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2-(ITMPA30J1-4-1JI)-5-@EHNJI-1,3,4-TUA THA30JIbI

Penmknnzaumein  2-R-7-ruapoxcu(meroxcn)-3-(5-¢pennin-1,3,4-truaanazon-2-min)-6-3THIXpo-
MOHOB MOJ| JeHCTBHEM TMAPA3MHIHAPATA M (DCHINTHAPA3HHA CHHTE3HpoBaHbl 2-(3-R-5-R'-1H-
nupazon-4-un)-5-pernn-1H-1,3 4-tuagmazonsr 1 2-(3-R-5-R'-1-permn- 1 H-upason-4-un)-5-
pern-1H-1,3,4-THaaHa30IEL, CTPOCHHE KOTOPBIX IOATBEPYICHO JAHHBIMHU criekTpos SIMP 'H.

Kuarwuesble ciioBa: Impa3oJibl, THAAUA30JIbl, XPOMOHBI.

[IpousBoaHbIe MHpa3zoia HAILIA MIHUPOKOE MPUMEHEHHE B KayeCTBE Kpacu-
teneit [1] u nekapcrBenHbix cpeacts [2]. Ilpoussoausie 1,3,4-Tuaguazona Tak-
K€ XapaKTepU3YIOTCS IIUPOKHM CIIEKTPOM IOJE3HBIX CBOWCTB: MHTHOUPYIOT
JeicTBAE KapOOaHTUPa3bl, SBJSIOTCS JICKAPCTBAMH MPOTUB MH(MDEKIMN Key-
JOYHO-KHIIEYHOTO TPAKTa, UCIONB3YIOTCA A (OTOMETPUUIECKOTO OImpeselie-
HUS HEKOTOPBIX MeTauioB [3].

OObenuHeHne B ONHOW MOJIEKYJIe SiIep STHUX OBYX T'€TEPOLMUKIOB MOXKET
MPUBECTH K TPOAYKTaM C MHTEPECHBIM (apMaKoJIOTHIecKuM aerictBreM. Cpe-
I niupazonui-1,3,4-Tuaana3onuioB yKe HalAeHBI COCAMHEHMUSI, TPOSIBISIOLINE
runornukemudeckuil 3ddexr [4, 5], mpoTUBOBOCHANUTENBHYIO [6], OakTepu-
mUAHY10 [7-9] 1 QyHrUIMaHY0 akTUBHOCTH [8, 10]. OTMeTHM, 4TO BCe H3BECT-
Hbl€ METOJUKU CHHTE3a TaKUX COEIMHEHUH OCHOBBIBAIOTCS Ha JOCTpPOWKE
THAANA30JIbHOTO KOJNbLA K y’K€ FOTOBOMY IHUpa3zonbHOMY [4-11]. MbI mpume-
HWIM albTEePHATUBHBIA IMyTh IUIA cuHTe3a 2-(mupason-4-un)-5-¢penun-1,3,4-
THANa30JI0B — 00pa3oBaHKMe MUPA30JbHOTO LHKJIA U3 COCAMHEHHH, colepkKa-
IIUX THAIUA30JIbHBIA (JparMeHT, METOJIOM PEIMKIN3AINN 3-TeTapIiIXpPOMOHOB
[oJ ACUCTBHEM THIApa3WHA U €ro npou3BoAHbIX [12, 13]. UcxomusiMu coemu-
HEHUSMH B JIaHHOW peakiuu sBisitoTes 2-R-7-runpokcu-3-(5-denun-1,3,4-
THAIUA30-2-11)-6-3TUNXpoMoHbl 1a—f [14] u ux 7-METOKCHIIPOU3BOAHBIC 2a—C,
MOJIyYCHHBIEC TIPU aJKUIUPOBAHUU COOTBETCTBYIOIIUX MPOAYKTOB la—c¢ mume-
TUICYIb(ATOM B TUMETHI(HOPMaMHJIC B IPUCYTCTBUY TIOTAIIIA.

