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Onuc BuHaxony

[aHnii BMHaxXig CTOCYeETbCA HOBOrO crnocoby opepkaHHs iMinaso[1,2-c][2,3]0eH3oaiaseniHiB HaBedeHoO! HUk4e
3aranbHoi hopmynu (1), @ TakoXX HOBMX NPOMDKHUX MPOAYKTIB, SKi OAEpXKyIoTh 3a LM cnocobom,
il 12 e

y AKin

R osHauae BogeHb, C-Ceankin, HiTporpyny, ramoreH, LiaHorpyny, C,-Cjankokeurpyny, -CFs, rinpokeurpyny a6o
C,-Cg bankaHoinokecurpyny,

R? i R® maloTb igeHTM4Hi abo pisHi 3HaueHHs i osHaualoTh BofeHb, ranoreH, C,-Cgankokcurpyny, —rigpoKeurpyny,
uiaHorpyny, C4-Cg ankaHoin, Co-Cgankinin, C,-Cg ankeHin, HeoboB'A3koBO 3aMillieHWIn raroreHom, rigpokcurpynoto abo
C4-Cgankokcurpynot Cq-Cgankin, Cz-Cumnknoankin abo HeoboB'3KoBO 3aMilleHuin ranoreHom, C 1-CsankoKcurpynoro
abo C4-C,ankinom apun abo retepoapun,

X o3Hayae BofeHb abo rarnoreH,

Y o3Hauvae C4-Cgankokeurpyny abo

XiY pasom osHauvatoTb -O-(CH,),-O-, oe

n o3Hadae 1, 2 abo 3.

BuHaxig cTocyeTbca TakoX HOBMX NPOMIKHWUX NPOAYKTIB ANs OAepXaHHA CNonyK, Ski MaloTe dapMakoriorivHy gito, -
NoXigHWX heHINoUTOBOI KNCMNOTK 3aranbHoi opmynun 5

y AKin
R' osHauae BogeHb, C-Ceankin, HiTporpyny, ramoreH, uiaHorpyny, C,-Cjankokeurpyny, -CFs, rigpokeurpyny a6o
C,-CeankaHoinokeurpyny,

R2 i R® maloTb igeHTM4Hi abo pisHi 3HaYeHHs | o3HaqaloTb BodeHb, ranoreH, C-Cgankokeurpyny, —rigpokeurpyny,
uiaHorpyny, C4-CgankaHoin, C,-CgankiHin, Cy-CearnkeHin, Heo6oB'A3KOBO 3aMillieHWIn raroreHoM, rigpokeurpynoto abo
C4-Cgankokcurpynotw Cq-Cgankin, Cz-Cumnknoankin abo HeoboB'3KoBO 3aMilleHuin ranoreHom, C 4-C4ankoKcurpynoro
abo C4-C,ankinom apun abo retepoapun,

X o3Havae BofeHb abo rarnoreH,

Y oaHavae C,-Cgankokcurpyny abo

X 1Y pasom osHavatoTb -O-(CH,),-O-, oe

n o3Hadae 1, 2 abo 3,

i oKcasonbHUX NoXigHUX 3aransHoi dhopmMynn 6
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y AKiR
R' osHauae BogeHb, C,-Cgankin, HiTporpyny, ramnorex, uiaHorpyny, C,-C,ankokcurpyny, -CFs, rinpokcurpyny a6o
C,-CeankaHoinokeurpyny,

R? i R® maloTb ineHTWYHi abo piaHi 3HaYeHHs | 03HaYaloTh BoAeHs, ranoreH, C-Csankokeurpyny, riopokeurpyny,
uiaHorpyny, C4-CgankaHoin, C,-CgankiHin, Co-CgankeHin, HeoboB'A3KOBO 3aMillieHWIn raroreHoM, rigpokeurpynot abo
C,-Cgankokeurpynoto C4-Cgarnkin, Cs-Csuuknoarnkin abo Heo6oB'si3koBo 3aMilieHnin rarnoreHoMm, C 4-Ciankokcurpynoro
abo C4-C,ankinom apun abo retepoapun,

X o3Hayae BofeHb abo rarnore,

Y o3Ha4vae C4-Cgankokeurpyny abo

XiY pasom osHauvaoTb -O(CH,),-0-, Ae

n o3Hadae 1, 2 abo 3.

Pagukanu y BkasaHWX 3aranbHUX popMynax MatoTb HACTYMHI 3HaYEHHS:

Mig C4-Ceankinom mMaeTbca Ha yBasi BignoBiAHO NpsiMONaHLUroBuin abo posranyXeHui ankin, Takuin, Hanpuknag, sk
MEeTWM, eTun, nponin, isonponin, 6yTun, i306yTun, BTOp-6yTUN, NEHTWN, i3oneHTnn abo rekcun.

R2iR3 npu ix 3HaueHHi C,-CgankeHin MicTaTb BignoBigHO NpUHaNMHI oguH

NoaBiHMIA  3B'A30K, MNpU LbOMY $SK NpUKNag MOXHa HassaTWu BiHiN, nponeHin, ©yTteH-1-in, i306yTeHin,
neHTeH-1-in, 2,2-gumeTnnbyTten-1-in, 3-MmeTunNbyTeH-1-in abo rekceH-1-in.

