOM
XIOpUCTOro amoHito(2 pasm no 200mn), cywmnm Hag cynbdaTtoMm HaTpito i dinbTpyBanu. ®inbtpat
KOHUEHTpYBanu y BaKyymi, OOEpXYIOuM TBEpAMN MPOAYKT XKOBTOro Kombopy. Llen nmpoaykT ouvwanu dnew-
xpomaTorpa(biero(cmniKarenb eneHT - cymiw eTunaueTaTty 3 rekcaHoMm, 10%:90%) i nicra KOHLIEHTPYBaHHS!
BignosigHuX dpakuin ogepxysanu N-[2-copmin-4- (TpMd)TOpMeTMJ'I)d)eHIJ'I] -2,2-AMMeTunnponaHamig y Burnagi
TBepaoi peuoBUHU(7,36r, BUXiA 65%) i3 T.Nn. 69-73°C. 'H AMP(CDCI¥/300Mry) 11,5(br s, 1H), 9,99(s, 1H),
8,67(d, 1H, J=8,8Mu), 7,97(d, 1H J=1,6u), 7,83(m, 1H), 1,37(s, 9H). ESHRMS m/z 274,1060(M+H",
PospaxosaHo 274,1055). AHan. PospaxoBaHo ans C1H1u4F3NO2: C, 57,14; H, 5,16; N, 5,13. BcraHoBsneHo: C,
57,15; H, 5,43; Cl, 5,01.

CTtagis 3. OgepxkaHHa etun-6-tpudpropmetn-1,2-aurigpo-2-tpudtopmeTnn-3-xiHoniHkapbokcunaTy

Ho cycneHnsii N-[2-chopmin4-(TpudtopmeTun)deHin}-2,2-gumeTunnponaHamigy, OTpMMaHoOro Ha cTagii
2(921wmr, 3,7mmornb), i rigpuay nitito(115mr, 14,5mMmonb) y aumeTtuncynsdokenai 10mn) gogasann etun-4,4,4-
TpudropkpoToHaT(2,83r, 16,8mmornb) i HarpiBanun wmacy npu 30°C Ha npotssi 4 roguH. [Hopasanu
etunauetat(50mn), npoMmuBanu macy Bogoto(2 pasu no 30mn) i HAaCMY4EHUM PO3UMHOM XITOPUCTOTO aMOHIK(2 pasu
no 30mn), cywmnun Hag cynbdpatom HaTpito i inbTpyBanu. PinbTpaTt KOHUEHTPYBaNu y Bakyymi 1 ogepxysanu
TBEPAMM NPOAYKT )XOBTOrO KOMbopy. Liert npoaykT ounianu drnel-xpomMaTorpadieto(cunikarens, enoeHT - CyMiLl
eTunauetaty 3 rekcaHoMm, 1:9) i nicnAa KOHUEHTPYBaHHA BiONOBIAHWMX dpakuii odepxyBanu eTun-6-
TpudptopmeTnn-1 2-/:w|r|,qpo -2-TpudTopmeTUn-3- XIHOJ'IIHKap60KCI/|J'IaT y BUMAAI TBEPAOI PEYOBUHM >KOBTOMO
Kombopy(65 Mr, BuXif 5%) i3 T.nn. 138-139°C. 'H AMP(CDCIy/300MIy) 7,67(s, 1H), 7,26(s, 1H), 7,04(d, 1H,
J=6,6I"u), 6,62(m, 1H), 5,14(m, 1H), 4,60(brs, 1H), 4,32(m, 2H), 1,35(t, 3H, J=7,0"y). ESHRMS m/z 338,0592(M-
H PospaxoBaHo 338,0616). AHan. PospaxoBaHo gna C1H11FsNO2: C, 49,57; H, 3,27; N, 4,13. BctaHoeneHo: C,
49,23;H,2,81; N, 3,93.

Cragisa 4. OgepxaHHa 6-TpudropmeTnn-1.2-gurigpo-2-tpudpropmeTnn-3-XiHoniHkapOoHOBOT KMCNOTH

Etun-6-tpudpropmeTtnn-1,2-gurigpo-2-tpndpropmeTmn-3-xiHomniH kapbokcmunaTt, oTpumaHuia Ha cTagii 3(45wmr,
0,13mMmorb), cycneHayBanu B Cymilli MmeTaHony, TeTparigpodypaHy i Bogn(10mn, 7:2:1). Jogasanu rigpokeug,
niTiro(24mr, 0,52mMmorb) i obepexHo HarpiBarmm Cymill i3 3BOPOTHVMM XOMOAMMbHUKOM MNPOTArOM 2 TOAWH.



PeakuiHy cymill oxonoaxysanu o Temnepatypu nomelukaHHs i gogasann 1N xnopucToBoAHEBY KMCNOTY A0
pH=1. OpraHiyHi pO3YNHHVKN BUAAMSNW Yy BaKyyMi 1 O4epKYBanu CyCrieH3it0 CUpOro NpoAyKTy >KOBTOIO KOJbOpY.
Oopasanu gietunosuii ecdhip(20mn) i npomueamm po3uvH Bofok(2 pasv no 20Mn) i HACMYEHUM PO3YMHOM
XIIOPUCTOrO amoHito(2 pasu no 20mn), cywmnu Hag cynbdaTom HaTpito i inbTpyBanu. PinbTpaTt KOHLEHTPYBaNIM
y Bakyymi 1 ogepxysanu 6-tpudropmeTun-1,2-aurigpo-2-tpudropmeTun-3-xiHoniHkapboHOBY KMCMOTY y BUIMALI
TBepAoi peyoBuHWM koBToro  kombopy(0,041r, 0,132mmonb, Buxig 99%); T.nn.  150-156°C. H
AMP(CD3OD/300MI'y) 7,78(s, 1H), 7,48(s, 1H), 7,40(m, 1H), 6,81(m, 1H), 517(m, 1H). ESHRMS m/z
310,0307(M-H, PospaxosaHo 310,0303).
Mpuknag 164
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6-uiaH-1,2-gurigpo-2-TpudropmeTnn-3-xiHoniHkapboHoBa kucrnoTa

Cragis 1. OgepxaHHs eTun-6-uiaH-1.2-gurigpo-2-tpudropmeTnn-3-xiHoniHkapbokecnnaty

3 N,N-gnmetundopmamigy(5mn) sugansanu rasu, npogysatoum azoTom npoTsroMm 30 XBUNWH Y TPUIopnin
KPYrMOAOHHIA  komnbi, obnagHaHin 3BOPOTHMM  XONMOAMITbHUKOM, TMPUCTPOEM KOHTPOMK  TemnepaTtypu,
NPUCTOCYBaAHHAM A9 NPOAYBAHHS a30TOM i HarpiBanbHUM Koxyxom. [logasanu B konby eTun-6-noa-1,2-gurigpo-
2-tpndpropmeTun-3-xiHoniHkapbokcunat(gme. Mpuknag 160 ctagis 1)(0,522r, 1,32vmonb) i uwiaHig umHky(0,102r,
0,792mmorb) i iHTEHCUBHO nepemiluyBanm npoTsirom 10 XBUTUH. Dopnasanun o Macu
TeTpakic(TpudeHingocdin)nanagin(0)(0,068r, 0,53mmornb) i obepexHo HarpiBanu cymiw npu 80°C npotarom 2
roavH B atmocdepi asoty. flogasanu etunauetat(20mn) i ekctparyBanu cymill 2N BOAHMM PO34YMHOM TiApoKcuay
amoHito(2 pasun no 10mn), Bogoto(2 pasum no 10mMn) i HACUYEHVM PO3YMHOM XITOPUCTOrO amoHito(2 pasu no 10mn),
Cylmnu Hag cynbdaToM HaTpilo i BUOANANU PO3YMHHUK Y BaKyyMi, OOEPXKYHUM TBEPAUN MNPOOYKT XXKOBTOrO
kormbopy. Llern npoaykT ounwanu drnew-xpomartorpadieto(cunikarenb, eneHT — Cymil eTunaueTtaty 3
rekcaHom, 3:1) i micns KOHUEHTPYBaHHS BIANOBIAHMX ppakuin opepkysanu eTun-6-uiaH-1,2-gurigpo-2-
TpudropmeTnn-3-xiHoniHkapbokcunat y BUMsiAi TBepAoi peyvoBuHM X0BTOro kKonbopy(188mr, Buxig 48%) i3 T.nn.
211-212°C. "H AMP(CDCI¥/300Mr1) 7,68(s, 1H), 7,43(m, 2H), 6,69(d, 1H, J=8,3T), 5,22(m, 1H), 4,98(br s, 1H),
1,30(m, 2H), 1,36(t, 3H, J=7,1Tu). EIHRMS m/z314,1147(M+NH,", PospaxosaHo 314,1116). AHan. PospaxosaHo
ana CuH11F3N202: C, 56,76; H, 3,74; N, 9,46. BctaHoBneHo: C, 56,44; H, 4,03; N, 9,29.