B cnekrpax AMP "H coemunennii 2a—c, 3anucannbix B JIMCO-ds, oTCyT-
CTByeT cnabomonbHbIi curHan rpymmnbl OH-7, npucyimuii UCXOAHBIM MPOIYK-
Tam la—c, a BMECTO HEr0 MOSBISETCS TPEXIPOTOHHBIA cUHTIET rpymmbl CH;-7
B oOmactu 3.84-3.98 M. . CuUTHaJIBI OCTANBHBIX MMPOTOHOB COOTBETCTBYIOIIMX
MPOAYKTOB 1a—¢ 1 2a—¢ HAXOMAATCS B OJJHUX U TEX JKe 00JIACTIX.

[pu xunsyeHun cycnensuii coerHeHuil 1la—f u 2a—c¢ B ciupTe ¢ U30BITKOM
THApa3UHTUApaTa MPAaKTHUYECKH MTHOBEHHO 00pa3zyeTcsi pacTBOP, U3 KOTOPOTO
BBINAJIAIOT WIIM BBICAXKHBAFOTCS BOJOH XPOMATOTPapUUECKU YUCTHIC THPA30JIBI
3a—f u 4a—c c KOIMYECTBEHHBIMH BbIXOJnaMu. bonee mmurensHoe (10 MuH)
kursiueHne xpomoHa 1f ¢ ruzmpasuHruapaToM NpPUBOAUT K cMecu ddupa 3f u
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uapazuga 3g. Ywucteid ruppasua 3¢ ObLT MOMy4YeH MPH KUISTYEHUH CMECH
npoaykroB 3f u 3g ¢ rugpasunruaparom B IM®PA. Penuknuzaius XpoOMOHOB
la—e u 2a B N-QeHmnmmupazonsl Sa—e, 6 mox aedictBueM (eHWITHIpa3UHA B
crupTe mpoTekaeT ropasno goieiie (1.5-11 1), dns coemqunenuit 1b,c B aTux
YCIOBUSAX peaklrs He JOXOAUT M0 KOHIA M sl €€ 3aBepIIeHUs] HEOOXOAUMO
kursiaenne B JIM®A B Teuenue 2—4.5 4. [upazonsr 3—6 eTko pacTBOPSIOTCS B
2 H. pacTBOpe THAPOKCHIA HATpHUs, YTO yKa3blBaeT Ha TNPHUCYTCTBHE B HX
MOJIEKYJIaX CBOOOJHOTO ()eHONIBLHOTO ruapokcuia. Co CIUPTOBBEIM PAacTBOPOM
XJIOPHOTO JKelle3a TPOAYKTHI 3 U 4 00pa3yloT CHHE-3€JICHBIC XEIaTHEBIC
KOMIUIEKCHI, BCJIEZICTBUE HAJTMYUS CTEPUUECKH OJaronpusTHO PacloIOKEHHOTO
(heHONBHOTO THAPOKCHIA K aTOMy a30Ta B NMHUPa30JbHOM LUWKJE. XelaTHas
CTPYKTypa IHupazosioB 3 u 4 Mo3BOJSAET OOBSICHUTH CABUI CHUTHasIa mpoToHa H-6
(enunbHOrO KoOmbLa) B crekrpax SIMP 'H (B IMCO-ds) B cunbHOe T0IE Ha
1.0-1.2 M. 1. IO cpaBHEHUIO € TOJIOKCHUEM THKa TpoToHa H-5 y HCX0aHBIX Xpo-
MoHOB 1 1 2. O nupa3onbHON CTPYKType MPOU3BOAHBIX 3a U 4a Takxke CBHJIE-
TEJIbCTBYET YIIUPEHHBIA CUrHan npoToHa H-5 nupa3onbHOro nukna, KOTOPBIN
WCIBITHIBAET CIIMH-CIIMTHOBOE B3aMMOJEHCTBHE C IPOTOHOM IIPH aTOME a30Ta.

