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NMPUMEHEHME A3JIAKTOHOB 2-AIIMJIAMUHO-
3,3-TNXJJOPOAKPUJIOBBIX KMCJIOT JIJISI CUHTE3A
®TOPOCOIEPXKANIUX TPOU3BOIHBIX
(1,3,4-OKCAJIUA30JI-2-WI)TJIULIUHA

B.M.IIpokonenko, C.I'.ITunvo, A.A.I'ax*, B.C.bpoBapeli,

HMHcTtutyT 6moopranndyeckoil xumuu u Heprexumuu HAH YkpauHsbl,
02660, r. Kues, yi1. Mypmanckas, 1. E-mail: brovarets@bpci.kiev.ua
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Karouesoie crosa: aznakmonst 2-ayusamuno-3,3-0uxiopoakpusoguix KUCAOmM,; A1KUA08ble IPupbl
2-apun-5-eudpaszuno- 1,3-oxcazon-4-kapbonosvix Kuciom; ¢mopocodepricaujile npou3Bo0Hvle

(1,3,4-oxcaduazon-2-un)eruyuna

Ha ocHoBe AOCTynHbIX NOJIMLEHTPOBbIX a3J/1aKTOHOB 2-aunjaMUHO-3,3-ANXJ10P0aKpUIIOBbIX KUC-
JIOT yAasnoch OCYLWeCTBUTb HanpasJIeHHYIO Lerb rnpeBpaLlleHNn, BKJII0YaloLLyIo0 peLnKiIn3anuio,
KoTOopass npuBesia K ¢ropocogepxawiumMm nponssogHbim (1,3,4-okcagnason-2-na)rnmunHa —
HOBbIM NMOTEHUMNasIbHbIM buoperynaropam.

APPLICATION OF AZLACTONES OF 2-ACYLAMINO-3,3-DICHLOROACRYLIC ACIDS FOR THE
SYNTHESIS OF FLUORO-CONTAINING (1,3,4-OXADIAZOL-2-YL) GLYCINE DERIVATIVES
V.M.Prokopenko, S.G.Pilyo, A.A.Gakh, V.S.Brovarets,

On the basis of available polycentric azlactones of 2-acylamino-3,3-dichloroacrylic acids the
directed chain of transformations, including recyclization, which resulted in fluoro-containing
(1,3,4-oxadiazol-2-yl)glycine derivatives — new potential bioregulators, has been successfully
carried out.

3ACTOCYBAHHS A3JIAKTOHIB 2-ALUNJIAMIHO-3,3-ANXJIOPOAKPUJIOBUX KUCJ10T A4J151 CUH -
TE3Y @TOPOBMICHUX MOXIAHUX (1,3,4-OKCALIA30J1-2-1J1)INNILLUHY

B.M.IpokoneHko, C.I.Minso, A.A.lak, B.C.Eposapeub,

Ha ocHoOBi gOCTYnHUX NoniLeHTPOBUX a3aKTOHIB 2-aynnamMiHo-3,3-4NxX/10p0aKpNIIOBUX KUCTIOT
BAAanocs 3[INCHUTU CrPSIMOBAaHWNIA J1aHUIOI NMepeTBOPEeHb, SIKUW BKJIIOYAE peuuknizalito, Lo
npuBesio 4o ¢TopoBmicHux noxigHux (1,3,4-okcagia3on-2-in)raiyuHy — HOBUX MOTEHUINHNX

6ioperynsaropis.

XJyopocoaep:Kaile HEeHAChIIEHHBIE a3JTaKTOHBI
(1), cunre3upoBaHHble 0ojee 30 et Tomy Hasag [1,
2], yXe HalluIu mpuMeHeHue B CUHTe3ax (PYyHKIUO-
HaJbHBIX MNPOU3BOAHBIX 1,3-okcazona [1, 3-5], 1,3-
thazona [6], 1,3,4-okcaguasona [7], 1,3,4-Tnagmnaso-
na [8], okcazono-[4,5-d|lnupumununa [9] m apyrux
reTepolMKIndecKux cucteMm [10].

