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A. 3unane, U. PaBuns, 3. Terepe, M. IlerpoBa

CHUHTE3 TIPOU3BOJHBIX IIMPA30JIMH-1H-3-OHOB
HA OCHOBE 2'-N-3AMEIIEHHBIX MOHOT'HJPA3ZNI0OB
HNUKJIIOI'EKCEHIUKAPBOHOBBIX KHCJIOT

W3 2'-N-(2,2-au3TOKCUKapOOHUIITEHIUI)MOHOTUAPA3UIOB  6-apuil-4-MeTHIILUKIOTeKC-3-€H-
1,1-nuxapOoHOBBIX KuCIOT KurstueHueM B JIM®DA, mupuauHe WM TOIyoJie B IPUCYTCTBHU
kapOOHaTa Kalus CHHTE3HPOBaHBI 2-(6-apui-4-MEeTHILUKIOTeKC-3-eHKapOOHM )-4-3TOKCUKAP-
OoHmnnupasonuH-1H-3-oHpl. B aHanoruyHeix ycioBuax, HO 0e3 kapOoOHaTa Kajus, MOTy4EHBI
2'-N-3aMeleHHbIe THIPa3uabl HIUKIOTeKCeHKapOOHOBBIX KUCIIOT.

KiroueBble c10Ba: ruipasu, IMA3THIOBBI 3(QUpP STOKCHMETHICHMAIOHOBOW KHCIOTBI,
[UPA30JIUH, MUPA30JIMH-5-0H, IMKJIOTeKCEHKapOOHOBAsK KUCIIOTA.

[Tocne cunte3a Kuoppom antunupuna (2,3-aumerun-1-dennnnupazonun-5-
oHa) [1] mpomomkarOTCcs pabOTHI MO MOTYYEHHUI0O HOBBIX IHPA30JIUH-5-OHOB,
MOCKOJIbKY MHOTHE M3 HHUX IIUPOKO HCIONB3YIOTCS B I[BETHOH (oTorpadpuuu
Y IPUMEHSIIOTCS B MEIHMIIMHE B KadecTBe (PapMaKOJOTHUYECKHX IIPErapaToB
C QaHAJIBIETUYECKUM U aHTUIMUPETUICCKUM JIeicTBHEM [2—4].

B Hacrosmied craTbe H3JIOKEHBl PE3yJbTaThl M3YyYEHHS BO3MOXKHOCTEH
MOJYYEeHUs] TMHUPa30IUH-5-0HOB U3 2'-N-(2,2-1ukapO03TOKCHITCHUII)MOHOTH/I-
pasuaoB  6-apuin-4-MeTHIIUKIOreKc-3-eH- 1,1 -mukapOoHOBEIX KucioT la-—e,
CHUHTE3UPOBAHHBIX HAMHU paHee KOHACHCAIIMEH MOHOTHIPA3UI0B 6-Ar-4-MeTHII-
IUKJIOTeKC-3-eH-1,1-TnKapOOHOBBIX KHCIIOT C IUATWIOBBIM 3(QUPOM STOKCH-
METHIJICHMAJIOHOBOW KUCIIOTHI [5].

OnuH U3 METOOB TMOJIYYCHHS MTUPA30JIMH-5-0HOB OCHOBAH HA ITUKIN3allUN
N-3aMemnIeHHBIX TUIPA3UI0B, MOTYUYEHHBIX aHAJOTHYHO coeauHeHusM 1 [6-9].
Peakuuro ocymiecTBistior B pacruiase npu 170-175 °C [6], npu KMISUCHUU B
Boje [7, 8] nnm atanone [9] B mpucyTCTBUU KapOOHATOB Kamus [8, 9], HaTpus
[7] vmm aTunaTa Harpus [9].