B cnexrpax SAMP 'H coemunenuit 3 B cnabom mone MPUCYTCTBYET CHIIBHO
YIIUPEHHBIN OMHOMPOTOHHBIN cHHIIIET pu 12.6—-13.4 M. 1. U 1Ba GJIM3KO pac-
MOJIO)KEHHBIX YIIUPEHHBIX CUHTIeTa B oOmactu 9.2-9.5 m. a. B cmekrpax
N-denmnmupazonoB 5Sa—d u 6 Taxke HaOMIOMAIOTCA IBAa CHUHTIICTa B 00JIacTH
9.3-9.6 M. 1., TOrma Kak curHajg B 00jactd 13 M. . OTCYTCTBYeT. DTH JaHHBIC
MO3BOJIAIOT OTHECTH HanboJiee cIabOoIONbHBIN CUTHAI B CIIEKTPax MHPa30iIoB 3
k mporoHy N—H, a curnasnsl B o6macté 9 M. 1. — K IpOTOHAM THAPOKCUTPYIII.

B cnextpe merokcunpousBogHoro 4b Taxke MpUCYTCTBYET Hambojee cia-
OOTONBHBIN yIMpeHHbI cuareT npotoHa N—H npu 12.80 M. a. 1 Tonbko onuH
YIIHUPEHHBIH OHOMPOTOHHBIN cuHIET rpymmbl OH-2 npu 9.48 M. 1., a Takxe MosB-
JsieTcst TpeXnpoToHHbIH cuHriet rpynnsl CH;0-4 B obnactu 2.57 m. 1. B criek-
Tpax e METOKCHIIPOM3BOJHBIX 4a,¢ B 00JIACTH TOTJIOMICHUS IOJABIKHBIX ITPO-
TOHOB OOHApy’XKMBAETCs YJBOCHHOE YHUCIIO NMHUKOB, OTHOCALIMXCSA K MPOTOHAM
rpynnsl OH-2, mpotonam N-H u C-H (g coenuHeHus: 4a) mupa3oiibHOTO
LUK, YTO TMO3BOJHMIIO MPENOI0XKHTh, YTO B JAaHHOM CIIydae HaOJI0aeTCs
SIBIIEHUE TPOTOTPONHUH, O0YCIOBICHHON CYIIECTBOBAHHUEM IBYX TayTOMEPHBIX
¢dopm A u B B cootHomenuu 1 :3. Wnentudukanuio taytomepoB A u b
MPOBOAMIIM HAa OCHOBAHWHW JAHHBIX ydeTa XHMHUYECKHX CABHIOB MPOTOHOB H
WHTETPAIbHOH WHTEHCHUBHOCTU MUKOB. CTa0OMOJBHBIA CHTHAN Y Tapbl MMUKOB
nporoHa N-H MBI oTHOCHMM K TayToMepy A, Tak Kak B JJaHHOM CJy4yae OH
MIPUHAMAET y4acTue B 00pa3oBaHUM BHYTPHUMOJIEKYJISIPHONH BOIOPOJHOM CBA3M
C aTOMOM KHCJIOpPOJa THIPOKCUTPYTIIHI, YTO BCEI/la COMPOBOXKIAETCS Mapamar-
HUTHBIM cIIBUTOM. M3 mapsl nukoB curHaia mpotona C—H mupasonsHOTO siipa
y coenuHeHus 4a B 6onee cnabom mose nornomaeT nmpotoH H-3 taytomepa A,
TaK KaKk OH HAaXOAMTCS BOJNM3W MHPHIMHOBOI'O aTOMa a30Ta, TOTNA KaK MPOTOH
H-5 taytomepa B — BOHM3M muUppoOIbHOTO. M3 MHTErpalbHON WHTEHCHBHOCTH
MIUKOB CIIeAyeT, 9To B Oosee cinabom moiie HaxoauTcs curHan rpymnmsl OH-2
TayTomepa b, a B Ooyiee CUIIBHOM — TayToMepa A.