B Hacroseit pabote Ha ocHoBe peareHTOB (1)
YIAJIOCh OCYIIECTBUTH MHOTOCTAINIHYIO, HO BITOJTHE
HaIpaBJIeHHYIO LIeTIb MTpeBpallieHU i, KoTopas MpuBe -
Jla K HeM3BECTHBIM paHee (pTopocoaepXKaliuMm Mmpo-
u3BoaHbIM (1,3,4-okcagunazon-2-uia)rmiuHa (cxema
1 u T1a6n. 1). IlepBhie OBe cTaguu 3TOTO IIpoliecca
(1) - (2) - (3) yxe onucaHbl paHee [1, 3, 7], a B3au-
MOJIeiiCTBME 3aMELIEHHBIX S-Tuapa3nHo-1,3-okca3o-
JIOB C PAa3JIMYHBIMU (PTOPOCOAEPKALLMMU ALLUIIAPYIO -
MMM areHTaMM MCCIIeI0oBaHO BIepBbie. OKa3aloch,
YTO IIUPOKMUI KPYT XJIOPAHTUIPUIOB U aHTUAPUAOB
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MOHO-, IW- W TPpU(PTOpPO3aMEIIEHHBIX KapOOHOBBIX
KUCJIOT PErmoceeKTUBHO arakyeT TOT aTOM a3oTa
TUAPa3UHOTPYMIBI coeNuHeHU (3), KOTophlil Oojee
yIanéH OT 0KCca30JbHOro Kojblia. CTpoeHNe MPOayK -
TOB alIMpoBaHus (4) ITOATBEPKIECHO IIPHU MOMOIIA
AMP 1H CIIEKTPOB, COAEPXXAIIMX ABA CUHIJIETHBIX
CUTHAJIa TPYIIIUPOBKU - NH—NH—C(0) 4 (Tabur. 2).
Hns coenuHeHuid (4) BO3MOXHA IPOTOTPOIMS,
KOTOpasi MPUBOAUT K 00Opa30BaHUIO TayTOMEPOB (5),
cofiepKallliX BMECTO apoOMaTUYECKOT0 OKCa30JbHOrO
LMKJIa HEapOMaTUYEeCKOEe OKCA30JIMHOBOE KOJbLO, CIO-
COOHOE, OYEBUIHO, NP HArPEBAHUW PACIIETISATHCS
YKCYCHOM KHMCJIOTOM ¢ 00pa3oBaHMEM IIPOMEXKYTOU -
HbIX TPpOnYKTOB (6). [TocaenHue MoryT rpeTeprieBaTh
Takoe CMelleHNe 3JeKTPOHHOM MJIOTHOCTU, KOTOPOE
MPUBOAUT K PELIMKIU3ALUUN C OTIIECIVIEHUEM YKCYC-
HOII KMCJIOTHI M TeHepaluuu apomarudeckoro 1,3,4-
oKcaauaszoyibHOro Hukia. [1pu aTom obpasyercst Tak-
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(1): Ar = CgHs (a), 4-CH3CgHy (6); (2,3): Ar = CgHs, Alk = CH3 (a), C2Hs (8); Ar = 4-CH3CgHa, Alk = CH3 (6),

CyHs (1); (4,7): Ar = CgHs, Alk = CH3, Rr=

FCH2 (a), F2CH (8), F3C (1), CsHsCF2 (3), 2-FCgH4 (11), 4-FCgHg (1);

Ar = 4-CH3CgHg4, Alk = CH3, Rr= FCH2 (a), F2CH (1), F3C (e), C¢H5CF2 (u), 2-FCgH4 (M), 4-FCsH4 (p); Ar = CgHjs,
Alk = CyHs, Rf = F3C (x), CeHsCF2 (i1), 2-FCeH4 (1), 4-FCe¢H4 (c); Ar = 4-CH3CgHg4, Alk = CoHs, Rf = C¢H5CF»

(x), 2-FCsH4 (0), 4-FCsH4 (1)
Cxema 1

Xe GOKOBOI1 (parMeHT TG~G~ —C%—

OHH
YTO TIOATBEPKICHO TIPU MOMOLIU I/IK— u AMP 'H
CIEKTPOB (Tad. 2).

3aMeTuM TakXe, 4YTO CJIOXHOE MpeBpalleHue
(4) > - (7) — dyacTHBI clydyail psiga pOACTBEHHBIX
peuukim3anuii [7, 8, 11, 12], koTophle B 0011eM Bue
MpeacTaBIeHbl HA cXeme 2.