Akwo R2 i R® osHavaloTb C,-CgankiHin, To BOHW MICTATb BigMOBIAHO MPUHaMMHI OOWH NOTPIMHMIA 3B'A30K, NpU
UbOMY SK MpUKNag MOXHa HasBaTW eTWHIN, nponiHin, OyTuH-1-in, OyTWH-2-in, NeHTWMH-1-in, neHTUH-2-in,
3-MeTUNGyTUH-1-in abo rekcun-1-in. BuweonncaHi ankeHinbHi 1 ankiHinbHi pagukann HeobOOB'A3KOBO MOXYTb OyTu
TakoX 3aMilleHi atomMamu ranoreHy. Y BUNagKy rarnoreHoBaHOro arkinbHOro pagukana oOCTaHHii Moxe ©OyTu
raroreHoBaHui ofHo- abo GaraTtokpaTHo, pasoM 3 TUM BiH Moxe ByTW NOBHICTIO rarnoreHoBaHui, Hanpuknag -CFs.

[Mig ranoreHoMm sik 3aMiCHMKOM BULLEBKa3aHWX pagukanis MalTbCa Ha yBasi BignoeigHo dTop, xrop, 6pom i noa.

Axwo R? i R® osHavaloTh apun abo reTepoapun, TO BOHW MOXYTb GYTM OAHO-, ABO- abo TPUKPATHO 3aMmillieHi
ranoreHom, C4-C,ankokcurpynoto abo C4-C,arnkinom; npu LsoMy MOXMBI 6yab-aki nepecTaHoBKY.

Apwun i reTepoapun MoxyTb OyTW npencraeneHi y Burnsaai MoHo- abo Giymkny i MicTUTK B LUMKRi 5-12, nepeBaxHO
5-9 aTomiB, K apun MoO)XHa HasBaTW, Hanpuknag, deHin, 6icdeHin, HadbTUN abo igeHin, a sk reTepoapusn, WO MICTUTb
1-3 reTepoaTtoMu, TaKuX, Hanpuknag, SK cipka, KAceHb i/abo a3oT, MOXHa Has3BaTW cepen iHWWX TieHin, dypwn,
nipaHin, niponin, nipasonin, nipuaun, nipuMigun, nipugasKHin, okcasonin, isookcasonin, Tiasonin, isoTiasonin,
1,3,4-okcaniason-2-in, 1,2,4-okcaniason-5-in, 1,2,4-okcafiaszon-3-in,  xiHonin, isoxiHonin,  6eH30o[1]TieHin i
OeH3odypaHin. Kpawmumm e 2-TieHin, 3-TieHin, nipnanH-2-in, nipnanH-3-in, nipuanH-4-in i dein.

Akwo R? i R® osHauaoTs Cs-C,UuMKnoankin, To Mig UMM MOHATTSM MaloTbCa Ha yBasi, Hanpuknad, LWKnonponin,
LUMKNOBYTUN, UMKIONEHTUM, LUUKIOrEKCHI | LMKIorenTus.

Ak C,-CgankaHoin npunHATHI BignoBioHO npsMonaHutoroBi abo poaranyxeHi anicaTuyHi kapGOHOBOKUCMOTHI
3anuwiKK, Taki, Hanpuknag, sk copmin, aueTun, nponioHin, ©yTaHoin, isonponinkapboHin, kanpoin, Banepoin abo
TpumeTunayeTun.

MepesaxHo R' oaHauae BopeHb, xrop, HiTporpyny abo metokcurpyny; R2 i R® osHaualoTs BogeHs, C-C ankin abo
deHin; X i'Y osHavatoTb paszom -O-CH,-O-.

Cnocobun ogep:kaHHs cnonyk 3aransHoi coopmynu 1 onucani B 3asasui [WO 97/28163].

B ocHoBy gaHoro BuHaxogy Oyrna noknageHa 3agada po3pobuTu HOBWIA CMOCIO CMHTE3Y Crnoryk 3ararnbHoi dhopMynu
1. O6'ekTOM [aHOro BMHaxXoA4y € TaKOoX HOBi, He BigOMI JoTenep MpOMiXHI NpogyKTU 3aranbHux cdopmyn 5 i 6, aki
ofepPXKyloTb NpU 3AINCHEHHI BKA3aHOrO CUHTE3Y i SiKi MOXYTb BMKOPUCTOBYBATUCH AK Taki abo y BMMMsAi NOoXigHMX SiK
BUXigHI MaTepianu gna CUHTE3Y iHLWMX LUifTbOBUX MOSIEKYI.

BkasaHy 3agady BOaAeTbCSA BUPILLNTY 3aBAsikM 06'eKTY BUHAXOAY, O3HAKMU KOO PO3KpUTI y chopmyni BUHaxoay.

3anponoHOBaHWIA Y BUHaxofi cnoci® BigpisHAETHCA MEHLUMM YUCIIOM NMPOMIKHUX CTafili ¥ MOPIBHSIHHI i3 CUHTE30M,
BiOOMUM 3 PIBHA TEXHIKW, MOMITHUM 3HWXEHHSIM KiNbKOCTI onepauii 3 O4YULLEHHS | NiOBULWEHHAM 3aranbHoro Bmxony
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npogykTis. Cnoci6 3a BUHaxo4oM A03BOMSE ofgepXyBaTtu cnosnykm dopmynu 1y npomucrioBomy macutabi.