ITpu mepexoxe oT mupazosioB 3, 4, coAEepKAIINX aTOMBI BOJIOPO/IA TP aTOMax

783



azora, kK N-QeHmImupazonam 5, 6 Taxke BO3MOXHO 0Opa3oBaHHE ABYX H30-
MEpOB, OJHAKO XpoMarorpaduveckuii aHaIu3 TOKa3al HAMYWe B PeaKlUOH-
HOM CMECH TOJIBKO OJIHOTO H30Mepa. BEIGop B monk3y 2- {3-R-5-[4-(R'-okcu)-2-
TUAPOKCH-S-3TriheHN)- | -pernn Jnupazon-4-wuin } -S-penun-1,3,4-Truagua3oon
(Sa—e u 6) ObLT cHellaH Ha OCHOBAaHMHM yYeTa XUMHYECKUX CBOMCTB U JaH-
HbIX criekTpoB SIMP 'H. IIpoxykTsl 5a—e U 6 He JAIOT OKPAIIEHHOrO KOMILIEK-
ca CO CIUPTOBBIM PAacCTBOPOM XJOpHOTO Xkeine3a. PEeHOIbHBIE THAPOKCHIIBI
B criektpax SIMP 'H coemunenmii 5a—e IposBIAIOTCS B BHJE ABYX Y3KHX ITHKOB
B 00mactu 9.3-9.6 M. 1., UTO yKa3bIBaeT Ha OTCYTCTBHE BHYTPHMOJIEKYJISIPHOTO

Tabnuma 1

XapaKkTepUCTHKH cOeNHeHU il 2—6

Haiineno, % PactBOopuTens
Coenu- Bpyrto- Beruncieno, % o Ut Brixon,
T. ., °C
HEHHE dopmyna MepPEeKpUCTAI- %
8 N JIU3ALUA

2a C20H16N203S 8.76 m 223 Z[M(DA 85
8.80 7.69

2b CyHisN,O5S 8.31 7.65 219 MDA 87
8.47 7.40

2¢ szHzoNzOgS 8.19 w 206 Z[M(DA 71
8.17 7.14

3a C19H16N4OQS 8.90 15.62 260 BTaHOJ'I 88
8.80 15.38

3b CyoH sN4O,S 8.47 14.60 246 Bomblii criupt 92
8.47 14.81

3¢ C,1H,0N40,S 7.87 14.05 243 Bomblii criupt 90
8.17 14.28

3d CyH;5F3N40,8 8.26 14.10 226 Bombiii criupt 82
8.01 13.99

3e CyH,oN,O4S 7.20 13.10 299 Bombiii criupt 91
7.35 12.84

3f CyH,oN4O4S 7.12 12.69 114 Bomblii criupt 91
7.35 12.84

3g CyoH sN¢O3S 7.66 20.12 >300 Bonuslii ciupT 87
7.59 19.89

4a CoH sN4O,S 8.66 15.06 221 Dranon 92
8.47 14.81

4b Cy1Hy0N40,S 7.91 14.54 246 DraHon 77
8.17 14.28

4c Cy,H,N,0,8 8.13 13.80 196 Bommbiii criupt 98
7.89 13.78

5a CysHyoN4O,S 7.46 13.09 234 Orunanerar 61
7.29 12.72

5b CysH2oN40,S 6.98 12.58 244 Orunanerar 60
7.05 12.33

Sc¢ C27H24N4OQS 7.11 12.21 218 TO.HyOJ'I 81
6.84 11.96

5d CyH9F3N,0,S 6.07 11.24 231 Tonyon 79
6.31 11.02

Se C23H24N404S 6.48 11.07 273 MertaHon 83
6.26 10.93

6a C26H22N4OQS 722 12.46 233 TO.HyOJ'I 74
7.05 12.33

Tabnuma 2
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Cnekrpbl AMP "H coepunenmuii 2—6

Coenu-
HEHHE

Xumuueckue cBur, o, M. 1. (J, I'n)

2

2a

2b

2¢

3a

3b

3¢

3d

3e

3f

3g

4a

4b

4c

S5a

126 BH, 1, J = 7.5, CH;CH,-6); 2.72 (2H, x, J = 7.5, CH;CH,-6); 3.99 (3H, ¢, CH;0-7);
7.23 (1H, ¢, H-8); 7.53 (3H, ¢, Hp-3'4",5); 7.94 (1H, ¢, H-5); 8.04 (2H, M, Hp-2',6"); 9.38
(1H, ¢, H-2)