Hammm mombITKH MUKIN3allid MOHOTHIPa3uIoB la—e B yKa3aHHBIX BBIIIC
YCIIOBHSIX OBUTH HEyHauHbl. Tak, mocie KUITICHUs B TeueHne 3 1 TUapasuaoB la—
€ B DTaHOJIC WX alleTOHUTPUJIC B IPUCYTCTBUU KapOOHATa Kalksl, U3 PEaKIInOH-
HOW cpenbl OBUTH BBIJICIICHBI HCXOIHBIC COCAMHEHUS 1, a yBeIHMUCHHE
MIPOJIOJDKUTENBPHOCTH  peakmuu 70 10 9 TpuBElIO K CMECH BEIIECTB.
XpomaTorpaduuecki HEOAHOPOAHBIC MPOMYKThI OBLIM TONTYYECHBI TAKKe IMPH
IJIaBJICHUM TUAPa3uaoB la—e miIm KUISTUYCHHH UX B Bojae ¢ 1 ’kB. kapOoHara
kanus. B pesyibrare npumenenus: 2—10-kpaTHOTO M30bITKAa KapOOHATa Kajusl
N-3aMmenieHaple THAPA3HIbl la—e TUAPOIN30BAINCH JO HCXOMHBIX N-He3a-
MEIIEHHBIX THIPA3UIOB.
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Tabnuma 1
XapakTepUCTUKH CHHTe3HPOBAHHBIX coeuHenmii 2(3), 4
Haiineno, %
CHZ?{II[/II: q])S f Y;T?I; Beruncneno, % T. mn, °C | Bexox, %
Py C H N Hal
2(3)a CyoH2oN,0,4 67.50 6.28 7.82 213-214 62.7
67.78 6.26 7.90
2(3)b CyoH,FN,04 64.34 5.68 7.43 202-204 59.2
64.50 5.68 7.52
2(3)c CyoH,CIN,O,4 | 61.80 5.51 7.17 9.20 209-210 50.1
61.78 5.44 7.20 9.12
2(3)d CyoHyBrN,O4 | 55.51 4.79 6.51 18.31 210211 553
55.43 4.88 6.46 18.44
2(3)e CyoH,1 N304 60.05 5.28 10.43 190-192 80.1
60.14 5.30 10.52
4a CyHsN,05 65.88 7.13 6.81 85-87 66.0
65.97 7.06 6.99
4b CyH,7FN,05 63.03 6.46 6.63 128-130 71.2
63.15 6.50 6.69
4c CyH,,CIN,O5 | 60.69 6.31 6.39 8.20 103-105 57.2
60.76 6.26 6.44 8.15
4d CyH,,BrN,Os | 55.21 5.74 5.80 16.99 102-104 48.2
55.12 5.68 5.84 16.67
4e CyH7N;0; 59.41 6.20 9.51 107-109 66.7
59.32 6.11 9.43
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Tabnuma 2