BignosigHo [0 BuUlleBMKNageHoro o6'eKToM BUHaxody € cnocib ogepkanHa imigaso[1,2-c][2,3]6eH3oaiaseninis
3aransHoi chopmymn 1, y kit R1, R2 i R3, a Takoxx X i Y MaloTb BKasaHi BHLLE 3HAYEHHS, 3 PEHINOLTOBUX KUCIOT
3aransHoi opmynu 4ﬂ

F 0N

y skiti X, Y, R', R2i R® maloTb BKasaHi BULLEe 3HA4YEHHS,
©) peakuieto kKoHAeHcaUil 3 amiakoM abo AOHOPOM aMiaky 3 ofepPXaHHAM OKCasony 3ararnbHol hopmMynun 6

R g

(h)
y akiti X, Y, R', R2 i R® maloTb BKasaHi BULLe 3HAYeHHs!, | HACTYMHUM FAPa3vHONI3oM 3 OepPXaHHAM Y peaynbTarTi

cnonyk 3arasnbHoi copmynun 1.
Imigaso[1,2-c][2,3]6eH30gia3zeniHn 3aranbHOT hopMynn 1 cUHTE3yoTh BiAMNOBIAHO A0 cxemu 1.

-6-
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Mpouec NnepeTBOPEHHSI CNOMYKKN 3aranbHoOT chopMynn 2 y CrnomyKy 3aranbHoi dhopMynn 3 34iNCHIOTL 3a ONOMOroH
BigoMoro cnocoby [auB., Hanpuknag, Journ. Chem. Soc, Perkin Trans. 1 (1991), cT1op.169-173] 3a peakuieto
dpigens-Kpagptca. Tak, Hanpuknag, Cnonyku 3aranbHoi dopMynu 2 nigoatoTb Takin peakuii B NPUCYTHOCTI KMCHOT
IT'oica, Takux, Hanpukniag, Sk TeTpaxropui ofioBa, TPUXIIOPUA anioMiHito, TeTpaxnopug TUTaHy, i auunoBansHOro
areHTa, Takoro, Hanpuknag, sk 6eH3oinxJiopua, aHrigpyug 6eH30MHOI kncroTn abo fkoro-Hebyab iHLWOro akTMBOBAHOIO
NoxigHoOro KapBoHOBOI KMCMOTK. |CTOTHOIO NiABULLEHHS BUXOLY BAAETLCA AOCAITU B TUX BUNagKax, Konu Ao peakuinHoi
cymiwi gopgaTtkoBo gogaTe M,Ne=gumeTunayeTtamig. Ak pO3HNMHHUKA MOXYTb CRYXXUTW rarioreHoBaHi BYrmneBoaHi, Taki,
Hanpuknag, gk MeTuneHxropug abo eTuneHxnopua abo ix cymiwi. Peakuito npoBogsTs Npu TemnepaTtypax B iHTepBani
Big -30 po +50°C, nepeBaxHo, ogHak, B iHTepBani Big 0 go 25°C.

Mpouec NnepeTBOPEHHSI CNOMYKN 3aranbHoT chopMynn 3 y crnomnyKy 3aranbHoi hopMynn 4 34iNCHIOTL 3a ONOMOroH
BigoMoro cnoco®y, SKUA BUKOPUCTOBYETLCA MpW peakuii oMuneHHs. Tak, Hanpuknag, cnonyky 3aranbHoi dopmynun 3
HarpiBaloTb Yy NPUCYTHOCTI OCHOBW, Takol $K TOpoOKCUA NYXXHOrO MeTarny, MNepeBaXHO Trigpokcuay HaTpito, Yy
PO3YMHHUKY, TAKOMy K HWXYMIA, NMepeBaxKHO NepBMHHUM cnMpToM, abo y Boai abo B ix cymiwax. Peakuito npoBogaTb
npv Temnepatypax B iHTepBani Big 25 go 150°C, nepeBaxHo, ogHak, B iHTepsani Big 70 go 110°C.

Mpouec nepeTBOpPEHHS Cnosykn 3aransHoi hopMynun 4 y cnonyky cdopmynu 5 3gilicHioloTe 3a 4ONOMOroK BioMOro
cnocoby etepudikauii. Tak, Hanpuknag, cnonyky saranbHol dopMynn 4 nigaawTb Takid peakuii B MPUCYTHOCTI
aKTUBYIOYOTO areHTa, Takoro Ak kapboHingiiminason, i cnupty dopmynu 5a

S

Takoro Ak 3-rifpokcu-L-6yTaHoH. AK PO3YMHHMKM MOXYTb CRYXUTW raroreHoBaHi BYrMeBOAHI, Taki, Hanpuknag, K
MeTuneHxnopug abo etuneHxnopug, a Takox TId i ix cymiwi. Peakuito npoBogaTe npy Temnepatypax B iHTepBani Big
-20 po +100°C, nepeBaxHo, ogHak, B iHTepBani Big 0 o 25°C.