CTpoeHre HEKOTOPbIX KOHEUHBIX MPOAYKTOB Ta-
KMX PEUMKIU3AUUN HaAEXHO YCTAHOBJIEHO TPHU TIO-
MOIIIM PEHTTeHOCTPYKTYPHBIX McciaenoBaHuit [§8, 11
12], 4TO KOCBEHHO IOATBEPXAAaeT U CTPYKTYypy (7).
BmecTe ¢ TeM a1 OZHO3HAYHOTO JOKa3aTesJbCTBa

EWG R H EWG
N
pat T
o o)
X =N
R R
X=0,8;
EWG = CN, C(O)OAlk, P(O)(QAIK) ,
Cxema 2

CTPYKTYpHI (7) ObLT MpOBeIeH KOMIUIEKCHBINM aHaIu3
OIHOTO U3 coeAuHeHuid (7€) MeTogaMu IBYMEpPHOM
AMP cniekTpocKONMU, KOTOPBIN BKITFOYAT TOMOSIIED -
Hble akcnepuMeHTI COSY 1 NOESY, a Takke reTe-
posinepasie HMBC n1 HMQC. Baxneiiinve u3 Hai-
JIEHHbIX KOppEJslMii MpUBEAEHbl HAa PUC. U TMpe. -
CTaBJIeHbI B TabJ. 3.

PaccMmoTrpeHue MoTeHUMaTbHBIX OMOPETrYISITOPHBIX
CBOICTB coenumHeHuil (7), KOTOpble coaepxaT He
TOJBKO OmodopHoe 1,3,4-oKcagra3ojibHOE KOJIBIIO,
HO ¥ MOIMMUUUPOBAHHBIN (parMeHT TIUlMHA, a
Takxke (Gropocoaepxkallie 3aMeCTUTEIU, U CpaBHE-
HUE UX ¢ OMOPETyIITOpaMH CXOJHOTO CTpoeHus [13,
14] TIO3BOJISIIOT IPOTrHO3UPOBATh HAJTUYME CPEAU CO -
enuHeHuit (7) 6akTepuuKUIOB, GYHTULKUIOB, a TAKXKe
MMMYHOMOAYJIITOPOB, 4TO OyaeT OoJjiee IMOApOOHO
pPacCMOTPEHO B JAJbHEUILIEM.