CTagisn 2. OgepxaHHs 6-uUiaH-1.2-guriapo-2-1pudTopMeTnn-3-xiHomMiHKapOoHOBOT KUCNOTU

[o cycneHsii eTun-6-uian-1,2-gurigpo-2-tpudtopmeTnn-3-xiHoniH-kapbokcmnaTty, OTPMMaHOro Ha cragii
2(140mr, 0,45MMonb), Y cymili MmeTaHony, TeTparigpodypaHy i sogn(10mn, 7:2:1). nogasanu rigpokeng niTito(76
mr, 0,91mmornb) | 06epexHo HarpiBany cymill i3 3BOPOTHUM XONOAWUITEHUKOM NPOTSroM 2 roauH. PeakuiiHy cymiLu
OXOmoJXyBanu Ao TemrnepaTypu noMeukanHsa i gogasarm 1N xropuctoBogHeBy kucnoTy o pH=1. OpraHiyHi
PO3YMHHUKM BUANSANW y BakyyMi W OAepXysBanu CYCMeH3il0 CMporo MpoAyKTy XXOBTOro konbopy. [Hogasanu
pietunosui eip(20mMn) i npomMuBanM po3yvH BOAOK(2 pasn no 20Mn) i HAaCMYEeHUM PO34YMHOM CynbaaTy
aMoHio(2 pasa no 20Mn), cyluMnu Hapg cynbdaToM HaTpito i dinbTpyBanu. PinbTpaT KOHLEHTPYBanu y BakyyMi i
ofdepxyBanu 6-uiaH-1,2-gurigpo-2-TpucropmeTnn-3-xXiHoNiHKapOoOHOBY KWUCIOTY Yy BUMAAI TBepAoi pPevoBUHU
XoBToro konbopy(116 mr, Buxig 95%); t.nn. 238-240°C. H AMP(CD3OD/300MI'y) 7,75(s, 1H), 7,56(m, 1H),
7,43(m, 1H), 6,79(d, 1H, J=8,5I"u) 5,19(q, 1H, J=7,1y). EIHRMS m/z 267,0405(M-H, Po3paxoBaHo 267,0381).
AHan. Po3paxoBaHo ans CuH12F3N202: C, 53,74; H, 2,63; N, 10,45. BctaHoeneHo: C, 53,99; H, 2,89; N, 10,19.
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Cragis 1. OgepxaHHs eTun-6-xrnop-1.2-auvrigpo-1-meTun-2-Tpudropmemn-3-xiHoniHkapbokannaty

Emun-6-xnop-1,2-gurigpo-2-tpudpropmetmn-3-xiHoniHkapbokcmnaT, oTpumaHuii, sk onucado B Mpuknagi 157,
ctagis 2(1,28r, 4,21mmonb), roguctmn TetpabytunamoHin(0,36r, 0,92vmMorne) i BOAHMIA PO3yMH rigpokcuay
HaTpito(50%-Huin, 2Mn) iHTEHCUBHO nepemillyBanM B Xopuctomy MeTuneHi(40mn) [o TemHo-KoBTOraps4oi
cymiWwi gopgaeanu npoTaroMm 2 roAMH 3a AOMOMOrow wnpuua gumetuncynbdat(2,12r, 16,84mmonb). MoTim
Aojasanu rekcaH(5wvn) i npomuBanm po3yvMH BoAok(2 pasn no 20Mn) i HaCMYeHVM PO3YMHOM XIIOPUCTOrO
aMmoHito(2 pasa no 20mn), cywmnu Haa cynbaToM HaTtpito i pinbTpyBanu. PinbTpaT KOHUEHTPYBanu y BakyyMmi,
OJepPXKYyIo4M CMpU ckNnagHui edip y BUrMaAi TBEpAOT peHOBUHM XOBTOIO KONbopy. Lien npogykT ounwianu dgneLwu-
xpomaTtorpadieto(cunikarens, 50r, enoeHT - cymiw etunaueTtaTy 3 rekcaHom, 1:19) i micna KOHUEHTpyBaHHS
BiANOBIAHMX dpakuin oAepxysanu etun-6-xnop-1,2-gurigpo-1-veTnn-2-TpndTopMeTUn-3-XiHoniH-
kapbokcunat(1,2r, Buxig 90%) i3 1.nn. 118-120°C. H AMP(CD30D/300MI"y) 7,71(s, 1H), 7,30-7,26(1H 2H), 6,77-
6,74(1H 1H), 5,12(q, 1H J=6,8I"w), 4,44-4,22(m, 2H), 3,18(s, 3H), 1,35(t, 3H, J=7,0ry). EIHRMS m/z 320,0701(M-
H, PospaxosaHo 320,0665). AHan. PospaxosaHo ansa C1H13FsNO2CI: C, 52,60; H, 4,10; N, 4,38. BctaHoBneHo:
C,52,57;H,4,14; N, 4,32.

CTagis 2. OgepxaHHs 6-xrnop-1.2-gurigpo-1-vietnn-2-tpudpropmeTnn-3-xiHoniHkapboHOBOT KUCOTU



Emun-6-xnop-1,2-gurigpo-1-metnn-2-tpucpropmetnn-3-xiHoniH-kapbokennat(1,21r, 3,78mmornb)
cycneHayBanu B cymiwi meTaHony, TeTparigpodypaHy i Bogn(20mn, 7:2:1). Jogasanu rigpokeng nitito(0,262r,
6,24MMorb) | 0bepexHO HarpiBanyM Cymill i3 3BOPOTHUM XOSNOAMMBLHUKOM MPOTAroM 2 roauH. PeakuiHy cymil
oxonoaxyeanu Ao TemnepaTypu noMeukanHsa i gogasarm 1N xnopuctoBogHeBy kucnoTty Ao pH=1. OpraHiyHi
PO3YMHHUKM BUZANSNWU y BakyyMi W OfepXyBanu CYCreH3il0 CMpOro MpoAykTy XKOBTOro kosbopy. Hogasanu
pietTunosuii edoip(20mMn) i npommBanu po3unH BoAok(2 pa3n no 20mMn) i HacM4eHMM PO3YMHOM XIIOPUCTOTO
aMOoHio(2 pasm no 20mn), Cylumnu Hag cynbdaToM HaTpito i dinbTpyBanu. PinbTpaT KOHLEHTPYBanu y BakyyMi i
ofepxysanu 6-xnop-1,2-gurigpo-1-veTtnn-2-tpudropmeTnn-3-xiHoniHkapboHoBy KUCNoTy y BUMMAAI TBepaoi
peyoBuHU xxoBTOro konbopy(1,08r, Buxia 98%); T.nn. 208-209°C. H AMP(CD30D/300MIy) 7,69(d, 1H, J=2,5I"u),
7,287,24(m, 2H), 6,73(dd, 1H, J=9,5, 2,5I'y), 5,13(q, 1H, J=7,0ry), 3,16(s, 3H). AHan. PospaxoBaHo Ans
C12HoF3sNO2CI: C,49,42; H, 3,11; N, 4,80; Cl, 12,16. BctaHoBneHo: C, 49,88; H, 3,29; N, 4,59; Cl, 12,42.
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6-xnop-1,2-gurigpo-2-tpudstopmeTun-1-[[4-(Tpucpropmetnn)deHinmeTnn]-3-xiHoniHkapboHoBa kucnoTa

Lle noxigHe 1,2-gurinpo-3-xiHoniHkapboHOBOT KNCNOTU OAEPXKYBanM 3a METOAMKOIO, aHaNor4YHO ONUCaHIN B
Mpwknagi 165. T.nn. oTpumaHoro npogykty 229-231°C. 'H AMP(CDsOD/300MI'y) 7,77(s, 1H), 7,58(d, 2H,
J=8,0l"u), 7,39(d, 2H, J=8,0l"u), 7,30(d, 1H, J=2,4"u), 7,13(dd, 1H, J=8,9u, 2,4I'u), 6,75(d, 1H, 1=8,9I"n), 5,27(q,
1H, J=7,0l"u), 4,90(@@b. 2H, J= 16,7Tu, Av=952I"y). EIHRMS m/z 434,0401(Po3paxoBaHo ana M-H 434,0383).
Anan. PospaxoBaHo ansa Cq9H14FeNO2CI: C, 52,13; H, 3,22; N, 3,22. BctaHoeneHo: C, 52,36; H, 2,91; N, 3,21.
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6-xr1op-1-[(4-xnopdreHin)metnn]-1,2-aurigpo-2-tpucropmeTnn-3-xiHoniHkapboHoBa KMcnoTa

Lle noxiaHe 1,2-gurinpo-3-xiHoNiHkapOOHOBOT KNCNOTV OAEPXKYBaNM 3a METOAMKOK), aHaNOrM4YHOK OMNUCAHIN B
Mpwknagi 165. T.nn. oTpumaHoro npoaykTty 250-253°C. H AMP(CD3OD/300MlMu) 7,74(s, 1H), 7,32-7,13(m, 6H),
6,76(d, 1H, J=8,7Tu), 5,22(q, 1H, 1=7,0r'u), 4,81(@b. 2H, J= 16,3y, Av=54,7T"y). ESHRMS 400,0105(M-H,
PospaxosaHo 400,0119).
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6-xnop-1,2-gurigpo-2-tpudropmeTn-1-[[4-(MeTokcn )beHinme Tun]-3-xiHoniHkapboHoBa kucroTa

Lle noxiaHe 1,2-gurigpo-3-xiHoNiHkapOOHOBOT KUCIOT OAEPKYBaNM 3a METOAMKOKD, aHAMNONMYHOK OMNUCAHIN B
Mpwknagi 165. T.nn. oTpumaHoro npoaykTty 196-197°C. H AMP(CD30OD/300MI'y) 7,71(s, 1H), 7,27-7,26(m, 1H),
7,18-7,12(m, 3H), 6,856,81(m, 3H), 5,16(q, 1H, J=7,1Tu), 4,69(ab. 2H, J=15,3Iy, Av=111,8Iu), 3,73(s, 3H).
ESHRMS m/z 396,0625(M-H, Po3spaxoBaHo 396,0614). AHan. Po3paxoBaHo ansi C19H14FsNO2CI: C, 52,13; H,
3,22; N, 3,22. BctaHosneHo: C, 52,36; H, 2,91; N, 3,21.