Ons cdaxiBuiB y AaHiii ranysi o4eBMAHO, WO 3HadeHHs R 2 i R® y cnonykax sarambHoi dopmynu 5 MoxyTb
3MiHIOBaTMUCA 3a CTaHOAapTHMMU MeTodamu. Tak, 30Kpema, Le MOXHa 34IMCHIOBATW 3@ paxyHOK BUKOPUCTAHHA Mpu
eTepudikaLii iHWMX cnUpTIiB, Tak camo SK i LWNAaxXom nepeeTepudikadii BXe HasBHOro ckrnagHoro edipy. 3 ypaxyBaHHsaM
BuLleBuKnageHoro R2 i R® MoxyTb 03Ha4yaTu BOAEHb, ranoreH, ankoKCWUrpyny, riOpoKeurpyny, LiaHorpyny, anKkaHoin,
HeObOB'A3KOBO 3aMileHWIA ankKiHin, HeoOOoB'S3KOBO 3aMileHWA arnkeHin, HeobOB'A3KOBO 3aMILLEHMIA ranoreHomM,
rinpokcurpynoto abo ankoKcMrpynoro ankin, yuknoankin abo HeoboB's3koBO 3amilleHnin apun abo retepoapun.

[Mpyn nepeTBOpEHHi cnomnyku 3aransHoi dopMynn 5 y cnonyky 3aranbHoi popMynn 6 BUKOPUCTOBYIOTbH BigoOMUIA
cnocié opep)aHHs OKCasoriB, KM 34INCHIOITL peakuield KoHaeHcalii ABox KapOoHINbHUX rpyn 3 amiakoMm. Tak,
30Kpema, CnosyKy 3aranbHoi dopmMynu 5 nigaaroTs B3aeMogii 3 aueTatom aMoHilo, amiakoM, po34MHOM amiaky abo 3
AKMM-HEOYOb iHLWMM JOHOPOM aMmiaKy, TakuMm, Hanpuknag, sk auetamig abo dhopmMamig, Y NPMCYTHOCTI OLTOBOT KUCIOTH.
AK PO3UMHHMKM MOXYTb CIY>KUTW rarioreHoBaHi BYrfeBOAHi, Taki, Hanpuknag, Sk MeTuneHxnopug abo etunexxnopug,
opraHivHi KMCnoTu, Taki, Hanpuknag, Sk MypalwuHa kucrnota abo ouToBa KUCMOTa, HUXKYi CNUpTU, Taki, Hanpuknag, K
MeTaHon abo eTaHon, a TakoX eTWneHrnikonb i ix cymiwi. Peakuito npoBoasTs npu Temnepatypax B iHTepsani Big 0
no 150°C, nepeBaxHo, ogHak, B iHTepsani Big 50 go 100°C.

Mpouec nepeTBOPEHHSI CNOMYKN 3aranbHoT chopMynn 6 y cnonyky 3aranbHoi dhopMynu 1 34iNCHIOTL 3a 4ONOMOToH
BigOMOro cnocoby LWNAXOM rigpasuHonisy, BiANOBIQHO YTBOPEHHSs Tapas3oHy. Tak, 30Kpema, CroryKy 3aranbHoi
opmMynn 6 nigoatoTe OOMIHHIA peakuii 3 rigpasnHomM abo rigpaToM rigpasuHy. FAK PO3YMHHUKA MOXKYTb CRYXWUTK
ranoreHoBaHi BYIMEBOAOHI, Taki, Hanpukniag, €K MeTuneHxnopug abo eTUneHxropug, OpraHivHi KUCnoTu, Taki,
Hanpukniag, AK MypawuHa kucnota abo ouToBa KUCIOTa, HUXYI CNUpTH, Taki, Hanpuknag, sk MmeTaHon abo eTaHon, a
TakoX eTuneHrnikornb i ix cymiwi. Peakuito npoBogaTe npu Temnepartypax B iHTepeani Big 0 go 200°C, nepeBaxHo,
opHak, B iHTepBani Big 80 go 120°C. Peakuito MOXXHa NpoBOLUTY B aBTOKMaBI.
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Mpouec nepeTBOpeHHA cnonykun 3aranbHoi dopmynn 5 y cnonyky 3aransHoi dopmMynu 1 Takox 34iMCHI0TE 3a Tak
3BaHUM MeTOLOM OAepKaHHsA B OAHOMY anapaTi. Tak, 3okpema, Cnonyky saranbHol dopmynu 5 nigoatoTe B3aemogii 3
aueTaToM aMoHilo, amiakoM, po34MHOM amiaky abo 3 AKkUM-HeOyab iHWUM OOHOPOM amiaky, TakuM, Hanpuknag, sk
aueTtamig abo cdopmamia, y NPUCYTHOCTI OLTOBOI KMCMOTK. K PO3YMHHUKN MOXYTb CRY)KUTW ranioreHoBaHi BYrMeBOAHI,
Taki, Hanpuknag, sk MeTuneHxnopug abo eTuneHxropua, OpraHivHi KWCrnoTun, Taki, Hanpuknag, Sk MypalimHa kucroTa
abo ouToBa KUCIOTa, HWXYi CUpTW, Taki, Hanpuknag, Ak MeTaHon abo eTaHor, a TakoX eTUNeHrnikonb i TX cymili.
Peakuito npoBoasaTe Npu Temnepatypax B iHTepeani Big 0 go 150°C, nepeBaxHo, ogHak, B iHTepBani Big 50 go 100°C.
Micns 3aBepLUeHHi peakuii 4o peakuinHoi cyMilwi goaaTb rigpasvH abo rigpat rigpasvHy. Peakuito npoBogaTbe npu
TemnepaTypax B iHTepBani Big 0 go 200°C, nepeBaxHo, ogHak, B iHTepani Big 80 go 120°C. Peakuito MoXHa
NPoBOAMTMN B aBTOKNABI.