3KCﬂepI/IMEHTaJ1bHaﬂ 4acTb

Cnektper AMP "H u F nosoix COeTMHEHUN
3anuchiBaiM Ha crekrpomerpe Varian VXR-300 B
pactBope JAMCO-dg, pabouas yactora 299,95 Ml
u 188,14 MTI'1; cooTBeTCTBEHHO. XMMMWYECKUE CABUTH
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Tabnuua 1
XapaKTepI/ICTI/IKI/I CNHTE3NPOBAHHbIX Coeﬂ,V]HeHl/H;l
Coeny- BbiXOf, T.nn., °C HanpeHo, % Bblymcneno, %
Here Ar Alk R % (pactBopuTens ans bpyTtro-dopmyna
nepekpUCTanan3aLmm) F N F N
4a CeHs CHs FCH> 60 178-180 (31aHon) 6.38 14.27 Ci3H12FN304 6.48 14.33
46 4-CH3CgH4 CH3 FCH2 64 178-180 (31aHon) 6.08 13.52 Ci4H14FN304 6.18 13.67
4B CeHs CHs FoCH 70 176-178 (Tonyon) 121 13.39 Ci3H1F2N304 12.21 | 13.50
ar 4-CH3CgHa CHs F2CH 72 204-206 (31aHon) 11.80 12.75 C14H13F2N304 11.68 | 12.92
an CeHs CHs F3C 74 193-195 (tonyon) 17.15 12.60 C13H10F3N304 17.31 | 12.76
4e 4-CH3CgHa CHs F3C 80 198-200 (37aHon) 16.35 12.30 C14H12F3N304 16.60 | 12.24
4x CeHs CoHs F3C 75 152-154 (Tonyon) 16.40 12.14 Ci4H12F3N304 16.60 | 12.24
43 CeHs CH3 CeHsCF2 78 180-182 (3TaHon) 9.73 10.72 Ci9H15F2N304 9.81 10.85
4n 4-CH3CgHa CHs CeHsCF> 80 187-189 (staHon) 9.28 10.34 C20H17F2N304 9.47 10.47
an CeHs CoHs | CeHsCF2 74 175-177 (sTaHon) 9.30 10.22 C20H17F2N304 9.47 | 10.47
4K 4-CH3CeHsa | CoHs | CeHsCF2 75 170-172 (sTaHon) 9.08 10.20 Ca1H19F2N304 9.15 10.12
4n CeHs CHs 2-FCeHa 83 198-200 (auetoHuUTpWN) 5.18 11.55 Ci1gH14FN304 5.35 11.83
4am 4-CH3CgHa CHs 2-FCeHa 85 186-188 (auetoHuUTpUN) 5.05 11.20 Ci9H16FN304 5.14 11.38
4H CeHs CoHs | 2-FCgHa 86 196-198 (aueToHUTPUN) 5.08 11.16 Ci19H16FN304 5.14 11.38
40 4-CH3CgHa CoHs | 2-FCgHa 80 177-179 (aueToHWUTPWN) 4.83 10.80 C20H18FN304 496 | 10.96
4n CeHs CH3 | 4-FCgH4 84 176-178 (auetoHUTpUN) 5.20 11.90 CigH14FN304 5.35 | 11.83
4p 4-CH3CeHa CH3 | 4-FCeH4 85 188-190 (aueToHUTPWN) 5.10 11.45 Ci9H16FN304 514 | 11.38
4c CeHs CoHs | 4-FCeHa 80 196-198 (3TaHonN) 5.08 11.15 Ci9H16FN304 5.14 11.38
ar 4-CH3CgHa CoHs | 4-FCeHa 78 160-162 (31aHon) 4.82 10.76 C20H18FN304 4.96 | 10.96
7a CeHs CHs FCH2 52 80-82 (rekcaH) 6.28 14.22 Ci3H12FN304 6.48 14.33
76 4-CH3CgHa CHs FCH2 50 120-122 (37aHon) 6.10 13.50 C14H14FN304 6.18 13.67
78 CeHs CHs F2CH 62 90-92 (umknorekcaH) 12.05 13.35 Ci3H11F2N304 12.21 13.50
r 4-CH3CgHa CHs F2CH 64 120-122 (31aHon) 11.80 12.59 Ci14H13F2N304 11.68 | 12.92
R CeHs CHs F3C 67 85-87 (umknorekcaH) 17.18 12.70 C13H10F3N304 17.31 12.76
7e 4-CH3CgHa CHs F3C 65 122-124 (umknorekcaH) 16.45 12.30 Ci14H12F3N304 16.60 | 12.24
7X CeHs CoHs F3C 58 75-77 (rexcaH) 16.30 12.15 C14H12F3N304 16.60 | 12.24
73 CeHs CHs CeHsCF2 64 86-88 (3taHon) 9.63 10.65 Ci9H15F2N304 9.81 10.85
n 4-CH3CgHa CHs CeHsCF2 60 97-99 (umknorekcaH) 9.38 10.56 C20H17F2N304 9.47 10.47
m CeHs CoHs | CeHsCR2 55 106-108 (umknorekcaH) 9.38 10.40 C20H17F2N304 9.47 10.47
7K 4-CH3CgHa CoHs | CeHsCR2 58 87-89 (umknorekcaH) 9.06 10.22 C21H19F2N304 9.15 10.12
n CeHs CHs 2-FCeHa 72 156-158 (31aHon) 5.25 11.65 Ci1gH14FN304 5.35 11.83
™ 4-CH3CgHa CHs 2-FCeHa 75 152-154 (3TaHon) 5.03 11.18 C19H16FN304 5.14 11.38
7H CeHs CoHs | 2-FCgHa 70 112-114 (37aHon) 5.10 11.48 C19H16FN304 5.14 11.38
70 4-CH3CgHa CoHs | 2-FCgHa 64 107-109 (umknorekcaH) 4.83 10.65 Co0H18FN304 496 | 10.96
7n CeHs CHs 4-FCeHa 52 121-123 (37aHon) 5.23 11.65 CigH14FN304 5.35 11.83
7p 4-CH3CgHa CHs 4-FCeHa 74 142-144 (31aHon) 5.06 11.48 C19H16FN304 5.14 11.38
7c CeHs CoHs | 4-FCeHa 70 130-132 (3taHon) 5.10 11.23 C19H16FN304 5.14 11.38
7T 4-CH3CgHa CoHs | 4-FCeHa 72 138-140 (31aHon) 4.75 10.72 C20H18FN304 4.96 | 10.96

npuBeneHsl B M.A. oTHocuteabHo TMC m CCI3F.
MK-cnekTpsl 3anmMchiBaId Ha CIIEKTpOMETpe Vertex
70 B Tabnetkax ¢ KBr.