Mpwknag 169



6-xnop-1-[(4-uiaHdeHin)meTnn]-1,2-gurinpo-2-tpucptopmeTnn-3-xiHoniHkapboHoBa kncnoTa

Lle noxigHe 1,2-gurinpo-3-xiHoniHkapboHOBOI KNCNOTU OAEPXKYBany 3a METOAMKOIO, aHarNOorYHO ONUCAHIN B
Mpvknagi 165. T.nn. oTpUMaHoro npoaykTy 258-260°C. 'H SAIMP(CDsOD/300MIy) 7,78(s, 1H), 7,66(d, 2H,
J=8,2l'u), 7,41(d, 2H, J=8,2I'y), 7,33(d, 1H J=2,7T'y), 7,15(dd, 1H J=8,7T"u, 2,7T'y), 6,71(d, 1H J=8,7T"y), 5,31(q,
1H, J=7,0l"u), 4,94(ab. 2H, J=17,1T"y, Av=91,8T"14). ESHRMS m/z 391,0443(M-H, Po3paxoBaHo 391,0461). AHan.
PospaxosaHo ana C1gH12FsNO2CI + 0,53% H20: C, 57,79; H, 3,55; N, 7,09. BctanosneHo: C, 57,26; H, 3,17; N,
6,78.
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6-xnop-1,2-gurigpo-1-[(4-HiTpodeHinimeTnn]-2-Tpudropmemn-3-xiHoniHkapboHoBa KucroTa

Lle noxiaHe 1,2-aurigpo-3-xiHoniHkapGoHOBOT chnom ofepXKyBanu 3a METOAMKOLD, aHanori4Ho ONUCaHIl B
Mpwuknagi 165. T.nn. oTpumaHoro npoaykTy 225-228°C. H AMP(CD30OD-3% TFA/300MI'y) 8,14(d, 2H, J=8,8I"L),
7,77(s, 1H), 7,42(d, 2H, J=8,8I'y), 7,29(d, 1H, J=2,4I"y), 7,11(dd, 1H, J=8,9, 2,4T'u), 6,67(d, 1H, J=8,9I'n), 5,27(q,
1H, J=6,8u), 4,93(ab. 2H, J=17,2I'y, Av=95,0l"y). ESHRMS m/z411,0327(M-H, Po3paxoBaHo 411 ,0359).
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6-xnop-1,2-gurigpo-1-eTun-2-TpudpropmeTmn-3-xiHoniHkapboHoBa KucroTa

Lle noxiaHe 1,2-aurigpo-3-xiHoniHkapGoHOBOT chnom ofepXKyBanu 3a METOAMKOLD, aHanNor4HO ONUCaHIl B
Mpwuknaai 165. T.nn. oTpumaroro npoaykTy 201-202°C. 'H AMP(CDsOD/300Mr1) 7,67(s, 1H), 7,25-7,22(m, 2H),
6,86(d, 1H, J=8,7T'u), 5,21(q, 1H, J=7,0l"y), 3,81-3,71(m, 1H), 3,47-3,39(m, 1H), 1,20(t, 3H, J=7,2I'y). ESHRMS
m/z 304,0360(M-H, Po3paxoBaHo 304,0352).
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(S)-6-xnop-1,2-gurigpo-2-TpudtopmeTnn-3-xiHoniHkapboHoBa kncrnoTa

Jo po3unHy 6-xnop-1,2-gurigpo-2-tpudptopmeTn-3-xiHoniHkapGoHOBOT KUCMOTU, OTPMMAHOT, SIK ONUCAHO B
Mpwknagi 157(6,75r, 24,3mmornb), B eTunaueTati(25vn), popasanu  (S)-(-)-a-meTundeHsunamiH(1,50r,
12,2mMmorb). [lo OTpyMaHoro po3unHy goAaBanu nNpu nepemillyBaHHi rekcan(50mn). MpunuHamm nepemillyBaHHS
i NMwanu peakuinHy Cymill CTOATM Ha 16 rogvH nMpy TemnepaTtypi MOMELKaHHS; y Uuel 4ac yrBoptoBanucs
KpuctanuxoBTtoro koneopy. Lli kpucrtanu 3bupanm i npommBanu cymillwo eTunaueTaty 3 rekcaHom(100mn, 1:2).
OTpumaHy TBEpAY PEYOBUHY XOBTOro KOnbopy(932 Mr) po3uuHanu B etunauetati(20mn) i ekctparysanu 1N
XIOPUCTOBOAHEBOK KncnoTo(3 pasun no 10mn). OpraHiyHmin wap cywmnmu Hag cyrnbaTom HaTpito i BUAANsSnu
PO3YMHHUK MpU 3HWKeHoMY Tucky. Opgepxysanu (S)-6-xnop-1,2-gurigpo-2-tpuctropmeTnn-3- XIHOJ'IIHKap6OHOBy
KWUCMOTY Y BUMAAI TBEPAOT PEYOBUHN XXOBTOrO Konbopy(648mr, suxia 10%); T.nn. 173-176°C. 'H AMP(aueToH-
de/300MI'u) 7,80(s, 1H), 7,35(d, 1H J=2,2I'uy), 7,18(d, 1H, J=8,0, J=2,2I'u), 6,86(d, 1H, J=8,0"y), 6,60(br s, 1H),
5,20(m, 1H). AHan. Po3paxosaHo gna C11H/NO2FsCl: C, 47,40; H, 2,54; N, 5,40. BctaHoeneHo: C, 47,49; H, 2,60;
N, 4,98.

OnTuyHa yMcToTa Cronyku, BiAMNOBIAHO A0 BM3HauYeHHs1, nepesuilyBana 90%. BuaHauyeHHs ONTUYHOT YMCTOTH
BMKOHYBan” MeToaoM BUCOKOE(EKTUBHOT PiAMHHOT XxpomaTorpadii 3a MeTogukoto, onncaHoto B Mpuknagi 66.
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6-(2,2,2-tpucprop-1-rinpokcietnn)-2-tpucpropmetmn-2H-1-6eH3onipaH-3«apboHoBa kucnoTa

Cragis 1. OpepxanHa etun-6-(1-rigpokcu-2.2.2-tpudpropeTnn)-2-tpudropmetun-2H-1-6eH3onipaH-3-
kapbokcunat

Anbpgerig, oTpumanui, sik onucaHo B [Mpuknaai 75, cragia 1(0,89r, 3,0mmonb), oxonoaxysanu go 0°C i
podasanu o Hboro 0,5M po3unH TpumeTun(tpudptopmeTun)cunany(8,4mn, 4,2mmornb) i 4 kpanni 1,0M po3uunHy
dropuctoro TeTpabyrmnamoHito. [daBanu peakuiHii Maci Harpitucs A0 TemnepaTypu MOMELUKaHHs i
nepemiwyBanu npotsarom 21,1 roguHu. Macunm peakuito gogasaHHsaM 3N  XMOPUCTOBOAHEBOI KUCMOTH,
ekcTparysanM Macy etunauetaToM, NPOMUBANIM BOAOK | PO3COMOM, CyWMNM Hazg cyrnbdaTom MarHito i
KOHLEHTpYBanu y Bakyymi, ogepxytoum kopudHese macno(1,02r). Lle macno ounwanu dnew-xpomarorpadieto Ha
cunikareni(entoeHT - 10% po3ynH eTunaueTaTy B rekcaHi) i ogepxyBanu kopudHee macno(0,77r, Buxia 58%). 'H
AMP(CDCI3/300MI'y) 7,72(d, 1H J=3,4"u), 7,34(m, 2H), 6,99(d, 1H J=8,5I"), 5,71(q, 1H, J=6,8I"u), 4,83(q, 1H,
J=6,4T"u), 4,33(m, 2H), 1,35(t, 3H, J=7,1T"u), 0,11(s, 9H). FABLRMS m/z 443(M+H).