AKWO B onuci He BKasyeTbCs, AKUM CMOCOGOM OAepXKyoTh BUXiAHI CNONYKW, TO Le O3Ha4ae, LWo BoHWM abo Bigomi,
abo X MOXXHa ofepKyBaTh 3a BinoMuMy abo onvcaHuMK y AaHin 3aasui MeTogamu.

Hwxye 3anponoHoBaHUi y BUHaxoai cnocib Ginblw AoknagHo NOSCHIETECA Ha Npukiagax.

Mpuknaan

MeTunoBuit edip 2-6eH30in-4,5-(MeTuneHgiokcn)peHinouToBol kucrnoTtn (cnonyka 3)

79mn TeTpaxnopugy onosa i 25mMn N,N'-gumetunayetamigy B 270Mn METUNEHXTOPUAY 3MILLYOTb NPU KiIMHATHIR
Temnepatypi 3 39mn 6eHsoinxnopugy. MoTtiMm o uiei cymiwi npu 0°C gogatoTe No Kpannsx 44r meTtunoBoro edipy
4,5-(MeTuneHgiokcn)peHinoyToBoi KNCNoTn (2) i po34nH npoTsrom 12rod nepemiwytoTb Npu KiMHaTHIA TemnepaTypi.
[na HacTynHoi nepepobkn gogatoTe npu -15°C 660Mn Bogw | BogHy dasy ekcTparytoTe MeTuneHxnopugom. O6'egHaHi
opraHiyHi dpakuii npomusatoTe 6H. BogHMM NaOH i gocyxa KOHLEHTPYIOTb 3a LOMNOMOrOK POTOPHOrO BUMNAPHKKE.
Cwupuii npogykt 3 (74r) KpucTanisyloTb 3 eTaHony.

"H-AMP (CDCly): § = 3,61 (s, 3H, OMe), 3,80 (s, 2H, 6eHaun. CH,), 6,03 (s, 2H, OCH,0), 6,84 i 6,88 (2s no 1H,
3-i6-H apwun), 7,43-7,80 (m, 5H, PhCO).

Thn 74-76°C.

AHanis cnantoBaHHaM:
posp.: C 68,45 H 4,73;
Buaen.: C 68,53 H4,59.

AHanori4HUM LLNSXOM OAEPXKYIOTb HACTYMHI CMONyKM:

MEeTUNoBUN edip 2-(4-xrnopbeHsoin)-4,5-(MeTuneHgiokcn)PeHINoLTOBOT KNCMOTH,

MeTUNoBUIn edip 2-(4-HiTpobeH30in)-4,5-(MeTUNeHQIoKCH)PEHINoLTOBOT KMCOTH,

MEeTUNOBUIN edip 2-(4-MeTokcnBeH301n)-4,5-(MeTnneHaioken)heHinoLyToBoi KUcrnoTu,

MeTUNoBUNn edip 2-(4-meTnnbeH3oin)-4,5-(MeTUNEHZIOKCU)PEHINOLTOBOT KACMOTH,

MeTUNoBUIN edip 2-(4-LiaHobeH30in)-4,5-(MeTUNEHOIOKCH)EHINOLTOBOT KUCIOTH.

2-6eH30in-4,5-(MeTuneHgiokcn)derinoytoea kucrota (cnonyka 4)

CycneHsito 3 10r cnonyku 2 y 50 mn 1H. BogHoro NaOH npoTtsirom 2 rog HarpiealoTb 3i 3BOPOTHUM XOMNOAUSBHUKOM.
Motim popatoTe 10 Mn 1H. BOQHOI cipyaHOi KUCMOTW, TBEPAY PEYOBMHY, sika BuNana B ocad, BigdinbTpoByloTh i
npoMuBaTs Bogow. OTpumaHuin npoaykt 4 (8,3 r) cywartb nig BakyymoMm i 6e3 noganblUoro OYULLEHHS
BUKOPWUCTOBYIOTb Ha HacTynHin cTaail.

H-AMP (OMCO): § = 3,68 (s, 2H, 6eHaun. CH,), 6,12 (s, 2H, OCH,0), 6,86 i 7,03 (2s no 1H, 3- i 6-H apun),
7,50-7,73 (m, 5H, PhCO), 12,18 (wwup. s, 1TH, COOH).

thn 185-189°C.

AHanis cnantoBaHHAaM:
posp.. C 67,60 H 4,25;
Buaen.: C 67,66 H 4,20.