123 GH, 7, J = 7.5, CH;CH,); 2.69 (2H, , J = 7.5, CH;CHy-6); 3.05 (3H, ¢, CH;-2); 3.96
(3H, ¢, CH;0-7); 7.12 (1H, ¢, H-8); 7.53 (3H, M, Hpy-3',4',5"); 7.87 (1H, ¢, H-5); 8.03 (2H, M,
Hpy-2',6")

124 (3H, 1, J= 7.5, CH;CH,-6); 1.47 (3H, 1, J = 7.5, CH;CH,-2); 2.70 (2H, x, CH;CH,-6);
3.45 (2H, k, CH;CHy-2); 3.98 (3H, ¢, CH;0-7); 7.12 (1H, ¢, H-8); 7.53 (3H, M, Hpy-3',4",5');
7.87 (1H, ¢, H-5); 8.02 (2H, M, Hpy-2',6")

1.14 (3H, T, J = 7.5, CH3); 2.47 (2H, x, J = 7.5, CH,); 6.49 (1H, c, H-3); 6.92 (1H, ¢, H-6);
7.47 (3H, M, Hpy-3',4',5"); 7.82 (2H, M, Hp;-2',6"); 8.03 (1H, ¢, Hupason-5); 9.41 (1H, ymr. ¢, OH-
4); 9.45 (1H, yur. ¢, OH-2); 13.09 (1H, yur. ¢, N-H)

1.12 3H, 1, J=17.5, CHj); 2.46 (2H, k, J=7.5, CHy); 2.55 (3H, ¢, CHj mupason); 6.43 (1H, c,
H-3); 6.85 (1H, ¢, H-6); 7.46 (3H, M, Hp;-3',4",5"); 7.81 (2H, m, Hpp-2',6"); 9.26 (1H, ym. c,
OH-4); 9.34 (1H, ¢, OH-2); 12.70 (1H, ym. ¢, N-H)

1.12 3H, 1, J= 7.5, CH3); 1.31 BH, 1, J = 7.5, CH3 mpason); 2.46 2H, x, J=7.5, CH,); 2.98
(2H, x, J=17.5, CHa mpason); 6.44 (1H, ¢, H-3); 6.85 (1H, ¢, H-6); 7.47 (3H, m,

Hpp-3'4',5"); 7.80 (2H, M, Hpy-2',6"); 9.25 (1H, yur. ¢, OH-4); 9.36 (1H, yur. ¢, OH-2); 12.67
(1H, yu. ¢, N-H)

1.08 3H, 1, J = 7.5, CHs); 2.42 (2H, k, J = 7.5, CH,); 6.45 (1H, ¢, H-3); 6.89 (1H, ¢, H-6);
7.51 3H, m, Hpy-3'4"5); 7.86 (2H, M, Hpy2',6"); 9.55 (1H, ¢, OH-4); 9.56 (1H, ¢, OH-2),
13.82 (1H, ¢, N-H)

1.11 3H, 1,J=17.5, CHj); 2.48 2H, x, J=17.5, CH,); 2.63 (2H, 1, /=8, CH,CH,COOH);
3.20 (2H, 1, /=8, CH,CH,COOH); 6.46 (1H, c, H-3); 6.84 (1H, ¢, H-6); 7.46 (3H, ™,
Hpy-3',4',5"); 7.80 (2H, M, Hpp-2',6"); ocTanbHble IpoTOHBI 00MeHsuceh ¢ D,O

1.03 3H, 1, J = 7.5, CH3); 1.25 3H, 1, J = 7.5, CHj mpmon); 2.40 (2H, x, J= 7.5, CH,); 4.24
@H, k, J=7.5, CO,CH,); 6.39 (1H, ¢, H-3); 6.84 (1H, ¢, H-6); 7.51 (3H,m,
Hpy-3'4',5"; 7.92 (2H, M, Hpy-2',6'); 9.39 (1H, ¢, OH-4); 9.46 (1H, ¢, OH-2); 13.58 (1H, ¢, N—
H)