AJIKHIIOBBIE 3CTEPBI 2-apui-5-(2-anuiruapasuHo)-
1,3-0kca30a-4-kap0ooHoBbIX KuCIOT (4a-T, 3-T). K pa-
ctBopy 0,005 Mosnb onHoro u3 coenvHenuit (3a-r) [7] B
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20 M1 6e3BogHOrO arieronuTpuia podasisui 0,005 Monb
tpuaTwiiamuHa u 0,005 Monp xmopaHruapuaa Coort-
BETCTBYIOIIeHT KapOOHOBOM KHMCIOTHI, CMeCh BEIIEp-
xkuBanu 24 4 ipu t 20-25°C, nob6asisuim 50 MJT BOIBI,
0CaloK OT(UIBTPOBBIBATHU, BBHICYIIUBAIM, U COCIU -
HeHus (4a-T, 3-T) OUMILAIU MepeKpUcCTaIu3alei.
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CI'IeKTpaJ'IbeIe OaHHble CMHTE3NPOBAHHBLIX COG,ELI/IHeHI/H;I

Tabnuua 2

Coenu- 1 . CnexTp AMP 19F, o, M.A.
HeHue Cnektp AMP 'H, 8, m.a. (AMCO-ds) (IMCO-ds)
1 2 3
3.79 ¢ (3H, OCH3), 5.02 g (2H, CH2F, ZJur 46.49 Tw), 7.50-7.80 M (5H apom.), 2
43 1 924 w.c (1H, NH). 10.63 w.c (1H, NH) -229.60 T (CHaF, “JuF 46.49 T'u)
2.35 ¢ (3H, CH3), 3.77 ¢ (3H, OCH3), 5.07 1 (2H, CH2F, ZJur 46.19 Tw), 2
46 | 732.7.69 i (4H apom.), 9.27 w.c (1H, NH), 10.67 w.c (1H, NH) -229.50 T (CHaF, “Jur 46.19 Tu)
3.80 ¢ (3H, OCH3), 6.40 T (1H, CHF2, 2 52.79 Tu), 7.45-7.82 m (5H apom.), 2
48 | 940 w.e. (1H, NH), 11.23 w.c (1H, NH) -127.05 p (CHF2, “Jnr 52.79 Tu)
2.53 ¢ (3H, CH3), 3.79 ¢ (3H, OCHs), 6.53 T (1H, CHF2, “Jur 52.86 w), 2
4 1732770 m (4H apom.), 9.52 w.c. (1H, NH), 11.33 w.c (1H, NH) -127.19 o (CHF2, %Jnr 52.86 Tw)
ap 3.81 ¢ (3H, OCH3), 7.50-7.80 M (5H apom.), 9.60 w.c (1H, NH), 11.90 w.c (1H, NH) -73.50 c (CF3)
2.37 ¢ (3H, CH3), 3.80 ¢ (3H, OCH3), 7.30-7.65 M (4H apom.), 9.55 w.c (1H, NH),
4e | 1188 w.c (1H, NH) -73.60 ¢ (CF3)
1.35 T (3H, OCH2CH3), 4.31 kB (2H, OCH>CH3), 7.50-7.80 M (5H apom.), 9.52 w.c (1H, NH),
A 1188 wie (1H, NH) -73.60 ¢ (CF3)
43 | 3.79 ¢ (3H, OCH3), 7.43-7.80 M (10H apom.), 9.46 w.c (1H, NH), 11.42 w.c (1H, NH) -103.30 ¢ (CF2)
2.36 ¢ (3H, CH3), 3.78 ¢ (3H, OCH3), 7.27-7.75 M (9H apom.), 9.43 w.c (1H, NH),
M43 we (1H, NH) -102.60 ¢ (CF)
_ 1.33 7 (3H, OCH2CH3), 4.29 kB (2H, OCH>CH3), 7.43-7.76 M (10H apom.), 9.39 w.c (1H, NH),
A a1 e (H, NH) -102.60 ¢ (CF)
1.33 7 (3H, OCHCH3), 2.36 ¢ (3H, CH3), 4.26 k8 (2H, OCH»CH3), 7.23-7.77 M (9H apom.),