CreKTpajibHble XapaKTepPUCTHKH CHHTe3UPOBAHHBIX coefnHenuii 2(3), 4

UK cnektp*,
Coe- o 1
Hg:;le =0 NI/ Crextp SAMP "H (CDCly), 8, m. a. (KCCB, J, 'm)
OH
2(3)a | 1718, | 3152 1.22 3H, T, J = 7.2, CH3); 1.61 (3H, c, 4'-CH;); 2.11-2.52 (4H,
1648 M, 2CH,); 3.21 (1H, m, CH); 4.22 (2H, x, J= 7.2, CH,); 4.46 (1H,
M, CH); 5.42 (1H, yu. ¢, H-3"); 7.13 (5H, m, C¢Hs); 7.81 (1H, c,
H-5); 12.10 (1H, yur ¢, NH)
23)b | 1718, | 3152 1.25 (3H, 1, J = 7.0, CH;); 1.65 (3H, ¢, 4'-CH;); 2.18-2.40 (4H,
1668 M, 2CH,); 3.21 (1H, m, CH); 4.22 (2H, x, J= 7.0, CH,); 5.39 (1H,
yur ¢, H-3"); 6.77-7.15 (4H, m, Ar); 7.68 (1H, ¢, H-5); 9.98 (1H,
yur. ¢, NH)
2(3)c | 1720, | 3144 1.31 3H, 1, J = 7.0, CH3); 1.68 (3H, c, 4'-CHj); 2.14-2.67 (4H,
1656 M, 2CH,); 3.27 (1H, m, CH); 4.22 (2H, k, J = 7.0, CH,); 4.58 (1H,
M, CH); 5.47 (1H, ym. c, H-3"); 7.19 (5H, m, Ar); 7.92 (1H, c, H-
5); 13.19 (1H, ym. c, NH)
2(3)d | 1720, | 3144 1.23 3H, 1, J = 7.0, CH3); 1.64 (3H, c, 4'-CH3); 2.15-2.42 (4H,
1668 M, 2CHy); 3.21 (1H, m, CH); 4.15 (1H, m, CH); 421 (2H, k, J= 7.0,
CH,); 5.47 (1H, ymu. ¢, H-3"); 6.98 (2H, m, Ar); 7.37 (2H, M, Ar);
7.49 (1H, ym. c, H-5); 9.89 (1H, ym. c, NH)
2(3)e | 1712, | 3146 1.28 (3H, ¢, J = 7.0, CHj3); 1.78 (3H, c, 4'-CH3); 2.24-2.62 (4H,
1650 M, 2CH,); 3.77 (1H, m, CH); 4.08 (1H, M, CH); 4.29 (2H, k, J = 7.0,
CH,); 5.57 (1H, yu. ¢, H-3"); 7.16 (2H, m, Ar); 7.73 (1H, ¢, H-5);
8.04 (2H, m, Ar); 11.80 (1H, yur. ¢, NH)
4a 1726, | 3360, | 1.16 (6H, m, 2CHj3); 1.67 (3H, ¢, 4-CHj3); 2.26-3.41 (6H, M, 2CH,
1712, | 3240 | 2CH,); 4.11 (4H, M, 2CH,); 5.37 (1H, ym. c, H-3); 7.16-7.61
1650 (7H, m, C4Hs, H-3', NH); 9.56 (1H, yur. ¢, NH)
4b 1728, | 3355, | 1.22 (3H, T, J=17.0, CH3); 1.25 3H, 1, J=7.0, CH3); 1.71 (3H,
1710, | 3230 ¢, 4-CHjy); 2.21-3.31 (4H, m, 2CH,); 2.71 (1H, m, CH); 3.38 (1H,
1648 M, CH); 4.11 (4H, M, 2CH,); 5.40 (1H, yur. ¢, H-3); 6.91-7.22 (7H,
M, Ar); 7.44 (1H, ym. ¢, H-1"); 7.64 (1H, n, J=11.0, H-3"); 9.71 (1H,
n, J=11.0, H-2")
4c 1726, | 3320, | 1.23 (6H, m, 2CHj3); 1.67 (3H, c, 4-CHs); 2.09-2.51 (4H, m,
1708, | 3220 2CH,); 2.71 (1H, m, CH); 3.36 (1H, m, CH); 4.09 (4H, m, 2CH,);
1650 5.44 (1H, yu. c, H-3); 7.16 (4H, m, Ar); 7.66 (1H, yu. c, NH),
791 (1H, yur ¢, H-3"); 9.71 (1H, yur. ¢, NH)
4d 1720, | 3353, | 1.22 (6H, m, 2CHj3); 1.67 (3H, c, 4-CHy); 2.20-2.32 (4H, m,
1707, | 3225 2CH,); 2.81 (1H, m, CH); 3.44 (1H, M, CH); 3.95 (4H, m, 2CH,);
1646 5.44 (1H, yur c, H-3); 6.93 (2H, M, Ar); 7.27 (3H, M, Ar, H-3");
8.31 (1H, yur ¢, NH); 8.69 (1H, yur. ¢, NH)
4e 1725, | 3350, | 1.26 (6H, m, 2CHj3); 1.67 (3H, ¢, 4-CHy); 2.18-2.41 (4H, m,
1708, | 3230 | 2CH,); 2.75 (1H, m, CH); 3.45 (1H, M, CH); 4.11 (4H, m, 2CH),);
1648 5.44 (1H, yu. ¢, H-3); 7.22 (3H, m, Ar, H-1'); 7.64 (1H, n, /= 12.0, H-
3'); 8.02 (2H, ™, Ar); 9.53 (1H, a, J=12.0, H-2")