Cragpis 2. OgepxaHHa 6-(1-rigpokcun-2,2,2-tpudropeTun)-2-TpucdropmeTun-2H-1-6eH3onipaH-3-«kapboHOBOT
KWUCNOTH

CknagHuin eddip, otpumaHunm Ha ctagii 1(0,15r, 0,34mmonb), posunHAnNM B TeTparigpodypaHi(2mn) i
eTaHoni(2vn), 0bpobnsnu 2,5N po3unHoM rigpokenay HaTpito(1Mn, 2,5MMonb) i nepemillyBany npu TeMnepaTypi
nomelkaHHa npoTtarom 18,6 rogvHu. KoHUeHTpyBanmu peakuiHy cymiw y Bakyymi, nigkucnanu 3N
XIIOPUCTOBOOHEBOIO KUCIIOTOM, eKcTparyBanu etunauvetatoMm, npomvsany 3N XNOPUCTOBOAHEBOID KUCHOTOHO i
pPO3CONOM, CYLUMNN Hapg, cynbdaToM MarHito i KOHUEHTpYBanu y BakyyMmi, O0Ep>KYIoUM MaCIo XOBTOIO KOIbOpY,
IO nepekpucTanioByBanu i3 cymiwi eTunauertaty 3 rekcaHOM i oJepKyBanu Teepay PpevoBuHy 6inoro
korbopy(0,03r, Buxia 25%). T.nn. 114-120°C. 'H AMP(aueToH-de/300MIL) 7,94(s, 1H), 7,65(s, 1H), 7,60(dd, 1H,
J=8,2l"y, 2,0luy), 7,11(d, 1H, J=8,3ry), 5,87(q, 1H, J=7,0ru), 5,24(q, 1H, J=7,0ly). FABLRMS m/z 341(M-H).
ESHRMS m/z341,0241(M-H, Po3paxoBaHo 341,0249).
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6-xnop-2-tpugropmeTun-1,2-gurigpo[1,8]HadTmpmanH-3-kapboHoBa KucnoTa

Cragis 1. OpepxaHHa N-(5-xnopnipnamH-2-n)-2.2-gumeTunnponaHamigy [o 2-amiHo-5-xnopnipnaunHy
(dipmum Aldrich)(10,0r, 0,078morb) i TpuetTnnaminy(12mn, 0,086monb) y xnopuctomy metuneHi(200mn) gogasanu
no kpannax npu TemnepaTypi 0°C Ttpumetunauetunxnopug(10,60mn, 0,09MMonb) y XNopucToMy MeTUneHi
(15mn). OaBanu peakuinHOT CyMmilli HarpiBaTuca A0 TemnepaTypu NMOMELKAHHSA Mpu nepemillyBaHHi NpPOTSArom
Houi. OTpuMaHy cymill MpomMmBanM BOJOK i PO3COMOM, CYWMNU Had CcynbdaTom MarHito i dinbTpyBanu.
KoHueHTpyBanu inbTpaTt y BakyyMmi, ogepxytoun 6e3bapsHe macrno(19,2r). Lle macno po3uuHanu B rekcati 1
OXONOAXYBanu, BUKIMKAKOYM OCaKEHHS TBepAoro npoAykTy. [MpoaykT BigokpemnioBanu inbTpyBaHHAM i
ofepxyeBanu amig y surnaai tBepaoi pedosuHn 6Binoro konbopy(14,96r, suxia 90%); T.nn. 51,4-53,4°C. 'H
AMP(CDCI3/300MI'y) 8,25-8,15(m, 2H), 8,00(br s, 1H), 7,68-7,60(m, 1H), 1,28(s, 9H). AHan. PospaxoBaHo And
C10H13N20OCI: C, 56,47; H,6,16; N, 13,17. BctaHoBneHo: C, 56,72; H, 6,34; N, 12,88.

Cragis 2. OgepxanHsa N-(5-xnop-3-copminnipuanH-2-in)-2.2-gumetnn-nponaHamigy

[o oxonomkeHoro po -78°C posuuHy amigy, oTpumaHoro Ha cragii 1(5,0r, 0,024monb), vy
TeTparigpodypaHi(100mn) goaasanu no kpannsx Nnpu nepeMiwyBaHHi TpeT-0ytmnniTin(1,7M po3uuH y neHTaHi,
32,4mn, 0,055monb). MoTim npoTtsarom 3 roavH gopaBanu no kpannsx npu -78°C gumetundopmamia(2,3mn,
0,03monb) i AaBamm cymiLli HarpiTMca Ao TemnepaTypy NoMeLukaHHs. MNpunuHany peakuio JoAaBaHHAM KPWKaHOT
BoAn(200mn) i ekcTparyBanu macy etunauetatom. OTpuMaHy opraHiyHy dasy cywmnu Hag cyrnbdatomM MarHito i
KOHUeHTpyBann y Bakyymi Ao obcary 20mn. Y ocag BunagaB TBepda peyoBuHa 6inoro kKombopy, KOTpy
BigoKpemmnioBarmM iNbTpyBaHHAM i ogepxyBanu dopmynboBaHui npoaykT(3,24r, Buxig 56%); T.nn. 168,7-
170,8°C. 'H SAMP(CDCI/300MIL) 10,60(br s, 1H), 9,88(s, 1H), 8,57(s, 1H), 8,00(s, 1H), 1,28(s, 9H). Anan.
PospaxosaHo ana C11H13N202Cl: C, 54,89; H, 5,44; N, 11,64. BctaHoeneHo: C, 54,87; H,5,42; N, 11,40.

CTragisa 3. OgepxaHHa 2-aMmiHO-5-x110p-3-hopMinmipnanHy

MpoaykT, oTpumaHui Ha ctagii 2(2,7r, 11mmons), i 3N xnopuctoBogHeBy kucnoTy(50mn) HarpiBanu 3i
3BOPOTHUM XONOAMMBbHUKOM npoTAroM 2 roAwH. [aBanu peakuinHin mac ocTyautuca Ao TemnepaTypu
NOMELLKaHHSA | KOHLUEHTpyBanu y BaKyyMi, OAepXylouuM TBepAuMW NPOOYKT SICHO-KOBTOro Kombopy(2,1r). Lis
pevoBMHa pOo3Nodinanu Mk etmnavetatoMm i 2,5N po3unHom rigpokemay HaTpito. ETMnauetatHuin wap cywmnm
Hag cynbdaTtom MarHito i KOHUEHTpyBanu Yy BakyyMmi, ogepKyioun TBepauu npoaykt(1,7r). Llen npoaykt
nepekpucrTanisoByBanu 3 eTunaueTaty 1 ogepxyBanu HeoOXaHWW 3aMilleHUA NMUPUAVH Y BUMMSAI ronvactmx
KpucTaniB )oBToro koneopy(1,2r, Buxig 68%); T.nn. 176,1-177,3°C. H AMP(CDCI3/300MI'y) 9,80(s, 1H), 8,21¢(s,
1H), 7,75(s, 1H), 6,75(br s, 2H). AHan. Po3paxosaHo gna CsHsN2OCI: C, 46,03; H, 3,22; N, 17,89. BctaHoBneHo:
C,45,90; H, 3,24; N, 17,80.

Cragis 4. OgepxaHHs eTun-6-xnop-2-tpudropmeTun-1.2-gurigpo[1.8]-Hadbtmpuaunn-3-kapbokcmnaty



3aMileHun NMpuavH, oTpumanui Ha ctagii 3(1,7r, 11mMmorne), 6e3soaHMi kapboHaT kanito(3,0r, 22mMmornb) i
etn-4,4 4-tpucpropkpoTtoHat(3,3mn, 22mmMonb) 3miwyBanu 3 6e3BogHuM  gumeTtundopmamigom(20mn) i
Harpisanu npu 80°C npoTtarom 2 roavH. [laBanu peakuinHin maci ocTyautucs oo TemnepaTypu NMOMELUKaHHS i
po3snoainanu ii mbx etunauetatom(100mn) i Bogoro(100mn). BoaHun wap ekctparyBanv AoAaTKOBO KiNbKiCTiO
eTunaueTaty(100mn). O6'egHaHi opraHiuHi ekcTpakT npomusanu posconomM(100mn), cywmnu Hag cynbdaTom
MarHito i KOHLEeHTpyBanu y BaKyymi, ofepxyioum BockonoibHy macy GypliTmHoBoro kormbopy. Llen npogykT
po3tupanu 3 gietunosuMm edipoM i odepKyBanu HeoOXigHWI ckrnagHui edip y BUMSAAI TBEpPAOi PEYOBUHM
XOBTOro konbopy(613mr, Buxig 18%). HeBenwvky kinbKicTe NpoAyKTy NepekpucTanisoBysanv 3 etunaueTtaTty Ans
o[lepXaHHsA 3paska anst aHanizy. T.nn. 180,1-181,9°C. H AMP(CDCI3/300MI"y) 7,99(s, 1H), 7,61(s, 1H), 7,39(s,
1H), 6,00(br s, 1H), 5,33-5,20(m, 1H), 4,404,23(m, 2H), 1,40-1,30(m, 3H). Axan. Po3paxoBaHo A5
C12H1oN202F3CI: C, 47,00; H, 3,29; N, 9,13. BctaHosneHo: C, 46,83; H, 3,03; Cl, 9,18.