41 936 w.c (1H, NH), 1142 w.c (1H, NH) -102.70 ¢ (CF2)
4an 3.80 ¢ (3H, OCH3), 7.43-8.07 M (9H apom.), 9.51 w.c (1H, NH), 10.81 w.c (1H, NH) -
am | 2:35 ¢ (3H, CH3), 3.79 ¢ (3H, OCH3), 7.42-7.78 m (8H apom.), 9.46 wi.c (1H, NH), }
10.78 w.c (1H, NH)
an 1.32 7 (3H, OCH2CH3), 4.29 kB (2H, OCHyCH3), 7.45-8.05 M (9H apom.), 9.42 w.c (1H, NH), ~
10.76 w.c (1H, NH)
40 1.32 7 (3H, OCH2CH3), 2.35 ¢ (3H, CH3), 4.28 k8 (2H, OCH>CH3), 7.37-7.75 M (8H apom.), ~
9.33 w.c (1H, NH), 10.74 w.c (1H, NH)
4an 3.80 ¢ (3H, OCH3), 7.42-8.05 M (9H apom.), 9.38 w.c (1H, NH), 10.98 w.c (1H, NH) -
4 2.32 ¢ (3H, CH3), 3.79 ¢ (3H, OCH3), 7.38-8.03 M (8H apom.), 9.33 w.c (1H, NH), _
P 110.94 w.c (1H, NH)
ac 1.32 7 (3H, OCH2CH3), 4.29 kB (2H, OCHyCH3), 7.37-8.07 M (9H apom.), 9.31 w.c (1H, NH), ~
10.96 w.c (1H, NH)
ar | 1317 (3H, OCH2CH3), 2.32 ¢ (3H, CH3), 4.28 k8 (2H, OCH>CH3), 7.32-8.05 M (8H apom.), _
9.27 ¢ (1H, NH), 10.94 ¢ (1H, NH)
2.39 ¢ (3H, CH3), 3.78 ¢ (3H, OCH3), 5.67 A (2H, CH2F, 2JuF 46.49 u), 2
76* | 618 1 (1H, CH, ) 7.5 1), 7.28-7.79 i (4H apom.). 9.55 & (1H, NH, s 7.5 Twy) -221.40 7 (CHaF, “Jnr 46.49 Tu)
3.80 ¢ (3H, OCH3), 6.27 o (1H, CH3, 3Jun 7.5 ), 7.48 7 (1H, CHF2, 2Jur 51.29 Tw), 2
78 | 743.7.90 m (5H apom.), 9.69 5 (1H, NH, *Jun 7.5 Iy) -121.03 p (CHF2, “Jur 51.29 Tu)
2.39 ¢ (3H, CH3), 3.79 ¢ (3H, OCH3), 6.24 g (1H, CH3, 3Jun 7.5 Tw), 2
"1 7.46 7 (H, CHF2, Jur 51.29 T, 7.26-7.79 m (4H apom.), 9.59 4 (1H, NH, 3Jn 7.5 ) +120.54 A (CHF2, “Jur 51.29 Tu)
3.81 ¢ (3H, OCH3), 6.23 g (1H, CH, Jun 7.5 Tw), 7.48-7.93 M (5H apom.),
A 1966 o (1H, NH, 3Jun 7.5 Tw) -64.10 ¢ (CF3)
2.39 ¢ (3H, CH3), 3.80 ¢ (3H, OCH3), 6.28 o (1H, CH, 3J4H 7.5 ry), 7.30-7.78 m (4H apom.),
7e** 1 956 1 (1H. NH, Jim 7.5 ru) -64.10 ¢ (CF3)
1.27 7 (3H, OCH2CH3), 4.29 k8 (2H, OCH2CH3), 6.20 g (1H, CH, 3Jnn 7.5 Tw),
X | 43.7.87 m (5H apowm.), 9.65 a4 (1H, NH, *Jun 7.5 ) -64.20 ¢ (CF3)
3.77 ¢ (3H, OCH3), 6.32 g (1H, CH, 3Jun 7.5 u), 7.50-7.96 m (10H apom.),
2 197 A (1H, NH, 3Jqu 7.5 Tw) -91.80 c (CF2)
3
7n | 237 ¢ (3H, CH3), 376 ¢ (3H, OCH3), 6.30 A (1H, CH, “Jun 7.5 Tu), 7.37-7.85 m (9H apom.), 9130 ¢ (CF)