*B mapauHOBOM Macie.
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MBI HalwM, 9TO LEeNeBble MUPA30INH-5-0Hbl 2 MOTYT OBITh CHHTE3UPOBAHBI
MpH MPOBEJACHUM IUKIM3AllMM B PACTBOPHUTENAX, HMEIOIIHUX TeMIepaTypy
kunenust Boime 100 °C. Tak, kunsiueHre N-3aMeIeHHbIX MHApa3uaIoB 1a—e ¢
3 o9kB. kapOonara kamusi B JM®DA, mnupuanHe WM TONYOJN€ TPUBOIUT
¢ Beixomamu 50-80% x 2-anui-4-3TokcukapOoHmimupasonus-1H-3-onam 2a—e
u (M) uX TayToMepaMm — l-anui-2-ruapoKcH-3-3TOKCHKapOOHMITHPa30IaM
3a—e. OOpa3oBaHue coeAMHECHHWNA 2, 3 SBISIETCS PE3YJIbTaTOM COMPOBOXKIIA-
OIIETO IUKIIN3ALHUIO AeKapOOKCUIMPOBAHMS.

B omucaHHBIX BBIIIE YCIOBUSAX, HO 0e3 KapOoHaTa Kayusi, U3 MOHO-
ruApasuaoB 1,1-IUKIOreKCeHIUKapOOHOBRIX KUCIOT la—e OBLIM TIOMyYEHEI
MPOAYKTHI MX JNEKapOOKCHIMPOBAHUS — THUAPA3UABI IIHKIOr€KCEeHKapOOHOBBIX
KHCTIOT 4a—e.

N3BecTHO, UTO MHPaA30JIMHOHBI, UMEIOIIME OJIMH HE3aMEIIeHHBIH aToM a30Ta
B IIMKJIE, MOTYT CYIIECTBOBAaTh B JBYX TayTOMepHBIX popmax [3, 6, 9].

B cnextpax SIMP 'H npojykToB NMKIM3alHH, CHATHIX B XJOpodopMme,
HUMEIOTCSl YITUPEHHbIe CUTHANBI B obOmactu 9.89—13.19 M. 1., KOTOpbIE paBHO-
BEPOSITHO MOTYT OBITh OTHeceHBI K npotoHam rpym NH u OH taytomepos 2 u 3.
B 5Toif CBA3M oONpeneNeHHMEe TayTOMepHO#l (opMmbl ¢ Tomompio SIMP 'H
siBisieTcsl HeoaHo3HauHbIM (T. €. B CHCl; MokeT ObITh 1 ToJbKO OH-TayTomep).

Bonee mocroepHyro uH(poOpMaiuo0 npeactasisioT ganasie UK crnekTpoB B
napauHOBOM Maciie, B KOTOPBIX HAOJIOJAIOTCS JBE IOJIOCH ITOTJIONICHHS
BaJICHTHBIX KoJieOaHHW KapOOHWIBHBIX Tpymmn mpu 1712-1720 (adupHas) u
1648-1668 cv' (amumnast), a TaKKe O4YeHb XapakTepHoe moriomienne OH
TayToMepa B oomacTi 3144-3152 cm .