Cragisa 5. OgepxaHHa 6-xnop-2-Tpudpropme™n-1.2-gurigpo[1,8]-HadtmpuanH-3-kapboHOBOT KMCTOTH

CknapgHuin egip, oTpumaHuii Ha ctagii 4(1,3r, 4,4mmornb), i 2,5N posunH rigpokemay HaTtpito(3,5mMn, OmMmorns)
3miwyBanu 3 TeTparigpodypaHom(25mn), metaHonom(10mn) i Bogow(25mn). Cymiw HarpiBanu npu 50°C
npotarom 4 roavH, AaBanu OCTyAUTMCA [0 TemnepaTypu MNOMELUKaHHs | KOHLEeHTpyBanu y Bakyymi Ans
BUAanNeHHa TeTparigpodypaHy i metaHony. BogHum posuwH, Wo 3anuwimecs, NpomMmnsBany gietunosum edgipom(2
pa3u no 100mn). BogHy dhasy nigkucnsmm 3N XTOpUCTOBOAHEBOK KWCMOTOK, NMPU LUbOMY B ocaj Bunagana
TBEpAa pevoBMHA XOBTOro konbopy(1,1r). Lien npoaykT po3tvpanu i3 Cymiliulo aueToHy W eTaHony i micns
iNbTPYyBaHHA 3 BIACMOKTYBaHHAM OepKyBanu CMOMyKY, 3a3HayeHy B 3arofioBKy, Y BUMSAAI TBEPOOi peyvOoBUHN
XOBTOro Konbopy(276 mr, Buxig 23%). T.nn. 287,4-288,4°C. H AMP(aueToH-de/300MIML) 11,50(br s, 1H), 8,03(s,
1H), 7,83(s, 1H), 7,75(s, 1H), 7,28(br s, 1H), 5,42-5,30(m, 1H). AHan. PospaxoBaHo ans Ci1oHeN202F3Cl: C,
43,11;H,2,17; N, 10,05. BctaHoBneHo: C, 42,88; H, 2,03; N, 10,06.
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(S)-6,8-guxnop-2-TpucbtropmeTnn-2H-1-6eH3onipaH-3-kapboHoBa kucnoTa

6,8-amxnop-2-tpudtopmeTun-2H-1-6eH3onipaH-3-kapboHOBY KMCMOTY, OTpMMaHy, Sk onmcaHo B [Mpuknagi
32(300r, 1,04monb), amilwyBanu 3 eTunaveTtatom(750mn). MepemiwyBanu cymiwl NpoTAroM 5 XBUNWH, Harpisanm
o 70°C i suTpumyBanu 5 xBununH npu UM TemnepaTypi. Oxonogxysanu oTpumaHui po3umH go 50°C i
popaeanu(S)-(-)-o-vetunbeHsnnamiH(58r, 0,48vornb). Oopasanu rentaH(1880mn) i nepemiwyBanu Macy
NpPOTAroM MiBrOAWHK, NOTIM NepeMillyBaHHS NpunuHanu. Oasanu maci octyaummca go 22°C i nuwanu ctoaTy Ha
8 rogvH. Y uen yac kpuctanidyBanacs Cinb, KOTPY BigokpemnioBanu inbTpyBaHHAM i3 BiJCMOKTYBaHHSM.
MpoMuBanu TBepAuN NPOOYKT Cymillwio eTunauetaty 3 rentaHoM(1:3, 2 pasu no 50mn). Cylwmnu NpoaykT npu
40°C yBakyymi(20 mm) npoTarom 24 roavH i ogepxysanu cinb(35r, Buxig 16%).

TpbOXWMINKOBY KPYIMOAOHHY KONBY MICTKICTIO 21 mpoAdyBanu a3oToM i 3aBaHTaXkyBanu A0 Hei AeioHi3oBaHy
Boay(750mn) i cinb, oTpumaHy, sk onucaHo Buwe(103r, 0,24monb). [lo oTpumaHoi cycneHsii gogasanv no
Kpanmnsax npyv iHTEHCMBHOMY NepeMillyBaHHi KOHLEHTPOBaHy XropucToBoAHeBy kucnoty(37mn) npotarom 0,5
roaguHn npu Temnepatypi Hwkde 20°C, npu UbOMY B OcCad Bunagana BibHa kapboHoBa kucrota. [licns
nepemillyBaHHA MPOTArOM 2 roguH CycreHsito inbTpyBanu 3 BiACMOKTYBAHHAM i MpoMuBanu ocag Ha qinbTpi
AeioHizoBaHoi BOAoK(5 pasie no 50mMn Ao HenTpanbHOI peakuii npoMuBHOT BOAK). MpoaykT cywmnu npu 40°C y
Bakyymi(20MM) npoTarom 12 roavH i ofepXyBanM CrOMyKy, 3a3HayeHy B 3arofioeky, y BWMMsAAi TBepaoi
peyoBuHun(74r, suxig 100%); T.nn. 166,0-168,4°C. 'H AMP(aueToH-de/300MIM) 7,94(s, 1H), 7,60(s, 2H), 6,04(q,
1H J=6,8"y). ESHRMS 310,9489(M-H, Po3paxoBaHo 310,9450).

OnTuMyHa YicToTa CNonyKW, BIANOBIOHO OO0 BU3HayeHHs1, nepesuilyBana 90%. BusHayeHHSA ONTUYHOT YMCTOTU
BMKOHYBanu 3a MeToaukoto, onncaHoto B MNMpuknagi 66.

BionoriyHa ouiHka

Mpo6a Ha kapareHoBMI HabPSK NOAYLLEYOK KiHLIBOK Y NaLoKiB

Mpo6u Ha kapareHoBUI HabpsiK KiHLiBOK Oynu NpoBeAeHi 3 BUKOPUCTaHHAM MaTepianis, peareHTiB i MeToavK,
B OCHOBHOMY 30PKHMX C onucanMmm B po6oTi BiHTepa i iH. [Winter et al., Proc. Soc. Exp. Biol Med. lll, 544(1962)].
Cawmuis nautokis ninii "Cnpar-fJoyni"(Sprague-Dawley) niabvpanu Tak, Wwob cepeaHi 3Ha4YeHHA Macu Tina B KOXHIN
rpyni 6ynu skHanGrvwkdi gpyr oo apyra. MautokiB gikcyBanu 3 BiNbHUM JOCTYNOM A0 BOAW Ha Mepiof He MeEHLUe
16 rognH nepea BunpoOyBaHHaM. [Maulokam yBOAUNM nepopanbHO BuUMpoOyBaHi cnonmyku(1Mmn) y BuMmsAi
cycneHsii B Hocii, wo mictute 0,5% metnuentonosn i 0,025% noBepxHEBO-aKTUBHOI pedoBUHKU, abo OaWH
Hocin(6e3 BunpobyBaHWx cnonyk). Yepes 1 rogmHy BBOAUNU LWASXOM iH'ekuil nig ukipy nigowswn 0,1mMn 1%
po3unHy kapareHy B cTepunbHomy 0,9%-HOMYy CONMbOBOMY PO34MHi i BuMiptoBanu obcsar KiHUiBKKM, LWO
iH'ekUiloBanacb 3a OONOMOIOK MNreTiaMoMeTpa, WO MNepeMillaeTbCs, 3'€4HAHOro 3 nepeTBOPtOBAYEM TUCKY i
undposum iHoukaTopom. OBCAr KiHUIBKM 3HOBY BUMIpIOBanu 4Yepes3 Tpu rOAWHW MICNS BBEAEHHS Kaparey.
CepefHii NokasHWMK HaOpSKMOCTI KiHUiBKM Yy TBapuH, WO OAepXanu rnikapcbkuin 3acib, nopiBHioBanu 3
aHanoriyHMM MOKasHWMKOM Yy TBapuH, WO ofepxamm nnauebo, i BMU3HaA4arm CTyniHb iHribyBaHHA HabpsKy y
BigcoTkax [amB. OtrepHecc i bnieeH, "llabopaTopHi Mogeni ana BMNpoOyBaHb HECTEPOIAHMX NMPOTU3anarbHUX
3aco6iB" y c6. "HectepoigHi npotnsananeHi 3acobu"(Otterness and Bliven, Laboratory Models for Testing
NSAIDs, in Non-Steroidal Anti-Inflammatory Drugs, J. Lombardino, ed. 1985]. BigcoTok iHriGyBaHHA nokasye
CTYNiHb 3MEHLUEHHA(BUPaXeHY y BiAcOTKax) 0bcAry nmanu TBApWHMW B MOPIBHAHHI 3 KOHTPOSMbHUM MOKa3HUKOM,



BM3Ha4eHy no uin metoguui. [laHi ona geskMx cnonyyeHb BiANOBIAHO A0 AaHOTO BMHaxo4y nodaHi B Tabnuui |.