9.65 a4 (1H, NH, 3Jun 7.5 u)
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IIpodoaxcenue mabn. 2

1 2 3
; 1.17 7 (3H, OCH2CH3), 4.23 k8 (2H, OCH2CH3), 6.23 4 (1H, CH, 3Jun 7.5 Tw), )
T | 5 50-7.92 m (10H apom.), 9.72 a (1H, NH, > 7.5 ) 104.40 c (CF2)
7¢ | 1227 (3H, OCHaCHs), 2.3 ¢ (3H, CH3), 4.24 k8 (2H, OCHaCH3), -91.80 ¢ (CFy)
6.17 A (1H, CH, 3Jun 7.5 Tw), 7.42-7.78 m (9H apom.), 9.54 g (1H, NH, Jun 7.5 Tu) : 2
7 | 3:80 ¢ (3H, OCH3), 6.32 4 (1H, CH, 34 7.5 ), 7.48-8.06 M (9H apom.), }
9.73 o (1H, NH, >Jun 7.5 Tu)
am | 237 ¢ (3H, CH3), 3.79 ¢ (3H, OCHs), 6.21 A (TH, CH, 34 7.5 ), 7.43-8.07 M (8H apom.), _
9.61 4 (1H, NH, >Jun 7.5 )
7w | 1247 (3H, OCHaCHs), 4.28 k8 (2H, OCH;CHs), 6.23 A (1H, CH, 34 7.5 Tw), B
7.47-8.07 M (9H apom.), 9.71 o (1H, NH, Jun 7.5 Tu)
76 | 123 T (3H, OCHxCH3), 2.37 ¢ (3H, CHs), 4.28 k8 (2H, OCHaCHS), B
6.21 1 (1H, CH, Jun 7.5 Tw), 7.38-8.07 M (8H apom.), 9.59 a (1H, NH, 3Jun 7.5 ')
7 | 380 ¢ (3H, OCH3), 6.23 & (1H, CH, 34 7.5 Tw), 7.47-8.08 M (9H apom.), a
9.69 1 (1H, NH, >Jnn 7.5 ')
Jowsns | 237 € (3H, CH3), 3.79 ¢ (3H, OCH3), 6.20 A (TH, CH, 3Jun 7.5 Tw), 7.38-8.12 m (8H apom.), _
P 9.61 1 (1H, NH, *Jun 7.5 Tw)
7¢ | 123 7 (3H, OCHxCHs), 4.28 k8 (2H, OCH;CH3), 6.20 A (TH, CH, 34 7.5 Tw), a
7.47-8.12 m (9H apom.), 9.71 4 (1H, NH, *Jun 7.5 )
y | 1:23 7 (3H, OCH;CH3), 237 ¢ (3H, CH3), 4.25 k8 (2H, QCHaCHS3),
6.17 0 (1H, CH, *Jun 7.5 T0), 7.36-8.07 M (8H apom.), 9.60 a4 (1H, NH, JJu 7.5 )

* = UK-cnekTp, v, cmM ;1639 (NC=0), 1753 (OC=0), 3297 (NH accoL.);

** - IK-cnekTp, v, om ™ 1640 (NC=0), 1767 (OC=0), 3310 (NH accou.);
#*% ~ |K-cnekTp, v, cM - 1645 (NC=0), 1753 (0C=0), 3315 (NH accoL.);
*rxx - IK-cnekTp, Vv, o 1644 (NC=0), 1749 (OC=0), 3235 (NH accou,.).