1.09 (3H, 1, J= 7.5, CH;); 2.46 (2H, x, J = 7.5, CH,); 4.49 (2H, ym. ¢, NH,); 6.41 (1H, ¢, H-
3); 6.87 (1H, ¢, H-6); 7.50 (3H, M, Hp-3',4",5"); 7.87 (2H, M, Hp-2',6'); 9.40 (2H, ym. ¢, OH-2
+ OH-4); 10.24 (1H, yu1. ¢, NH-NH,); 13.45 (1H, yu. ¢, N~Hpason)

1.14 (3H, 1, J= 7.5, CH;CH,); 2.54 (2H, x, J = 7.5, CH;CH,); 3.84 (3H, ¢, CH;0); 6.55 (1H,
¢, H-3); 6.99 (1H, ¢, H-6); 7.46 (3H, M, Hpy-3'4',5"); 7.83 (2H, M, Hp,-2',6"); 8.02 (ymr. c,
Hupason=5 (B)); 8.33 (yur. ¢, Hupason=3 (A)); 9.42 (ymr. ¢, O H-2 (A)); 9.65 (yur. ¢, OH-2 (B));
13.14 (ym. ¢, N-H (B)); 13.33 (ym. ¢, N-H (A))

1.11 GH, 1, J = 7.5, CH;CH,); 2.53 (2H, x, J = 7.5, CH;CH,); 2.57 (3H, ¢, CH; nupusos-5);
3.82 (3H, ¢, CH;0); 6.50 (1H, ¢, H-3); 6.94 (1H, ¢, H-6); 7.46 (3H, m, Hp,-3'4",5"); 7.81 (2H,
M, Hpy-2',6"); 9.48 (1H, yur. ¢, OH-2); 12.80 (1H, yim. ¢, N-H)

1.11 3H, r, J=17.5, CH;CH,); 1.31 3H, 1, J = 7.5, CH3CH: mpason); 2.50 (2H, k, J = 7.5,
CH;CH,); 3.00 (2H, x, J = 7.5, CH3CHa mupason); 3.82 (3H, ¢, CH30); 6.47 (1H, ¢, H-3); 6.92
(1H, ¢, H-6); 7.46 (3H, M, Hpp-3',4",5"); 7.81 (2H, M, Hpy-2',6"); 9.36 (ym. ¢, OH-2 (A)); 9.51
(ymr ¢, OH-2 (B)); 12.74 (ym. ¢, N-H (B)); 13.07 (ym. ¢, N-H (A))

1.03 (3H, 1,J=7.5, CHs); 243 (2H,x,J=7.5, CHy); 6.46 (1H,c, H-3); 6.71 (1H,c,
H-6); 7.36 (SH, ¢, N-Ph); 7.46 (3H, M, Hp-3',4',5"); 7.78 (2H, m, Hpy-2',6"); 8.31 (1H, c,
Huupason-3); 9.39 (1H, ¢, OH-4); 9.49 (1H, ¢, OH-2)
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OkoHYaHHUEC TaOMUIBI 2

1 2

5b 1.01 3H, 1, J = 7.5, CH;CH,); 2.42 (2H, , J = 7.5, CH;CH,); 2.67 3H, ¢, CH3 mupason-3);
6.46 (1H, ¢, H-3); 6.68 (1H, ¢, H-6); 7.34 (SH, ¢, N-Ph); 7.47 (3H, m, Hp,-3',4',5"); 7.76 (2H,
M, Hpy-2',6"); 9.41 (1H, ¢, OH-2); 9.53 (1H, ¢, OH-4)

5¢ 1.01 GH, 1, J = 7.5, CHy); 1.39 3H, 1, J = 7.5, CHs wpason); 2.39 (2H, k, J = 7.5, CHy);
3.16 2H, K, J = 7.5, CHy mpuson-3); 6.45 (1H, ¢, H-3); 6.68 (1H, ¢, H-6); 7.34 (SH, ¢, N-Ph);
747 (3H, M, Hpy-3',4,5"); 7.77 (2H, M, Hpy-2,6"); 9.39 (1H, ¢, OH-4); 9.51 (1H, ¢, OH-2)