AHanoriyHMM  LWNAAXOM OAEPXKYTb HAcTynmHi  cnonyku: 2-(4-xrnop6eHsoin)-4,5-(MeTuneHgiokcun)peHinoytosy
KUCIOTY, 2-(4-HiTpobeH30in)-4,5-(MeTuneHgiokcn)deHinoytoBy KNCNOTY,
2-(4-meTokcnbeH30in)-4,5-(MeTuneHaioken)peHinouToBy K1UcnoTy,
2-(4-meTnnbeH3oin)-4,5-(MeTuneHgiokcn)peHinoyToBy KucroTy, 2-(4-uiaHoGeH30in)-4,5-(MeTunergioken)deHinoutosy
KMCIoTY.

3-0KkcobyT-2-unoBuii edip 2-6eH30in-4,5-(MeTuneHgiokcn)dpeHinoyToBoi Kncnotu (cnonyka 5).

50r cnonykn 4, 19r 3-rigpokcn-2-6yTaHoHy i 32r 14,14['-kapOoHingiiminasony pos4vMHAOTL NpWU  KIMHATHIRN
Temnepatypi B 500 Mn meTuneHxnopuay i nepemiyoTs npotarom 3 gHie. Ons HacTynHo! nepepobku amiwyoTs 3 200
MIT MOBHICTIO AeMiHepanisoBaHoi BoAW | MOTIM eKkcTparyloTb MeTuneHxnopugom. O6'egHaHi  opraHidHi - dopakuil
KOHLeHTPYIOTb 3a AOMOMOrol POTOPHOrO BUNapHuka. CUMpWUiA NpoOyKT OBOKPATHO KpUCTanisyloTb 3 MeTaHory n y
pe3ynbTaTi ogepxytoTb 45 r cnonykn 5.

H-AMP (CDCls): & = 1,32 (d, 3H, J= 6.9, CH3C-0), 2,11 (s, 3H, CH3C=0), 3,88 (s, 2H, 6eHaun. CH,), 5,03 (q,
1H, J= 6.9, CH-0O), 6,04 (s, 2H, OCH,0), 6,87 16,90 (2 s a 1H, 3-i 6-H apun), 7,42-7,74 (m, 5H, PhCO).

thn 81-83°C.

AHanis cnanioBaHHaM:
posp.: C 67,60 H 5,12;
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Buasn.: C 67,83 H 5,04.

AHanori4HUM LLNSXOM OAEPXKYIOTb HACTYMHI CNONyKu:

3-0KkcobyT-2-unoBunin edip 2-(4-xnopbeHs3oin)-4,5-(MeTUNEHIOKCH)PEHINOLTOBOI KUCNOTH,

3-0KkcobyT-2-unoBuii edip 2-(4-HiTpobeH30in)-4,5-(MeTuneHaiokcn)peHinoyToBoi KUCoTH,

3 -0KCOBYT-2-MnoBuU edip 2-(4-meTokenbeH3oin)-4,5 -(MeTnneHaiokcn)heHinoyToBoi KUCNoTH,

4-oKkcorekc-3-unoBuit egip 2-6eH3oin-4,5-(MeTnneHaioken)heHinoyToBoi KMCNoTH,

2-0kco-1,2-andpeHineT-1 -unoeuin egip 2-6eH30in-4,5-(MeTnneHaiokcn)heHinoyToBoi KUCIoTH.

2-6eH30in-4,5-(MeTuneHngioken)beHann-4,5-gpumeTnnokcason (cnonyka 6)

0o 10r cnonykn 5 i 19r auetaty amoHito B 200mn 1,2-guxnopeTtaHy gogatoTb 14MN KOHLEHTPOBAHOI OLTOBOI
KMCMOTK i Cymill NpoTsiroM 6 rog HarpiBaloTb 3i 3BOPOTHUM xonoaunsHukom. MoTim gogatote 100mn 1H. BogHoro NaOH
i ekcTparyloTb MeTuneHxrnopugom. O6'eqHaHi opraHivHi eKCTpakTU ynapioTh 3a AONOMOrOK POTOPHOIO BUMNAPHUKE i
CUMPUIA NPOAYKT DiNbTpyloTb Yepes cunikarenb (rekcaH:eTUNoBUA edip OUTOBOI KUCMOTU B ChiBBigHOWEHHI Big 9:1 go
8:2). Y pesynbTarti ogepxytoTb 6,9r YncToi cnoryku 6 (B'A3ke macrio).

H-AMP (CDCl,): § = 1,94 i 2,03 (2 s a 3H, 2 CHj), 4,13 (s, 2H, 6enaun. CH,), 6,01 (s, 2H, OCH,0), 6,83 i 6,86
(2 sa1H, 3-i6-H apun), 7,41-7,80 (m, 5H, PhCO).

AHanis cnantoBaHHAM:
posp.. C 71,63 H 5,11 N 4,18;
BuaBn.: C 71,47 H 5,04 N 3,94.