377
166.98 H

H
/ 54.02
3
4 N 49094 :
N o

166.89

Puc. OcHoBHble Koppenaummy, NokasaHHble CTpenkamMu, .
N QTHeceHune curHanos (dH, dc, M.4.) B cnekTpax AMP 'H

n B¢ ang coequHeHuns (7e).

AJKniioBbie 3cTepnl 2-apui-5-(2-TpudropoaneTni-
ruapa3nHo)-1,3-okca3on-4-KapooOHOBBIX KHCJIOT (41-
XK). K pactBopy 0,005 MoJjib 0fHOro U3 COeNMHEHUI
(3a-B) B 20 Mu1 6€3BOIHOTO alICTOHUTPUIIA JOOABIISIIIN
0,0055 Mosnb aHruapuaa TpUGTOPOYKCYCHON KUCIOTHI,
cMmech BoimepxkuBanu 12 4 mpu 20-25°C, moGapisiin
50 MJ1 BOAbI, 0CagOK OT(PUIBTPOBEIBAIM, a COSANHE -
HUS (41-K) OYMILAIM KpUCTaJUIU3aleil U3 aTaHoJa.

AnkujioBsie 3ctepbl S-ankuia(apui)-1,3,4-okcuan-
a30J1-2-m1(anMJIaMIHO ) YKCYCHBIX KHCIOT (7a-T). Pac-
tBop 0,005 Mosab omHOro M3 coeauHeHuit (4a-T) B
20 MJ JIeasTHOM YKCYCHOW KWCJIOTHI KUIISITUIUA 8§ 4,
octaBisiiiv Ha 12 4 ipu 20-25°C, pacTBopUTEb yaa-
JISUTM B BaKyyMe, OCTaTOK 00pabaThIBav BOAOI, oca-
JIOK OT(UIBTPOBBIBAIU, BBHICYLIMBAIU, COEIMHEHUS
(7a-1) ounIaIM TepPeKPUCTAIM3ALUCH.

Tabnuua 3
MepedveHb Koppensaumn B cnektpax COSY, NOESY, HMQC 1 HMBC, HamaeHHbIX Ons coefuHeHus (7e)*
. 'H, 3 B, 8
H, &
cosy NOESY HMQC HMBC
2.35 (CH3) - 7.31 21.70(CH3) 143.05(C*?), 129.78(C3*°?)
731 (C*%° H) 7.80 2.35,7.80 129.78(C3PP) 129.78(C3>%), 130.30(C™), 21.70(CH3)
7.80 (C%0P ) 7.31 7.31, 9.64 128.33(C20%0) 128.33(C%>%), 166.89(CONH), 143.05(C*)
9.64 (CONH) 6.32 7.80, 6.32 - 165.26(C%), 166.89(CONH)
6.32 (CH) 9.64 9.64 49.94(CH) 166.98(COOCH3), 165.26(C%), 166.89(CONH)
3.77 (CH30) - - 54.02(CH30) 166.98(COOCH3)

* OTHeCeHWe CUrHanoB B CTPYKType (7€) cM. Ha puc.
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Pa6oTa BEITTONTHEHA OJ1arogapss GUHAHCOBOM MOA-  IIEHHBIX KapOOHOBBIX KUCJIOT MPOTEKAET PELMKIIM -
JepKKe YKPanHCKOrO HaydHO-TEXHOJIOTMUYECKOIO LIEHT-  3alusl, B pe3yJibTaTe KOTOPOil 00pa3yIoTCsl HEU3BECT -
pa (rmpoekt P-199b). Hble paHee pTopocoaepxKaiiue npousBoaHsie (1,3,4-
OKCaIMa30JI-2-1jl)JIMIIHA.

2. CpaBHEHME CTPYKTYP U3BECTHBIX OMOPETYISATO -

1. [Tpu B3aMOACHCTBUM a37JaKTOHOB 2-alliUIaMU-  POB C YKa3aHHBIMU BBIIIE COSTMHEHUSIMU TTO3BOJISIET
HO-3,3-AUXJIOPOAKPUIIOBBIX KUCIOT C XJIOPAHTUAPHU-  TIPOTHO3MPOBATH MX BHICOKYIO M pa3HOOOPa3HYIO O1O-
JaMHA W aHTUAPUIAMU MOHO-, IW- U TpUdTOpOo3aMe-  JIOTMYECKYIO aKTUBHOCT.
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