Tabnuus |
M Habpsk nan y nautokis, % uHridyBaHHa(go3a | AHanbresisa, % wHribyBaHHs(go3a 6ina 30mr/kr
puknag ) . .
6ins 30mr/kr macn Tina) Macwu Tina)
1 57 58

OuiHka akTmBHocTi LLOI-1 i LUOI-2 in vitro

Cnonyku BignoBigHO 4O AaHOrO BMHAaxoAy BUSIBMAOTb CMPOMOXHICTb MHIOyBaTK LMknookcureHasy-2(Llorr-2)
in vitro. AkTmBHIcTb iHribyBaHHs LIOM-2 cnonykamu BignoBigHO OO AaHOro BuHaxody, nogaHumu B MNpuknagax,
BM3Ha4anm HWKYeonncaHnMmn MeTogamu.

a) FoTyBaHHs pekomGiHaHTHUX Gakynosipycis LIOI

Pekom6iHanT LLOI-1 i LOM-2 6ynn npuroTtoBneHi, sk onucaHo lMpce  iH. [Gierse et al, J. Biochem. 305,
479-84(1995)]. dpamieHT 2,0kb, Wwo mictnTb kKoaytody obnactb, abo noacskoi, ado nauytokoBoi LIOM-1 abo x
noacobkoi, abo nautkoBoi LOM-2, «krnoHysanu B nosuuito BamH1 Bektopy nepeHocy pVL1393
6akynosipyca(Invitrogen) ons reHepyBaHHa BekTOpiB nepeHocy LIOM-1 i LIOIM2 6Gakynosipyca no cnoco6y,
aHanoriyHomy metoguui . P. O'Penni 1 iH. [D. R. O'Reilly et al., Baculovirus Expression Vectors: A Laboratory
Manual, 1992]. PekombuHaHTHi Gakynosipycu izonoBanu wnaxom TpaHcdekuii 4vkr OHK BekTopy nepeHocy
6akynosipyca B knitnHn SF9 komax(2 x 108) pasom i3 200Hr niHeapizosaHoi nnasmigHoi [AHK 6Gakynosipyca
Kanbuin-gocdatHnm metogom. [ine. Cammepc i CmiT [M. D. Summers and G. E. Smith, A Manual of Methods for
Baculovirus Vectors and Insect Cell Culture Procedures, Texas Agric. Exp. Station Bull. 1555, 1987].
PekomOuHaHTHi Bip7ycm oyMLwAanu TpMpasoBOK OYMCTKOK Ha 6rdwkax, i 6ynM NpUroToBneHi KynbTypu BipyciB
BMcokoro TMTpy(10° - 1080,q/MJ'|)/,D,nﬂ MacoBOro roTyBaHHA kNiTMHM SF9 komax iHdikyBann y depmeHTaTopax
mictkictio 10n(0,5 x 10%Mn) kynbTypoto pekomGiHaHTHOTO 6GakynoBipyca Tak, WOG KpaTHICTb iHObiKyBaHHS!
piBHaAnacsa 0,1.

Uepes 72 roguHn KNiTMHU LeHTpudyryBanu i romoreHidyBanu ocapg y cepegosuuli Tpuc/Caxaposa(b0mM:
25%, ph=8,0), wo wmictutb 1% 3[(3-xonamigonponin)aumeTunamoHin]-1-ponaHcynbcoHaTa(XAlNC).
FomoreHizoBaHy Macy LeHTpudyrysanu npu 10000g npoTtarom 30 XBUNWH, i OTpUMaHy HagocafdoBy PiAvHY A0
BMNpo6yBaHb Ha akTuBHiCcTL LIOI 36epiranu npu temnepatypi -80°C.

b) Mpo6a Ha akTneHicTb LOM-1 i LIOI-2

AkTuBHICcTb LLOIN BU3HaYanm sk KinbkicTb yTBOptoBaHoi PGEy, BigHeceHy 40 1MKr npoTeiHy i 4O oauHMLUI Yacy.
[Ona Bu3HaveHHs npocTarnaHguHy, WO YTBOPHOBABCSH, BUKOPUCTOBYBaNU TBepAodasHUN iMyHOEpMEHTHUN
anani3(ELISA). ContobinizoBaHi XAINC knitTmHHi MemGpaHu koMmax, WO MicTATb BignosigHui depmeHT LIOT,
iHkyOyBanu B kanin-cocdaTHomy B6ydepi(50mMM, ph=8,0), wo MicTuTb eniHedpuH, deHon i rem, i3 gobaekoto
apaxigoHooi kucrnoti(10mkM). Mepen fgopaBaHHSAM apaxiZOHOBOI KMCNOTU CMOMYKKU nonepenHso iHKkyOyBanu 3
depmeHTOM npotarom 10 - 20 xBunuH. Baaemogis apaxigoOHOBOT KMCNOTK 3 oepMeHTOM NpunuHamm nicrg 10
XBUNUH BUTPUMKN npu 37°C wnsaxom nepeHocy 40MKN peakuinHOT cymiwi npu TemnepaTypi NOMELLKaHHA B
160mkn Oycdepa ELISA i 25mMkM iHpomeTaumHy. Kinbkictb ctBopeHoro PGE:z BumiptoBanu 3a craHOapTHOM
meTtoaukoto ELISA(pipma Cayman Chemical). PesynbTatn ekcnepumeHTiB nogaHi B Tabnuui Il

c) Ekcnpec-npo6a Ha aktueHic LLOIM-1 i LIOMM-2

AxktneHicTb LIOIN Bu3Havanm sk kinekict yrBopeHoi PGE:, BigHeceHy A0 1MKr npoTeiHy i 4O oauHuLI Yacy.
[ns BU3Ha4YeHHS yTBOPEHOro npocTarnaHavHy BukopuctoByBanu metof ELISA. Contobinizosani XAINC KNiTUHHI
MeMmbpaHM KoMax, WO MicTaTb BignoBigHuin depmeHT LIOI, iHkyGyBanu B kanin-gocdatHomy 6ydepi(0,05M
docdaTy kanito, ph=7,5, 1MkM rema, 2mkM ceHony i 300mMkM eniHedpuHy) i3 pobascoto 20mkn 100-vkM
apaxigoHoBoi kucnotn(10mMkM). Mepen gopaBaHHAM apaxifOHOBOI KMCMOTU CMONYKU nonepeaHso iHkybyBanu 3
depmeHTOM npoTtarom 10 xBunvH npu Temnepatypi 25°C. B3aemopjio apaxifoOHOBOI KMCIOTUM 3 (bepMeHTOM
NPUNUHANKW NicNa 2 XBUNMUH BUTPUMMKKM npu 37°C LnNgxom nepeHocy npwu TemnepaTypi nomelkaHHs 40mkn
peakuinHoi cymiwi B 160mkn 6ydpepa ELISA i 25mMkM iHaomeTaumHy. Kinbkicte yrBopeHoi PGE2 BumiptoBanu 3a
ctaHaapTtHoto meTtoaukoto ELISA(ipma Cayman Chemical). Pe3ynbTati ekcnepumeHTiB nogaHi B Tabnuui 1.

Tabnuug

Mpuknag LOr-2* 1Csp, MKM LIOr-1* ICs0, MkM LIOr-2 I1Csp, MKM LIOr-1 1Csp, MKM

1 0,3 45

2 <0,1 78 <0,1 5

6 <0,1 >100

7 0,1 16 <0,1 1

8 <0,1 61 <0,1 21

9 <0,1 1,4 <0,1 <0,1

12 7 55

13 0,3 >100

14 >100 >100

15 >0,1 11 133,6 44

16 <0,1 24 1,4 51

18 12 >100




21 11 35

22 >100 >100

23 7 >100 24 >100
25 >100 78

26 >100 20

27 67 >100

29 <0,1 >100

30 <0,1 1,2 16 3,8

31 <0,1 94

32 0,3 31 0,3 0,7

33 <0,1 5,7 8,2 28

35 2,2 8,9 1,7 11

38 0,2 6,2 25,7 57

39 0,2 45 1,3 >100
40 <0,1 24 74 43

42 <0,1 23 <0,1 11

43 99 85

44 0,3 72 21 >100
45 0,2 47 46 >100
46 0,2 24 74 43

47 1,9 31 1,7 >100
49 24 >100 31 >100
50 79 >100

52 20 >100

53 8 13 6 >100
54 19 >100

55 46 >100 53 >100
56 12 >100 29 >100
57 21 10 21 >100
59 43 >100

63 1,4 >100

65 <0,1 1

66 82 38 <0,1 16,9
61 <0,1 30 <0,1 6,7

81 <0,1 10,5 <0,1 1,6

82 <0,1 16 <0,1 5,6

83 <0,1 9,6 <0,1 1,4

84 0,1 25 <0,1 2,8

88 <0,1 12,4 <0,1 6,4

91 <0,1 23 0,2 36

96 0,2 >100 0,3 100
97 0,2 78 0,1 25

98 2 >100 1,5 19

99 0,2 36 <0,1 23

101 <0,1 18 <0,1 16

103 36 61

104 <0,1 24 <0,1 8,2

105 0,3 4,5 0,2 0,1

106 0,2 21 <0,1 57

114 <0,1 <0,1 <0,1 <0,1
115 <0,1 <0,1 <0,1 <0,1
116 <0,1 <0,1 <0,1 <0,1
120 <0,1 98 <0,1 33