5d 0.98 3H, 1, J = 7.5, CH:); 2.38 (2H, x, J = 7.5, CH,); 6.40 (1H, ¢, H-3); 6.72 (1H, ¢, H-6);
7.40 (5H, ¢, N-Ph); 7.51 (3H, m, Hpy-3',4",5"); 7.82 (2H, M, Hpy-2',6"); 9.55 (1H, c, OH-4); 9.60
(1H, ¢, OH-2)

Se 1.01 (3H, 1,J = 7.5, CH); 2.42 (2H, %, J = 7.5, CH,CHz); 2.79 (2H, 1, J = 8, CHLCH,COOH);

3.35 (2H, 1, J = 8, CH,CH,COOH); 6.46 (1H, ¢, H-3); 6.68 (1H, ¢, H-6); 7.34 (5H, ¢, N-Ph);
7.46 (3H, M, Hpp-3'4',5); 7.77 (2H, M, Hpy-2',6'); 9.41 (1H, . c,
OH-4); 9.52 (1H, ym. ¢, OH-2); 11.92 (1H, ym. ¢, COOH)

6a 1.02 3H, 1, J=17.5, CH;CH,); 2.46 (2H, x, J = 7.5, CH:CH.,); 3.83 (3H, ¢, CH;0); 6.51 (1H,
¢, H-3); 6.80 (1H, ¢, H-6); 7.35 (SH, ¢, N-Ph); 7.47 (3H, m, Hp,-3'4',5); 7.79 (2H, M, Hpy-
2',6"; 8.33 (1H, ¢, Hupason-3); 9.68 (1H, ¢, OH-2)

B3aumonelcTeus Mexay rpynmnoid OH-2 m atromom azorta mupaszona. CurHan
mpoToHOB N-(eHWIBHON TpyNmbl MUpa3ojiia MPENCTaBIsIeT COO0M MATHUIIPO-
TOHHBIN cuHIIET ipu 7.34—7.40 M. /1., B OTIIMYXE OT CUTHAJIOB (DeHWIIAa B THA/IN-
a30IILHOM KOJIbIIE, T¢ HAONMIOAr0TCS TPEX- U JBYXIPOTOHHBIE MYIBTHUILICTHI
mpu 7.45-7.50 u 7.77-7.81 m. x. OTcyTcTBUE paciierieHns y curnamna N-ge-
HWJIBHOM TPYyNITBI YKa3bIBaeT Ha TO, YTO JaHHOE OEH30JIbHOE KOJIBIIO BEIBEICHO
M3 IDIOCKOCTH TMHpa3oibHOro mukiaa. OO0 3TOM Takke CBUACTEIbCTBYET
cMeleHne curHana nporoHa H-6 deHompHOTO 3aMecTUTENs B CHIIBHOE TI0JIe Ha
0.1-0.2 M. 1. IO CpaBHEHMIO C CUTHAJIAaMU TE€X K€ MPOTOHOB MUPa30JioB 3 U 4,
Tak KakK JaHHBI MPOTOH TOMaaaeT B 00JacTb 3KPaHUPOBAHUS KOJBIIEBHIMHU
TokamMu N-(heHUIBHOTO sIpa.

Takum oOpazom, permkimzanus 3-(1,3,4-THaTna30MI)XpOMOHOB O] JEeH-
CTBHEM THIpa3WHA U (EHWITHUAPA3UHA SIBISIETCS MPOCTHIM U YAOOHBIM METO-
oM cuHTe3a 2-(mpazon-4-un)-1,3,4-Tnaana3onos ¢ pa3iIndHBIMU 3aMECTUTE-
JISIMU B TIOJIOKEHUSAX 3 M 5 MUPa30JILHOTO IIUKJIA.

SKCHEPUMEHTAJIbBHASI YACTb

OIHOPOIHOCTh CHHTE3MPOBAHHBIX COSAMHEHMH KOoHTpoiupoBanu ¢ nomomsio TCX (Silufol
UV-254, xnopodopm—meranon, 9:1). Cnekrpsr IMP 'H samucanst B JIMCO-dg na CIIEKTPOMETPE
Varian Mercury 400 (400 MI'ty). Baytpennuii crangapr TMC.

XapaKTepyCTHKY COEAMHEHHH 2—6 mpuBemeHsl B Tabn. 1, mamHsie cmektpos SIMP 'H —
B Ta0Om. 2.