AHanoriyHui LLNISAXOM oOepXyloTb HacTymnHi CnonyKu:
2-(4-xnop6eH3oin)-4,5-(MeTuneHaioken)oeHsnn-4,5-gumeTnnokcason,
2-(4-HiTpobeH30in)-4 »5-(MeTuneHgiokcn)o6eH3unn-4,5-gumeTnnokcasorn,
2-(4-meToKcnbeH30in)-4,5-(MeTuneHaiokcn)beHann-4,5-auMeTmnokcason,
2-6eH30in-4,5-(MeTnnengiokcn)beHann-4,5-gieTunokcason,
2-6eH30in-4,5-(MeTnnengioken)beHaunn-4,5-aqudpeHinokcason.
2,3-gumeTnn-6-cenin-(12H)-[1,3]aiokcono[4,5-h]iminaso[1,2-c][2,3]6eH30gia3eniH (cnonyka 1)

B aBToknaei go 2r cnonyku 6, po3dMHEHUX Y 18Mn eTUNEHrniKonto i 2Mn KOHUEHTPOBaHO! OUTOBOI KWCMOTH,
pogatoTe 0,5Mn rigpaty rigpasuny. Micna usoro npotarom 12 rog HarpisawTe go 120 °C i noTiM peakuiiHy cymiw
3MilYOTE NPW KIMHaTHIA TeMmnepaTypi 3 2H. BogHuM NaOH. [ani kinbka pasiB ekcTparytoTb eTUIoBUM edhipoM oLTOBOT
KMCroTn N ob'egHaHi opraHivHi asm KOHLEHTPYylTb JOCyXa 3a OOMOMOrol pOoTOpHOrO BuNapHuka. Ha 3aBeplueHHs
CMPUIN NPOAYKT ouuLaloTh XpomMaTorpadieto Ha KonoHUi (rekcaH:eTUnoBuii edpip oLTOBOI KACIOTU B CRiBBIgHOLWEHHI Bif
9:1 po 8:2). Buxig 4mctoi cnonykn 1 ctaHoBUTL 1,2r.

TH-AMP (OMCO): § = 2,011 2,20 (2 s a 3H, 2 CH3), 3,82 (wwup. s, 2H, 6enaun. CH,), 6,08 (s, 2H, OCH,0), 6,55 i
7,15 (2 s a 1H, 2 apun-H), 7,48-7,72 (m, 5H, PhCO).

thn:177°C.

AHanis cnanioBaHHAM:
posp.: C 72,49 H 5,18 N 12,88;
Buaen.: C 72,33 H 5,31 N 12,46.

AHanori4HUM LUNSXOM OAEPXKYIOTh HACTYMHI CNONYyKK:
2,3-gnmeTun-6-(4-xnopgeHin)-(12H)-[1,3]aiokconol4,5-blimigaso[1,2-c][2,3]6eH30miaszeniH,
2,3-gumeTun-6-(4-Hitpodenin)-(12H)-[1,3]aiokcono[4,5-b]iminaso[1,2-c][2,3]6eH30giazeniH,
2,3-gnmeTun-6-(4-metokcndpenin)-(12H)-[1,3]aiokcono[4,5-1i]iminaso[1,2-c][2,3]6eH3ogiazeniH,
2,3-gieTun-6-cbeHin-(12H)-[1,3]miokcono[4,5-b]iminaso[1,2-c][2,3]6eH30miazeniH,
2,3-gndpeHin-6-genin-(12H)-[1,3]piokcono[4,5-blimigaso[1,2-c][2,3]6eH30aiazeniH.

dopwmyna BMHaxony

1. Cnoci® ogeprkaHHs iminaso[1,2-c][2,3]0eH30aiaseniHiB 3aranbHoi hopmMynm 1
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y AKiR
R osHauae BogeHb, C-Ceankin, HiTporpyny, ramoreH, LiaHorpyny, C,-Cjankokeurpyny, -CFs, ripokeurpyny a6o
C,-CeankaHoinokeurpyny,

R? i R® maioTh igeHTM4Hi abo pisHi 3HaueHHs i 03HaualoTh BofeHb, ranoreH, C,-Cgankokcurpyny, —rigpokeurpyny,
uiaHorpyny, C4-CgankaHoin, C,-CgankiHin, Co-CgarnkeHin, HeoboB'A3KOBO 3aMillieHWIn rarioreHoM, rigpokeurpynoto abo
C4-Cgankokcurpynot Cq-Cgankin, Cz-C,umnknoankin abo HeoboB'3KoBO 3aMilleHuin ranoreHom, C 1-CsankoKcurpynoro
abo C4-C,ankinom apun abo retepoapun,

X o3Hayae BofeHb abo rarnore,

Y o3Hauvae C4-Cgankokeurpyny abo

X iY pasom osHavatoTb -O-(CH,),-O-, ae

n o3Hadae 1, 2 abo 3,

3 (peHINoUTOBMX KMCIOT 3arasnkbHol chopmynu 4

OH: @&
Dw

~%
-
0
v =
N
"k
=1
y akin X, Yi R matoTb BKasaHi BULLE 3HAYEHHS, SKUI Nonsrae B TOMY, O 34IACHIOOTb
a) eTepudikauito cnupTom popmynn Sa
= pz | 5a)
D OH
3 ofepXaHHaM edbipy deHinouToBoi kncrnoTtu cdopmynu 5
=5 , (5)
=}
-
Y
D
".“""h.\_\_\_h\-\.\__,.rl'l:.
- | R
0
o
'l.rl'
=
",
=1
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y skiti X, Y, R, R?iR® matoTb BkazaHi BULLE 3HAYEHHS,
©) peakuito KoHOeHcaLii 3 amiakom abo AOHOPOM aMiaky 3 ofepPXKaHHAM OKCcasony 3aranbHoi opmynu 6

=t Rz, (6)

Q1

y akin X, Y, R' R2iR® maloTb BkazaHi BULLE 3HAYEHHS, | NoAanbLlUNiA riapasnHonia 3 oAepXKaHHAM Yy pesynbTari
cnonyk 3aranbHoi opmynu 1

F=, (1)

Rz

F1

y skiti X, Y, R', R%i R® MaloTb BKasaHi BULLe 3HAYEHHS.