Ha ocnoBe nurepaTypHbIX cBeaeHuil [9] o taytomepuu l-apui-4-3Tokcu-
KapOOHMII-3-MHPa30THH-5-0HOB, a Takke aHamma naHeix MK u SIMP 'H
CIIEKTPOB, Ul NOJIY4YEHHBIX HAM{ NPOLYKTOB LMKIM3ALUM MOXKHO II0JIaraTh,
9TO B XJOPO(QOpPME OHM CYIIECTBYIOT B (pOpME 3aMEIICHHBIX MHPA30JIMHOHOB
2a—e, a B MUHEpPAJIBHOM Maciieé U B TBEPAOM COCTOSIHUM — MPEUMYLIECTBEHHO
B (hopMe THAPOKCUITUPA30JI0B 3a—e.

SKCHHEPUMEHTAJIBHASA YACTb

Cnextper SIMP 'H nomyuenst Ha mpubope WH-90DS (90 MI'm), pactoputens CDCls,
BHyTpeHHui cranmapr I'MJIC (8 0.05 m. n.). UK crekTpsl 3aperHcTpHpOBaHEI Ha IpHOOpe
Specord IR-75 B mapagrHOBOM Macie.

WupuBunyanbHOCTh CHHTE3UPOBAHHBIX COCAMHEHMH mnposepsiu ¢ nomompro TCX Ha
wiactuakax Silufol B cucreme xiopodopm—mMeTaHoI—IensHas yKCyCcHast KHcinoTa, 95 : 5 : 3.

XapaKkTepUCTHKHA CHHTE3UPOBAaHHBIX COCIWHEHWH IpescTaBieHs! B Tabu. 1, manmsle UK n
SIMP 'H cniexrpos — B a6, 2.

2-N-(6-Apnii-4-MeTUILHMKIOT eKC-3-e HIIIKAPOOHIIT)-4-3TOKcuKapOoHuI-1H-nupazonun-3-
oHbl (2a—€) u () 1-(6-apui-4-MeTHIIMKIIOTeKC-3-eHIIIKAPOOHIT)-5-THAPOKCU-4-3TOKCH-
KapOoHnnupasonbl (3a—e). PactBop 2 mmonb ruapasuzaa 1 u 6 MMonb kapOoHaTa Kaius B 4 Ml
JAM®A, nupuauHa WM TOMyoJla KUIATAT 2 4. PeakIMOHHYIO CMeCh OXJIaXXIAIOT W BBUIMBAIOT B
Boxy (B cmyuyae IM®PA u mupuanHa) WM HECKOJIBKO pa3 dKCTPArMpyrOT BOAOH (B ciydae
Tonmyosia). BoaHBI pPacTBOp MOIKUCIAIOT pa30aBIeHHOW COMSHOW kucenoToil mo pH ~3.
BemaBnmii ocanok mpoaykra 2/3 oT(GHIBTPOBBIBAIOT, CYLIAT U IEPEKPUCTAIUIN3OBBIBAIOT W3
9TaHoJA.

2'-N-(2,2-In3ToKCHKAPOOHMIIITEHW)THAPA3UABLL  6-apHiI-4-MeTHIIHKJIOTeKC-3-eHKap-
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00HOBBIX KHCJIOT (4a—e). PactBop 2 mmonb ruapazuga la B 4 ma JIM®DA, mupunuHa wiu
TOJIyoJla KUMATAT 2 4, 3aTe€M OXJIaXJaloT, BUIMBAIOT B Boy (B ciaydae JJM®PA nnu nupuauxa)
u nofakucisiior 1o pH ~6-7. BremaBmmii ocamok mpoxykra 4 OTQUIBTPOBBIBAIOT, CyIIAT
U IIEPEKPUCTAIIM30BBIBAIOT U3 BOJHOrO 3TaHOoda. [Ipy MCIONB30BaHUU TONyOsa, PAaCTBOPUTEIIb
OTIOHSIOT, OCTATOK NEPEKPUCTAIUIM30BBIBAIOT U3 BOJHOIO 3TAHOJIA.
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