2-R-7-Metokcu-3-(5-¢penni-1,3,4-Tuaguaszon-2-mi)-6-3tuaxpomonnsl (2a—c). K pacrsopy
3 mmonb 2-R-7-runpoxcu-3-(5-dennn-1,3,4-tnagnaszon-2-mn)-6-otuiaxpomona (la—c) B 10 mu
JIM®A npubarisor 0.83 r (6 MMOJIb) CBEKEIPOKATICHHOIO PACTEPTOro IMOTAlla U JOOABISIOT
no xamwM 1.14 v (9 mMmonb) muMermicyibgara. PeakMOHHYI0 cMech INepeMeIlNBAIOT IPH
HarpeBaHUM B TEYEHHE 2 4, OXJaKIaioT, BbUMBarOT B 100 My BOIbl U OT(HIBTPOBHIBAIOT
0CaJIoK.
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5-|R-3-(2,4-Aurnapoxcu-S-3rundennn)nupaszon-4-uil-5-pennin-1,3,4-ruaguazonnt (3a—f)
u 2-[5-R-3-(2-ruapokcu-4-meTokcu-S-3riiigennn)nupaszon-4-unil-5-penuni-1,3,4-ruaamaso-
asbl (4a—c). K cycnensun 1 MMonb cooTBercTByomero 2-R-7-rugpokcu(merokcn)-3-(5-dennn-
1,3,4-tnaguazon-2-mn)-6-stnxpomona 1a—f nmm 2a—c B 10 M1 stanona npubasistoT 1 T (30 MMoOITB)
THAPa3HHTUIPATa ¥ KAMSATAT 10 pactBopeHus (0.5-5 mMuH). PeakImoHHyI0 CMeCh OXIIaXKIaroT U
OT(UIBTPOBBIBAIOT BBHINIABIIUI OCATOK (B cllyyae NpOXYyKTOB 2a u 4b) wiu BeutuBaoT B 100 M
BOJIBI ¥ OT(QUIIBTPOBBIBAIOT BHINABILIHH OCAJIOK.

I'mapasun  3-(2,4-nuruapoxcu-S-3ruindenunn)-4-(5-penna-1,3,4-tuaguazon-2-wi)nupa-
3001-5-mkapooHoBoii kucaornl (3g). PactBop 0.35 r cmecu stunmoBoro 3¢upa 3f u rumpa-
3una 3g 3-(2,4-nurnppoxcu-5-srungenun)-4-(5-penmn-1,3,4-tnanuazon-2-mi)mupasoi-5S-uikap-
00HOBOI KUCIOTH B 1 M ruapasunruapata B 2 mut JIM®A kunstat 5 MuH, BEUIHBAOT B 50 MIT
BOJIBI ¥ OT()MIIBTPOBBIBAIOT BBHINABIIHH OCAJIOK.

2-[3-R-5-(2,4- Juruapokcu-5-3ruiidennn)-1-penmmupazon-4-uil-5-penni-1,3,4-ruaam-
a3zoJbl (Sa—e). Cycnensuto 1 MMoJIb cooTBeTcTBYIOLIETO 2-R-7-ruapokcn-3-(5-pennn-1,3,4-tua-
nuazon-2-un)-6-stmnxpomona la,d,e u 0.32 r (3 mMmone) denmwtruapasusa kumatatT B 20 M
sta”Hona 1.5-11 4 go pacTBOpeHus ocajika, BELUIMBAIOT B 50 MJI BOIBI U OT(QHIGTPOBBIBAIOT BbI-
naBiuuii ocanok. Peakiuro ¢ xpomonamu 2b,¢ nposoasT npu HarpeBanuu B 3 M JIM®PA B Teue-
Hue 2-4.5 4.

2-[5-(2-I'unpoxcu-4-meroxcu-S-3Tundenni)-1-pennnnupazon-4-uil-5-pennn-1,3,4-tna-
aua3o. (6) cUHTE3UpOBaH MO NPEAbIAYLIEH METOJUKE IpPU KUISYEHUU B dTaHose B TeueHue 10
q.
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