125 <0,1 0,2 <0,1 <0,1
129 0,2 2,6 <0,1 0,3

138 0,3 42,5 <0,1 11,1
152 <0,1 74 <0,1 10

154 0,5 68,5 <0,1 37

155 <0,1 1,6 <0,1 <0,1
156 <0,1 0,8 <0,1 0,1




* ekcnpecHpoba

[daHun BUHaxig oXonmioe TakoxX Krac apmMaLeBTUYHUX KOMMO3ULIN, O MICTATb akTUBHY Cronyky dopmynu |
y MNO€dHaHHi 3 OaHUM abo [JekiflbkoMa HETOKCUYHMMMW, apMaueBTUYHO NPUAHATHUMMK HocissMu  i/abo
po3spipkyBadamu, i/abo ag'toBaHTamMm(y CYKYNHOCTI Ha3MBaHUMWU B AaHOMY onuci "Hociamu") i, 3a BakaHHAM,
iHLWMMW aKTUBHUMM iHrpedieHTamu. AKTUBHI CMOMYyKW BIAMOBIAHO A0 AaHOro BMHaxody MOXYTb OyTM BBeAeHi B
opraHiam Oyab-skuM npugaTtHuM And uiel uini wnsaxoM, nepeBaxHo y dopmi dapMaueBTUYHMX KOMMO3WLIN,
ajanToBaHUX OO0 KOHKPETHUX LNAXiB, i B 4o03ax, epeKTMBHUX i3 nornsaay HeobxiaHoi nikyBanbHOT Aii. AKTUBHI
CMOMYKM i KOMMO3WUii  MOXYTb  YBOAMTWUCH,  Hanpuknag, nepopanbHUM,  BHYTPILUHbOCYAUHHUM,
BHYTPILUHbOYePEBHIM, MiALKIPHUM M, BHYTPILLHbOM'I30BUMYK @60 NnokanbsHUM(MicLeBum ) crocobamu.

Bupas "koTepania"(abo 'kombGiHoBaHa Tepanisi") CTOCOBHO [0 BM3HAYEHHS 3acTOCYBaHHSA iHribiTopy
LIMKINOOKCUIeHas3n-2 i iHWOoro ¢oapMaLeBTMYHOrO areHTa OXOMJIKE MOCHNIAOBHE BBEOEHHS B OpraHiaM KOXHOMO
areHTa B pexumi, wo 3abesnevye cCnpuaTMBUA BMNAWB NOEOHAHHS NiKAPCbKMX 3acobiB, a TakoX NPaKkTU4HO
OfJHOYacHe CyMiCHe BBeOEHHs1 LMX areHTiB B opraHiaMm, Hanpuknag, B O4HiM Kancyni, ska MiCTUTb 3rafaHi akTMBHI
areHTV y BU3Ha4eHOMY CMiBBIAHOLLEHHI, 200 B OKpEMMX Kancynax s KOXXHOro areHTa.

Bupas "repaneBTMyHO edekTuBHE" NPU3HaAYEHNIN AN BU3HAYEHHS KiNbKOCTI KOKHOIO areHTa, Lo 3abesnevye
OOCSITHEHHS LiNni nonerweHHs TsHKKOCTI 3aXBOPOBaHHA abo 4acToTu MOro HanagiB y npoueci NikyBaHHS KOXHUM
areHToM OKPeMO Npu BiACYTHOCTI HeraTMBHUX NOBIYHMX edeKTiB, MOB'A3aHNX, SK NPaBUIIo, 3 anbTePHATUBHUMM
3acobamu nikyBaHHS.

[na nepopanbHOro npuiomy dapMaueBTM4yHa KOMMNO3uuia Moxe Matn dopMmy, Hanpuknag, Tabnewwu,
kancynu, cycrneHsii abo piguHu. ®apmaleBTUYHY KOMMO3WLj0 NEpPEeBaXKHO BUIOTOBMNSAKTL Yy BUMAAI OOMHWLI
[O3yBaHHSA, WO MiCTUTb BM3HAYEHY KiNbKICTb aKTMBHOIO iHrpegieHTa. lNMpuknagamy Takux OAMHWLL [03yBaHHS
MOXYTb CYXWUTW MNirynku abo kancynu. AKTUBHUI IHIpedieHT MOXHa BBOAUTM B OPraHiaM TakoX LUMAXOM iH'eKuii y
BMMAAI KOMNO3uULi, y cknai skoi MoXHa BUKOPUCTOBYBATU SIK HOCIM, Hanpuknazg, conbOBUN PO34nH, AEKCTPO3Y
abo Bogay.

KinbKiCTb TepaneBTUYHO aKTUBHUX CMOMYK, BBEAEHUX B OpraHiam, i pexum [o3yBaHHA ANdA NiKyBaHHS
XBOPOOMNMBOro CTaHy 3 BUKOPUCTaHHAM CNonyK i/abo KoMno3uuii BignoBiAHO OO AaHOrO BUHAXOAY 3anexuTb Bif
6e3nivi YHHWKKIB, y TOMY YMcni Big BiKy, Macu Tina, ctaTi i cTaHy 340poB's nauieHTa, TSXKKOCTI 3aXBOPHOBaHHS,
3acoby i YacToTn BBEAEHHS | KOHKPETHOT 3aCTOCOBYBaHO| CMOJSTYKY i, TAKUM YMHOM, MOXE BapiloBaTUCH B LULMPOKUX
Mexax. PapmaueBTUYHI KOMNO3MLIT MOXYTb MICTUTU aKTUBHI IHIPeaieHT! B KiNbKOCTAX Big npubnusHo 0,1mr go
2000mr, nepeBakHO B Aiana3oHi Big npnbnusHo 0,5mr o 500mr i HanbinbLwe nepeBaxkHO - Big NpubnusHo 1Mr o
100mr. MNigxoxumm mMoxyte 6ytn gobosi fosu Big npubnusHo 0,01mr/kr go 100mr/kr macu Tina, NepeBaxHo Big,
npnbmano 0,5mr/kr 4o npubnnaHo 20Mr/kr macu Tina i Hanbinb LW NnepeBaXHO - Big NpnonmaHo 0,1mr/kr go 10mr/kr
Macw Tina. Jo6osy O3y MOXHa BBOANTU B OAMH MpUiAoM abo B Aekinbka(ao YoTMpbOoX) MPMNOMIB.

Y Bunagkax ncopiady M iHWWX LWKIPHUX 3axXBOPIOBaHb KpalMm MOXe BUABUTUCH MicueBe HaHeCeHHs
npenapaTiB CMOMyK BiANOBIAHO [0 AaHOTo BUHAxXo4y Ha ypaxeHy obnacTb Bif ABOX A0 YOTMPbLOX pasiB y AEHb.

[na nikyBaHHA 3amaneHb TKAHWH OKa W iHWWX 30BHILUHIX TKaHWH, Hanpukrnag, cnv3yBaToi poTa i LwKipw,
KOMMNO3uLii NepeBaXxHO 3aCTOCOBYIOTb flOKarbHO Yy BUMSAAi Masi abo kpemy, abo y BMrnSagi CBiY, WO MICTATb
aKTUBHI iHrpedieHTM B CyMapHii kinbkocTi, Hanpwknag, Big 0,075%(Mmac.) oo 30%(mac), nepeBaxHO Big
0,2%(mac.) go 20%(mac.) i Hambinbwe nepesaxHO BiA 0,4%(Mmac.) go 15%(mac). ¥ copmi maselt akTMBHI
iHrpedieHTM MOXXHa 3acTocoBYBaTM B MOe€AHAHHI abo 3 mapadiHoBOK, abo 3 BOLAOPO3YMHHOK OCHOBOM. HAK
anbTepHaTVBa aKkTWBHI iHrpedieHTn MOXyTb Oyt BBEAEHi B KpeM Ha OCHOBI cycneHsii Tuny "Macno y sogi". Mpu
G6axxaHHi BogHa da3a OCHOBM KpeMy MOXe MiCTUTU, Hanpuknag, He MeHwe 30%(mac) 6aratoaToMHOro CnvpTy,
Hanpvknag, nponin eHrmikonto, 6ytaH-1,3-giony, MaHHiTy, copbiTy, mMiuepuHy, NOMieTUNEHrNIKOM i iXHiX
cymiwen. Komnosuuis Ons MicueBOro 3acToCyBaHHA MOXe MNpu OaKaHHi MICTUTU CNOMyKy, WO MNOKpaLllye
YCMOKTYBaHHs1 ab0 NPOHUKHEHHSI aKTMBHOTO iHrpefieHTa Yepes LKipy abo iHwWi ypaxeHi TkaHuHu. Mprknagamu
Takunx iHTEHCMIKaTOPiB YCMOKTYBaHHS Yepes3 LLKipy € AMMeTUICYNnbdoKeva i noro aHanorn. Cnonyku BignosigHo
00 [aHOro BMHAxXo4y MOXHa BBOAMTW B OpraHiaM TakOX 3a AOMOMOTOK MPUCTOCYBaHb AN BBEAEHHSA 4epes
wKipy. MicueBe BBeAEHHS NepeBakKHO 34INCHIOBATU 3 3aCTOCYBaHHAM nractupiB i T. N. abo Tuny pesepsyapa 3
nopucTtoto MmembpaHoto, abo 3 pisHOMaHITHUMMK TBepAUMK MaTpuuaMn. Y Byab-akoMy BUNaAKy akTUBHWUA areHT
6e3ynMHHO HaaxoauTb i3 pe3epByapa abo Mikpokancyn yepe3 memOpaHy B NPOHUKHUA ANs aKTUBHOMO areHTa
KMNewn, Wo 3HaxoOuTbCA B KOHTAKTI 3i LWKipoto abo cnuadyBaTol nauieHTa. AKLWO akKTUBHUIA areHT MOrfMMHaeTbCs
Yyepe3 wWkipy, To 3abesneuvyeTbcs Ge3ynMHHE i KOHTPONMbOBaHe HAOXOOXKEHHS WOoro B OpraHiam nauieHTa. Y
BMNaAKy BUKOPUCTaHHS MikpoKancyn maTtepian o60I0HKM Kancyrn MoXe 0JHOYacHo AifTh Sk MembpaHa.