2. Cnoci6 3a n. 1, y skomy cnonyku 3aranbHoi dopmynun 5 3a peakuieto ogepkaHHs B 0gHOMY anaparti B3aemogieto
3 aueTaTtom aMoHilo 1 amiakoM abo 4OHOPOM amiaky npu Temnepatypi B iHTepsani Big 0 go 150°C B po34uHHMKY abo
CYMilLi pO34YMHHUKIB, a NOTIM B3aeMogieto 3 rigpasMHoM npu TemnepaTtypi B iHTepeani Big 0 go 200°C, HeoboB'A3KkoBO B
aBTOKNaBi, NepeTBOPIOOTE Y CNONYKN 3aransHoi oopmynum 1.

3. Cnocib 3a n. 1 abo 2, npu SKOMY OAEPXKYHOTb CMOSNYKU:

2,3-gumeTun-6-gpeHin-(12H)-[1,3]aiokcono[4,5-h]iminaso[1,2-c][2,3]6eH3oniaseniHy,

2,3-gumeTun-6-(4-xnopdgeHin)-(12H)-[1,3]aiokcono[4,5-hlimigaso[1,2-c][2,3]6eH30aiaseniny,

2,3-gumeTun-6-(4-Hitpodenin)-(12H)-[1,3]aiokcono[4,5-h]iminaso[1,2-c][2,3]6eH30aiazeniHy,

2,3-gnmeTun-6-(4-metokcundpenin)-(12H)-[1,3]aiokcono[4,5-h]iminaso[1,2-c][2,3]0eH30aiaseniHy,

2,3-pieTun-6-ceHin-(12H)-[1,3]giokconol4,5-h]imigaso[1,2-c][2,3]6eH30aiazeniny,

2,3-nupeHin-6-gpenin-(12H)-[1,3]aiokcono[4,5-hlimigaso[1,2-c][2,3]6eH30qia3eniHy.

4. Edbipn deHinoyToBUX KUCAOT 3aransHoi doopmynu 5
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=i . (5)

RZ

1

y SIKin

R' osHauae BogeHb, C,-Ceankin, HiTporpyny, ramoreH, uiaHorpyny, C,-Cjankokeurpyny, -CFs, rigpokeurpyny a6o
C,-CeankaHoinokeurpyny,

R2 i R® maloTb igeHTM4Hi abo pisHi 3HaYeHHs i osHaualoTb BodeHb, ranoreH, C,-Cgankokeurpyny, —rigpokeurpyny,
uiaHorpyny, C4-CgankaHoin, C,-CgankiHin, C,-CeankeHin, Heo6oB'A3KOBO 3aMillieHWIn raroreHoM, rigpokcurpynoto abo
C4-Cgankokeurpynoto C4-Cgankin, Cx-Csumknoankin abo HeoboB's3koBO 3amilleHuin ranoreHoM, C 4-C,ankokcmrpynoto
abo C4-Cankinom apun abo retepoapws,

X o3Hayae BofeHb abo rarnoreH,

Y o3Ha4ae C4-Cgankokeurpyny, abo

X 1Y pasom osHauatoTb -O-(CH,),-O-, oe

n o3Hadae 1, 2 abo 3.

5. OkcasonkbHi noxigHi 3aransHoi dopmynu 6

(= Rz, (6

R1

y AKiR
R' osHauae BogeHb, C,-Cgankin, HiTporpyny, ramoreH, uiaHorpyny, C,-Cjankokcurpyny, -CFs, rigpokcurpyny a6o
C,-CeankaHoinokeurpyny,

R2 i R® maloTh igeHTMYHi abo pisHi 3Ha4eHHa | 03HaualoTh BofeHb, ranoreH, C,-Cgankokcurpyny, —rigpokeurpyny,
uiaHorpyny, C4-CgankaHoin, C,-Cgankinin, C,-CgarnkeHin, HeoboB'A3KOBO 3aMillleHWIn raroreHoM, rigpokcurpynot abo
C4-Cgankokcurpynot Cq-Cgankin, Cz-Cumnknoankin abo HeoboB's3koBO 3aMilleHnin ranoreHom, C 4-CankoKkcurpynoro
abo C4-C,ankinom apun abo retepoapws,

X o3Havae BofeHb abo ranoreH,

Y o3Hauvae C4-Cgankokeurpyny, abo

X 1Y pasom osHavatoTs -O-(CH,),-O-, ge

n o3Hadae 1, 2 abo 3.

OdbiliiHnii GroneteHb "lMpomucnoaea BnacHicTe". KHura 1 "BuHaxogn, kopucHi mogeni, Tonorpadii iHTerpansHux

MikpocxemM", 2007, N 11, 25.07.2007. [epxaBHU genapTaMeHT iHTeneKkTyanbHOi BracHocTi MiHicTepcTBa ocBiTU i
Hayku YKpaiHu.
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