MacnsiHa dasa eMynbCivi BignoBiAHO 40 AAHOMo BUHAaxo4y Moxe Oyt NpuroToBrneHa 3 BiOMMX KOMMOHEHTIB
BigoMuMMu crnocobamu. Xoya usa hasza MoKe MICTUTU TiNbKWU emMmyrnbratop, BOHa MOXe MiCTUTU CyMill NpUHaNMHi
OZIHOTO eMyrnbratopa 3 xupoMm abo macnom, abo 3 oboma LMMu MaTepianamu. MNepeBaxkHO A0 ckragy eMynbCii
BBOAATb MAPOQiNbHUA eMynbraTtop pasoM i3 ninodinbHUM emMmynbratopom, Wo Aie sk ctabinizatop. MNMepeBaxHo
TaKOX YBOAWTM OO CKMnady MacnsHoi ¢asu 8K Xup, Tak i macno. Emyneratop(emynbratopu) crinbHO 3i
crabinizatopom(ctabinisatopamu) yTBOpPIOOTb Tak Ha3WBaHWA eMYNbCiHUIA BiCK, @ LEeW BiCk pa3oM i3 Macrom i
KVPOM YTBOPIOE Tak Ha3nBaHy EMYMbCiliHY OCHOBY Ma3i, L0 YTBOPIOE AUCTIEPCHY MachsiHy ¢ha3y KOMMO3WLIA Tuny
KpemiB. [lo emynbratopis i ctabinizaTopiB eMynbCi, NpUAATHUX ANS BUKOPUCTAHHA B KOMMO3MLiSX BigNOBIAHO A0
OaHOro BUHaxody, BIOHOCATbCA, Nopsd 3 iHWUMK MaTepianamu, TBiH-60, cnaH-80, ueTocTeapunoBui CnvpT,
MipUCTUNOBUI CNUPT, MOHOCTEapaT MiLepuHy i naypuncynsdaTt HaTpilo.

BubGip Macen i xwupiB, npuaaTHUX AN KOMMO3WLiA, BM3HAYAETbLCSl KpuTepiem 3abesneveHHst GaxaHux
KOCMETUYHMX BMNacTUBOCTEMN, OCKINbKM aKTVMBHI CMONYKU AYKEe MOraHo PO3YMHSATLCA B GiNbLIOCTI Macen, Lo
npuaaTHi 4nsa 3acTocyBaHHSA B cknagi papmaueBTUYHUX eMYNbCi. TakuM YUHOM, KpeM MOBUHHUIA ABAATU COBOI0
NEePEBAKHO HEXUPHUN, HE 3aBpyaHIOYUIA | NEMKO 3MUBaHWA NPOOYKT BiAMOBIAHOT KOHCMCTEHLI, WO 3anobirae



BMTIKaHHA 3 TIOOUKIB abo iHWMX KoHTenHepiB. MoxyTe By 3acTocoBaHi cknagHi edipy ogHo- abo 4BOXOCHOBHUX
KWUCMOT, WO MICTATb arkinbHi pagukanu niHinHoT abo posranyxkeHoi O6ynoBu, Hanpuknag, giisoagunar,
isoueTuncteapat, Auedip NPOMNINEHMMIKOM | XUPHMX KUCNOT KOKOCOBOrO Macra, isonponinmipucrar,
deuwnoneart, isonponinnaneMmitat, OyTuncteapart, 2-eTunrekcunnanbmitat abo cymiw cknagHux edipis
posranyxeHoi 6ygosu. Lli peyoBUMHN MOXYTb OyTM 3aCcTOCOBaHi iHAUBIAYanbHO abo B NOEOHAHHSAX, Y 3aMEXHOCTI
Bi HeoOXgHUX BracTMBOCTE. Y SAKOCTi anbTepHaTVBM MOXyTb OyTM 3acTocoBaHi Bucokonmnaski ninigu,
Hanpuknag, M'skun 6inun napadiH i/abo pigknin napadiH abo iHwi MiHepansHi macna.

[o komno3uuin, npyugaTHUX ANS foKanbHOrO 3aCTOCYBAaHHSA NPU NiKyBaHHI 04el BIOHOCATL TaKOX OYHI Kpanni,
y CKMaAi SIKMX akTUBHI CNONyKy po3vmHeHi abo cycneHaoBaHi y BiANOBIAHOMY HOCIT, 30Kkpema, y pO34YMHHUKY Anis
aKTUBHUX PEYOBUH Ha BOAHIA OCHOBI. AKTUBHI iHrpedieHTM npoTusananbHOl il NPUCYTHI B TaKMX KOMMO3ULSIX
nepeBaxHO B KOHUeHTpauisx Big 0,5%(mac.) go 20%(mac), pouinsHo Big 0,5%(mac.) go 10%(mac), 3okpema,
npnbmmsHo 1,5%(mac).

Onga TepaneBTMYHMX UinNen akTUBHI CNOMNYKM BiANOBIAHO OO JAHOrO BMHAXo4y 3BUYAWHO MOEAHYIOTb 3 OOHUM
abo Jekinbkoma af'toBaHTaMu, WO MiAX0AATb ANS 3a3HAYeHOro LWNsxy BBeAeHHSA. [Ana nepopanbHOro npunoMy
CMOMyKNn MOXYTb OyTVM 3MilaHi 3 NakTo3010, Caxapo30l0, MOPOLUKONOAIGHMM KpaxmarneM, cknagHumu edipamum
LLentonosn 3 ankaHosioBUMM KMCNOTaMK, CKNagHUMM arkinbHuMmn edhipamu Lentonosun, TanbkomM, CTeapyHOBO
KWCROTOl0, CTeapaToM MarHito, HaTpieBMMMU | KanbUieBUMU consiMU (POCEOPHOT i CipYaHOT KUCHOT, XenaTMHOM,
rymmiapabvkom, anbriHaToM HaTpilo, NONiBiHINMIPONigOHOM i/abo MOMiBiHINOBMM CMPTOM, a MOTiM TabneToBaHi
abo kancynboBaHi Ana 3pY4HOCTI BXUTKY. Taki kancynn abo Ttabnetkm MOXyTb MICTUTM KOMMO3WUiO Ans
TPUBanoro BWAIMEHHs, L0 MOXHa 34INCHUTU, Hanpuknag, LWhAsaxoM AUCNepryBaHHS akTUBHOI CMOMyKM B
rigpokcvnponinmeTunuentonosi. Komnosuuii Ansa napeHTepansHOro BBeAEHHs MOXYTb Oyt BMKOHaHi y dopMi
BOAHUX ab0 HEBOAHMX CTEPUNbHUX i30TOHIYHMX PO34nHIB abo cycneHsin ana iH'ekui. Lli po3unHm i cycnensii
MOXYTb OYyTM NPUrOTOBMEHI 3i CTEPUIbHUX MOPOLIKIB abo rpaHyn, WO MIicTATb oaMH abo Aekinbka HOCIIB i
po3piopKyBaYiB, 3rafaHUX BULLE B SKOCTi KOMMNOHEHTIB KOMMO3WLUiA NSl NepopanbHOro BXUtKY. Crnonyku Moxytb
OyTM pOo34MHeHi y BoAi, NonieTMNeHrnikoni, MponineHrnikosi, eTaHori, KyKypya3stHoMy macni, 6aBoBHAHOMY Machi,
apaxicoBoMy Macni, KyHKyTHOMY Machi, 6eH3MNoBOMY CNUPTI, PO34MHAX XITOPUCTOrO HATPItD i/abo piBHOMAHITHUX
6ydepHMX po3unHax. IHWi fo6aBky | cnocobu BBEAEHHS B OpraHiaM LUMPOKO BiAOMI y dhapMaLeBTUYHIlA NpakTUL.

Bci pxepena, 3ragaHi B NOCUNaHHAX, BBaXXAOTbCA BKIIIOYEHVMUW OO CKMaZy Onucy, K skbu BoHW Gynu Tyt
HanucaHi. [lokymeHT, Wo 3aceigyye npioputeT, sk-0T USSN 60/044,485, Takox BKIHOYEHUI OO0 CKIagy onucy
NOCUNAaHHAM Ha HbOTO.

Xoua gaHUI BUHaXi4 ONUCAHWUIA CTOCOBHO 0 KOHKPETHUX BapiaHTIB 34iMCHEHHS1, MOAPOOMLI LMX BapiaHTiB He
NOBWHHI PO3MMAAATUCH SK OOMEXEHHS.



